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BERE Y =SB T NI AT F 2 ((BRS)-1-[(108)-10-X > 2 /L-1-{[(18,95)-
9-TF)N-5-7 )V A H-9-E R % -4- A F)1-10,13-2 A4 F -2,39,10,13,15-~F % &
RO -1H,12H-X > Y [de] T / [3'4%6,7]11 >~ RV Y J[1,2-b]% / U »-1-4 V] 7T 2
J 3-1,6,9,12,15,18-~F A F V 3-A4 FH-58,11,14,17- 2 Z T H U 24231
N25-UAF R Y D3 VHE (CHHs7FNgOys 5 218 @ 1,035.06) ) 23FEA L
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ORI EE T~ 7 AHURIC, ZOMite F 1gGl (ICH¥E L, CHO iz X v pE
EEND, XU RTEEHMNE, ASUEOT 2 BREEN G5 HEE (1 80) 2 A%
V214 DT I 7 Wk HEN S5 L (« ) 2 KA CHR S DIEY 308 (5
T 0 9 148,000) ThH D,

Datopotamab Deruxtecan is an antibody-drug-conjugate (molecular weight: ca. 152,000)
consisting of deruxtecan ((3RS)-1-[(10S)-10-benzyl-1-{[(1S,9S5)-9-ethyl-5-fluoro-9-hydroxy-
4-methyl-10,13-diox0-2,3,9,10,13,15-hexahydro-1H,12H-
benzo[de]pyrano[3',4":6,7]indolizino[ 1,2-b]quinolin-1-yl]Jamino}-1,6,9,12,15,18-hexaoxo-3-
oxa-5,8,11,14,17-pentaazatricosan-23-yl]-2,5-dioxopyrrolidin-3-yl group
(Cs2Hs7FN9O13; molecular weight: 1,035.06)), which is composed of camptothecin derivative
and linker, attached to an average of four cysteine residues of a recombinant monoclonal
antibody. The antibody moiety is an anti-cell surface glycoprotein Trop-2 monoclonal
antibody, the complementarity-determining regions of which are derived from mouse

antibody and other regions are derived from human IgG1 and produced in CHO cells.



The protein moiety is a glycoprotein (molecular weight: ca. 148,000) composed of 2 H-chains
(v1-chains) consisting of 451 amino acid residues each and 2 L-chains (k-chains) consisting
of 214 amino acid residues each.
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1. ERERXIIZEROBBERONE KT 2ERRRICET 2868%

1.1 HFEME OHE

AHT, HEFICL VAR S ADC TH Y, TROP-2 (1245 IgGl 727 7 A0k Mt/ 71
—TAHUETH D Dato & FaRA Y AT =B I IHEHNEZAT L0 7 M7 2 HETH 2D DXd 25
TFRY A= LTRHEE L TN D,

AKX, FEEMIEOMIAE FIZRELT 5 TROP-2 IZFEE L. MIENICEY IAENT-ZIZY 10—
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it - R R OB A TR G2 5,

TR [ I B O - ST g,

FEEOBLE TRIZOWT, EAEERTF—ALTTRER - AN T =2 a UREBBIN TS,

2.1.3.2 %%ﬁi%@%ﬁ%wﬁffé

JFER OB IBRRIC 1T B RGO EFIZ SN T, ICHQSE HA KT A NIt »> CTEBRTHE OFEHED
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Bl 5o Reg, F—t oo, . . A0 (. I
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TROP 77 I )V —# 37 ThdE  TROP-1 (M z # . -»¢7) ROt + TROP-2 (#i¥ez # 1 /37)
Iext42E%E, BEUE FegGl £/ Zo—FAHEs DX ZEE LR -0 ) rI—%2 L THESER
ADC TH 5 [gG-DXd DFESTEND, ELISARIC LW BStEnE, ToER, FERU IpGDXd DFES
EiL, Z8DLBVTH-T,

#* 8 TROP-1 B (F TROP-2 iz 2 & XK IsG-DXd D& TEE

aTEE
A IsG-DXd
TROP-1 —0.037+0.016 0.030+0.036
TROP-2 3.183+0.049 0.032+0.034

EEHELFREESE. n=3, *: HE4S50mm Tt HWRHE

Ek A=rA4FN, vURARUT >  TROP-2 HH =€ /- CHOKI1 #latkiox+ 2 EE DB
M, ELISA Bic K W Bffahiz, TO®RE, & PRSI =7 A 1 TROP-2 £ FH & #7= CHOKI1 #ila
Izt 223D ECo fEl (FEME [95%CI] |, n=3) IZ, £A-Fh 11042 [8032, 151.79] ng/mL KK
9765 [77.70,122.72] ng/ml. T o, —F, FZREEI~TIARTT v b TROP2 IZiFFEE Lo,

312 DNABBEEARUVTE b—ARMER (CID 4.2.1.1-5)
b e H 3 CFPAC-1 #ilakk % AV T, &3, IgG-DXd, Dato % 1f DXd @(DDNA SEERARUE@T
R h—AHEERDS, FHAFNLDOCHK]L OV E{LECOUENE PARP ORERBLIEREIZ, YA ¥



y7uy MEZX RSz, TOME, DNA EEEAKROT R b — 2 AFEERITARIE R Y DX
TIEERD B 28, 1gG-DXd K O Dato TIELRE®H B> T,

3.1.3 ADCC {&# (CTD 4.2.1.1-6)

3 BIOREEERR A B PBMC # =7 =7 % —#flild & LT, TROP-2 % NEMEIZHELT 5 NCI-H322 e
FRIZxE 9 5 AL O 1gG-DXd O ADCC #EPEDY, 7 v AEEEEIC L D Gt a7z, TOREER, REEL )
IgG-DXd ? ECso fil Jx O K ADCC {EPEY 13, 9D LBV Thotz,

#9 AR IgG-DXd D ECsofE & UK ADCC JEH:

B 1 w2 R 3
. 206 10.8 527
A ECsofH" (ng/mL) [9.09, 4,660] [6.97, 16.8] [4.26,6.52]
fix K ADCC &1 (%) 25.1 32.9 64.1
. 1,060 329 383
1gG-DXd ECsoff” (ng/ml) [0.00390, 291,000,000] [77.0, 1,400] [8.09, 182]
% K ADCC #EFME (%) 3.13 2.20 3.69

n=3, *: FHMHE [95%CI]

3.1.4 FEMEEHSRMIRARIZ X 2 HEAEmHIEA
3.1.4.1 invitro (CTD 4.2.1.1-3)

TROP-2 ZWTEMIZFHL T 5 CFPAC-1 &Y BxPC-3 flilafk, AT TROP-2 #HHLL TV E b
NSCLC Hi3k Calu-6 HIIEARIZ RT3 2 A%E, 1gG-DXd, Dato M OY DXd OHEFEINHIVEH 23, A ko
ATP BZRIEICHET SN, ZOREE, A3, 1gG-DXd, Dato TN DXd @ ICsfli%, £ 10 D LBV T
HoT,

# 10 Kb bEEEEHEMERICT 2R, 1gG-DXd, Dato KU DXd D HEFEMGI1ER

P, TROPE:2* _ ICs0f (nmol/L)
FEHLE AR IgG-DXd Dato DXd
CFPAC-1| 22.1 (48 5?(;?03 0] =20,000 =20,000 [2.326"832.3 7]
BxPC-3 | 479 [ 69;‘}'860.7] =20,000 =20,000 [1.315',5 188 5]
Calu-6 1.1 =20,000 =20,000 =20,000 L. 017'3115 24]

FEME [95%CI] | n=3, *: 7w —HA b bY—iEz HO TR S EOERE

3.1.4.2
3.1.4.2.1 FUEHRMEZE (CTD 4.2.1.1-10)

TROP-2 Z#WTEMEIZHEBLT 5 & MFLEH K HCC1806 AlflatkZ K TRAE L7 X — K~ & (6 f5l/#) %
AWT, AFE, 1gG-DXd KO Dato OREGHEAINHIEM 2SE S 7z, TEEARFEA 170 mm® 2 L7
H (350 HHB) (&, AF, 1gG-DXd XIE Dato 10 mg/kg 73 FEIER RN G- S du, BESEARENEH Sz,
ZOFER, FHI18 HEICHBW T, M GEE? ) | IgG-DXd BE K O Dato & bbis LT, AIRBETHF
I B2 EFE IS ER AR b (K1) .

in vivo

V' ADCC IEMEC & 2 Ml E1E 338 b v fila o B &
Y 5% YL h—/LE A 10 mmol/L WEEFEE K (pHS.5)



2500 -

—o %M
e e N=3 10 k
2000 528 10malkn l
— --&- JoG-DXd 10 mg/kg -
= -~ Dato 10 mg/kg ’
g
~— 1500 -
o
&
IR 1000 |
]
=
500
%k
——
0 1 2 3 4 5 6 7 8 9 1011 1213 14 15 16 17 18 19 20 21

FehBRME O B (H)

X1 HCC1806 k% K TR L2 X — R~ U (2R 5 EER ik /e
n=6, VHHAEAHERE . = . RFBREEIZX L C p<0.0001 (Dunnett fRE)
1gG-DXd #£ % OF Dato BEIZxE LTV 40 d p<0.0001 (Student’s t 7 7E)

3.1.4.2.2  FLFELS O BRSOk (CTD 4.2.1.1-7, 4.2.1.1-8, 4.2.1.1-9)

CFPAC-1 Milakk & 2 FBAE LT X — R~ 2 (6 Bil/F) Z F\ T, ARIEOFESHEFEIHIER 23 at S
iz, EEEEI 170mm* IZEL72H (50 HHE) 12, A% 0.125, 0.25, 0.5, 1, 2 XiE 4mgkg M H
[EIER RN 5 S, AR RE I SNz, TO/RE, F21 ABICRBWT, i GEED ) BEE kL
T, AH 0.5, 1, 2 X 4 mg/kg BECHEHFRICAH BREFGHEIMHEIERN 2SO bl (Wi p<
0.0001, Dunnett fi7E) .

TROP-2 & WNAEPEIZHEBLT 5 NCI-H292 flifafkZ R PR L7-X— R~ o 2 (6 Bl/Ff) Z#HWT, K
3, 1gG-DXd K U Dato D ESHEFEANGINEH A3 M5t S dviz, BEEHARE 2K 160 mm* 122 L7 H (550 H
H) 12, AF IgG-DXd XiZ Dato 10 mg/kg 23 HAIFIFRIRINIZ G- S 4v, JEGAFEEA R S vz, £ ORER,
14 BRICBWT, OB (R ) BRI ONZ@IgG-DXd #E & U8 Dato £ & brls LT, AR CRERH
B A B RS I R E R 338 Sz (Op<0.0001, Dunnett 7&K O@QWFHH p<0.0001,
Student’s t FRE)

TROP-2 % WNEMEIZHEBLT % & b NSCLC H 3k HCC827 Mfakk & 2 TR L7- X — K~ 7 2 (6 Bil/Ef)
ZHAWT, A3 1gG-DXd KO Dato O JESHEFEAMSIVEM 2SS 47z, TEEHAFEDK 200 mm® (232 L
7-H (30 HHE) 1o, A%, IgG-DXd X% Dato 10 mg/kg 2N HEIFHARNE G S, EEAERREH S
7o TOFEF, 21 ARIZBWT, ORI GREE Y ) BRI NC@IgG-DXd B & OF Dato £ & ki LT,
AIRRE RO RS AT B 7 B A E A 23380 S 7z (Dp<0.0001, Dunnett I E &K @V p
<0.0001, Student’s t fR7E) .

3V 0.02%R Y Y — K 80 KN 9% A7 B —AEA 10 mmol/L & AF ¥ L AEEK (pH6.0)
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3.2 BIRAOFKERABR (CTD4.2.1.2-1)

86 FSHDZRIK, A4 F ¥ F, FT UV AR—F—ROBEFRIZxT 2 DXd 10 pmol/L DRAEEM .
WA L2 Y B REZ TR SN2, TORER, Lok LTh, 50%LL EDRRE
TERIERRD e o Tz,

3.3 RZeHEEAR
331 HFRMHRERICKITTEE (CTD 4.2.1.3-2)

=AY (5B1/FE) ISR 10 T 80 mg/kg HYHARIERARN G- S du, PSR IC RIE T A KD
AN, BREB SR ATIMIE S IC L VBT S LT, T ORER, ARG X 2B biRno T,

332 DMERICKIETTRE
3.3.2.1 hERG »V U AERICKIETHE (CTD 4.2.1.3-1)

hERG %3 A L7= CHO #ifiatk% Fv T, hERG 1 U 7 AEFIC&IZT DXd ORESRF Sz, ©
OFEHR, DXd 1, 3 LTV 10 umol/L (2L 5 hERG # U 7 AEROMESR (%) (n=5, FEIE = (R Z£)
I, TNFEN—424+259, 0421295 KRTON—0.74+4.18 TH Y . AHKIC L 5 EE IR o7z,

3322 L. MERCLERICKIZTEZ (CTD 4.2.1.3-2)

T=27 AP (5 61/F) (CASK 10 1T 80 mg/kg 73 HERIEFARIN B G- v, D%k, IiE (U i E
JEARSINE J ONER M E) W ONSOFERK (PR, QRS, QT MUY QTe MIFE) 1CKIFTAIKD BN G &
Nz, ZTORER, REREIZ L DHBIIRD N1z,

333 MRRICKITTHE (CTD4.2.1.3-2)

=7 AW (5F1/8) ITARIE 10 i 80 mg/kg DS HIEFRARN B G- S dv, FRR SR M ONfLIE AT A (BhR
i pH, BYNRMEESE 3L, IR ER{L A S R O 7 1 B U ERE AN E) I RIETARIEDO RN KR
FtEiz, TOMKR, KRB D2EEBIIRO SRR N-o T2,

3.R IR 5B EDOHNE
R, R SN EE R OLL T OEIOR TN ES & | AR IERH AR IKPLCE 42 HigE Oa
(ZOUWT, S AFUATEE &l L 7=,

3.R1 FFEOEREF R OEEIZOWNT

HEEE 1T, AREOIMERT LR OB T 2 89S0 T, LFO XL S IZHBA LTV,

TROP-2 %, 1 [IEE@M & Xy Th Y | FEEOEEHEOMIEE FI2EHEB L T D (Genes
Cancer 2015; 6: 84-105. Exp Mol Pathol 2013; 94: 73-8 %) |

AL, TROP-2 IZxtd 5k MbEIgGl £/ 7 a—FLHURTHD Dato &, F"RA Y AT—F 1 [HE
ERERATDZH T b TV UFERTHD DXd X7 F R U —IZTEA S8 7 ADC TH Y | 5
M O 0> TROP-2 IZfEE L (3.1.1 /) (HIRNIZIR W IAENTRITY I — DKo iR S 2,
Wl L7= DXd S hARA Y AT —F 1 ZHEL, DNA EEEALOT R F—Y AFEEREZRT 28

(3.12ZM) FIZXY ., FEEHEMTEIEHZ R LB DN TN D,

FROERAEFICINZ T, FTRROREBET 5 & I T ORKEOFIMEITIRTE L LB 2 D,
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* HR BtED>> HER2 FEMEDOFMTARE UT R A EE 2% & Lo EERILFEFEIFAE (TBo1 X
BR) 128\ T, TROP-2 OFREBURILAHER AT RE 72 IEBSHA Rk A & A9 5 FBHE D 95% T TROP-2 D%
B bohnioZ &

o AT, TROP-2 ZW{EVEIZFEELT S b b ILmH Rtk 2 R PR L 72 X — R~ 7 22BN T,
MEESHEHIIHIER 2R L2 & (3.1.4.2.1 2R)

e TROP-2 Z %8 L TR WG IZ T LTl A3 TROP-2 2 3BT DM H Y A £ 7= 1%.,
R L 7= DXd 2SS il L, TER3 5 2 & ¢ BRI ER 2R3 ATEEME Y & % Z & (Gynecol
Oncol 2024; 8: 16-23 %)

FERgIZ, HEEE OB L TR LT,

4. FEERREWENERBRICET 2B R UOHHEICRIT 2 BEOB

BB T HARFED PK I, 7 v MR MZBW TR Sz, 7o, REOMERKS TH 5 DX
DISES T A, R, b7 U AR =2 —SHICBET SMaHE. & b UIEM O A KRR A
MWTITbilz, 2k, AHELD 6 HTIE, FWEs (DXd) & OfiE O A R 720 T TROP-2 #i
K (Dato) ##E T APk EF#7 5,

Z v PR AV IEF ORE L ORIUAOEREIT, VT FEGEICZviTbi (E&E TR :
10ng/mL), 7 v b RO ViR o DXd O E &L, LC-MS/MS £ X v 177 (GE& FIR:0.1 ng/mL),
F v N ROV VIER OFLY NI E~ T T AT UPUROBIHIE, ECLIEIC X v iThbh, v
MR ORSRROERIT,. EBENETG A — N7 UF T T 7 4 —iEIC L W iThbivz (E& TIR:6.64 ng Eq./g)

4.1 R
411 HEES5

HEVED VIZARIE 0.2, 0.6, 2 XIE 6 mgkg & HEIFARNE S L, MR AR ES SR s he (F
11) . Bt Sz AEHPHICB W T RER ORPUKRD AUCih lZA &% EEl- THIIN L7z, BEEE 1L,
VHEAERPGONTZHBITONT, HEOHINIMEV Y, TROP-2 ~OfEG &1 Lo AR R OB R 0 HT
JFARFFR 72 M R D A L7 ATREMERN B 2 b2 B AT L T\ 2, o3, FHIERSIZISIT 2 DXd 1344
ER FIRA CTh o 72,

PLF bNREZ~T T AT I HURIL 912 Bl ST,

£ 11 FERORITED PK S5 A—F (MY, BEEBIRAERS)

W5 PG AUCinf tin CL Vss
’ (mg/kg) (ug-day/mL) (day) (mL/day/kg) (mL/kg)
0.2 9.05+0.61 1.48+0.11 22+16 38.4+1.9
o 0.6 27.5+0.8 1.65+0.16 21.8+0.7 422+32
* 2 11821 1.96+0.33 17.3+2.8 41.6+2.9
6 392+41 1.48+0.32 154+1.5 434104
0.2 9.91+0.80 1.67+0.10 — —
o 0.6 30.8+ 1.4 1.60+0.26 — -
ReALIE 2 125+26 1.50+0.23 — —
6 423+52 1.47+0.18 — —

FEME AR ERAE, —  FHEP n=3
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412 RE#HRE

MEREZ ~ MCAREK 20, 60 31 200 mg/kg & Q3W T 3 4 H RIS HIRPIE G- L, i ip AR 4 8
BEtE e (£ 12) . BEtSh - HERHICRB W T, AR, BEUEAK O DXd ® Co T AUC,1day 14 #2
MEIZHEI LTI, WL EEITRO benoT,

A NRE~T  FTIT AT HHURIL 124 Bl TR &z,

#12 AE BEEKRODXd O PK 7 A—% (HHET > b, 3 7 ABKESIRNES)
wE | &h5E |(&5A Co (pg/mL) AUCo14ay (png-day/mL) tiz (day)
%% | (mgkg) | (H) Y i3 E if3 HE i
- 1 4454212 459+32.7 1,830+126 1,950+ 145 7.45+299 | 9.71+0.252
64 681+44.8 6354555 2,720+968 2,430-844 10.126.09 9.55+4.17
- 6 1 1,580+432 | 1,61088.6 | 6,000+332 6,260+ 434 6.91+0.807 | 6.87+2.66
64 | 2,400£92.7 | 2,130£303 [10,200+2,470| 7.290+965 12.9+4.31 10.7+1.14
200 1 4,8305230 | 4,600+336 | 18,800+897 | 18,600423 | 8.86+0.204 | 7.69+0.877
64 6,6601376 | 5510+375" |28,400+5,470 | 20,600+5,460" | 11.371.90 11.8+4.13"
20 1 412+29.8 422+30.6 2,100+ 147 2,140+ 117 8.671+2.68 | 11.6+0.295
64 657+75.0 6171654 | 3,2301,170 | 2,920+1,070 12.947.02 11.1+5.48
— 60 1 1,600£50.2 | 1,720297.0 | 6,990+=444 7380472 8.09+0.818 | 8.18+2.60
64 2,550+107 | 2,110£185 [12,000+3,010| 8,690+1,060 15.8+5.93 12.741.65
500 1 4,870+74.6 | 4,800262 [22,800+1,250| 22,800+816 | 9.300.391 | 8.63+1.45
64 6,8402583 | 5,090=683" |33,4006,070 | 24,600=7,230" | 13.8+3.83 14.7+5.67
Cmax (ng/mL) AUC21day (ng-day/mL) tin (day)
HE if3 E if3 HE i
- 1 ]0.16370.0219 | 0.1280.0150 | 0.6310.0575 | 0.523+0.112 — —
64 | 0.327+0.102 |0.278+0.0771 | 2.40+0.395 | 0.826+0.0494 | 14.4+16.8 —
bXd 6 1 |0.466+0.0318 | 0.403+0.0947 | 3.41+10.392 | 3.03+0.726 5.82, 5.85 3.43
64 1.08£0.422 | 0.901£0.106 | 5.97+1.49 428+0.783 | 3.43+0.608" | 3.35+0.508"
500 1 24440221 | 1.49%0.198 | 10.8%0.411 8.8610.729 | 3.22+0217 | 4.08+1.63
64 | 4.06+0.809 | 3.25+125 | 19.9+337 13.00.269" | 5.84+0.879 | 5.41+2.59"
P RS, —  BEET n=4 (h=1 T2 OHAITEIME) . ¢ n=3
4.2 S5

4.2.1 FERROAR

HEVES I MC AR L7 DXd 1 mg/kg Z HLEIFRIRINEE G- L. BURRE DR AR ARG S dvie, B e
VRRFEZR RN AT Uy I 2 5 20 K0 0 OFRRRIZ 3O CHUNREIR L 138 5- 1 Wpff % & Tl i
U7z, IMmAEFRETREIRE O R KM (65.7ngEq./g) & bl U CRICEIE 2R L7- MRk, KigEE Gk
TSTREI B D fg KB (ng Bq./g) @ 42,357, LARREIER) | /NIBEE (31,436) . BIGHEEE (11,441) | fH%E
(4,714) | BEREEE (1,247) . BRE (875) . Bl (799) | ATl (497) | BBHE (471) . @A (346) |
AEpE (296) . AGAER (RESH) (235 . BAAE (227) . K% (201) | 7@ (179) K OKENR
(146) Toh o7z, —H. M. BiFE. A, KK, HARE, TEREROEFHICOW T, Wl
ERFRICB VDT O BRI ERE FIRRE Ch o7, £z, 85 96 Feflit% £ Tlo, 1T & A & OF Tl
RBITVHG L7z, BRCE. B, NTIR. BBEE. /IGRE, AERE, B AENR K OMNRIC oW TIdBdED
S (ZE4 104, 74.8, 202, 11.9, 10.4, 7.85, 7.60 XX 7.49ng Eq./g) . 7235, ARIEK T Dato
DFARR AT L I M S T e,
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422 MEE 7 FEA - MERBITH
DXd O MEZ 237 FES K OMLERBBATIEIC DU T, T-DXA O ¥ [E1& R S EA 75 4 O 3 BR RS 23 e H
SN ED, YA OLH A BT DY |

4.2.3 JRESEIEME R OWG REBITH

A gt & OME BB TIEIZ DWW TR FT S Tz,

HEEE L, B b IgG PuiEApgamim L, RITICBITT2E0/RESh TnD 2 & (EFEmA 2021,
70:525-8) B, I1gGl 77 7 2Dt MEBURERERA Y & T2 ARIEIZOWTH, Il amE L., B
IZCBATT DR S DB EHHA L TS,

43 R#H
43.1 [MsEPLENE

~UA 7y MYV KROE hOMBEXIX 1%BSA &6 U VU EEfEE AP A K & A3 (10 XX 100 pg/mL)
% 37°CT21 AMA v Fax— kL, MFEFIZBIT DARROREEDIRFT SN, TORME, Kb
W L7z DXd OF &1L, ~ U A, 7 b, KO OIS 1%BSA &8 Y > Figd A H el
KiZBWT, ZNEH 1.4~1.5, 1.7~1.8, 55~6.5, 3.8~50 KN 0.2%” Th-o7=, LLELY ., H5f
%, MAEHIZ BT ARG O DXd OWEREIIRERN TH Y | MAEFIZIB W TARKITLEICHFIEL TS
ZEDNRBENTEEEBRHAL TS,

4.3.2 invitro

DXd @ in vitro fRHHZDOW T, T-DXd O [EIKGRREIZ M7 A OB AR I 2. T, LA OB
DR Sz, T-DXd OFIEFRREC G 4 ORI W I 2 B2 2 .

R (X, T-DXd O FIEIAGE I R 5 A O R A AT M DL T O ESRE RICHD & | DXd OfbIfR
HNTITEIZ CYP3A 3B 5- L, UGT IZ X % DXd ORFHIRER L E 2 D FZHMI LTS, 2, A3
& CYP3A [HEH L oEY e E/EMIC >V TIE, T6.R.2 CYP3A. P-gp. BCRP 2} OATPIB
PRI & D SEWEhRE IR BAEFIC DWW T DIEICFEHET 2.

e Tw b, b b (BAER) KO b (ZEA: UGTIAI*28/%28Y ) OIF 7 v Y — 4L DXd (10,
100 32i% 1,000 ng/mL) % UDPGA f#4E T2\ T 37°C T 1 BEfil A > % 2_X— | L, UGT I Xk % DXd
DR PBET STz, ZO/RKER, WTHOBMEOF I 7 1Y — LB\ TH, DXd DOEFRIL
92.0%LL ETH o7,

4.3.3 invivo

DXd @ in vivo {R#IZDOVT, T-DXd O EIKGRREIZFHM 7 A OB I A T, BEI=a—1
A N K O A fi7 8% D 1D 12 14C #55% L7 DX 1| mg/kg % HRIFARNE G L7ZBRO R, # & OE
RGBT 2 BB N R I S, LN OREER G BTz, 73, T-DXd O IEIAFRRF I GFAth 7
HOFRBREAE IOV TR EEMET 5 Y,

YoOTEFI242 A 17 B EAEREE = oo—Y A 100 mg) 2 E

S 1%BSA G4 U VU EERE A FR A KIZ I H AR 10 T 100 pg/mL 5 & Wk L 72 DXd OEIA 1L, WO BN
TH 02%TH o7,

O UGTIAI*28 % REHEIKTHT 5,
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o JHEI=a—URFEAOT AN LIZHRE 6 K% £ TORPIC (CRZACIR D R S 4,
&5%%%_ﬂ¢6¥U:MM%T%otO

o D =2 — VRIFEAD YL DERIR L2 B 5 24 IR £ TOREPITITRICREES BRI Sh,
B G REIC kT 2 EIA1E 34.2% ThH - 72,

o BB =2 — LIFASEHTE OV HEREL L -G 6 BRI £ CTO MM PICIE IR AR T
I, BHHHRRICHT 2EEIL 54.9% Th o7,

4.4 HEH

44.1 R, ZEROBEH e

DXd OHEIEIZ DUV T T-DXd D FIEAKGRIR Z SE-Ah 5 2 O BRI 2 T LA T OFRBRARE 3 - H &

7=, T-DXd O)[E A& ZRE G5 A OB R I > W TR A BB 5 2,

FEEH 1%, T-DXd DOAIEIAGIRE I FEAT v A O BRI M LA R OREEHRE R 26, DXd KU DXd D1~

IR A2 L CEPICHRE SN B X2 FEZHHAL TS

o HEMEP LT MCIER L7 DXd 1 mg/kg & HEIFFIRNEE G- L72BR D, 5 4 B £ TORSREOIR K
Ot (B GHERBRICRT 2818) 1L, 22454 KDV61.8% CTh o7z,

o JHE I = o — LI AMGEHTEE OBEMEY VIZ UC EERR L2 DX | mg/kg & HRIFIRNE G L2, &
5.4 At E TORSRED IR, 3L OB PR (G HERRRICHT 2E18) 13, 22 4.8, 0.1
M TRT70.7%TH -7,

4.4.2  FLit o

AHE N O DXd O HHEEIC SV TIRET ST Z2n,

REEHE X, B b IgG PLENFLIFHICHE SN2 B HE S TW5b Z & (Neurol Neuroimmunol
Neuroinflamm 2020; 7: €769) 725, IgGl 77 7 2Dt MEbiRZ R & T 5 ARFKIZOWTH, H
HHICHEIE S D FTREMEDR & 2 B 27 L T 5,

45 FYERFHOMEIER
451 BEERME

DXd 12 X B AREEESE OBLEMERIC O\ T, T-DXd O] [EIHE GG 3 & O BRSNS vz o
EMD . YA O A AT DY,

FEEE (X, T-DXd O FJ[EKGEIR R 5 2 DO FRBRAE X OARE 2 IEE L - & TG L 7B DXd
7 Cmax (5 nmol/L” ) ZEET 5 & HRMAKRFZIN T, mm&i6Cﬂ)Vﬁﬁ(M22332%
2C9. 2C19, 2D6 K TF3A) DOAF AT LI EWER PRI AER AT 2 TRtV e B2 5 54w
BHLTWa,

452 EERFHE
DXd (T & BRI OB EIEMIC W T, T-DXd O #][EI& G (2 G 2 O3 BR AL S TR S 7z
b, YRR OLEHEEKTD Y,

7 EREILEE 1 AHRER (TPOL 3BR) (24U T, A 6.0 mgkg % Q3W TR G L7=BED % 43 H H O Cinax
15



HEEE L. T-DXd OHIEIAGRREEE 2R 7 2 OFRBR B f OS2 FHEE A - HRETER 5 LEEEBEO
DXd @ Cmax (5nmol/L” ) ZEE+ 5 &, B HAENCB VT, DXdIZX 5 CYP &9 FFfE (1A2. 2B6 &
W 3A4) OFBEEI LY Ehie 2 A/ ERANAEC 2 et IR VWS E 2 2 BZFHH L T\ 5,

453 FITURR—F—

DXd 12X D kT v AR—2—%40 LIz 3P Eh e F 0 AAERIZ DWW T, T-DXd O AR GRRE I FEAm 7

HOBBREAEN R SN2 L h | YFRBRAE O Z BT 2 Y .

FHEEE X, T-DXd OFIEIKGRRF A 5 2 OB EGE IC D &, ITO X IZ@HHA L Tna,

e DXd & P-gp. BCRP, OATPIB1, OATPIB3, MATE2-K X TXMRP1 OIEE TH S Z & HA/RI T
b0, DXd DIERIZBITH2BHRMEOFHIT/NENT & (441 ) FLBET L5 L. BRMH
IFFIZ IV TASKE & MATE2-K & O MRP1 [REH 2 0F &5 L 7B SR EhRE 0 AAE N 25 R E
ERRDAHEMEIR N EE 2D,

e DXd X OAT1 LU OATPIBl OIEDHELZHET L5 EARINTNDLHDOD, RIEA HFE
e HECTHEE LB DXd @ Cuax (Snmol/L” ) ZE[ET 25 & BEEM ARV T, DXd 12X
% OAT1 KU OATPIB1 OFHEZ A L 7z 3B e AR AAEM 234 U 2 IR tRITIR WV & B 2 5,

7235 ARHE L P-gp. BCRP X O} OATPIB [HEH & oy EhRe7rFH BA/EHIZ DWW T [6.R.2  CYP3A,
P-gp. BCRP } U} OATPI1B [HEH] & O3EWEREFHIFE AAERIZ DWW T OIHICEHEHT 5,

4R BB T D EEDOHMK
BRI, R SNIZE RN S & | AFOIRRRIEDBIRRIZEE 4 2 HEE OMAIC SV T, Z AR
HE &Ml L7z,

5. HEMRRICETIERROEEICKIT 52 FEOHKE

5.1 HREIHEFZMEREBR

ARIEE VI HEER G EERBIIER SN TE LT, AEOLEEE K O OBSEEIT, 7 v k
(CTD4.23.2-1) kO =27 A ¥z i KR53 (CTD4.2.3.2-3) TiMilis 47z (£ 13) .
FOFRER, Ty P RO =7 A FALDONTIITEBNT b m A& TR EH & OEMEER TR S hn
ST Z LG KO OBIEIL, T v MEROH =7 A P TEREH 200 mg/kg 8K O 80 mg/kg
&l S vz,

52 REHREBMHERR

Z v NROH =7 A4 P& RN 3 7 ARBIKERGEERBNFER Sz (F13) . TORR, Ek
FMEITRFEFTRE LT, 7y PRI =27 A FITBNT, EEEME, NBEE L g, &
TBPRAMAE 25, . B - SRAEVERIRIZ - ARk~ 27 v 7 7 — D IR, RERK - R
B/ D ADBBO bITz, T2, 7 NOLTEMEE T A —& BE . Kzt bR g, ki
LA - B BB IRA R . R PALS ZEiE, AMERR ST A — 2 RE, HEO TR bR
i, FEERERES b R BRI ST K OSBASHINARSE N, =27 A PO THME EREVE - 58, KR, 7R
MERR /ST A —ZEAE, f/ MBS, 7« 7V — @il MfikE, A SP-D Sl i P EgsE oy
KONET 1 v o RFERAMER TR b,
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FREEIER. 7y PUTH =7 A PLOREER, SR OTRILECE « AR T A —2 0 BER, M
TR LN HBE TR EATRICOWT, UTFTOX 5 ICHHL TV,
Ty RO =T APV TROONTZBEEEICEHET 537 A= BE R ORERNT A —ZKT
22OV T, TBO1 ERO AT W THEET 5 A HFFERNBO LN b OO, £ DOHBIEIG K OVE
JEEEIHMERNZ &0, B MZBITF 2L Y X7 3RV EEZ 5,
s Ty FTROLNIZUIMOELL OEMICONWT, UIEMENEEZ@BLCTELDET v MEFOZLE
ETH VLD T LICRAA~OIMEEIIIR N B 2 D,
o =AW TROLNTRMERNT A —F K OMAFT VT I ARE, HIEKR ST A —F KT
47V =T UEEIZONT, BBREROERMENTH L Z EnbEEFHIERITENEEZX D,
o =T AV NOBITERFIZEEE U 7 BT - MRS A DT, BlRER T, B
IZH1F 5 TROP-2 HELZ R THEILRNZ &b, RIEOEHEN R FEO TREMEILRWE B X 5,

ek, AR, B, &l R OVHALE IZB T 2 EMERT RICE LT, BREBRICB I 28 FHFRORBELK
WEEZESF 2 D EEME OBV OW L, ZnFn [7.R3.3 RFES) . [7R34 ILDJ . [7.R3.6
HREENE ) LY T7.R3.7 HLEEE ) OIRICFEHEHT D,
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# 13 REELGEERR

Eias
I

wh
A

&
(mg/kg/H)

L7ET R

STD1o X 1%
HNSTD
(mg/kg)

TR
CTD

iy
2
(Sprague
Dawley)

RN

371 A
(Q3w)
+
[EE)

2 71 A

0*1, 20, 60,
200

=220 : R TG IME~ 7 v 7 7 — AN (1)

=60 : G RR"2, R LA AL, Yt A
JVEFRIaERIE (MERE) | BDERART - B, BRI
B F-FIAE « BRCRE, + R BRI (1) |
R - RN, MRy IME~ 27 0 7 7 — DN, %
Jke e bR e gRst ()

200 : B2, JRE A RE, MRR M EREARAE, PR E
FrafE, Bl R, MR - RS ERE R, EEREK
(RRAZENE, i - P o P ERIR A - e bR
HREARIFERCR - BERIECRANIRRED . [E1 - BAREE LACH
MNAESE, SRS B L HAMIESE, YRR ER RS - =
T AVERHAEERIE (MERE) | FEETERAE, A ThERER AR
7732 A/G HARAE, WRBE, ZEf5eE A
BRFC, PR PEFE, FEHE LRENE < R 2, RS R
AR - RS RO - B B ECHIIEESE, LR b
PezERE (fE) | UISRREIT™? - B IREE G, Al
R U o SERERE, ERANEY ., BIBRAE T
FAE - BRiAE, Maikiiile~ 2 v 7 7 — V&K, i
BB NG, M PALS ZE0, -+ HRIGIATE B BRI,
SRELPASHONRRAE N, JERGEE bR AN EESE . O s AR HY
i - BEFE ()

60 : BAZ ()

[ RIS T 82"
200 : HEH/ NG KGR - RSB LOREELRE, KSELRS B
PE - RSN 2N (1)

>200
(STD10)

4.2.3.2-1

eI
H=7A4
HL

IR A

3 AR
(Q3W)
EKi)

2 A

0", 10, 30,
80

=10 : + RIS bR BATREESE (M)

=30 : R RE?, (REIRE, 2GR FAasse,
MoRRZEME™ (MERE) | WEFER. MrhERSR /I EARME, R pH
1A - 77 D UARTEE, A ABE, [IFkaeE b R BT,
FtyaAIRIIE~ 27 7 7 7 — O - R E - B OE () |
AERBEEILES, 747V =7 UEE, KERLEE
BRI B ()

80 : M7 /N7 I« A/GHANE, M7 a7 ) vEfE,

AN ERZ N (MERE) | ZEES - PEES - RERESECEFRZ. A
BB AR TN AE ™S, AN b R OBt A1 B Rz 2e b, &
BT PRABERE R/ NASIE ([E) | IEFRECHIBE, R - Wk
JETREZ RGNS A« ik, -RAIR. TR R pH KAH -
TN AREE, RMERE - ~E T m B RE -~ h 7Y
v MEAE, HERIRMERE S E, B iEkE - AR ERE EE, |
FREIREAL™, A BEEGR A - i, AR IRE"2,

HRRERR Y v iR - fE MR, EIGkEE LR
BRI, KSR AB OGRS, KEOLAS, KEE
FZ/FLRERAEVEARIEIRE « i - FLRGARAEL - TR BT
T2 A B AR i A L T - BB O D A - 1
ESHAE Ik - BRI ELSRMEME RS ()

30 : I SP-D FfE, ~ET 7 v B USRI, R
OBE, MEESME, Miodm - fkdm (d)

10 = i/ REBARAE (ERE)

[P S TS T 1%
=30 : FISRPEBBEFEILASE (M)
80 : MAMtB AR ILE (ML)

10
(HNSTD)

4.2.3.2-3

*1 1 9% 3 BEL TR 0.02%K UV L_— |k

#3 0 mIEMEOZ LA, *4 : 80 mg/kg BEOMEZBRLS | *5

80 F A 10 mmol/L-t A F ¥ AR (pH6.0) | *2 @ —fikiE#ls:

—CIRREBLEE
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53 EBEERAER
DXd OBIRFMEIZ DOV T, T-DXd O EAGRRFIZ RN A OREBRSGE N TR SN2 L vh | Kzl
BRAAE DR A BT D Y,

5.4  BSAFMERER
AEITEITREE ORFEE B L LIPUEESEAITH D 2 &b, DSAJRPERBR IS ST
W,

5.5 AFEFABMERBR
7 v F AW KEEGEERER (CTD 4.2.3.2-1) ([ZBWTC, A K OBASHINAL o> #2378
Do (F13) . 7. DXd IREEEEAE TS kﬁ%néﬂfkb“\mmkﬁU¢é%m%
AL, DXd L[FRIZ FARA Y AT =B IHEERZGT 240 2 7y Hnicmhali (7 PEAD
7Y R) ITBWTHIEFEENRE I TWND
HEEH L, LEONEEHEZD & K%#ﬁ%ﬁ%&@%ﬁ%ﬁ It U CHER R A I E T A RE MRS
HHEEZDHZ LML, LTORNRZFEEMRETLIEEZHHAL TS
o URERRIREAR MEICIIARER G RO G TH% 7 AWM., 73— =R 5 Al getED & 5 B 1k
(ZIIARIEBE 5P RO G/ T 4 0 AR® 1@ 78T 2175 X 5 R8T 5,
o IS SUTEENR LTV D RIRENED & D VR ITIRR Lo IR Gt E LAl 5 L S D55
DHEGT 5,

5.6 ZOfOEMERER

5.6.1 JHETRIEMRER

ARIED JFTHPEMEN, 7~ b (CTD4.2.3.2-1) kO =7 A H#)L (CTD4.2.3.2-3) % 7= 3 4 AKX
EERIRI I G- MR TRl S 4v7z, 2 OSSR, FRIRMEHRF O R RIRE A B 2 2R (20 mg/mL) T,
AIRB G B U 72 A TGR D BN o T2 2 D HEER I, ARIRIC & B R BT o Ba T
WEEBZDHEEWMALTND

5.6.2 AERRAZZERSMERRER

v RRO =27 A PVIEF Rk 2 O TRk A 22 RO MERRBR 2N FE i S 47z, = OfER, EERERE DM
JE CAIEDFE GO b (£ 14) o WEEE L. MIRE RS X ITHI 0 E R O 2212 %ﬁﬁm#m
OITERE - MRRIZ OV TR, RIERBLE LR WHIIREICB T 2BMERICTH D 2 L b amEFiE
IFENWEEZ D5, KO MERREL D 2 B RS 2358 w%ntﬁﬁ®o%ﬁﬁu%_ow1ﬁ
TBOl BROAEFIZ B W THFFRLOBHAFNGITEL . £l EOBRRITRNEEZ 2 FEZHH LT
[AVSH

O TEHKE OB GBS 5 REE O LIS T DA XL AZONWT) (BT 542 A 16 BTSSR S 0216
B, AR 02165 1 5) A FEZ. AEKLODXd Dt RTO t1p (FNEI 493 HAN5.83 H) (6212 %
M) ZEE L., KMo TIZ T A, B WTIT4 D H ERES NI,
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%14 SEERISHRE
HERT SR SRl %gfﬂ
T ]

ARSI, SLIR/SLAE. TR/ fa e, SRATREE. £03H - FDRSIE. I
RV R e B IO, RGN, DR MRS WA
MR | R MR AR T R T

t MR B ICR
# (2 KW

b RIEG | 10 pg/mL) % KO " e Pl e e Yo et R A
i S g PRI/ farE . RIS, e SR/ MR, 1 NIRRT, IR | 4.2.3.7.7-1

R MR T S e

[HERRE R 5y D I 5]

IAlAE 3, I ERE ., ERUMEM., FEIENSW/ T bR, i
SEFNE, RINEIRIR SRR, MERIRIRT . AR - B 2 U U
[ e pspsite ]

RGBS, HRAGISL, PRAERGIR, Al - BRI, /PRSI, IFIEARAE . it
e, BERRIEE /IR, MRS/ RS, B R /TR, RS, B
RBRIER, RMCRERS/ B2k PRAREI, 1o SEREI/ B, 7 PN AkE S/
i 423.7.7-2

s (e
1) R

=7 A Pk
CITITARQC KO

N=7A :
WL IE 10 pg/mL) % B

| DRI REE| Ui onmit]
s SUB/TUE, BHBURAIE R 5/ L, AR, SRR,

ERMRRR - BBRIREEAE . R IR, BRARERR, ATSZRIR/ /R
H, MR R/ R NMA I RIREEAE . MK - T BE S = T il
* b MR O 2 BVERUG 23R B AL 7o M

5.6.3 YA bAUA HHERER
RIEDYA N A B R PBMC ROV A A WCRHl S 1172, 2 0fER, AT, & » PBMC
(2% LT TNF-0 KO MIP-1B PEAEZARIE LTz (3R 15) o HGEHE L. TBOL ABROAFRE I WNT, 1 |
B A RN BT 5 FE S & L C infusion reaction 23— E DR TE G TRO LN D AR
512 X % infusion reaction |2 DWW TCHEEMEL T2 B E2FHII L T\ 5,
7k, BERRERIC I T R BUR DS 2 B E 2 72 EEME O LBV SWTIE, T7.R3.5  infusion
reaction] DIHIZFLHET D,
K15 YA PUA UBHRER

s

KR i IR RS

0°.0.15.1.5. 15 % O 150 pg/mL D AHE (% Dato | [ A%K]
. Lt R PBMC % 48 IEfEll5& L, WA N A A > | TNF-0 KO MIP-1B #2E D L5 423777
PBMC (TNF-a, IFN-y, IL-2, IL-6, IL-10. MIP-1B. | [Dato] f%%%f

IP-10) % % & TNF-a, IL-6, IL-10 2 T8 MIP-1B 2 | -

=

0*,0.15, 1.5, 15 & TX 150 pg/mL O AZR X % Dato
= Ebe MRMAE 24 FEREFE L, A M4 v | [ARFEKD Dato] 423.7.7-8
21 (TNF-0, IFN-y, IL-2, IL-6, IL-10, MIP-1B, | ¥ bAoA VEED ER AL (%)

IP-10) 2% % &

* U PR R BRI

5.6.4 DXd DXEEEFEERBRKR OEERR
DXd O —f&FEEM: L Qe IEIZ DWW T, T-DXd O W) [EI KGR R I FEAI 75 A O RERpGE SR S 7= Z &
5. UHRBAEOTH A BT S Y,

5.R HEBIZBIT 5B E O
MEREIX, SR SN BEHCEE S &, REOBIEICET D HEEE OMBIZ OV T, Z AZUATRE &Ik L
77,
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6. AEYEFFRBRKOEET 208, BARKERBICET 2 BN T IC T 2 FEE OB
6.1 AWMIEFFHBR K O EET 2 oHriE

b MR OARIER ORPUROERITY T FEGIEIC IV IToh (BE TR WwWTith 20 XX
100 ng/mL” ) , & Ff#EH O DXd OE &L LC-MS/MS EIC L v iThiz (B8 FIR : 10 pg/mL) , %
7=, B MSEFOHF NRE T TAT AT A CHUEKROY NRE~ T T AT T IR
O¥HIE, FNEH ECL K O L_— 25 HHEIC L W iTbhz,

6.2 FRRIEHERB

6.2.1 ERRIEFERR

6.2.1.1 [EEEIEESE I HERBR (CTD5.3.3.2-1 : TP01 FRB<NSCLC =24k — b : 2018 £ 2 A~FEH [F
—x2%v+470 20 EERS R E] >)

TEAERRIE O 72 YIRAEE 72 AT - FF% D NSCLC B4 210 #i] (PK fEHTRI5E 210 ) Zxi%Ric, &K
D PK FEZMFTT 52 La B L LI EMRIERT GRS Bl S 7z, Bk - HEX 3% 134
7 LT, REK0.27~10.0mgkg % Q3W THARNE G325 Z & & &iv, MAEHFARSE, LKL O DX
IREED G S 7z,

AIR FPURKL N DXd O PK /RT A—H 3K 16 DL B Thotz, MetESn-HEREICBV T,
A PR L O DXd OMREE S 3R EICH L TEM Lz, 72, REORBRIIFEI VA 7 1E
TICERIRRBICHE L, AEOEREEY 13129 THho7z,

9 (DTPO1 BRI NZ@TLO1 38k, TLOS 75k & OF TBO1 #BRIZ VT, £ 21020 ng/mL & @100 ng/mL T -7z,
0 LA 7 AOFE L BBICHTEH 3 FA 708 1 B EICEIT D AUCagy Dbt
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F16 A, BHAEKRTDXd D PK /XT A —HF
N A& v Chnax AUC21day tmax tiz
BH5H B B (mg/kg) ks (pg/mL*) (ng-day/mL") (h) (day)
0.27% 4 6.17+1.52 12.6+4.72 1.83 (1.65,2.00) 1.57+0.330
0.5 5 11.8+2.48 27.8+8.24 1.78 (1.77,6.97) 1.98+0.488
1.0 6 25.4+4.14 88.4126.0 1.87 (1.67,5.03) 3.06+0.758
R 2.0 6 51.6+10.4 155+49.6 1.77 (1.67,2.12) 2.96+0.777
- 4.0 49 103+22.4 4364129 2.02 (1.55,7.08) 4.72+1.11%
6.0 50 148429.9 677279 2.03 (1.65,192) 4.82+0.975"7
8.0 74 194+39.7 8822298 1.97 (0.800, 7.13) 5.54741.34"
10.0% 8 271+36.4 1,280+ 187 3.08 (1.83,6.92) 5.19+1.35
0.27% 4 6.40+1.48 13.64.71 2.56 (1.75,3.25) 1.56+0.360
0.5 5 12.5+2.28 30.5+7.51 1.78 (1.77,6.97) 2.21+0.543
1.0 6 28.9+2.78 98.3+27.3 1.90 (1.67,5.02) 3.1640.767
E1H A7 - 2.0 6 51.7+7.51 162+41.7 1.78 (1.67,3.22) 3.1240.836
W1HA 4.0 49 106+24.7 445+112"7 2.02 (1.55,7.08) 4.90+0.893"7
6.0 50 150+31.3 699+289 2.00 (1.65,192) 5.06+1.15"
8.0 74 198+41.6 9484237 1.97 (0.800, 7.03) 6.02+1.56"
10.0™ 8 268+41.0 1,300%229 2.01 (1.83,4.92) 5.73+1.82
0.27% 4 10.190+0.0760 | 0.834+0.364" | 23.3 (5.00,23.8) 2.54
0.5 5 0.261+0.127 1.17, 2.62 243 (23.7,30.5) 2.89, 4.70
1.0 6 | 0.506+0.152 2.73+0.835 233 (3.08,24.1) 4.40+1.01
pXd 2.0 6 2.77+4.38 12.6+17.2 23.0 (4.98,25.7) 422+0.836
4.0 49 1.79+0.770 11.6+4.04" 7.17 (2.95,49.0) | 5.47+0.817%1°
6.0 50 3.13+2.23 192467411 | 232 (3.05,94.5) | 5.50+0.851°12
8.0 76 3.62+1.81 25.5+11.9" 23.6 (3.05,98.7) 6.25+1.29"13
10.0™ 8 4.48+2.66 32.6+10.5 15.5 (4.92,94.5) 6.8242.46
0.5 1 9.69 24.1 0.783 2.18
1.0 5 27.0+3.35 91.8+36.0 2.98 (0.717, 5.03) 2.87+0.877
o 2.0 4 56.6+11.0 189+82.7 0.875 (0.817,5.13) 3.20+1.00
¥ 4.0 31 108+32.9 518129 1.83 (0.667,7.20) | 537+125"4
6.0 31 160+34.4 861+251 0.900 (0.633,7.07) 5.55+1.15
8.0 32 2154532 1,270+338*14 | 1.44 (0.0333,6.88) | 6.90+1.71"1
0.5 1 10.3 28.1 0.783 238
1.0 5 28.2+3.12 103+35.5 0.733 (0.667,5.03) | 3.09%0.949
W3 AL - 2.0 4 77.3+38.6 199+81.8 1.93 (0.833,3.17) 3.38+1.10
%1 HH e 4.0 31 107+17.5 539+ 144 1.73 (0.600, 7.00) 5.60+1.22%14
6.0 31 165+36.4 928 +264 0.900 (0.633, 6.92) 5.91+1.21
8.0 32 215+55.0 1,380+409*16 | 1.57 (0.650, 6.85) | 7.42+1.66"16
0.5 1 0.164 — 472 -
1.0 5 0.575+0.176 3.70+1.54 23.5 (22.2,47.5) 4.60+0.983
bXd 2.0 4 2.37+2.81 13.1+12.7 243 (23.1,52.1) 5.04%1.15
4.0 31 1.69+0.686 124+4.80"4 | 7.08 (2.95,74.9) 6.15+1.01"17
6.0 31 2.6310.918 192+6.51"5 | 7.23 (4.83,51.2) 6.88+1.55"15
8.0 32 3.41+1.49 25.9+10.3"14 | 7.08 (2.83,67.2) 7.49+1.90"18

P RS (1 30T 2 HlOSGEIXERNE) . — @ BHET. *1: DXd TiX ng/mL, *2: DXd Ti¥ ng-day/mL,
*3 0 Rl (B ME, BoRfE) o ¥4 3 A 70 1 BED PK X7 A= IR S olz, *5: 47, *6 : 49
B, #7484, *8 T3 B, %9 3fF, *10: 43 i, *11: 45 B, *12 : 44 45, *13 0 72 4, *14 2 30 B, *15: 29 fil, *16 :

1B, #1724 B, *18 = 27

6.2.1.2 EEEFSE IR (CTD5.3.3.2-2: TPO1 RBE <ot — b : 20 & PA ~EHi+ [F—%
HvyhZA78 20@ERDRA] >)
FEHERIRIE D 72 W (OHR FaE7>2 HER2 faft I @HR [t 722> HER2 B2 O FI 68

# 85 B (PK AT 413 85 f31) ZXfSRIZ, ARHD PK H &R

(T AFE AL AR
Y52 &R AR E LIZFEEMIERT ISR

MFEM Sz, Bk HElE 3EME 1A 271 LT, ERROKRUV@OERTENZENOARZE 6.0 X
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1% 8.0mg/kg, KUQOAIK 6.0mgkg # Q3W THIRNIEG-9 25 2 & & S, mIEHRARSE, itk O DXd

BN ST,
FROKRVQDHBEFIZHBIT HAIE, BHUEKR DX D PK /XT A —2 %, FHFNFEK 1T KVE 18D
B THoT,
#17 A, BHEKRVDXd D PK /35 A —#F (DHR fattn>> HER2 Rt BE)
N e Cmax AUCZ]da tmax '3 t1/2
il L E==A y
B H MERS: (mg/kg) e (ug/mL™) (ug-day/mL"?) (h) (day)
. 6.0 41 166324 765177 2.00 (1.50,22.1) | 5.04%0.845™
8.0 2 182, 242 431, 991 3.12, 4.80 3.06, 4.42
LY A 7L — 6.0 41 168+29.0 787+£179% 1.98 (1.50,22.1) 5.6241.10"
#1HA e 8.0 2 174, 220 435, 1,010 3.12, 4.80 3.26, 4.85
bXd 6.0 42 3.06-2.99 21.1+E17.3"% | 22.1 (3.13,94.8) 5.9741.14"
8.0 2 3.75, 5.02 213, 314 6.87. 6.88 425, 497
- 6.0 17 176+24.7 9574178 2.93 (0.567,7.17) | 5.660.692
8.0 2 136, 265 461, 1,370 3.07. 3.12 3.50. 5.56
3L T _— 6.0 17 178+26.8 1,030+208  [1.70 (0.500,7.17) | 6.12+0.997
¥1HA e 8.0 2 150, 244 527, 1,350 3.07. 3.12 3.91, 6.32
bxd 6.0 17 2.73+1.13 20.06.02"5 | 7.08 (4.32,69.6) 7.41+1.41%
8.0 2 3.07. 4.63 20.7. 31.5 7.10, 485 7.60

T E RS (1 30X 2 BloOSE T EBIME) |
5, FeRAE) . *4 ;40 5, *5 ;15 {3

*] : DXd Tl& ng/mL, *2 : DXd Ci% ng-day/mL, *3 : I (Fe/)

#18 A, REAEKRUV DXd D PK 7$5 A —% (@HR BiEA>> HER2 R BRE)

. . ” Cinax AUC21da tmax tin
gsR” e P (oml™) | (ug-dayiml™) (h) (day)
1o 7';7% 41 172+28.6 796+203 1.97 (1.62,5.02) 493+135
%1 HA oSN 41 172+£29.5 821+220 1.92 (1.50,5.03) 5.26+1.62

DXd 41 4.71%+9.97 223+10.1" | 22.1 (2.83,193) 5.83+1.15"
SEEME AR ZE, *1 3 A V1 HH O PKRT A—H TR Shieh o7, *2: DXd Tldng/mL, *3 : DXd
Tld ng-day/mL. *4 : FUfE (R/ME, BKRME) . *5: 3761 *6 : 36 f

6.2.2 BBREEL QT/QTc ERDOEH) & DESE
[EBRALEZE [ AHER (TPO1 3RER) 1238\ COE RIAE R R D U R ARSE & O DXd i B 23 7E P RE
o 72 195 Bl x5z, MR ARIER O DX JRE & AQTCeF & OEFEIZHOWT, MIBIRAIRET V%
AW TRE SN, ZoEE, MEF AL O DX B & AQTCF & ORI/ BEIXFE 0 Hiv/e )
ST, ETo. AH 8.0mg/kg & Q3W THARNE G- L72BE0, 51 UL 3 YA 7 VORI KL DXd D Chax
(201 pg/mL &Y 3.51 ng/mL) (Z331F % AQTCF @ 90%CI @ _ERRfE X, 424 2.18 LT 1.12ms & HEE

=iz,
PLbEX Y, HEEEIL. AREZHGEHE - AE TR L7ZBRIC, RN QT/QTe MRDIERE 4 5| & =
FTHREMIMENEEZ D FEEZHRAL TS

6.2.3 PPK f#&#T
[EIBRILE DS T AHRER (TPO1 3BR) | [EFRILESE O ARGRER (TLOS #kBR) M OVEREILE S AR5 (TLO1
AER KL ONTBOL 3RER) THONT-AIE LN DXd O PK F—4% (1,081 i, A< @ 11,735 HIER S, DX :
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11,723 PIERE ) WIS & | IFRIBIRADIEETT AV E AW T PPK TS EiE S iz (R Y 7 h o=
7 : NONMEM Version7.3.0) , 723, OAIK L PO@DXd ® PK (X, ZNENOBBK I AT A « A
VT RO IR B A L D 2-T 28— b A v P BT AN @AE D & DRRERAY 22 A R K Ok
HRHEBREZED 1-ar = h A hET LY ik &,
ARIFHTIZIB D TRFT SN PK N T A —F RO ERITR 19D LB Tholz,
£19 BFEShEHEER

MESR | PK /ST A—4 B
fRE, 77 I CrCL, fFfm, PRI, EHEE (A&, Zofb) | WA iy sRy~7 7
CLiin N AT T PR BEOR M, BSARE (NSCLC, HR [&PEh-> HER2 [2PESL#E. HR BEMED
e - HER2 [2PEFLE, £ Ofh) ROk OR7 7, |7 PTUNOT 27 ZOfh)
AR Ve TR S ORI
Vp RE

Vmax H@%'ﬂ_/])f
KE, 7720 MEYLE Y AST. CrCL, EfiE (HA, KE., BN, Zofh) |

pxd CL #l, NAFE (NSCLC, HR faft:7»> HER2 faPhESLyE, HR BBi7>> HER2 [2ELE. = o)
KOME, GR7 7, W77 LUSDT T, ZFDih)
Ve R EE N ORI

AFEDDCLiin. @Ve, @Vp KUV @Vpux (IZKTT H IR L LT, ENENOKRE, 77 2 | Fm,
PER R OVEREE (AA, Zoft) | @QEFEROVER], OFEI CC@ER Y1 AR EIRS Nz, £,
DXd ®@OCL ), U@V lzxfF 5478 E LT, ZhZTOFE, 717 I, e Ure s, AST KO
FhEE (BA, KE, BKIN, ZoOfh) S ONC@OERE R OVERIRRIR S vz, HEEE L. YEREHERIC
DNT, LFO X2 IZHHAL TS,

o (KENFRMEOBEICKT D 5 KO 95%F A MEDBEEFITEHIT 2OAIE KL R@DXd O FE FRED
AUC OHIFZNZ1D0.79 KON 1.25, W NT@0.77 LN 1.39 EHEE S, (REOHEMI VO ASK
Je O DXd ORI L7726 00, REX M TAIE L O DXd OIE#E & ORI RE e - T
WD LR EET D L KEDSAE L O DX O PK K FRIE & 7 5 8 A K AF 4 ATREME IR
VY,

o TNT I JEEYA R A YRR OVFEREE S ASEORE R KITTRE, W LT R
ME YL E L AST, PRI OVEHEE 7S DXd O &I KT THEBIIREN Th 7212 Z &b,
AIERK O DXd O PK R ERIBE & 72 55088 % KAT 3 AT etk i3 E .,

WA SR L SN BE O FEA (Rl Gi/ME, RRE) ) IS T T OFEIZLL T O LB Y Thotz,

RE : 64.2 (35.6,156) kg, 7/v7 2> :39.0 (19.0,75.4) g/L, BE UL E> :0.400 (0.0900,3.32) mg/dL, AST : 25.0
(5.00,239) U/L, CrCL : 85.4 (24.6,150) mL/min, 41 X :60.0 (10.0,341) mm, 4 : 60 (26,86) ik, 145! :

Bk 355 i, Aok 726 Bl FEREE 0 BA 192 51, KE 321 F1, BRI 301 1, % ofth 267 F, RHF - EERBRARE (K
F) 295 i, EEPRAER A RA] (SR ERRA]) 446 B, THER T ERLAD 145 4], ERPRARE A RA (SRS RgA) KO
T 8K 194 ), R 1B, B NRZ <7 FA2 27 HUHUE Bk 163 Fl, FaPE 908 . B 10 ], AA
i : NSCLC 643 5], HR [attny> HER2 FaPEsLie 44 1], HR B2 HER2 FEVERLE 393 B, Zofth 1 41, Ml : 5
TUT 384, T T LSNOT T 16, Z O 690 4

12 EEAREEIZB T 5 ORI R @DXd @ AUC DHIZLL FO L B0 Tho7-,
o TNT I UNHUEDBEICKTT S 5 L R95%H A MEDEE + 00.85 KT 1.10 W NZ@1.16 KT 0.92

JEI A XA D BFITHT 5 5 BN 95%H A WMED B « D1.05 }2 08 0.96

B R RE D BF KT D 5 BN 95%H A WAEDBFE - (D0.88 LT 1.07

ZAERE T B B RS - 00.84 K U@1.01

FHEEIKEORFICH TS (1) BA, (i) BINED (i) ZofmotEoss © (i) O1.20 & U@0.98,

(i) @0.79, (i) @0.89
e MME VAL EVRHIMEOREFITHT D 5 LON95%F A MEDESE + (20.90 KT 1.16
o AST NHFRED B 1255 5 N 95% X A MEDEE + (20.90 KT8 1.23
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6.2.4 BREEE L AR OEZEM L OREE
6.24.1 BEEL AL OBEE

ERE L FE S MRS (TBO1 RBR) OFFRICESE | REOBRZERY (1 ¥4 7 12BiF5 AUC)
& 0S DM, WONCAIKDOBEERE Y (Cap'” KO | ¥4 7 LIZEBIT5H AUC) & PFS K UELH
& DBEIZ DUV TR ST, £ ORER | AL DOREE EOHANT VY OS MIER T DM 2380 iz,
—J7. REOMEFE R L PFS MO L O MM EEITFERD b enoTz,

6.2.42 BEE LML ORHE
[EIRRILEEE T AREER (TPO1 3R) | [EIBRICEZE IMARRNER (TLOS alR) M ONEBRIL[FIZE MARRER (TLO1
HBR K O TBO1 38BR) Off IS & | A DX DIREEE Y (Cog® WONTE 1 4 2 VITBIT
% AUC KO Cinay) & Grade3 YA EOFEFESL, HELRGEFR, FEORETWICEST-AEER, K
FEOPWREICESTAEFSR, AEOKGTILICEST-AEFSR, ANRIZEET 24 Grade & T Grade 2
P bofESES, IRFEEICEET %4 Grade X O Grade 2 UL EOFERESL WIS ILD M HEERBS
ICBWTARSRICBIE L2 ILD L HE S8 L OEIC YW TGS iz, ZOREE, AT DXd
DOIEFE R LA HEHFL L OMICUL FOREAED bz,
o FB 1V AINMIBITDLARIED AUC OHEMIZE, AEOFGPMIIE > Io A HFHFR, AKORE
ICESTEAEFG R OANRICEET 2 Grade 2 UL EOFHFFERORIEIGHHEINT 5 EM 23589
Sy AW
o KRIKD Covg DM, AINRIZEIHT 54 Grade DA FFL, W CICARFEEFIZBIHE S 5 4> Grade
SO Grade 2 VL EOFFERELORBLEIE BN DM 780 b,
*  DXd D Cag DM VY, Grade 3 UL EDOFAFEER L NEERAEFFZORIEIE DI 26
MNIRD BT,

B AREORERIRICE > T-AEFL KO ILD M HEEESITB W TASKIZEE®E L2 ILD &
ENTFFELORBREEGIZHONTIEZ, AFEL DXd OWTHNOERESR L ORI S M BE TS i
2o T,

6.2.5 EHEEDIE T PK ICKIETHE
R E A A T 5 BEERIRIC, BHEREENAIKD PK ICRFTHELMFTL2 L2 S L
T BRI RRBR 3 I < 0TV,
HEEE 1T, LTOSEBET D L, BHIEOK FOAEL O DXd O PK IZHEE LIX T rlfetkiEfun
EEBEZDBREDHLTND,
o ARIT, EAPUR L OFEG ZI UTo R K OFERE R 72 2 L X ) SRR IR IC L DR T 5 &5
ZOND T EnD, BHEROIR T RAEOURTE &ISEEL KITTWREIIRN B2 L
e PPK fi#HTIZEW T, CrCL IIARIFE LN DXd @ PK /X7 A —XIZkT HAERLERL LGRS
ol Z b (623 M)

13 PPK f#HT (623 M) (X vHtEsShi-,
W R R ZETe A 7 A TS E TOD Cave
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s PPK T (6.23 ZfR) (25 0 DXd DOURFE &% BHEAEY ORLERNNCHEE LR, BHHRENS EH 72
BE (464 f51]) (TxTHWREE (439 1)) | PR (176 ) KOVEE (2 #) OBMRERELAGT D
BEICBITS, WERETMHIE L3 A 7 LIcBIT 5 DXd D AUC DEIZFNZF1 0.87. 0.90 &
W0.76 Th-o71=Z &

6.2.6 PK DERN#Z=
HEEHE X, U TFTOREER TS &, AL DXd O PK ICHERENAZITRO bNRWEEZDE

AL TW5,

o [EPFEILFEIE [ AHFER (TPO1 3RBR) | EFEILEISE T AHFRER (TLOS 3RR) M OVEBE (A 25 I AHEER (TLO1
RER) (2B T, A 6.0mg/kg ZFIRNAE G L7ZBROE 1 31 7 iz Bi 5 A3, #HiA & O DXd
DPKNRTA—=FFTR20DLED THY, ARNEF LHAENEE L ORI THIMEREZRITRD BN
o= &

e PPK fEHTORER, AFKD CLjn ¥ DXd @ CL (x5 A E R IERE L L CEBEMRRI N
(623 ZH) OO, AARNEZ X 2ENEEIZEB T 2 OAFE K R@DXd OE FIRBIZI I
% Ciax XY AUC O EMPEEMED X ZE N2 D1.11 KT 0.96 WTNZ@1.06 N 1.00 THY . HAR
NBFE EAMNENEE L O CHERZRITRO OBV EHEESNTZZ &

#20 XK, BHFEKT DXd D PK XT A—F

Y/E\IJH/:E ;(‘j—% s Cmax s tmax*1 s AUCZ]day s t1/2
1 B i I " !
s | omr | | egmn | PX (h) R gedaymi) | P (qay)
e HAN 47 158+26 47 | 2.02 (1.55,22.1) 45 709+ 164 45 | 4.89%0.960
SAEN | 150 156+33.4 150 | 2.02 (1.50,192) 148 7004237 147 | 4.85+1.10
P HAN 47 157+28.2 47 | 2.02 (1.55,22.1) 46 735+ 184 46 529+1.25
vt PANESPN 150 157+33.4 150 | 2.00 (1.50,192) 149 7371242 148 | 5.24+1.30
DXd HAN 47 3.354+2.63 47 | 7.00 (3.00,70.3) 45 214+17.5 45 5.73+0.98
PANESPN 151 3.58+5.61 151 | 22.4 (2.78,193) 138 20.2+11.8 134 | 5.52+1.06

SEEIE SRS, *1: POfE (R ME, feRfiE) . *2 : DXd Tldng/mL, *3 : DXd Tl ng-day/mL

627 BF MNRE<T FTNAIRATHUHEBARD PK ICRIETHE

PLE hNRE~T TN AT I HURORBURGUL, ERRILFRSE 1R (TPO1 #Bk) OFE = A —
b R OVE BRI R MARRER (TBO1 3BR) (TR W Tst &7z, EREORER TAZE 6.0 mg/kg A3 FRIRN 12
B, O bARZ~T TNAIRATHHUERKOQPLY "NRE~T  TIT AT 7 R RfuR NG
flish7=BFIZBWT, ORVO@IZZENZ1 60'0 /435 6 (13.8%) &Y 9/435 B (2.1%) (i & iz,

HEEEIEL, BIKRTOKRENT S VRE~T FIA7 2T I HUROREICKIETHEIZONT, UTF
DRI LTV D,

TPO1 B K O TBO1 SRBR T SNty bR Z~7 T AT PiRORERE (6.1 2H) 12
BT HERE R EZ KT S WK ARSRE O EIRMEIL, 2241 50 K25 pg/mL Th o7z,
W2 RRICBWTHIZY bREZ~T FAT AT H UHUENRIE S-S BT D A h AR R 13,

19 CrCL (mL/min) 7% 90 LA EDBAITITIEHR . 60 LLE 90 R DFAITIZHEE, 30 LLE 60 K DB ITIThEE, 15
Lk 30 R OHAITITEE OBl E & I,

10 R=RF A VIIPY SRS~ T TN AT CHURDR . D ORER GRS SRS~ T TNANT AT
PURMMAS N — R F A VWD 4 500 B ER Uz 4 % 515,

26



L181 kD 5 5 1,168 Mk T LFED LIRELL F THh o722 L 2 ZE T2 & MK ORI H L MR F
X7 TN AT I CHURDRIERE R A KT LI R IRV L B 2 D,

T, HEEEIL, I MRZ~T TAT AT I UHURBARIED PR AZKIFTHBIZONT, LLFD
EOIZHH LTV D,

TPO1 FRBRDFLIE = 7R — b LT TBOL AERIZIBWV T, AI 6.0 mgkg DERIRNEE G- S, J14 AR &~
7 TNT AT HURDORER R TAKED PK BRFARETH T BEFEDH> b, ¥ MRZ~T 7
WV AT F CHURRGE R RO E 2B 2 P ARSREILR 21 LBV THY | BikRE L
Btk & O Tl ARIRE ICHE R ZRITRO NNl 2 L EE2BETH L, PiF bFRF~
7T FIT AT PURNARIED PR AL KIET AR IR E B 2D,

K21 HFINRE<T TANI AT I HEBERE R OBREEREICRIT 2 MRHAKRE

MA MNRA~T FILITAT | FIF NRA~T TLIT AT
B4 58 71 PR 1 URRETE B
Bk | BeHETERE (ugmL) | B | FHRTRE (ug/ml)
EoH A NVELHHE 6 3.5 (150) 74 4.4 (113)
TPO1 HAaYvAVE 1 HHE 5 5.1 (87.2) 58 7.9 (94.2)
e A /N1 HA 3 3.9 (567) 46 7.9 (105)
YA/ NE 1 HHE 1 15.8 32 7.6 (84.0)
EoY A NVE 1 RH 36 2.09 (134) 166 2.60 (127)
TBO1 EAarA7NVEIRE | 27 4.48 (132) 128 4.61 (99.7)
Hoev A NLELIHA 21 6.56 (208) 99 5.41 (146)
H8Y A/ NE 1 HHE 12 8.04 (77.0) 58 5.41 (98.6)

el e GRMZERE%) (1 Bl SE 3 AE5 E)

6.R T B HEE DB
BEREIE, HRH S RN S & | AROBIRIERSICHIT 5 MAH OBRMIZ OV T, BT OEIOR
THREZIRE . TR L HIT L1,

6.R.1 JFHREREELZHE T2 BFIHT IEAEDOEEITONT
JFHRERE S A2 3 2 BB 2RI, R ENAED PK IZKITTHELRFTHZ L2 BME L
7= B R AR BRI 520 X AL Cuh R,
HEEE 1L, R E 2 AT 5 BF T 2 AREOEGIZOWT, LTI IZHHA LTS,
TRORELEETH &, BEROHEEONITHERE 2 A7 2 B 5T 2 RO A EREIEAE
EEZD,
s PPK fi##r (6.23 ZfR) 12XV, DXd OIEFEEL ATHEEE ORERNIHETE LR, NFHSREA IER
7B (779 B) 1Tk HHREE (295 ) KROVWPEEE (6 i) ONFHERERE A T2 BHICE TS,
B G- 8 CHIE L7285 3 Y1 7 21T D DXd DOChmax X @AUC DT, 211 £ D1.19 112,51
WNZ@1.14 KT 240 THY, (1) BEOITEREREE 2479 2 EH 28T DXd OB EOH
IMIFBD LRI Z & KO (i) 5B DORFREREREE 2 A3 5 B2\ T DXd DIREE & O
MAFBD N2 b DODBERIIR SN TE Y, PEEOIFHEERE N ARIED PK IZKIETTHEICHS
WTHIRBICRS T T 2 Z L IXREE - B2 5 2 &
o [EBRILFEIZ T AEFER (TPO1 3BR) (Zd1F 27 2 A — b K OEBRILFEIFMAEER (TBO1 #ER) @

17 NCI-ODWG M| S A ST,
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FER. IFHERE 17 NEFOBE (234 41) | e (202 B) KOVEEE (6 #) ORFFREREEE AT
LBHEICBITL2ORCICESTAFEFER QEERAFFER . OFREDORETILICE ST HEEL,
OAREDREIZE > - HEFL L VOAREDOBWRICE > A EFLOFRBRESTETNEND04, 0
0%, @12.8, 18.3 KN 0%, 3.4, 4.0 XN 16.7%, @24.4, 23.3 KT 0%, WONZG21.8, 20.3
TN 16.7%TH V| FFHEREN IEH 72 BB & Il U CHE R OV O IF s REfE H 2 H 9 5 & CF
FEHGOFKBFIE DM T HBMITRO bR o7z &

—F . EEONHERERREZH T L2BHICOVNTL, TBOlL B CTHRIAA SN TWZb DD, DXd DIHK
IZMEVF PR SOIIFREIA TFE5 5 2 & (432 k1M 44.1 2) #FE L. IFEREREE X DXd o
RIEZ ER S5 EEER S 2 B R OEEOIEERE L2 AT 5 B8 28 E LRI L T
WRWE Z U SCEICRLHE T 5,

BRENBLELTEANEIL, LTOLBY ThH D,

WL K OV O TR REFE S 2 2 B ISR T 2 A D 5T 2 HEEE O & TR LT,

—Ji. REPREGENTPEEONITEREREE 2 AT 2BELIIRONTND b DD, ITHEREIER 72
BELE LT DXd OBREEOHEMAEO LN TND Z L E2EET D &, PEEL EOIFHRERE %
AT 5HEE TIE DXd OIMHIEN EA-$T 2 /RN H 5 5 2 i SCECFLHET 5 2 & 28t &l L
7o

Fo. WEREEEELZ AT 2 BFICBITH2ARE L DXd @ PK T 2872 2 m A3 b6
L ERBUGICEUNCE R T 2 MR B 5 LI LT,

6.R.2 CYP3A, P-gp. BCRP &} OATPIB [HEHX] & 0y EifE A0 BE/ERIZ OV T

HEE# 1%, A3 L CYP3A, P-gp. BCRP KT OATPIB PHEHA & OB GIZOWT, LLFD X 5126
HLTW5,

DXd (% CYP3A, P-gp, BCRP, OATPIB1 X TN OATPIB3 DIETHSH Z L (432 L1453 ) 2
5. PBPK ET VW 2T, A4 hT a3 —b (58 CYP3A FLEVEH I NS P-gp & OY BCRP BHFE(E
MZEA7 53H])  (J Pharm Sci 2007; 96: 3226-35) Jx OV k- BV (FV CYP3A BHLE/EH I ONT P-gp.
BCRP'” ) OATPIB [LEIEA 243 % 3E%I)  (J Pharmacol Exp Ther 2004; 310: 334-41) 7% DXd @ PK
ICRIETHEL R Lz, B, ERROBFHIH W PBPK £F /LIZOW T, PBPK £F/LnBELN
THEEME L TRROREMR L2 b, #MUEEZ 5,

e HER2 BGPED FITARBE XL AR BT E L R4 & Lz T-DXd OEFEIEFE [ AHFER (101 35)
IZBWNWTH L7z DX OREE &K MR ERHS ( Iafm242 A 17 AffEEREE =~
N S ERE A 100 mg) ZR)

o EBILFE THRER (TPl #ER) (2B W TH b7z DXd DOBREFE & M O i i B HER

'¥ PBPK £ 7 /VEHTIZIE. Simeyp version 21 23MEH Sav7z, AR ONDXd DOE T MIZIE, LI minimal PBPK €7
JV RO full PBPK B 7 V3 E-IR S 37z, DXd OfREHIZI 1T 5 CYP3A OFG-IL, in vitro R OFER (432 2) 12
FeSE 94.9% L RE SNz, £, in vitro REROFEFIZILS X . OATPIB1 & ¥ OATPIB3 78 DXd DOAFEBUAIZ K IE
TR NS P-gp KON BCRP 73 DXd O{ERIZ KT TRENHAAENTZ, EHPNTA—FZ LA hTFa)y —
VTS 5 /37 A — &1 Simeyp DHIWIEREEZ Hy, U M /L0 OATPIBI T OATPIB3 fHEIZRHE# 325 /35
A —H 38T (Drug Metab Dispos 2017; 45: 755-764) OAEICHE S E R E SN,

19 P72 PBPK &7 UVENTICIHWT, U M E/LD BCRP LEMEHIZIREN TH D Z LRBENTZZ b, U b
FELD BCRP [HFICEHH T 5 /3T A — X TG E SN o T2,
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o T-DXd HMEHRHCHT DA FTaF Yy — LKk eV EDOFFREGRICEIT S DXd OBRE
BOROERME ( I5f242 A 17 BffFFEREE o —Y Al EH 100 mg) &)

ZOREER, ARNOREEEMRANICI T D, REFMB LRSS0 F 72— R0V MHE
PRGN BT D DXA D Chax L Y AUC O BEEE D LT F 20 D1.20 KT 1.20 I N @1.26
KM124 Tholz, £7c, BAOERFICBIT S, AEFMBEIFIHGT 204 M7 a2V — L KTOQ
U b EGHHERGRICEBIT D DX @ Cha XY AUC OEMEBEO IZENEND1.21 KO 1.21 I
WIZ@1.34 LN 1.32 Tho7o, BLEXD | T-DXd & [FERICAIEKIZ OV TS, CYP3A, P-gp, BCRP K}
OATPI1B [HEA] & OO 2 DXd DU EIZERRERO & 2 228 % KT 9 AlaetEi3k < . CYP3A, P-gp.
BCRP % () OATPIB FLEH] & OOF I 5l W Tl CE CHEME T 2 LB TR N2 E 2 5,

PRI, HEFEOMAAZ TR LT,
7. BRREVEMER CERRAZMITBE 4 2 ERhE NTHHE IR 1T 2 FE OB

AIDA MR O AP BET 2FHlE R LT, R 22 1R TR R S hiz,
#22 AHMROREMICET SRRRBRO—K

R | . Bk W . mE EEA
54 | Hiuht B | M *F 5 e L - RO SHEER
< FH i S — k>
NSCLC ztA— b : NSCLC @t7k— |k :
FEAEFIIRIE D 72 W EIBR AR RE 72 ARH 027, 0.5, 1, 2, 4, 6. 8 XX 10 mg/kg
#E4T « I D NSCLC B 173 % Q3W THERA ¢ 5-
HJE R — b AR — b
PRYERIRTE D 72\ HR 217> AFE 6 3T 8 mg/kg & Q3W THIIRNEL -
HER?2 F&% O PHFAHE T T b
TPOl | I A ;Z\‘rﬁz
. <IRBAM &/ S— b >
A o
Fel NSCLC =t— b : NSCLC S
FEAEN TR IR O 72 WY R AR RE 72 o - ) e
AT - T30 NSCLC M . A 4, 6 XL 8 mg/kg & Q3W THIRIN#5-
_ HApE kR — b
g R — b o i . s
%@E@{ﬁyﬁ@fib\HR ISE_J'/I\%ﬁ)/) 2&% 6 mg/kg 7& Q3W VCH%H}RW&E‘
HER2 [ D Tl A HE L FF5E
SLyg B
{LFHREIE D & 5 HR B> - < 2y
TBOI | 1 |HER2 Kb i i ise| oy | h 0 6 meke & QW IR o
SLyg A

R EMN Y T AR HE S FAVAEVIE S LAE L OWTINEERT S 2L &
- AEIT#E 23 2 )

FHAGROMMSIU T O LB ThoTz, ok, FHRARBRICE VTR b SE LSO LA
FHERLIL, 72 BRRBRICBONTROONTEAEFSRE) OHIZHH LT,
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7.1 FHEER

7.1.1  EERIEFERAER

7.1.1.1 EESEFES I HERER (OCTD5.3.3.2-1, @CTD5.3.3.2-2 : TP01 B < ONSCLC = &— k : 2018
F2 A~FEfEH [F—4% Ay r47H  20F1 A EEB] . OLFE=aF— 20 FRA~
Eifith [F—FFv b2 7H 201 BE] >)

TROBEEIRIC, AEROBREM, 2428t PK S2Ritd s 2 &2 A& LI-IEEmIER Bl
R, AR OKIE (NSCLC = — NI 13 ik, Fps=h— ME 12 fisg) CHEMS iz, ik - &
TEOEBY & &N, FERET IR T IR EEICE YT £ Tl T 5 2 & L &hiz,

NSCLC =7k— | = A — b
jﬁ%%% *?@E/‘j{éﬁﬁo) fﬁb‘@]l&%xﬁ‘éﬁf@?ﬁ‘ - XS @%Eﬁ/ﬁfﬁ@f@b "HR F%‘T%?ﬁ)’) HER2 f@ﬁ*z D
PR ) NSCLC 4 ] A T FER LA
e BFEREHIEL | MTD LA F O & B B RED & 2 Chuk 40 il | MTD LA F O & i B RED & 2 C ok 40 fil
e g | FHE027,05, 1,204, 6,8 XiF 10me/kg | AFE 6 X1E 8 myke & Q3W THHRFIES
% Q3W THRN# 5™
TEYERITRIR O 72\ IR R RE 7 AT - TR | » MEYERITEIE D720 HR FatE7o HER2 [t
e O F PRI L AR LA
Jie B -%ﬁ@ﬁﬁ®kwﬁ@%@#oHHu@¢“
i O A L FR AL L
HEERE | FEREZ &1 40 51 ST EE = L 40 11
i - ik | I 6 X138 malke & QIW THIRE | A Gmelke & QIW TRV

*1 BRI oW T, WIRHE R TH 90 R & S, BEMEN BAFRSAICIE 2 [0 H IO B5-1 1359 30 L
ENTz, *2: HR BBPEL ORI A ha X USRI T a7 AT 0 USRIROBIERNENE 1%L EEDY 1%K
Jili. HER2 FaPEIZ IHC V£ 0, THC VE 1+, XU THC ¥ 2+ 70 ISH VE[a M & E 3 S, 1R EMERMEIC IV CHlE
THZEEEN, *3 NOWRIEIRDIE (1 DL EONSWRIERICHEIT L, TRERILYEATIC X 0 N WL O F 2
PRITHIfFCE o E Il S7z) DD PAIRARBE U I FLIE 23 LT 1~3 DAL HRIERE O & 5 BE DR G L Sz

AFERD NSCLC A A— MGk S 47z 210 B R &G/ ~— k2 129 ), A&/ S— | @ 81 fi)
BB O 2 R — MOBER STz 85 6l (HEMIE S— b 44 ], EEEAE — k41 V) 26l
KIENREE- S, LEMEOTIG L shle (95, BARNEEIX, NSCLC =a— bk 59 #i (=i
NX— bk 29, B E/S— N 30 41) KOFE AR — R 19 B (H&EBEH S— K 13 41, EEARES
— ko)),

AFRER D NSCLC =2 78— kO &l S— MW T, ARIEE GBI 21 H B £ TH DLT AR
& Zilz, MTD IRERNZHAANONTZBE D S B HEEHE/S— FD 10 mg # 1 #l1Z2FR< 51 6128
DLT #Fffixf 4 & S 4. 6 mg/kg BED 1/8 5 (Grade 3 DELIK Bk F292) I OY 10 mg/kg BED 2/7 1 (Grade
3 DANKKD Grade 3 DFREEDRIES 1 #]) |2 DLT 2380 L2 Z &b, Ao MTD 1% 8 mg/kg
Q3W 5 LIRE STz, £ D%, ARERO FH &Y /S — h R OER AR S — MZBWTHE LI AR D
LM AMEICBIT DR REFICESE . AFED RP2D 1% 6 mg/kg Q3W 5 & IRIE S 47z,

BEMEZOWT, ARBROOHEWHES— N R OQREMA &/ S— MW T, AR5 HIM P O3
H#TH 35 HURNORETLIZZENENLUTOLEEY Tho7z (HEARNBEIZBITHHECITRD DR
277) .

20 HR [EPERE IOV TCEAERH S— MCBWTEHMlAE T L2 Z &b, JBEAE/S— Mk HR BIEEE O L)
AN BT,
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O HEWE =

NSCLC = 74— h® 0.27 mg/kg BT 1/4 1] (25.0%) . 0.5 mg/kg #£T 1/5 61 (20.0%) . 1 mgkg #T
0/7 B, 2mg/kg #£T 1/6 #il (16.7%) . 4 mg/kg #£C 3/29 1] (10.3%) . 6 mg/kg FET 4/34 i (11.8%) .
SmMgﬁTM%WJHM%)\wmygﬁTWBW(uﬁm‘?%U\%ﬁﬂ$~kf DL
727572, NSCLC =Ah— MZBW T, HEREETIZEL D5 EH (027 mgkg B 1 4, 05ngkgﬁw
W\2mg@E¥1ﬁL4ng&gﬁlﬁh6ngkgﬁ2ﬁ18ngkgﬁlﬁ\10mygﬁi 1f51) %Br<
%@%li4ngﬁf%%ﬁr&w@w$é%1@<mgﬁ?WWKé&U®%rﬁm%%%1%\
8 mg Bf CRUEEYL, BUME K OWilER S 1l CThH -T2, 2D 95, 4 mg BEOIPEE AL 161, 6 mg
FEDO Nz 1 1, 8 mg BEDMEI 1 Billx, AL ORRPERNEE SR> T,
JEBHH &/ 3— b
‘mﬂ£:$~hﬁﬁm@ﬁfwmﬂ6mM@ﬁ?ymWUM%)M@@ﬁ?MMW@N@
FLps A — R T 2/41 B (4.9%) IZFD bivlo, REEITIZ X 558 THI (NSCLC = A— k@ 8 mg/kg
BE3H, HAEar— o1 4)) %k <$%@%IiﬁmaﬁﬂT @ 6 mg BETHEM., &
D2 Ml (FET) 4 1 6, 8 mg FETRENL IR EE/ fiilgse 1 61, FLgs = 78— b CRERIREE 1 Bl CTh - 72,
ZDHL, AERERRIZE DN (29T, NSCLC 27— kD 8 mg BED P K/ fililg s 1x, A
L DR REBERNEE INRh o7,

7.1.1.2 EREELFEEMAERE (CTDS5.3.5.1-1: TBO1 B <2021 £ 10 A ~EHF [F—F By FA 7R :

20234717 H] >)

(LFRIERE D 3 A2 HR BfA>> HER2 [atE? o B AREE T FRILEBE (BEYEFIE - £ 700

151 24 ) %ﬁ%L\$£kIa:®ﬁﬂ$&U£ M2 thlkd 5 2 L 2 A& LI EEE A LIEE M bk
BRAN. ARIRAETe 20 OFE I, 166 sk TEME S iz,

m&-%gi\y@ﬁ%1%4aw&bf\K%ﬁfﬂﬁ%@@mﬂﬂprﬁ%W&ﬁm\mcﬁ

TIXEBRE Y EMFR 23 OWTIOHEANZEINTH 2 & & S, REEIT XUIIRERIGHE O 1k FLvE
I T HE T T D2 & & a7,

%23 TBO01 RABRD ICC BBV TCEIRFRE L SN £ EF DA - HE

ESiEd ik - HE

YTy %1 &0OV8 B HIZ 1.4 mg/m? & RN 5-

HARUHZE | H1~14 HBIZ 1,000 X% 1,250 mg/m? % BID % 1 &5

FAhUAEY | H1 KO8 HHIZ 1,000 mg/m? & # AR5

B LAy | 1 KO8 A HIC 25 mg/m? & FIRP RS-

21)

22)

23)

24)

25)

FERE TEEES) . DREET) . TZ2oft) X TR CoESh. TEEER) OB SNEERIZOWT
IIAEE & DR FBIR TN S Tz,

PUTFOWTIUCHRES T 2B NG L Sz,

o IRBRAEMEANC LV . PIOIMEIES IR BT Ls, TP mEIE OIS & 72 & 70 &l S - B

o FINABE IR IIEIIAT LT 1 UL 2 DOALFREREN S 5 BE

HR BtEIZ=2 k= &“‘/%Eﬁ;ﬂtij’u /7“7\%1: VIR OB R 1%L . HER2 f&tEi% THC ¥ 0, THC V£ 1+,
U THC V5 2+ 7> ISH Efadk & 3% L BB FEMEEFEEIC B W TCHIET A Z & ET,

FERMEE H & S 7=@OBICR HEIZ ths PFS KO@OS (IZoWT, ARIEEERK OV ICC FEDEIN 2 1 : 1, ICC BRI %t
T HARIEREO Y — R A2 D0.55 L 0@0.75, HREAME (@) 200.01 LUV@0.04 {E L, A <X A D419 {4
B @444 11 L LTz B A, B3 099%8 K% @83% L Fili Sz 2 &b BUEIIMSE 2 B8 L TKI 700 # & 5%
E XTIz, k. PIRRREX TR IR LT 2 DOLFHIERED & 5 B} O CDK4/6 BLEHK| OTRIEEEH 72\ &
FHD FIRIZ. FHFR 50%M TN 49% & 3B E ST,

FEHRFRIZDWT, FIER GREER 90 4[] & Sdv, ARED BAT /255121 2 [0 B BABE OB H-RETH 30 43 & &
7=
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AFRERI B G S NVIBEIEZ L STz 732 1] (ORIERE 365 5], ICC 367 Bi) 2643 FAS & S, Hhk
DFEFTIR & Siz (O 6h, BARNEEIIARIERE 32 6], ICCHE3SHI) . £7-. FASDH 5, JRERIEN
G- Ende otz 21 FlabR< 711 B (RIERE @ 360 B, ICC B : 351 i) BLEMEOMNTIERE S

(9B, BARNEEIIAERE 31 I, ICC #* 38 #) .

B O FERHMIA B (22T, RECIST ver.1.1 | ’%fx BICR HIEIZ L % PFS & TN OS & iE S 4L,
WTN— T TR RIS BRIER 3580 b 25 B ISR IED H 5T Mwém‘_ CHETT AL L X
Nz, EEOFEFMEE 2R ET 52 L1k L E i@ﬁ% ZOWTIEL, AEAE (W) % PFS )32
(OO @*ﬁﬂ& ZENEI0.01 LTR0.04 ZEID YT BT, PFS IZOW CHEFHEMICAH B R IER 23386
N7=HEIIE 0S OREE A EAKLE (R 0.05 TEETH2 L& L, ABEEOE FEOiHEE ﬁ%’wﬁ
Ml 0.05 IZHlE 5 L H R Sz,

PFS (ZDWTC, #9419 10D PFS A4 X M MFA LR CREEMMT 2175 Z & & Shviz, £72, 0S 1
ST, (OPFS O EEFATRE AT 1 BIA OHREfENT. @F) 355 £ OS A 2 3 FEE L7z lf T 2 [
H o RIRHT K OX@F) 444 1HD OS A X h SR LIRS Tl 2 £+ 2 2 & & &hiz, 0S D
HH RAEAT O FEREI A 5 B — RO WREMER OHIEIZ X, Lan-DeMets #5235 < O’Brien-Fleming ™ o 14
B ARWD Z & ST,

BRPEICHOWT, EEFHMBEE O—> & &7z BICR HEIC L 5 PFS O EEf#T (2023 457 A 17 A
T—H B bAT7) OFEFR KO Kaplan-Meier fifIZZNZNE 24 KO 2 D LY THY ., ICC FEIZ
K2 ARIERE OB REE S T,

# 24 PFS OXEMHTREE (FAS, BICR¥E, 20237 1T AF—FH vy b4 7)

AR ICC B
%k 365 367
AN (%) 212 (58.1) 235 (64.0)
L [95%CT) (1 A) 6.9 [5.7,7.4] 4.9 [4.2,55]
N R [95%CT] 1 0.63 [0.52,0.76] *
p fiE (lifa)) 3 <0.0001

*1 o ALERIEORNEEE (1, 2) | #ik CRE/ D2 /BN, Eofotig) Z@RIK+- & LER Cox Bl — K
BTV 22 A EAKHECHS LT 99%CT i [0.49,0.80] . *3 : JERHI log-rank & (&7 Cox BN — RET /L & [F—
DR . FEAKYE (WH) 0.01
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S 061
=
5
Z 05
o
E" 0.4
=
B 03
z
= 021
=}
<
S 014
-
~
0.0
0 3 6 & 12 15 18 21
N Time from Randomization (months)
ATERE 365 249 158 66 15 4 0
ICCHf 367 205 93 26 8 1 0

X2 PFS OEEMEYTRED Kaplan-Meier %% (FAS, BICRHE, 20237 A 17 BT —F Uy bA7)

Fiz, b —OOFEFIEA & 472 OS @ 1 [ B O R EfET (2023 427 A 17 A7 —% 0 v A
7) ko2 AoRRFET QTN BT —% b > b A7) OfE I ONT Kaplan-Meier HifR13#
25 RO 26 W NZM 3 KON 4 DL B0 TH Y | ICC BEITxIT 2 AREBEOEBRNE TR S o7z,

#25 OS®1[EHDOHEMITHER (FAS, 202347 H 17 A5 —F W v b4 7)

AR ICC ¥
%k 365 367
ARy MR (%) 80 (21.9) 91 (24.8)
RfE [95%CI] (W H) 16.1 [16.1, —] — [16.5, —]
NP — R [95%CI] ! 0.84 [0.62,1.14] ™
p i (lgfap) ™3 0.2615

— HEFEREE, *LAbRIEORNERE (1, 2) | Hulsl CRE/ T2 /BN, Zofolk) 2 ERlE-+ & L7z=EH] Cox
eI — RET IV, *2 0 HEAKPEICKHE L7z 99.94%CT 1% [0.49, 1.43] | *3 : I log-rank ME (BB Cox Ffil N1
— RETF NV ER—OBHRT) | AEALE (GH) 0.000608
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Probability of overall survival
o
iy

0.0 4

T ™ T T T T T T T T v T T T T r v T v r T ™ v T
0 3 6 9 12 15 18 21 24

Number at risk Time from Randomization (months)

A HETE 365 349 329 228 93 19 1 0
ICCHE 367 336 308 217 87 22 1 0

X3 0S®1[EEDFRFENED Kaplan-Meier i (FAS, 2023474 17T BT —F by b4 7)

26 OS ®2EEOTEMENEE (FAS, 20l SR WRF—Z 0y +47)

AR ICC Bf
%k 365 367
ARy M (%) 195 (53.4) 200 (54.5)
R [95%CI] (W H) 19.0 [17.4,20.2] 18.2 [17.3,19.9]
AP — R [95%CI] ! 0.93 [0.76,1.13] *2
p fE (ilfa)) ™3 0.4712

—HEEARRE, *1 AR oRNEREE (1, 2) | il CRKE/ & /BRIN, EoMmoMig) | CDK4/6 AEANZ L 51k
BIE (b0, 72 L) ZERIKF & LRl Cox ey — REF/L, *2 4 E KU LT= 96.52%CI 1% [0.75,1,15] .
#3 : J@HI log-rank i E (&R Cox HfFINF— FEF L LE—DBHIKF) . AEA%E (HA) 0.0348
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Probability of overall survival

e
-
I

0.0

T T T T T T T T

0 3 6 9 12 15 18 21 24 27 30 33

Number at risk Time from Randomization (months)

ARIERE 365 349 331 299 259 228 149 62 14 1 0
ICCHE 367 336 309 284 249 213 150 62 16 2 0

X4 OS ®2[EEOHREFEITEFO Kaplan-Meier Bi#R (FAS, 20l A WET—2 5 v +47)
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LARMEIZOWT, 1RBRIER G P I G54 T4 35 HUUNOIETIL, ARERED 5/365 il (1.4%) |
ICC #ED 14/367 15 (3.8%) (i bl (AARNEEIZBIT D TITRD bR oTo) o FREHEITIZ
L BIECH ORIERE S B, ICC B 11 6) % Fk< BE ORI, 1CC BETREWELF HERBUE, MK ESH
FOWMES 1 FlCH Y. 56, BEWELFHERBAE | XTI & ORFEBERNGE S LR noTz,

7R RIS T 5 BE OB

7R1 FEEFHEIZOWNWT

PRI, ADOA DMK V2ROV TIE, TBOL sBR 2 b CFHE+ 5 8k & L, AANBEICE
JAEBMEIC OV, TEELFEVRBRICBET 2 EARNE 2 FI2onT) (Fk 19429 H 28 AT
RHFBERE 0928010 ) . [ [EEEILENERICET 2 EARNBZ 27 (B3BFHEH) | 1220 T O—Hk
EIZDWT (B34 12 A 10 BAHTEATBE ESL - AIGHA R EERLFA TR EEERE) © [E
BRIEFENEBR D FHE R T A ANZBT 5 —MRANCERET 214 RT7 A4 220 T) (CER 3046 A 12
AT SRA SRR T 0612 55 1 &) L2l E 2. TBOI BRI IS AR 2 gt & L=,

7.R2 H#EIZONT
PERE IS, LU IR TRET ORI O & 5 HR B> HER2 FaVED A RESUL I T
BT DAKO AT R ST ST L7,

7R2.1 RBEEOBREIZOWT
HEEHE L. TBO1 RBRIC BT D REEIC DWW T, LLFO X S ICHAL TV 5D,
TBO1 SRR D FHERE AU E T D ENIOBES A KT A 220|280 T, HR BEPEAD HER2 1D Fifi

AHE ST FLIE B 1O U CHERE S 2 FEMTRIR IC BT S itk X FRtd & B0 Th o 7e,

O AN XY R LT > N T A 7Y CRGUEMMESAIAEH S TW R WEEIZIE, FIRAR
BE ST PR FLI IS 3D — R UL kI & L C LR ERFN 0 5 B EFHIE A ST n 3R]
DG NRIRHRR I TV,

@ XY URNUET U T A 7 U RPUEEIBER O 5 b7 &b~ OIRRENR & 5 Bt
THEYRRE LT, 2TV, IRVEE L FAVEEY, B LAEVERERSN, B
—DOFEAINHELE STV DRI TR Do T,

FRROONEZEE 2 D &, TBO1 BROXIR & ST FMAREIIHEIABICH LT 1 XX 2 20
B D B 2 BF X, XV R XUIT v T A 7 ) CRFUENMEEER O S B0 b —FHD
BEEN DD EZEZX DN Z LENL, FFRQONELZEE 2. TBOl BROXHREEE LT 7V |
HRUAE L FAVEZE R OE ) LIVE VU ERE L,

RENEZ LTZNRIT, LT LB Th D,
FEROREZFORAEMNATA L, 727 L. TBO1 RERITHAAN BT BFE ORNEER A2 E 2.
HEDE XD AIED B G RIZHOWTIE, [7R4  BERIINLEST T K ORIEE « ZHRIZHOWT) DIEIZEB W
THFT %,

200 ENBIEA A RT 42 (2018 AR . ESMO (ABCS5) HA KT A2 (2020 4EfR) %
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7R2.2 ERMEOFHERIZOWNT

HEEH IS, TBO1 RBRICH 1T 2 BEFHHE B ISV T, UTFO X I ITHH L TWD,

FANARE UL FRFIEEFITIB VT PFS PR T 5 Z L, EHEE COMMA LR SEL Z &I
L0 RBEITICHE D BRIER OB EZ B LD 2 LSRR CE RN BERNR D EEXDH LD,
TBO1 3Bk D FHFHHIEE & LT, OS24 T PFS #5%/E L7,

BERELRLTEARIE, LT LB Th s,

TBOl REROXI R EF I T HIRRITIEGEHHF L CEBINDI DO THDL I LELERT L L.
TBO1 SR O FEFEA & L TIXOS DAZHRIET HZ ENLEE Linol, LNLAaiRb, ¥ZBEI

BT D PFS DIERIC—EDMKMERNH D F O LLOHFEE O IXHEMRTEETH Y . TBO1 ABRIC
BITDH 0SS DR BMER L, AEOFIMMZITO 2 & & LT,

7.R2.3  BuhEDOFmRE ROV T

HEEE (X, TBO1 BRI T 2 AIEDRERIZHONT, UTFO XS IZHHAL TN D

FEFHIE A O—> & &7z BICR HIEIZ K 5 PFS 122U T, ICC Bl :ﬁ#éﬁ%ﬁ@@@j@;ﬁwﬁgﬁ
Shie (7112 28) . 72, b9 —OOFHFEEE & S4L7z 0S IZ2OW T, ICC BRI 5 ARSERE
O R SN2 0o 72 b OO ICC BE & bhlk U CAREKRE TR T 2B ANIEERD b/ o7z (7.1.1.2
S, 72 B, B GRER CIRBRE D G- SN2 o T EBE OFIGICERIE O S vz (RIERE 1.4% (5/365
Bil) | ICC Bf 4.4% (16/367 #) ) 27 L OO, IREREPIR G SN h o 7o BE O EE BB LT Ofk
R L PFS O EEMHT KON OS O 1[5 H O PRI OFER (7.1.1.2 Z28) L ORI CHIRER 22 TR
LR o T,

OEENEAALRTRIR S L7z ICC BEOIRFBDOE SR, @TROP-2 OIEBLR I OESEM ., kOB
HARANEMICBITAEIMEDOF R, TN Rt B0 Tho7-,

O HEEAIERNSRIR SN 72 1ICC BEDIRFI B O E /M

RO EMICIB T D AMMEORERIZR 27T D LBV ThoTo, 0S DFERIZHONT, I ZE Y
IER SNV TR E DM OEEAIDN RN S I RLH & RARDHAARBO RIS DD, IR Z e
DR ENTZEEBIIRONTWD Z &, FTUID L SNTBENS -T2 & ALFHRIEREDO & 5 Fif
REESUIFRABEERE 2 RR L LIV E IR T2 e e 7Y L DT 0S IZ
W72 22 BITER O Do T BB HE ST 5 (J Clin Oncol 2015; 33: 594-601) = L %% &8 %
EVHFAERII ARV F B UMBIRINTZEMICBIT 2 AREOFIMEE ST ET 2O TIHRWEZZ D,

2 RERIEN R SR o FHEIONFRIT, AREECH T K OREMIES 2 F, AESFESL 1 F], 1CC B CRERE 11
B, FEC R OVREIE 2 B, EABEIE 1T o7z,
B JREREES G SNTITHTEID LR o TmHREICOWT, T4 By MA TR TITEIY & LTI ORE R, 1CC BRIt
T HARFEREODOBICR HIEIZ L5 PFS K U@0S O — K [95%CI] X, Zh21®0.71 [0.59, 0.85] K U20.86
[0.63,1.16] ToH 7=,
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BB, DU HEUINBRIR SN BB D HRIBRO B E Z B LT I8 5 0S DAY — K
e [95%CI] 1% 1.37 [0.66,2.89] ToH -7z,

#27 EEAANIRIRS Uiz ICC BOZEAIB DO SEIZIT 5 BICR HIEIZ L 5 PFS XY OS DOFEYTHE R
(FAS, 202347 A 17T BF—& By " 4 7)

SRR B Ao b 00 PR Dswed o) T B

N A

e PEY cn s by gy owsia
T B
- - T
e ST smn T g

Ny ST AT ifg 32 i; 33?; B E: j 1.48 [0.72,3.12]
e SR wbmmeEEe

v/ LAey ?é%ﬁf i: 1?1 82;; B [[9; :]] 0.38 [0.16,0.87]

— HEEARRE, * BN Cox HBI AP — RET L

@ TROP-2 D BRI OERSrEH] :

TBO1 #BRIZ IV TR 22 AT & L CHRNCEFHE STz, TEESEARR 4+ > TROP-2 DFEBLIRI
DSHIEFIRECd - T2 BE B ORIERE 277 51 (75.9%) . 1CC B 268 51 (73.0%) ) (2351 % TROP-2 O
FEBUR DB DO FZIMEDFERITFR 28 DL BV Th o7z, OS DFEFRIZ-OVT, TROP-2 FHLH Low DEE]
&, Medium & O High O & L7 2023558 H 72 6 OO PFS (N2 TEGROFEEY |3 TROP-
2 OFBURBIZ L BT R CH o7 2 LA EBET 5 & TROP-2 DIBURILIZ 23030 b T ARED M
T CE B2 D,

20 ICC BEIZEI 0 11T BN GE DA L U CTEMEALRTNC T~ & © U B IR S iz £ HIZ B W T, ADC (T-DXd i
SG) 12 X DHIRIENEfE SN BE OB E BRI (4.4%) L HEE L TICCHE (92%) THEidv-7=Z &onh, ADC (T-
DXd XiE SG) 12 & B%IRWEN i S A7z B IC OV CHE TR b S IV R THOI Y & U7 b & 5266 L 7=,

30 TBO1 R ORI IS D RDROFERIL, Low. Medium } ¥ High ODEM TEN LI 32.5%, 39.7%M% U 37.0% T
HoT,
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%528 TROP-2 DFEIVRI (H R =2 71) B PFS X OS DR Q023E7H 17 BT —# v b4 7)
A2 NI HRILE [95%CI N — K2 RHAEHO p &

TROP-2 %81 whHE P %) ) (05%C1] (D
BATT0  om w5 e s ranse 07 05107
PES (g e ;di%%‘q%) iﬁf 1;1) 18021 ((5647'.33)) Z:é Sg i:g 0.53 [0.40,0.72] 0.4845
(Hx:glgz}(l)o~3oo) iiﬁ :(6) ig Ezgg i:Z E;‘ﬁ 7_1% 0.71 [0.40, 1.26
(HX:I: > 0~99) iﬁf ?g Tz Eiii; B HZ? j 115 [0.62,2.14]
08 (Hx:lzvI ;di%%ngg) iﬁi i;l) §Z g;i; _ Bj; j 0.62 [0.37,1.02] 0.4107
(H % :glgt(l)owoo) fﬁﬁf :(6) 11?) ((22651))) ! [[1113.27,’ :]] 092 [0.39,2.22]
: HETEANRE HA=2T7 = [0X [Betade LOMIOES (%) ] +1X [EREN 1+ OoMioBEG (%) 1 +2X

[(ﬂéfﬁﬁﬁ 2+(Dn’~ﬂiﬂﬁ0)il/\ (%) 1] +3>< (B8 8 3+ OMaOESE (%) 1) (B, 1+ o3 iRy
. 24 HREEOY S, 3+ LA S NTE) L *2 0 Low KON Medium M T LS BIEORITER S (1, 2) |
il CKIE/ A2 /BN, & oo Rie) | High SERHCrxik CKE/ D2 /BN, Zofoisk) K1 & Lk
JEBI Cox el — RET /L, *3: O ERE, @TROP-2 OIEHRI K C@F H-1E L TROP-2 OIEHIRIL & DR AIERA %
s gL U, Mk CRE/ A FZ /BN, Foftolk) @RIk & Liz@hl Cox Ll — KET5 v

® BARANEH :

HARNEFIZB T 2B IEDORERIZ OV T, PFS O BT % O Kaplan-Meier BifRIZ, ZHZ
Z2OKONHSDLEBY Thoto, £7o, 0OS O 1[5 H O H EHNTHE 5 & O Kaplan-Meier BifRIX, 212
N#E30 KO 6 DERY Thote, HANEM L 2REM L DORT 0S OFERENFEZR DHANZED B
Teb DO, BIBROFEZZE LI (2817 5 0S O~ — KL [95%CI] 1% 1.13 [0.39, 3. 49] T
HotzZ L WS PES KON R OFE R IOV I AMERM & B AR NEM & O TR 7271338
DONRPoTZ e ZZBETDHE, BRNBFICH L TOAREOAMEIIHHETEHLEEX 5,

%29 BAARNEBICEIT S PFS O EMENTHER (FAS, BICR¥[E, 20234 7H 17T BT —2 v v47)

AHERE ICC Bf
%5 32 38
ARy N (%) 23 (71.9) 29 (76.3)
HRafiE [95%CH] (B A) 5.6 [4.2,7.0] 5.4 [2.8,7.2]
NP — K [95%CI] * 0.79 [0.45,1.37]

* - JEERI Cox thffl Y — RET L

W HARANEMIZIBV T, ADC (T-DXA) (2 £ D% IR Fli S = B OB SASKEE (3.1%) & bl LT ICC #f (26.3%)
TENP-TZ M6, ADC (T-DXd) (2 X D2 HBIBENE SN BE T oW CY AN I S 2R S T &
U 7= g % s L7z,

32 TBO1 B OARIBLC BT DR ROFEFIL, BAREM LA ARANENTENZN 36.4%K% 1 40.6%THh 7=,
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& 064 X
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? 0.4 . L:l_—_Le

= ICCHE: 9 |

S 034 e o]

s 11 e m—-—— BO= = = O i

= 024 I

= ) I

<

s I

S 01+ |

= I

0.0 4
T Ll T T Ll T T
0 3 6 9 12 15 18

Number at risk Time from Randomization (months)
AFERE 32 24 11 6 3 1 0
ICCHE 38 21 15 4 0 0 0

X5 BAANERICBIT? PFS O TZHEMEHTEO Kaplan-Meier Hiff
(FAS. BICR¥E, 2023 7H 17T BF—& v h47)

#30 AARANEMIZEITS 0S D1 [EHOHEMENTER (FAS, 202347 1THTF—¥ v b2 7)

ARIERE ICC 7%
K 32 38
AR N (%) 9 (28.1) 6 (15.8)
thafiE [95%CI) (B H) 15.0 [11.4, —] 13.8 [13.8, —]
ANHP— R [95%CI] 1.49 [0.53,4.51]
—  HEEARHE, *: JEERI Cox LN — RET L
T T e ICCHE
A &=

N S P A
= 08 “a
2 © 000 -© -
g 0.7 /leeo-eo-—-oe-:
'-c:é 0.6 . |
g AR I
2 05 |
[ —O— — — =0
; 0.4 ——o
;_'.é 0.3
S 02
(s

01+

UU— T T

0 3 6 9 12 15 18

Number at risk Time from Randomization (months)

ANHERE 32 32 31 22 11 2 0
ICCRE 38 36 35 29 7 1 0

M6 RAARAERICHIITS 0S D 1E B OHEEN RO Kaplan-Meier Hif
(FAS. 202347 A 17T BT —4 v " 47)

RENER LEARIE, LT LB Th 5,

39



TRROBESENS | ALPHEIEREDH S HR BttE2> HER2 MO FHFRRE TR ILEBRF T LT

AIEOFIEIT R ST & LT,

e TBOl #RERICEIT 2 EERHMEEEH O—> L 7z BICR HEIZ X2 PFS [Z2W\W T, ICC BEIZHRT 5
ARFEFE DB DSREE S AL, D ORRIICEROH DR ORE E RO LN &

o TBOIRBRICEKITHE 9 —DOFHFEEE & 472 OS 12OV T, ICC B & bk U CARSRRE C A
TAHMEMITRO SN o7oZ &

o TBOl BRICIHB W TAEN G SN ARNBEZIIR S TIH Y | TBO1 RBRICIHIT 5 B ARNEM]
DFEFICHESE AARNBFICHT 2 AREOEMEZFHNT 5 2 LITFRAR S S L O, TBOL ik
BRIZH T D FEFEE O —2 & S 417z BICR HEIZ LD PFS IOV T, BREMOFER & B s
TR D LN 2 L EEEBET L, ARABEICBNTHLAREOREIIMFTE L L
ExH L

7R3 ZEEIZONT (FEFRICOVWTEL 72 BRERBRICBVWTRD DN AEERE] OES
)
BEREIT, DL ISR TG ORE R, AREBEGRHCRICEE 2 B 54 FFL, AKEESE, ILD, infusion
reaction 2 OV BEINHI TH 2 & L7,
FIo BT AEOENC DT> TE EROFFFERORBUCEE T DMLERH L LBEZDHHDD,
IS AALFERIE S e ik E RRBR 2 RO ERIIC L - T, BEOBIE, AEFROEH, RKEOKREZED
WO 726 N3 72 SN DG AT, AT FI6E &l L7z,

7R3.1 ZBE&HTe 77 L DOV T

X, TBO1 SBRICEB W TRO LT Z R @A I, KIEOZRMET 77 7 A LIZDON T, L
TOXEITHHL TN D,

TBO1 BRI T D REMEOMEIIER 31 O LB Thoto, o, AT T OFHENGE
ODNTEAEFRIELENDOEEY THhotz,

#31 ZEMOME (TB01RBR, 2023E7A1TETFT—F vy "2 7)
B (%)

AR ICC Rf

360 1] 351 44
R ERR 350 (97.2) 337 (96.0)
Grade 3 LA LA EHL 117 (32.5) 190 (54.1)
BB - HERS 0 3 (0.9)
EEREERR 54 (15.0) 64 (18.2)
BHPILICE - A EES 11 (3.1) 10 (2.8)
REIZE ST fFEFSR 78 (21.7) 120 (34.2)
IR S I g ERESR 83 (23.1) 113 (32.2)

¥ EHEEFRLIIFBEIGH 10%LL L, BEDILICE - A EFRLIIEIEEH 0.5%LL L, ZRLSMIRBEIG ) 1%L
R = <
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732 AEBHTEULOREBRBRDONHEESR" (TBO1RER, 2023FE78 1787 —F v A7)

T _ B (%) \
(MedDRA ver.26.0) AR 1cC
360 fl 351 44
EHERR
GV 201 (55.8) 95 (27.1)
N2 184 (51.1) 50 (14.2)
i B 136 (37.8) 78 (22.2)
58 121 (33.6) 60 (17.1)
I T 99 (27.5) 71 (20.2)
K747 A 87 (24.2) 46 (13.1)
W - 86 (23.9) 41 (11.7)
BROFR 57 (15.8) 56 (16.0)
2 1. 56 (15.6) 86 (24.5)
e 55 (15.3) 59 (16.8)
AST #50 55 (15.3) 59 (16.8)
COVID-19 55 (15.3) 47 (13.4)
B 48 (13.3) 32 (9.1)
TR 38 (10.6) 66 (18.8)
SR A SR 38 (10.6) 23 (6.6)
ALT B8N 37 (10.3) 50 (14.2)
Grade 3 LA FOHEES:
N2 23 (6.4) 9 (2.6)
=il 9 (2.5) 12 (3.4)
AST ¥4 9 (2.5) 4 (1.1)
I 57 8 (2.2) 8 (2.3)
DR G 6 (1.7) 2 (0.6)
ALT #50 5 (1.4) 1 (0.3)
L 5 (1.4) 2 (0.6)
e 5 (1.4) 5 (1.4)
AR 5 (1.4) 3 (0.9)
8 I 5 (1.4) 2 (0.6)
g - 4 (1.1) 4 (1.1)
MET VT Y RAT 72 —BHN 4 (1.1) 0
i S 4 (1.1) 4 (1.1)
KA 4 (1.1) 1 (0.3)
HERAERE
PR R Y 5 (1.4) 2 (0.6)
COVID-19 4 (1.1) 3 (0.9)
BEHRICE 5 A s
P T R 3 (0.8) 0
I 57 2 (0.6) 0
fifiligi 2& 2 (0.6) 0
I B ST HEHSR
COVID-19 12 (3.3) 14 (4.0)
AN 6 (1.7) 3 (0.9)
9% 57 5 (1.4) 2 (0.6)
L P i R 5 (1.4) 0
HEAZLE D RS 5 (1.4) 0
BEICE - HFEESR
AN 44 (12.2) 5 (1.4)
N 9 (2.5) 4 (1.1)
RE D 7 (1.9) 2 (0.6)
I 57 6 (1.7) 6 (1.7)
e 5 (1.4) 2 (0.6)

* o REHEFERITIREEIE D 10%LL L, BERILCE > 2B EERITFEEIE D 0.5%LL 1, ZLISMNIFEE

BIEN 1%L, FoFERE2TH L
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WHEN B LINAIL, UTFD LY Th D,

TBOl REROARIEFEIZIB N CT—ELL EORBNFED LN AEFRICONTIE, RERGRHICHBLT
DAMREMERN & D Z & D, AR GRHIIAK L ORE LB E L > oBE DOIREBEEE L TEIET 54
BWRB D, LLRNL, BALERREIC e ik & BB A FioERIC L » T, BREOBLE, AFF
LOEH, ARIEORES DY) 7o 62 e SN D EEITIE, AREIIEEATHE & flr L7,

7R3.2 REMOENINZEIZONT

HEEF 1L, TBO1 RER O 2MEE R A RIS, RIEOLREMEDOENAZEIZONT, LLFO L S IZ#H LT
W5,

TBO1 iR DAFEREICI1T 5 A ARNEE K OIMENEEOZBMEOMEIL, 33D LB ThoTe,
Fio, SMEABEE L L CAARNERE CRAEIEDEP ST AEFLIIE 34 OLBV ThoTo, 72
B, AMEANBRE L L THARANBE TRAEIEN SR LB TR EICE-TAHERER, BEELH
FEHERGROBRGHIECE ST FFRITRD bLeho Tz,

# 33 ENANOREMEOHE (TBO1 REROARIEH, 20234FE7A 17TBT—F Ay b2 7)

B (%)
HA NS PANEEPN e
31 131 329 i
EHHERR 31 (100) 319 (97.0)
Grade 3 LA LOFEFEL 10 (32.3) 107 (32.5)
HLICE-T-AEFHES 0 0
EERAERSR 2 (6.5) 52 (15.8)
B LCE - s 1 (3.2) 10 (3.0)
RN » T EHL 6 (19.4) 72 (21.9)
BWEICE - AEES 6 (19.4) 77 (23.4)

#34 NEABELHELTERABECBVWTCERASESEN~EEFL"
(TBO1 REBRDOAZKRE:, 2023 7H17THTF—F v hE7)

PT . B (%) T
HA N EPN-:

(MedDRA ver.26.0) iy 329§l
PHERS

L 21 (67.7) 180 (54.7)
AR 6 (19.4) 24 (7.3)
1 2k 6 (19.4) 3 (0.9)
MR R4 5 (16.1) 13 (4.0)
Grade 3 UL F O FFEHL

1 2k 2 (6.5) 0
IRF|Z T - - =R

P il 2 (6.5) 3 (0.9)
BEICE-T-HEFES

WHEE oD 45 2 (6.5) 0

* o RHERERIT 0% L. ZERUSMT 5% LB o T ER B L

B BR LIENAIE, UTOLEY ThD,

TBOl ABRIZBWV TR E G SN AANBEBIIRON TR Y | ZEMEDOENIEIC OV T
(CHEET 5 Z EIIERARH 5 b DD, TBO1 MBRICIH W THNENBE & b LT HARNBE THREE
BREPOTZHRICOVTHAREE GRICER T OLERSH D, L LB L, RIIDB ALFIIEIC
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TR L R A FOEMIC I VA SND Z 2 EET DL L. AARNEEICBWTH AR IR
HE & A L 7=,

PUFOIETIE, TBO1 RBRZE IRV CTARKEE G ISR BB SN @ o T- A EFHESR, AF L [F— O K

4y (DXd) Z&te T-DXd ICBWTHEENMLEL SN TWAHHEERESS ARICBIT A EEEOERIC
Y Ry A |V T B 2 I N A AN G=Tar A R

7.

R.3.3 HRFEE
HaEEIT, AR EICLDREEICHOWVWT, UFOXICHBELTWS,
TBO1 iRBRIZ I 1T D HRFEEY DR HAIRILILE 35 LK 36 D LB Th-o7=, TBO1 ikBROAIKEE L O

ICC BEIC BT DIRFEE ORI B O JefE (R/IME. & KME)  (B) X, 20265 (1, 442) K&
W79 (12, 253) Thoi-,

#35 WTNRLDOET 1% EIZERD b ZREEDOFREIRN (TBO1 3AER)

B (%)

PT N ICC B¢
(MedDRA ver.26.0) 360 il 351 14
4= Grade Grade 3 UL | 4 Grade Grade 3 UL E

AR p & 175 (48.6) 3 (0.8) 81 (23.1) 0
K474 87 (24.2) 2 (0.6) 46 (13.1) 0
AR AR 38 (10.6) 1 (0.3) 23 (6.6) 0
fANES 30 (8.3) 0 9 (2.6) 0
AR g 2% 27 (7.5) 0 6 (1.7) 0
PRI N 26 (7.2) 0 3 (0.9 0
~ A R— L EEAR A 24 (6.7) 0 6 (1.7) 0
FEME S 15 (4.2) 0 3 (0.9) 0
i 13 (3.6) 0 3 (0.9 0
AR Bk i e 5 (1.4) 0 1 (0.3) 0
14 IERE 4 (1.1) 0 1 (0.3) 0

R R L SRR OEE

34)

MedDRA PT & T RMAM A ba 7 o—) | TR . DEBEEREA) o TR . s ak | T4
MEgERL ) . TARBE AL o TABXIE . TABLME . TaBESEY) . TAEESE) | TAENEEREL ) |
[RRNEE S . T ERNZERD ) | TR BRiieE) | TAERXE) . AR AL . THAEEE . T4
MO ) o T o TaloRA ) . TalsiE) o (aBugREE) o [RZeel) o TABESEE ) . TAREE) |
M) . TOEAMEREIRARS ) . TRIA47 41 . TIREE) . TIRORESER) . [Akg) | [AFEET
1. TR AbMEARESE ) . TABUE) | TS S S BR) | NREEM) . Meseiinxz ) o TasiEg) o (<
AR —nfpsre e o TIR=ME) © T . TRURAalEsg) | TR | DREIIERREENRE « (A
MR AT LR . e AEge ) . TERL . TR T . THRAEE) KO TIREREGEE ) IS4 T2 5% %
EEH LT,
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# 36 EERBEEZORIVRI (TBO1HER)

T e B (%) -

HH ICC

(MedDRA ver.26.0) 360 4 351 43
LT E - - iRk 0 0
EE RS 1 (0.3) 0
FORA S 1 (0.3) 0
BE IR E - - IRkEE 1 (0.3) 0
KA T A 1 (0.3) 0
IRIEIZ - 7 IR 9 (2.5) 0
SRR A A% 3 (0.8) 0
ks 2 (0.6) 0
18 LI 25 1 (0.3) 0
N v 1 (0.3) 0
VLS 1 (0.3) 0
Ll 1 (0.3) 0
T 1 (0.3) 0
T A 548 1 (0.3) 0

BRI E - - iR fEE 4 (1.1) 1 (0.3)

KIA4TA 1 (0.3) 1 (0.3)
AREOD A 1 (0.3) 0
£ 1 (0.3) 0
R A RS 1 (0.3) 0

7. TBO1 ik Z & Lo AR B 5 D RIS (2B W T, ARIR L OREBEMRN G E T 230 &
FERIRMEESD SR LT BEOHMIT. X3TDEBY THoT-,

K37 AELORRBLIPEECERVERERREENREALAE K
FEHRHY R AZED

R4 il PR MedDRA PT Grade () () e [
TBO1 ol S SR A IR 3 63 265 I EREL
TPO1 g | S TR E A R 8 3 434 121 Wk [EES

ol S Pt 3 439 44 el [F178
TLO1 1 e KT 3 316 56 ok (IS
TR £ A% 3 330 64 RIE B

TBO1 B oiEEE i EZMR Coll & W7 B B AHT) ik, BERRE, TRBREEE A& TR OV R
FNZ LB A ICIRBHR A (A, MBI BEMETR A, IRENE, IRERES) 2FEMd 252 &0
BUESHL TV, L L2235, TBO1 BRI O ARIED ER KB IZ 35 1  CTA IR EE N EEHNIRD 5
NieZ L x2BRE L, RBERGHHESETHE B CoOMF1H W BT 20T, 344271 LDIR
B (BRI TIAA LA VYR ERES) OEm/BEMSh, /-, MBEETREFHELE L
T, 27 ML AOMRAZBET 52 & KON LRRAEAERT 2 2 &N BEnz,

ZHNETIC, D ADC IZEB W TAREEDRB PN RE SN TEHY | FUERZAIR o (FRa) ks
AL BV UFERE RS ST ADC TliE, REME D H 2 ARSI LA Lo 2 — o 4 —
N=DFIND Z &I L AEEEN BRI T 2 fEEMEN R ST % (Gynecol Oncol Rep 2023; 47:
101155) . AL L2 AMBEFEEIZ OV T, AL F— MRS (DXd) Z&Te T-DXd 2817 5 A5

39 TBO1 i8R, TPO1 iR ALAIRIEIE D B 2 YIBRARE A 64T « FE¥E D NSCLC B3 &g & U7z [ B L [H] 45 ARG BR (TLO1
2RER) | AVFIRIER O B HUIBRRRER LT - IO NSCLC BE A k15 & U 7= [ERS LA ISR (TLOS =)

30 JREREARERIC LV ARIKIC & o TA U aTREME AN BRAGICHLIA Al RE & Ml S - A E S

37 TBO1 BABRIZ ver.26.0. TPOI sBROILIE = A — BT ver.25.0. TPO1 7kl NSCLC =78 — ki ver.23.0. TLO1 #&BRIE
ver.26.0, TLOS5 iAB& 1% ver.26.0 ® MedDRA % W CTHERH iz,
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e

EORIUIRONTWNDZ EEEBETDH L AIEOHURE /> Th D HL TROP-2 HLIRD BHE D RIE X H

5600, FHMEFF IR > T,

BN EBER LT-NEIL, UTFTDEEBY THD,
TBO1 REROAFKIEICB W THAREEEN —~EORBAEE TRDOON TS Z & REDOHKRRRIZE

WTAIK L ORRBERPGE TE RVEELRABEENEEIERD ONTVWDL I L2BET 5 & A%
DEEAIZEE L TIAREES ORBUEENLETH D, LI > T, BRRERICE T 2 A IREE OFREH
WU O IAEIZ DN T, B SCEF 2 O TR ICEUNC BT 2 6818 5 5 LHEr LT,

7.R3.4 1ILD

HEEEIL, AEREICLADILDIZHOWT, U TFOXIICHH L TWS,

TBO1 #BRIZH 1T 5 ILD® » 9 b, ILD MAHERBE 2T L HFHIIC & 0 ASRICESE L7- ILD & )&

ENTZFS OFBURMIZE 8 LOE 9D LEBY Tho7-, TBOl iBROARIEKEEIZI T 5 ILD DO )[E
WHFFA O Il (B/ME, &KME)  (H) 1X60 (34, 166) ThoT-,

# 38 ILD ORIV (TBO1 3ER)

% (%)

PT AHERE ICC #%
(MedDRA ver.26.0) 360 1 351 f)
4 Grade Grade 3 VL F 4 Grade Grade 3 VL E
ILD* 12 (3.3) 3 (0.8) 0 0
fififigi e 7 (1.9) 3 (0.8) 0 0
VL P i R 5 (1.4) 0 0 0
o EHESR L SNEFELROLE

3 MedDRA PT O [ZAPERVELMEMfRSS | . [TRAVEIPRESEIERRE) | TRV RS | 17 LV —VEERERESNE ) |

39)

Mgty o THfREAAE) © Thakssk) © TEEMRRZE) © TECmEMEMER) | TREESK) . TPA%EN
ARE SIRIEGERE) « TMEMMB A W) . TRIEGOHHHEE) . (B dboniEIvr7ick oM
rafE B AES (feE) | . TOVEAMEMRERES) | TAFEEEREIN - AR mart) | TAFERERME 236 I Ak P 25 il
JEL . TAFERERMEMIZE) | TRUEAFBRERIERIZ ) | TIEMEArERERMEMGZE ) | TARZEIEMEMINERSS ) | DEBUEGERSE ) |
PREREVERVEIEMIZE ) o TRRSUEMIZIEGERE) | TRPRMERRRAEIE )« Toepe ey | TRIEMMRER) | TME
PEREER ) . iar 7747 A&, TEE) . THfifeR) | TEEMMRE k) . TPAZEMMRE %) |
[EREALGge ) . THOREIGSERRRAE M ESE ) o THilZe ) . TE 72X 2 B D WIS B 70T & 2 8565 F B i
(e o . TEEATPEBRRRRMERE) | TRRRAERE) . TIEEsE) | THBRRRIC X 208G . T aa F—v
Zpo, ThtiEErE) o THMmAE S . THO SRR |« THORSRMERAE 3] o THORBRITRRAERE ) | DR SR At
Ky TR R4 | TEMEMEE) | TRIE Y v~ T BB MRS . TV o~FM . [Hradf kK—v
AL, [RISGERZ ) KO T BE SRS (YT A HREHEH LT,

ILD & L CHRF & 472 MedDRA PT 125449 B A E HL DR RBRICE W TR D242 ILD Ml ER B S
WL DR T, ILD EHESNTEHAICITYFEERIC KV RELR | SEEE LK ONRHRIE & ORREBERIZOWT
FTA Sz,

45



39 HEERILD Z0RILRE (TB01 RER)
B (%)

PT —— :

(MedDRA ver.26.0) A Icc f

360 4 351 4
ELICE -7 ILD 0 0
EE/R ILD 4 (1.1) 0
Fififigi e 3 (0.8) 0
P P R 1 (0.3) 0
BhHdEIZE -7 ILD 5 (1.4) 0
W P R 3 (0.8) 0
Jitilig & 2 (0.6) 0
RIEIZE - 7= ILD 3 (0.8) 0
W P R 2 (0.6) 0
Jitilig & 1 (0.3) 0
I EIZE 72 ILD 1 (0.3) 0
Jitiligi 2& 1 (0.3) 0

F7-. TBO1 iR & & e AR 5. O AR RER 35 128\ T, R L DR BERN G E TE 20 30 &
B2 ILDY NI LZBEOFEMIIFK 40O LB THoT-,
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#F40 AERLORREBEAGETERVEERILD ZEH L-AE &

FEHRHYT  FreclImT Ao

Hrg s PR A JEUPR R MedDRA PT  Grade®! () (7) P HRIF"2
ol & SEA FLE P A i 2 84 1 ok A

TBOI S & AEA P Jitifig ¢ 5 37 55 A¢¢ NG
ol & HEA L fitifigi e 3 37 31 e L REE

ol & HEA Ly Jifilig ¢ 3 34 191 Mk FNEL

S HAN NSCLC Jifiligi 2¢ 2 21 72 ik ENEE

TPO1 HAN NSCLC Jitilig ¢ 2 41 29 PREE [Eg)
SB % SMEA NSCLC Filifig 2 4 128 7 I AR

q = HAEAN Ly fifiigi e 3 254 28 ok NG

Jifilig 2¢ 5 24 25 ok PNEL::

ol % SEA NSCLC IR AN 4 5 28 22 R [E3US

Jifilig ¢ 5 49 1 ML TS

M B HAEA NSCLC I EES 5 34 27 ok bl

Jitilig ¢ 4 24 13 Mk [0S

Wk MEA S NSCLC s 2 37 72 BNkl R

ol Z  SEA NSCLC IR AS 42 2 122 7 RIE [Ef

S & AEA NSCLC Jifiligi 2¢ 3 379 84 IRHE B

A & HAEA NSCLC [ PEIR & 5 36 7 Wk B

M 5 SEA NSCLC fiiiligi e 1 266 6 Mk B

- fififigi ¢ 5 32 3 ZMe L RREES

o WP TRA NSAC T 5 35 7 BNkl KRS
Jiiiligioe 3 55 2 R NG

I HARAN NSCLC Jifilig ¢ 3 57 32 RIE [V

Jifiligi 2¢ 3 89 43 AR L (3

o % AARA NSCLC friifig % 2 323 430 Mk [E3US

S HAN NSCLC Jiiiligioe 5 101 27 Mk ENEI-

S % HAA  NSCLC Jitifig ¢ 2 67 63 H ok [Eifi-)

Jitifigi ¢ 5 43 9 ok ENE

B T HEL S NSCLC e 5 5 ] P =

i IEIESEN NSCLC fififigi e 2 72 23 RIE EfE

P A i 2 R 2 12 17 ok (S

‘A T A ONSCLC e 2 2 2 munL B

ol 5  HEA NSCLC Hitifigi e 5 238 23 Wk REE"

P R 5 7 4 IRER EfE

TLO5 3 5 AEA NSCLC LR S 50 < T e

*1 : ILD M ERE S L DHE, *2 RS EMIC X 24E, *3 : {REBRE Y ERNC L Y ILD YA OJRIKIC L D5 &
WG SN, ILD BArHIEREESIC LY ILD I X D1 (Grade 5) & HIEShTz,

BENRZLELTEARIE, LT LB Th o,

TBO1 #BRIZISUVNT ILD 28 ICC FETIERD LAV TN —FH TAEFETITR DO LN TNDH T &, A3
DR BRI IV TARIE & ORI FEAR NG BRI G fTRE & Il S JETICE 572 ILD K UEE
ILD REEBIRD 5N TND Z & RIEL Fl— DRSS (DXd) & T T-DXd X DXd & [FERIC A
VTN TVUHERTHDAY )T UERBRIEEICBWTEEREIN TWIERTH DL Z L EEEE
T 5L, ARIEOBEICEE L TTILD ORBUCEENSMLE TH D, Lizn-> T, BERBRICKIT 5 ILD ©
FEBLIRIL M OSRHWEIZ DWW T, IR SCESE 2 AW CERBIG ICHE U B 3 2 LR H 5 S HIET L
770

7.R.3.5 infusion reaction
FAEEE L, AR E(C X 5 infusion reaction (2-DW T, LAFD X HIZFH L T\ A,
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TBO1 # BRI 1T % infusion reaction®® DOIEBFLRILIZFK 41 L FE L DL BY TH-7-, TBOl RBROA
HPE N OVICC BEICES 1T 5 infusion reaction DO F)[EIFEE RO ol (Fe/IMiE, & AME)  (H) X, =h®
71105 (1, 234) K832 (1, 176) TH-o7-,

% 41 infusion reaction DFEILIRTL (TBO1 HER)
% (%)

PT AHERE ICC f
(MedDRA ver.26.0) 360 14 351
4 Grade Grade 3 VL F 4 Grade Grade 3 VL E

infusion reaction” 32 (8.9) 1 (0.3) 12 (3.4) 0
% ) FENE 10 (2.8) 0 0 0
HEAZHE D R 10 (2.8) 0 0 0
HEEL 6 (1.7) 0 8 (2.3) 0
¥ 4 (1.1) 0 3 (0.9 0
B SR 1 (0.3) 1 (0.3) 0 0
RIS 1 (0.3) 0 0 0
AR 0 0 1 (0.3) 0

* RS L St RROEE

42 FEE7? infusion reaction ZEDRILRIL (TBO1 FER)
B (%)

PT

ATERE ICC fit

(MedDRA ver.26.0) 360 bl 351 B
FETC |22 o 7= infusion reaction 0 0
H £ 72 infusion reaction 0 0
¥ 5.7 1112 % - 7= infusion reaction 1 (0.3) 0
EES st 1 (0.3) 0
{RHE|Z 2 - 7= infusion reaction 5 (1.4) 0
TEAIZPE D RS 5 (1.4) 0
I &2 % - 7= infusion reaction 0 0

F7-. TBO1 iR A2 &t e ARSI 5 O R RRER 35 108\ T, AL DR BEUR NG E TE 2200 30 &
#£ 75 infusion reaction®” NFEHL L 7-BEOFEMIZIE B3 DEEBY ThoT,

#F 43 AE L ORREBBRIEBETERWEE infusion reaction 2338, L7-BE —&
R E I Frioc B ARIED

bR 4 g el MedDRA PT Grade CH) (F) e R
TPO1 ol LS HEAIZLE D RS 3 1 3 ik E)
TLO5 N | L8 WS EUE 2 63 2 I [Fl785

TBO1 75k % & T ARSR UM 5 O IR B 3 T, AR 512 X 5 infusion reaction Z #Jk X ¥ 5 726
W2, e AZ I HRORT B NT X 7 = OFHERGBGEE S, HEITE U TRITRE AR VE H
ERIEGT 5 2 ENBESRTWEY | 2B, TBO1 BROAFKEED 9 5 45.0% (162/360 1) DEHEIC
B TEIBRE R LVE CHIDRHEE S -,

4 MedDRAPT D [T 7 4 FF%—FJil . [ T7F740F%—vavr) . [ TF7407%—kS . 757
4 TX—fFray ) TMEFRE . TREESE) . MEREN . DR o BREUE) « MEOE) T
FEEEEEIS ] . EACEI K] . (R =—7LaAX—] | [ZF580E] . [REy . 13892 | TERkRES
W) o Tvayz) o THEGRBUE) | [ZZ) KO TGS ICZY T 25805 5, BB GY FICRELL
TR REER LT,

W TPO1 BB T, BB EETS IR QoM A Wl P X BEShZ,
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BN ERLTEARIT, UTDEBY TH D,

AFESE 512 X 5 infusion reaction Z ) Xt 5 72 O R{HE G 235 0E S 472 BT, TBO1 #kBR O ARIERE
T infusion reaction 28— EDFHHEIG TRO LN TN D Z & KEDRFIRABRITI W TARIE L DR
BAMRMI A E C & 72 WHEL S 72 infusion reaction 23MEEFIRRD BTN D Z & | RO IR G E
N5 &, ROARIKL [T TROP-2 Z4Ef) & L7z ADC (244 T infusion reaction DFEHAHA 41T
WBHZ L EEBET D E AREOEGIZEE L Tl infusion reaction DHBUJEE RS ETH D, LN - T,
R AR FBR (235 1F % infusion reaction DFEBLIR LI OSHLIEIZ DWW T IR SCESE 2 WV C R BIG IS Y)
IZHEEMER T 2 B3 8 5 &l L7,

7.R.3.6 B EEIHI

HEEEIT, AREEEIZLDEHEMHENICOWNT, LTFTO XD IZHBHLTWS,

TBO1 RBRICI VT 25 BEMHIYY ORILIRPLITE 44 K OFE 45 D LB Y Tho 72, TBO B OAIKEE K&
OVICC BRI HUT 2 E Bt o R s LR O ol (/ML S KfE)  (R) 1, Z26eh 42 (1, 470)
K21 (1, 323) Thotz,

R4 BB OFEIRIL (TBO1 ABR)
% (%)

PT AHERE ICC Ff
(MedDRA ver.26.0) 360 1 351 44
4 Grade Grade 3 VL F 4 Grade Grade 3 VL E

‘B R 90 (25.0) 16 (4.4) 199 (56.7) 131 (37.3)
E=giil 56 (15.6) 9 (2.5) 86 (24.5) 12 (3.4)
I R ER SR 23 (6.4) 3 (0.8) 77 (21.9) 54 (15.4)
I BRI 18 (5.0) 1 (0.3) 88 (25.1) 62 (17.7)
i ERE ak 17 (4.7) 2 (0.6) 41 (11.7) 16 (4.6)
H BRI E 13 (3.6) 0 28 (8.0) 12 (3.4)
U 2 RERERE D 7 (1.9) 2 (0.6) 6 (1.7) 2 (0.6)
1/ IR Fi 7 (1.9) 0 20 (5.7) 6 (1.7)
U 2 SERDE 7 (1.9) 0 10 (2.8) 2 (0.6)
I IR A iE 3 (0.8) 0 15 (4.3) 1 (0.3)
~ESa U 2 (0.6) 0 1 (03) 0
PRI ER kA E 1 (0.3) 1 (0.3) 1 (0.3) 1 (0.3)
FEENME LT H BRI 0 0 8 (2.3) 8 (2.3)
IR ERER D 0 0 4 (1.1) 0

L IRRATRE S FRO AR

4 MedDRAPT @ [~FZu il | RIMEEGED ) . &) . T~~ b2 Uy M) o ek |
Mk i) o TS . Tl E ) . TEmEREED ) . TAmEREADE] o T oo ERER
oo TU USERBUDE ) . TYLILERIEDIE ] KON T3 BWEAF P ERIVDIE ) (%S T 5 R a2HEE L,
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& 45 ERLEREMHEORIRTL (TBO1 HABR)
Bi%k (%)

PT —— :
(MedDRA ver.26.0) A 1CC R
360 4 351 44
LT E » T B 0 1 (0.3)
HEENE L BRI E 0 1 (0.3)
S 72 BE P 3 (0.8) 10 (2.8)
2 1. 2 (0.6) 0
DL ER A E 1 (0.3) 0
F BN BRI E 0 5 (1.4)
I ERR A E 0 1 (0.3)
I HRERER D 0 2 (0.6)
I IR B 0 2 (0.6)
M NI E 0 1 (0.3)
BRI E o B B 0 2 (0.6)
LA BRI i 0 1 (0.3)
M IR A E 0 1 (0.3)
IR FE o 7= B BT 4 (1.1) 68 (19.4)
2 1. 3 (0.8) 4 (1.1)
U o SERERA 1 (0.3) 0
F BN BRI 0 1 (0.3)
) BRI E 0 6 (1.7)
I BRI E 0 38 (10.8)
I BRSO 0 27 (1.7)
I IR 2 0 2 (0.6)
I IR A E 0 4 (1.1)
H i ERE ak 0 4 (1.1)
TR - 72 BEI 2 (0.6) 56 (16.0)
E=giil 1 (0.3) 4 (1.1)
I RIS E 1 (0.3) 23 (6.6)
LI ER A E 1 (0.3) 0
FEENPE AT H BRI E 0 3 (0.9)
M BRI E 0 2 (0.6)
I HRER B 0 23 (6.6)
1/ IR Hi 0 1 (0.3)
M IR A E 0 2 (0.6)
i ER B 0 5 (1.4)

7=, TBO1 B % & e AR B B O FRRRER 3 I\ T, AL DR EEURNEE TE RN 30 &
FEIEREINE 3D NREL LB OEMITIER 6 DLBY ThoT,

K46 AKLORRBLITETE RVEEREFHMHF NI L -EE K
FEEURHY iR ARFD

AR A fy eazlll MedDRA PT Grade (H) () P )
TBOL | LS LI ER I iE 3 9 18 il 11
Y | LS A1 3 43 19 IRSK EEi)

4 L 2. 3 21 4 M Ef)

S | 5 =gl 3 115 93 G i1

TLO1 T HP BRI E 3 8 5 AR )
ol % VLI BRI E 3 8 13 v ENEL

FEENE AT H BRI 3 9 12 I R

g | 5 =gl 3 13 9 G [Bl1E

B LIz NEIE, DIFOLE0 Th o,

TBO1 FABROARIEEZ BV CTHEEMHEI 2 EDORBE S THO LN TN D Z & AEOEERARIZE

WTARER L O BEUEN G E TX 72 WEE BRI NEEGZRD 5N TS DL FOKEK L [E—O
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iR 7 (DXd) Z & T T-DXd (B W CEBEMSI ORBNEEWRE SN TS Z L 2BETH L. AR
OGS LTI BRSO BUEERNMLETH D, Liono T, BKRRBRIZET 2 B8 o5
PRI ORILIENZ DN T, IR SCEZEEZ AW TERRGICHEYNEERE T 2 LR H 5 &l Lz,

7R3.7 HLEREE

REEE 1L, AEBEGICLDHEEREEICONT, LFO L IZHALTWS,

THLERET & LC, MedDRA SOC O 'HFEEE ] KON PT O [BAEGE) IC3%4 T 5 FL &2 HE: Lz,

TBO1 SBRIC I L EREFE O BURIITER 47 L OE 48 D LBV Th o7z, TBOL B DARIERE K
WICC HEIZHT 2L E EE ORI B O h ol (B ME., &RME) (R) X, 2244 (1, 210)
JOr8 (1, 253) Thoi-,

F47 DT OEET 1% EIZERD b LB EEORFIRN (TB01 3ER)
B (%)

PT N ICC B
(MedDRA ver.26.0) 360 {5 351
4= Grade Grade 3 UL I 4 Grade Grade 3 UL I

T P 306 (85.0) 43 (11.9) 216 (61.5) 26 (7.4)
HEL 201 (55.8) 5 (1.4) 95 (27.1) 2 (0.6)
REAE/S 184 (51.1) 23 (6.4) 50 (14.2) 9 (2.6)
{5 121 (33.6) 1 (0.3) 60 (17.1) 0
[ 86 (23.9) 4 (1.1) 41 (11.7) 4 (1.1)
oxtiel B 57 (15.8) 5 (1.4) 56 (16.0) 3 (0.9)
TR 38 (10.6) 2 (0.6) 66 (18.8) 5 (1.4)
[ 3R 23 (6.4) 1 (0.3) 29 (8.3) 4 (1.1)
1N Rz 19 (5.3) 1 (0.3) 6 (1.7) 0
G 15 (4.2) 1 (0.3) 17 (4.8) 1 (0.3)
F B PTE I 15 (4.2) 1 (0.3) 7 (2.0) 0
IR AT 10 (2.8) 1 (0.3) 10 (2.8) 1 (0.3)
HERER 10 (2.8) 0 9 (2.6) 0
ERLS 9 (2.5) 0 4 (1.1) 0
iz 9 (2.5) 0 2 (0.6) 0
H Al e R 7 (1.9) 0 9 (2.6) 0
TR 7 (1.9) 0 1 (0.3) 0
JigoK 6 (1.7) 1 (0.3) 3 (0.9) 1 (0.3)
i N 6 (1.7) 0 0 0
TEL 15 HH 1f. 6 (1.7) 0 0 0
e 5 (1.4) 0 2 (0.6) 0
E2ghi) 5 (1.4) 0 6 (1.7) 0
A R 4 (1.1) 0 3 (0.9) 0
T 7 BV 4 (1.1) 0 0 0

IEIATRE S FRO A
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# 48 EEDMHIEEESOXRIRN (TB1 3ER)

T _ B (%) \
(MedDRA ver.26.0) AT 1CC
360 4 351 44
FETICE - - {H s b 0 0
EEHLERREE 5 (1.4) 8 (2.3)
TR 2 (0.6) 1 (0.3)
g - 2 (0.6) 1 (0.3)
H N ZE 1 (0.3) 1 (0.3)
iz 0 1 (0.3)
A LVTRA 0 1 (0.3)
ZEES 0 1 (0.3)
L 0 1 (0.3)
EABOR 0 1 (0.3)
I H BRI R G % 0 1 (0.3)
PGP IRICE - 72 b R E 1 (0.3) 1 (0.3)
RIS 1 (0.3) 0
NT DR AE 1 (0.3) 0
I BRI K2 0 1 (0.3)
RIKIZTE - T e EE 16 (4.4) 11 (3.1
AN 6 (1.7) 3 (0.9
N 3 (0.8) 2 (0.6)
RAIHER 3 (0.8) 1 (0.3)
T 2 (0.6) 4 (1.1)
AT 1 (0.3) 0
iy 1 (0.3) 0
IR 1 (0.3) 0
s - 1 (0.3) 2 (0.6)
H e AN 4 1 (0.3) 0
175 P 2E 0 1 (0.3)
-3 0 1 (0.3)
TR - I L B E 53 (14.7) 17 (4.8)
PN 44 (12.2) 5 (1.4)
LTI 9 (2.5) 4 (1.1)
M I 3 (0.8) 1 (0.3)
AR 3 (0.8) 1 (0.3)
F e PTE I Ak 2 (0.6) 0
5 1 (0.3) (0.6)
T 1 (0.3) 8 (2.3)
H 2% 1 (0.3) 0
S 1 (0.3) 0
EEREE/S 1 (0.3) 0
B 1 (0.3) 0
JIT.FY D 2 SiE 1 (0.3) 0
& 0 1 (0.3)

F£ 7. TBOI #BR A&t e ARSI 5 O R RER 35 10V T, AL DR BEUR NG E TE 20 30 &
ERMLEEE N L-BEEOEMIRI9DEBY ThoT,
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K49 ARLORRBEAGETCE RVEERECERESRALCES H
FEHIREH FrciH ARHED

b A fip P MedDRA PT Grade (H) (F) L TR
RO 41 LS g 3 66 21 ML RMENE
ol IS % 3 63 419 B [0S
. 1 M i 3 220 4 A i)
TPO1 L) 3 221 3 I [l
k| IS EREAEAE i 3 3 3 s Ef)
R | L Mg 3 23 2 TE i)
S | % 0% 4 15 26 Wk [m11E
S 5 AR 3 47 2 NI [ml1E
U | 5 TEL A% H i 3 155 7 NI B
ol # NN 3 9 13 IRSE i)
TLO1 ol S N 3 14 18 P PR
| S [ 2 6 6 NI B
ol [ M i 2 11 4 I [l
ol % L ERHAEAE 3 5 1 R i)
| S M N 3 11 7 il [
78 LS H N 3 23 7 AR [EUS
41 # NN % 3 15 134 v ESEL
TLOS a % M - 2 5 2 G [Egi)
A 2 47 2 Pk i)

TBO1 &R Tl, ARFERGICL DL - AR ST 572010, 5-HT: ARSI, NK S H IR
Pigk, RIBREFRNVE CAIFEOREENRR HRE S, Fi2, AEBEEICEL 2 ANROBEE B &
LC, Ak 7 252 2 & & &, 1aBRFEMmFHmEUTSE IR Qo1 /7 B P ) 2B\,
BT REFELE LT, BIBRESRLVE R AIZESAT 5 0DNEREHROME A BRI,

BRENBLRELTZAEIL, UTDOLEBY ThD,

TBOl REROAIERIZ B WD THHILEREE N —EORBEFE TRDO LN THY | AEDFEIRKHERIZI W
TAIEL ORPEENGE TERVWEERHEEEEDNRO LN TVD OO YiZEEF D 9 H TLOL
RERO ONK 1B (RIEOF A IEZICEE) KO TLOS BERO 0K 1] (ARIEE Gk T CAREIE)
PISMIARIEO B GAkE T QR K ORISR 2 5 de) ClRE UL TV D 2 & BEAIZED b0
Mg RO NRIZOW TR R AREIRICES A REMERELS RV EEZX ORI HFELTH L Z &, @ LN
L B DWW TIEAREOF Gkl T CHEBIFCEE L T  Z L 2EZET 2 &, BIKRRIZHIT 51
LB REEFEOFBUR DU DV T SCES 2 AW CERBUGICIERIZEME T2 2 L 2aiit & LT, BRI
B THRBE O MR (XL B 72 I L7z,

7.R4 BEERENLEN T R OBHEE « 2hRIZOWT
RIEDHPFERIRE « R L ORIEE « ZRICHET 2EEIL. TEDILHIITEEZ LTV,
DN - R e - DRI BT bR
[ e BARBRICHA N DI BB BT B ARSI . TR DO M
(EFREEDDDIVT | e U RS OB MR O 2t % |50 BE L 7 . R S ORI AT 5
ZARBS My HER2 [ak

b - L
4 & \J—\b W ‘Fl!:b o
DFWAMELIIIIIE | | o i - Mo SRR 351F % AN I O Al S LTV Lo,
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AL, [7.R2 FHRMEIZHOWT) KO 7R3 eI HWT) OIE, WONILL FOHEIZ R THET
DOFER., KIEDOBNEE « R L OIEE « ZhBRICBEET HHEELEY FRO L HITHET D I & 1wt & L
7=,

Zhie - 2 ShRE - BRI BE T D R

o TV R T AT U RPUEMIEEAI L X &V RGBSR L D RREO D
LEBEEMBLETL L,

o HEARRBRICHAAN DI BE T T 2 AERES IOV T, THIRSGE] omEoW
KEBA L, RIEOF IR OVLZ M %2 0 Bfif Lz EC, RS OBIREIT O
&,

o ARIEDUWHT - Witk HEPFIEIC I T DB R O PRI LTy,

{LFEVERE D & B AR VT
ZRRBEME D> HER2 [k
REZIENTREERE R

7.R4.1 EEOEERAIMBRIT R OBEERNRIZOWT
ENNDOBIRT A BT A v R ORI FZ ORI ZREBRED ([CBW T, LFERIERO H 5 HR Bk
73> HER2 [P D FATARE TR IR IS 3§ DA 5B 2 sl i b vz o 72,

T, AREOBRAO AT R OB EHEIC ST, UFOL S ISR L TV,
{ESHREIE D & 2 HR ByitE7»> HER2 BaE o F RN aE UL PRI ALEEE 265 & L7 TBO1 BR D%
B, REOFROAREN RSN (TR2 LN TRI ZH) Z &b, RIEITYLEE T3 HIG#E
WD —>k LTHBNIT BN L 525,

F7-. TBOI AR CIEFA RIS RILIIC KT LT 1 5UL 2 SO ERIEIEN & 5 BE NS L &
N2 Z eS| B SCEOBRBGR OB W T, BREEBRICH A AN 72 B 2B T D RNEEEIC
DWTIHFRIEHE L7z BT, 2hHE « W RICBEET 2 EBEOIIZEB W T, YiENE % 73 L CARIKO )G B
FrBRT 552 EEMES 2, AT, FBIT53 DIT - iiiEmiis & L TOREDOF ML
M RE U BRI AGE XS O TR &6 TR - IR 3L & L CORIER G134
RWINRNWEBZ, YENELIEEWRES 5,

PLEX Y | WA SCEORRRBAE OEIZEB VT TBO1 BRI A AN DIV B 28T 2 AiREIES %
L L7z BT, ARIEDOHFELIRE » 2R KL OEE - DIRICEHT 2 HEEL FTERDO X 9 ITRE LT,

TIE - BIiE BT % I r i
o IR FRBRICH “HBFICBT DETAEIELEIC oW T, TR DIE
s | Bemn. AROAMIRCE L | CSRLE . SEBAORRED
PERREXIERAM | o g - AASEIEIC B B A MR O 2P L TR0,

RF. AKI L TRROIBHRIRAL & O WITFITOWTIEL, AR OV & Fik U 7= iR R BR Al
DELN TN EENSAHTHY . FEANOEIMER DL EMEEEB LIZ BT, Hx 0BEEDR
RIS U TERIREIND EE XD,

o ALTFRIERE D & 5 HER2 ARFE B FI AN GE T FFFE A B 12k 5 T-DXd
o ALFIIERE O B D AFHARIL RSN D BRCA AR T2 FR51M7)>> HER2 244 D IR AN RE XL 38 FLops i
FIHT DA TNY T RGOS T30 7

4 ESMO #4 K74 > (2021 4) . NCCN A K74 > (v.3.2024) . NCI-PDQ (2024 4£ 10 A 11 B . EHNZHEY
4 FZ A (2022 4£hi) . DeVita, Hellman, and Rosenberg’s Cancer: Principles and Practice of Oncology (12th ed., J.B.Lippencott
Company, 2018, USA) | FEaARMEES: (ETH 7 i, ML) %
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BREIL, ENZETA RT 4 2 (2022 FF/R) (2T, JEATlC R XTT o F A7 ) v
RPUBME A MER S TW R WIS, FIRRRESUIHER I IS 2 — IR T ZkIER & LT
ERROEAI D > BLEMICHEH SN TR WERIOR G PR HRINTWD Z L2 Ex, ¥xH
FROT o N T A 7Y RGBS A O WA OIRRRIE 3 72 W BRI I D ARIEOER RN B 141
WZOWTE A KD, HFEFITLL IO L 5 ICEZE LT,

TBO1 BRI A SN B D 87.8% (643/732 fl) OEEIX, XV R XIFT I H A2
VRPUBMIEEAI D 2 Ho 7 Eb— T OIRFRENR O HBEThoTe, #X VR UIT Y v IV A7
U >R PUEMERES A ORI (RN, PITARE U AE OB & b)) OF BRI OF DR
BIFE 50 LBV THY, FXVURERT VNIV A7 U 2 RHUENEREL A O il 55 O IRIRE D /e
WEBREIZH L CHOARIKOFNEIIHIFCE L 2 LD, YEBHEICK L COARERGIIHR I D &5
25,

K50 FXYURROT VNIV A 27 ) o REUBHEEER OGHRE (ANE. FRNREIUIFHRILE O ZMban)

DEERDOESEFICIT D BICR ¥EIC X 5 PFS R OS OEFTHEE (FAS, 20237 17T BF—F by b4 7)

o - 4&‘(;2)%%;& *%fﬁ(ﬁ[;s;/ocﬂ /[9*7;7(:;%
PO DY R S o UL

PFS D7 L b—TiDIGHEESH Y iﬁﬁ i;i ;g Eéi:g; 2:; Eg ;g 0.66 [0.54,0.81]
e e 8 T o o
RO con_om % 0s0 esligs 0% 051

0S W< L b —HOWEREDY i?g ;Z ;i 823; ol [[116551:]1 0.87 [0.64, 1.19]
- A A e s B

— HEEARRR, ¢ HEEA Cox N — FET L

BN BLRELTZARIL, UTDOLEBY ThHD,
FROBFEEOMAEZMNR T A L, 2L, TRlOREEZEBET L L. KREOEENHERI LD

F2 XY RXITT o BT YA 7 ) CRFUEMIESAID 5 bR L b —HOWERENRH L BETH Y |

WEEF DI BEIE DN 2 W BF TR T DA 52 R T2 Z L IIWEE L B 2 5,

o [EHWNBIETA T A (2022 F/R) IZBWT, JAWRTHNC Z 23 R UTT o h T YA 7 U CRGUE
PERESSAIME H S TWO WAL, FIRRRESUI RIS IS T2 — Ik T Zkig# & LT k
FREOEFID 5 B AR STV WIERIO# 52, TBO1 RO ICC AL L TRE I3
FEVRHERINATNDL Z &

o OF XV RPUEMENESAN EMTHNCAEH SN TRV EE 2 R GICARIE & &7 3 o R bR
FI DA M K OV At & Bl U 7= BE IR G X 0@ 7 v~ T A 7 U U SR IS 74 73 JE 7 4
A SN TORWBEEEZXMNRICARIKE T v b TV A 7 U RPUEMEIER A O 20 & OV 2 %
bl U 72 BRI 135 5N TR 63, EREOATVOQOBEEITE W T, T ¥ Rk
PR A S T > N T %A 7 U o SRGUREMEIEEA K 0 % U CAREA T 5 2 L g s nzn
e
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e TBOI

RERIZHLZ AN BT 8 O RER Sy

WX, #X VR NIT v T A 7Y 2 RPUEMEIES A

DB L —HORRENLLEETHTZ L

L7=23-> T, %hie
A% HEE
RIET DI M) & L7,

o T U NIV A2V RPUEMIELERSI X

THI &,
o FRRRBRICHAAN DNTZBEIC
AIEDA N R Ot a 471
o KEEDHTHT - W IEIIRIEIC

7.R.S5 AL - AEIZOWVWT
AFEOHFERE - HEALOHE -

(ZPBRAR L 72 BT, A OBIRAAT D 2
B 2 AR O et

CNRICEET AREOHEICB W T FRRONAZ EEE L7 F T, AKEDOLHE -
EBY HbHRIERO & 5 R VE SRR D> HER2 B2 D FITANHE

TSI &

(35 %5 2 RPUBIEIES AN X DIERED & 2 B x5 b

B DRHEEREGEICOWT,  TERRME] ©

Lo

HOWRE 2R L,

VIS LU,

HAEICE#ETA2FERIL. TROXIICHRESIN TV,

ik - &

ik - HEICHEE 5 R

WHE, KASIEY hRE~T Ty
2T Hy (Eialz) ELT1E
6.0 mg/kg (KE) % 90 /23T 3
MIRIRE CORERET 5, 7eds. WIEHE | o
B RN BAFCTHhIuE 2 [BH LA
DO HREIE 30 4y [ E TR C X D,

ft DOHENEEIEH & DOHEHIZ W T, H9 ri&UZZ PEIZFEST LTV,
RIS 512 L % infusion reaction Z G S5 7212, ARIEERGHIZHIE X
AIVHIROTE NI ) 72254528, if:\ MBS U CRIE
FERNVECRORITERGEBET D &,

AP 5.2 L 5 BEOABR S 5 72010, AR 581 M OB 5% MBS
U, #IrEF (F 4 A2 Y v RO 5-HTs S AEIEHER 3 NK 5 A4
PIESE) OG5 EZBETDH L,

BIVEH B OREE « il - P ko BZ222o0 T (TR.5.2 2R)

MrEIx. TR2 BMEIZSWTY

KO TTR3 ZEMIZOWT) OHE, WRNILL FOBEIZRT MG

DOFER, REORE - HEL O - AEICEET A EELZ TEO XL I ICRET D I L) &l L
770
I - = VG - HEICBEET R
WHE. RACIEE bR Z~T7 Fur | e foFUEMIEEA & OfFHIZ OV T, ﬁxﬂﬁ:&@féf VIFEST. LTy,
ATy (B Z) & LTI | o AKEEH|IZ XD infusion reaction Z B S 57210, AEDOFKERIZH B

6 mg/kg (IKE) % 90 437 )T 3 #fH
kR C AT %, #PIEE G OER
R BT THIVUL2 BB LAIFEOE G | o
M1 30 45 Fﬁif%ﬂ%ﬁf%é B,
HOWREIZ XV e EET b,

AL I H B ORI 2 e 55 2 &, if:\
RVE CHIOHIRGEZEET D L,
BITERIZEBLRE DR « Ji B - kD B LIZHOWT (TR52 2 )

AZ\EGCFE\ CCRIRE

7.RS5.1 AEORE - AEICSWT

HEEE L, AEOHE - HEICHOWVWT, UTFTOXITHHALTWS,

TREDSZEAZEE L CHE - AESRE SN TBO1 BRIV T, L RIERDOH 5 HR Btto
HER?2 [ D FA AN RE LI FLIE B (25T~ 2 AR D BEIRAOA MEA VR S 472 (TR2 OV T.R3 B )
ZEN6, TBO1 BRICHE T DR EICEDEARIEOHGEHE - HEARE LT,

e TPO1 #BRD NSCLC =7A— b D HEMIHY S— MIBW T, KRIED MTD I3 8 mg/kg Q3W #5- & IR iE
SNTbDOD, ZD%, TPOL RO &HHE N — h LR &/ S— MZBWTHE LN LT DRl
REICHS & ARIEO RP2D 1% 6 mgkg Q3W B H- LIESNTZZ &
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>  TPO1 iR NSCLC 27— MZEBW T, 8 mg/kg ff & ik L C 4 mg/kg £ & Y 6 mg/kg B C Grade
3L EOREESR, RHEL ORREBEBRMNEE TE 2 ILD FORBIEIA MK o 724

> TNIﬁ%@NM1C3$~%KEDT\4m%gﬁk%ﬁbf6m@gﬁ?£@$ﬂ%%@ﬁ
mu B %ﬂf” 45)

F o A MM OPUEMEEEAZ 0 U2 OF Mk O 2V % Bt U7 BRI S 5 T
WRWZ EG x%am@# A & OB G ITHER SN RN E E X2 YENA 2 E

%, Mz T, TBOl EBrlcHIT A/ EICEE S X AL 52 I % infusion reaction 2 VEE L AR S+ 5
k%@%&%COWTﬁﬁﬁiTé

LIER Y KIEOHGEME - HELOMHIE - HEICEET 2EEEZ TRO L D ITRE LT,
ik - &

YL - AEICEE# T 5 1R
o O PUEEMERRE A & OPFHIZ OV, ﬁxﬁf&&@‘ﬁ};@ VIHEST L TUNR Uy,

WE. WAEE NRE~T Ty
AT H Yy (EfaHH#Rz) L LC1h
6.0 mg/kg (KHE) % 90 4377 T 3
MR TR ST 5, 7B, YlalE
HOREENBIFTHIUL 2 7B LR
O EREFIE 30 M E TEMTE 5,

. 2&9‘%&5 X % infusion reaction N S H 572012, AFEEGATICHIE A
AIVHROTENT I ) 72025752 L, if:\ WG U CHEIE
BB RNE RO G EBET 5 2 k

o ABBEHIZ X DL AR S5 72010, RSB GF R O 5% L6
T, HlmH (FHh A2 RO s- HT3 ZRRFEPEE T NK 2 B R

TS OREEEET L L&,
o BIVEZEBIRF ORI, BEK O IO HLZIZOWT (TR52 M)

BN ERZLICARIT, LTDEEY TH L,

FREOHFEE OB AR T A L7, 7272 L, TBO1 i TlL, A EFROBIVRNE O BE ORE
AGUNIS S A= RN Eéﬂfﬁt(ﬂﬁzﬂ%)_k#% BHEANFIZOWNTH L - %£_£
T DML BERD, T, KERGIZIDELZESE D20 ORHRIEIZET 2 REIZON
Tl RIEERD AALFIFRIES +‘@ﬁ%&%%%ﬁo£% LR ESNL2FERTHDL Z LEFELBET

Hé, HE HECEET A 2HEE L LT T 203 MEIIZ LnWEE 2 5,
PLEXDY ., REORE - HEAOHE - HEICEET 2ESEICHOWVWT, TROXIICRETHZ LN
Y] &I LT,
ik & Ak - HEICBEET A HEE
WHE. RACIEE bR Z~T7 Fur | o foFUEMIEEA & OfFHIZ OV T, ﬁxﬂﬁ&@féf VIREST L TR0,
AT Ay (Efa ) & LTLE | o AFEE 51T K S infusion reaction Z S ¥ 5729 Ki@&ﬁﬁu 2k

6 mg/kg (IKE) % 90 437 )T 3 #fH
IR C A ET 5, PG OARE
PEN BRI CTHIUE 2B LBEORGHE | o
I 30 4R CHEMTE 5, ok, K
FOWRHEIC L 0 HEET S,

AL I H B ORI 2 e 55 2 &, it
FIVE RO G2 EET D L,
BITERIZEBLRE DR « Ji i - kD B L2V T (TR52 2 )

VBN U CHIB RS

7R5.2 KRE - BE - FLEOBRIZONT

HEEE X, AIEDOKRIE - JfiE - PFILOBLIZHONT, LFO LI ICHH LTS,

TBO1 FRBR Tlx, AEFLDHE L 2B OARED NI - ik - ¢¢%Eﬁ RE S, MERAEICHED
T X D AREOEEROA AN RENTZZ LD, TBOI RBRICBIT 2 END B HZIFICBWTTh

4“4 (D4 mg/kg B, @6 mg/kg BE K V@8 mg/kg #EIZIUN T, Grade 3 UL LOFEFELOREHRENSILENEND30.0%, @54.0%
R ON@58.8%, AFE L DOERIRBMRNEE TE 2V ILD OFEHEIA 1T LN L 1D10.0%, 26.0%K% V@13.8% T -7z,

45 (D4 mg/kg BE. @6 mg/kg BE M V@8 mgkg BEICIU T, BICR HIEIC X 2 BHRITZNEND22.0%. ©26.0%M V@
238% CdH o7,
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D — 7GR OIS BT A2 NAIFHIBR L e BT, FRLOEFEEZ I 2 72AK3E « iz - eGP iko

H%zz, it - HEICEET2EEEL LTRE L,

*  TBO1 R TIE, Grade2 O HANRMFEI LIZG T TR L OXHERE (TR3.7 M) 21+
Ehid oI Ll L, BRAICHRERIGEIIIRE I EZ BET 2 E0NRESN TV, HE
RIS END K D | Grade 1 L FICEIE T 5 & TIRE L 7%, FIOLAIZIZFA—O &, 3%
DELEITITRE L TG 2HRT 52 & & Uiz, £/, TBOI sBRTIE, Grade 3 D HNRAFEIL L
725 E1TIE Grade 1 EUFICHIE 2 5 THREE L 72k, TRER R OSHERIESO 20 Eli S T
BRWGEIIEFER L ECR—METRSZHA L. OFRICEM STV L5EICI3EE L TRE
BT 2 BEORIE SIVTWE, TR & OSHERE D FEf OFHEIZ )b b3 E L TR %
BT 252X ET D,

e TBOI Bk TiX, Grade 1 @ infusion reaction 23 4B U 725512 13 4% 53 B 2 S BLRE D 50%IZ 608 L |
JBOHE % (2 H77= 72 infusion reaction DJEIRASFRD 5 AL72 WG AT IZIR AN I BLEF O T 5 Al 6E
T 5 B IE I Tz, £72, Grade 2 O infusion reaction 2338 L 7235412138 5-% HIT L | Grade
1 LAFIZEE L7235 A 2 138 Gl 2 38 BLRF D 50%I2380E L CRBARREE 372 B, K OWRENIHEL
RO 50% D E TG L, 7= 72 infusion reaction DAEIR D3GR B A7 WA IXLARE O [A1 X F B EE
DOMETHEGAREL T2 ENHEIN TV, Ll D, Grade 1 22 @ infusion reaction 73
UL LT 6 OB GHEITBEORBIS CTHW T2 & & L, BARMREEBITEE LRV,

*  TBO1 B TiL. Grade3 @ infusionreaction 2358 L 72 A IIAK D G2 LT 5 BRRIE I
TWe, L L7esis, TBO1 Bk % & e A OERK R (230 T Grade 3 @ infusion reaction 73
FEHL L 72 6 Bl 3 Bl TAHED G 4, 95 2 #T infusion reaction 2333 L 72 & D DIFEHE D
Grade 3 Rii ChH o722 LEEBET H EARKOFRGIIEEL B %, 5 HE 2 BE X35 %
T2 BE2RET Do

*  TBOIl #ABR TiX. Grade 3 XU 4 OAFFEREHD - A MLEREGEAD | FEWELF P ERBCE, &, f/h
A L« @& OV, A ONE Grade 4 D U 2 2 REREGED 2338 8L L7238 ORSK « Ji & -
IERERRE STV 23 TBO1 RBRICB W TR bz EROFEROKE/SIIIEREE TH D)
RIEDB GG ATRE TH - 72% Z &0 h, AFBIRICE T 2R CEHEATRE L B 2, SN
RE L7220,

e TBOl RERTIL, A EFLY LS ODGrade 3 DA EFRINIH L -HAITIILEIZIE U T Grade
LEUFIZEHE S 2 & TIREES 5 5. @GCrade4 DA FEHFZNIEI LG EICITHIET 5 FASE S
TWER, BEZIFRICBWNTThIL S —IRxt e Th D &2, BAEITRE LR,

AR BRZLICARIL, BITOLBY TH D,

40 TBO1 #&BR, TPO1 iR, AL FHRIERE D B 2 YIBRARE Ao 4T « FE¥E D NSCLC 38 &b G & U7 [E B L [R5 AR RBR (TLO1
R | ALEERIEEO & D UIREE R ST + FEIS D NSCLC B 254 & L= EESILESS 1 b /856 (TLO2 3RBR) |
(LEHRIEIE D & 5 UIRAEE/R 1T « FE¥E D NSCLC (B Zxbg & Uz EER LR S TARRER (TLOS #X5R)

47 TBO1 RBRIZHR VTR DAV i ERED - B BRI . SEWEL R BRI AE, i, (/MR s « R,
T, KOV R O S B EEAEESRRIIAM, WL OIS 28 TH T,

4 TBO1 RABRIZHB VTR DAV AR ERECRD - A BRI . FEEWELE R ERIBDE ., i, (/MR s « M
TR, KON o SEREGED D ) B IREKICE o A EE LI M L OV 3 B, N2 B, IR VY o SEREE
HE B, BRICE - oG EREGIIEL 9 F], Mg 3 B A REREED . Bl L NI L FITh ot EEHIRI
EoHEERTRD N7,

49 LD, IRFEmEEME. DN, infusion reaction, ZFTPERED « AMERED . &I, /M 38 B i T Bk R
JE. U U REREGR D B < R ROVTH
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FROBFEEOMAZMNR TR LTz, 72720, AERERICRFICERLZET 2 HEFL ThH S infusion
reaction & OVEBEFNH] (7.R.3 BHR) (22 CiE, TBOI BROR EICEKE S NREZRET D 2 Lt &
HIWT Uiz, 7z, R - JE - Pk B L 2RISR E LARWETERIZ W TS, TBO1 ABR DR E 1T
SLNEERET D Z &3y &HIm Lz,

L7725 T, ARFEDOIRIE - Wil - FIEOBZIZHOWT, U EORREFEF L, Fo L 5 I8 L
EC, Ak ARICEETAER L LTRET D Z L0y & Lz,

o AREFEICIVEWEMPRBL LG EIIE, ROEELEZREL T, IRE, BEXITTIET 52 L,

BETHHE0 1R EE
1 BB 4 mg/kg
2 EEBER R 3 mg/kg
3 BBEIE &k

BERICX 5K, BERVFTIEOBR

FIVEM FRJED A&
FrRAERICEE T 5 £ TREST 5,
D Grade | DG4 RIEWII A, 28 ALINOHEA XA —HA&T, 28 A
OB 1 B L CHHTE 5,
Grade 2~4 D& BhHEZRIET 5,
N Grade 1 A FIZEIE+ 2 £ TIRE L, [AI—HETH
Grade 2 DG4 X%
g . - 1514 S =
IO Grade 3 DHLA Cfir%i%lgjéz:@@ﬁ‘éifﬁ%h 1 BepEds i L
Grade 4 D& B Z2pikd 5,
Grade 1 LA FIZEHET A E TIRFE L, [A—HETH
A B TZ %,
Grade 2 D4 FIROEE . Grade | B FICIEET 5 % THIEL |
RIS 1 BePsie: L CHBc&E 5,
oA Grade 1 A FIZEE$ 2 £ TIRE L, [A—HEXZ
Grade 3 DE& | B M L AT B,
Grade 4 DA Beh 2T 5,
e 53 % S0%IZI0E T % , & D4 72 72 infusion
Grade | OE reaction DIEARDIFE D DAL WS IRIBNIFEBLEE
OHETRETE 5,
P& U, Grade 1 LFIZEIE L7256, &5
infusion reaction M A FEHURED 50%IZ0H L TR T& 5,
Grade 2 D& WIENTFEHLRE D 50% O E TG L, Fiziz
infusion reaction DIEIRNFED LIV WA, LI
DOENIIFEBIFFOME TR TX 5,
Grade 3 Xt 4 OG5 Beh 235,
Grade 3 DA Grade 2 LA FIZEET 5 F TIRFE L, [AI—HETH
I FERERAD L L BRSO BITE %,
A Al Grade 4 DL Grade 2 LA MIZHHES D £ TIREE L, [ —HEUX
H 1 BePpie L CHBcE 5,
oA Grade 1 A FIZEES 2 £ TIREL | [A—HET
P Grade 3 DT 1 EEMEWR LTI TR 5, _
Grade 4 DHLE Grade 1 L FICEIET D ETIRIE L, 1 BRI L
THATE %,
i Grade 3 DEA Grade 1 LA F XIE_—R T A ZBE T % F TIREE
LA DREIEH U, [A—HEX T 1 Bz L CHBETX %,
Grade 4 DA BhERIET 5,

1) Grade I NCI-CTCAE ver.5.0 [CH# U 5,
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7R.6 RMP () iZ2oW\WT

AET, TEIES Y 27 EREHEEEHIOWT) CEAL24 £ 4 A 11 AFHTERZFE 0411 5 1 54K
WRFEAR 041152 5) KO EEL Y 27 EFHGEOKE L NARIZONT) (Ff443 A 18 H
AR SRAESRETE 0318 55 2 B R ORAEZ I 0318 55 1 ) (CH-S&, RMP AR ESN S,

eI, 155 AmAERMRER KO [TR3 ZEMEICOWT) ITEBT HiREt, REOHEEEK Y T
HD DXd LRERICH T T UBERTH DAV T h RIS O TERRE STV A EIE
R SR E 2 BIRERICIR T 24380 RMP () (I220W T, R SLICRTZAMRFFRARET D
Z LAY & pr L7,

#£51 RMP (R) KB 3 REMBRHNEERCAPECHET 2RMEE

e L
EERRFESNZY AT EEREEN Y AT GEC R AN ¢t
o £ R N Y P
e ILD o WED T, MK
* infusion reaction o THLE AL, THLE I, A%
o i « TF T 4TFHL—
o JIFHSRERE S
o TEHREREE
o IMFRFEARAE
o DRk
ARIMEICBE T 2 BT
ZMe L

7R.7 BUERFER ORMEEIZOWNT

FEEE L, BER BB OFEICHOVWT, UTFTOLIICHHLTW5,

ER TR ORI FERE TICB T 2RI L 2AEFLZORBRNELET 22 L2 HNE LT, K
R SN Rf 2 x5 L Lo BEIRFE % A O e & FHE L T 5,

ARTE DL EMERFTFEEIC OV T, TBOI HBRICKIT 2 A EFZORBBURNE 2B T 2, AKE 51
ICHHICHER T REFLR L E X DMK L OVILD 2% E Lz,

AT EIE B OB SV T, KRR OREMERGFTHEEICRET 5K ELO TBO1 RERIC
BUARBRNAEEE L, ZN2H 300 Bl 18 7 AR L% E Lz,

HRENBRLTEARIL, LT LB ThD,

TROP-2 Z A%/ & LAY & LT DXd 2 A3 2 AFBEAGRD ADC (3720 b DD, FROREZBE
T 5 & MIRER AL O O EELLZEEERFEHICBW T, RERGRICRHICERLZET 4%
F5 (MAIEFEE . ILD, infusionreaction M OVE BN (2B 2 EIREBIG ~DOIF il AT 5%
EPEFROIE, W ZNFE TIZELN TV D IFBRE DSBS DN D IHIRIZHES  EY) R 2 et R
ESZIC N XD Z & &Rl & T iU, ALFEEIERE O H 5 HR BMED D HER2 &% D T A HE XI5
FUpm B x5 & U - SR TE % A 2 KRR ISR 1B DI i 2 BT &I L7z,

o AREOBKHEBEEN O, KEOZEMET w7 7 A M —EREHLNZSNATNSZ &
o ASBERHIHICHEREZET HAERLRICONT, B SICBWT, BUERGEEHE A £ D =
A KV EMAIFHRINE T D MNERNH L FHITRNWEERDH T &

O ERARREM & LT, EREBREME, SR TR - . A RAL - LA I - RBPAZE. MBI, va v -
T T 4 TR — ITHRRERE - MYE, SMERREE . MARIERSAE, WAEZE, OARREZE - PROIETEIE, (D MEHIAMIGHE
EEMRE STV D,
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o AIEOIEE ARG K OFRRRBR O REN DI, BIRFAIZBW T, ARFED TROP2 IZHGTHZ &
(ZBE T 2 A EFZORKBUI OV T, @ﬁﬁ&i?ﬁﬁﬁ%%ﬁ@?é ZLICEVBASMNCT ANERD
HEHE TN EEZDH L

o DXdIZOWTiE, AFKL[E U HAEKD & LT DXd 25T T-DXdV (2B W TRIEIRGER D —E D
EHER? Bb 0, BIRERIZBWT, AARANBRFICEIT S DX ([CBT 287 e etk EoBax
RO LT RN &

2L, RIEORLEARGERIZ, BTz ITRE T NS FHEHOHR S Y T, BN ER eV
BUEE) & U CROEIR G A5 O Sl 2 O ISR T 2 M EN H D & %z Do

7.2 mwa% IBWTRD bW A EERSE

PRI O 72 DR S T2 E RN T D ERRERBR AR D 5 B, JETIZHOWTIE [7.1 FHlEE) @
A_ﬁﬁbk#\%tu%@fﬁﬁ%E%iMT@&k@?&oko&k\mé¢é$%ﬁ&m%ém
(ESERE R =] [ N

721 EEEIEFZE 1 HEEBR (TPoO1 3R ER)
7211 FE#HE/ — b
7.2.1.1.1 NSCLC a&h— b

A EFL13D00.27 mg/kg BET 3/4 1 (75.0%) . @0.5 mg/kg BT 5/5 61 (100%) . @1 mg/kg #ET 6/7
B (85.7%) . @2 mg/kg BET 6/6 il (100%) . B4 mg/kg FET 29/29 i (100%) . ©6 mg/kg T 33/34
Bl (97.1%) . D8 mg/kg LT 36/36 1] (100%) . ®@10mg/kg HET 8/8 il (100%) I1ZFEH Hiv, JHEERHK &
DOREBENEE TERWAEEFRITION4 1 (25.0%) . @3/5 il (60.0%) . @4/7 5l (57.1%) . @D4/6
Bl (66.7%) . ©27/29 5 (93.1%) . ©28/34 i (82.4%) . (D35/36 # (97.2%) . ®8/8 Hi (100%) (27
DO, WTNDORECTREEIA N 30% L EOFEFGIIER 2 KOESIDLEEY THhoTz,

5D KR BRRICHCEE A BT A A ESESLO 5 5, ILD, infusion reaction M OVEBEHIHIIC SV TiE, T-DXd ICB W Th
BHBICEBETREFEFRLIN TS ( [HMSETH 6 BT FEERSEE o —Y SlEEH 100mg) 2
)

SV ALSHHIEE D B 5 HER2 IO PR REESUTFRAEAE (BF1243 H 25 LG4 411 H 24 A) . AL
SPIRRIEALITHE I U 72 HER2 Bt ORI EIFRANEE /R HEST - TR O EE (B 2429 H 25 H) | (b*#RIEEDO H 5 HER2
ERHOFMARE I TH B (G SHE3 H 27 H) |« BAALFRIERICHEE L~ HER2 (ERBB2) T&in 175 S
DOYIRAREER LT « BR ORI (G548 A 23 H) (4R 506 « DENEKR ST, TR UTIFRIL
FEERE BT b U BIEIR A (RN S & LT 1,767 B) K ONBRRYIBRREE /2 61T - BRI 0 BB &t
G b LT-RIEBOE % s (et fitrdg L LT 1,126 ) OFARS Rmh E0N R H s hz,
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#&52 WThhr OB THEIARSS 0% U LOFEER

B (%)
SOPCT D0.27 mg/kg HE @0.5 mg/kg H¥ @1 mg/kg @2 mg/kg B
(MedDRA ver.23.0) 4 14 5 7 6 1l
4 Grade Grade3 LA E 4 Grade Grade3 VL b 4 Grade Grade3 VLl 42 Grade Grade3 ULk

EHERR 3 (75.0) 2 (50.0) 5 (100) 4 (80.0) 6 (85.7) 2 (28.6) 6 (100) 3 (50.0)
B, BB I OFEMAHOFAEY (BB X ORI —7F 25T

FEIE IR 0 0 2 (40.0) 1 (20.0) 0 0 0 0
MiEd LY v RREE

E=giiil 0 0 2 (40.0) 0 2 (28.6) 0 0 0
Rt L Ok E

BAROR 1 (25.0) 0 1 (20.0) 0 2 (28.6) 0 3 (50.0) 0
ML g, MEREs & OVRERR f

Ik 0 0 0 0 2 (28.6) 0 2 (33.3) 0
W% IR 5 0 0 3 (60.0) 1 (20.0) 0 0 1 (16.7) 0
H RS

G 1 (25.0) 0 0 0 0 0 4 (66.7) 0
5 0 0 2 (40.0) 0 2 (28.6) 0 1 (16.7) 0
& i 0 0 0 0 0 0 3 (50.0) 0
% - REEER X ORI OIRTE

957 0 0 4 (80.0) 1 (20.0) 4 (57.1) 0 2 (33.3) 1 (16.7)
T T 0 0 2 (40.0) 0 0 0 0 0
Y& IR 0 0 2 (40.0) 0 0 0 2 (33.3) 1 (16.7)
i R A A

(RE R 0 0 2 (40.0) 0 0 0 1 (16.7) 0
B, B X OE A OHE

FEANZE D B 0 0 1 (20.0) 0 0 0 2 (33.3) 0

£ 53 WO ORTRHEEISH 30% LOFTEFESR
B (%)
soch ®4 mg/kg & ©®6 mg/kg # (M8 mg/kg ®10 mg/kg #¥
(MedDRA ver.23.0) 29 {1 34 {1 36 13 8 il
4> Grade Grade3 A E 4 Grade Grade3 UL E 4 Grade Grade3 VL lE 4 Grade Grade3 ULk

PHEEFER 29 (100) 11 (37.9) 33 (97.1) 17 (50.0) 36 (100) 23 (63.9) 8 (100) 4 (50.0)
Rite L Ok E

BAGHGR 5 (17.2) 0 10 (29.4) 1 (2.9 12 (33.3) 0 4 (50.0) 0
MR p

K474 6 (20.7) 0 6 (17.6) 0 11 (30.6) 0 3 (37.5) 0
H RS

GINTIN 15 (51.7) 0 22 (64.7) 2 (5.9) 22 (61.1) (2.8) 6 (75.0) 0

HNZE 12 (41.4) 0 18 (52.9) 1 (2.9 18 (50.0) 1 (2.8) 4 (50.0) 1 (12.5)
{58 R 7 (24.1) 0 11 (32.4) 0 10 (27.8) 0 1 (12.5) 0
Mg 4 (13.8) 0 9 (26.5) 1 (2.9) 14 (38.9) 0 4 (50.0) 0
FERGF O Rk

i i 11 (37.9) 0 17 (50.0) 0 16 (44.4) 0 4 (50.0) 0
J % 6 (20.7) 0 4 (11.8) 0 11 (30.6) 0 3 (37.5) 0
A g=E g 1 (34) 0 2 (5.9) 0 2 (5.6) 0 3 (37.5) 0
—i% - EHEER X OGN O RE

9% 7 7 (24.1) 0 13 (38.2) 0 17 (47.2) 1 (2.8) 5 (62.5) 0
HREIELOD S8 iE 3 (10.3) 1 (3.4) 6 (17.6) 1 (2.9 5 (13.9) 3 (8.3) 4 (50.0) 1 (12.5)
ALT H4h0 1 (3.4) 0 2 (5.9) 1 (2.9 4 (11.1) 0 3 (37.5) 0

i ERE ek 0 0 3 (8.8) 0 1 (2.8) 0 3 (37.5) 0

62



HERAFEFGIIO2/4 61 (50.0%) . @2/5 1] (40.0%) . D1/6 Bl (16.7%) . ©8/29 f5il (27.6%) .
®16/34 1511 (47.1%) . D18/36 i (50.0%) . ®2/4 i (50.0%) Z&D BTz, WTADOFET 3 FILL L
ICRD BN HERAFERERIL, @M%k 3H (8.8%) ThHY ., IR L O ERBRILIEE ST,

BERIROE R IEICE S - EFRITO4/29 H1 (13.8%) . ©4/34 B (11.8%) . @D9/36 il (25.0%)
®1/8 f5il (12.5%) IZFEO BTz, WTHNAORET 2 FILL EICRD b IRBREOHR G Ik E - - F5E
HLIIOMEE 3 B (83%) Th V., 1RERIE L ORRBRNEE SN2 T,

7.2.1.1.2 HEaF— B
HEFRITEHNRO B, GBI L OREBHMRNEE TE WA EFERITIO6 mgkg #ET 41/42
(97.6%) . @8 mg/kg FET 2/2 5 (100%) (238 B2, 6 mg/kg BE TIHEEE M 20%LL EOFERSR
TR S4DLEBY ThoT,

R 54 6 mg/kg B CTHBEEIGD 20% L LOFEHFR
B (%)

SOC

PT D6 mg/kg B @8 mg/kg T
(MedDRA ver25.0) 42 2 41
4= Grade Grade 3 UL | 4 Grade Grade 3 UL I

EHREFS 42 (100) 21 (50.0) 2 (100) 2 (100)
TR IEE

SR 11 (26.2) 0 0 0
H ke

REE/S 31 (73.8) 5 (11.9) 1 (50.0) 0
G 28 (66.7) 1 (24) 1 (50.0) 0
Mg 17 (40.5) 2 (4.8) 0 0
L 9 (21.4) 0 1 (50.0) 0
R ¥ X O Al p st

IS 14 (33.3) 0 2 (100) 0
—i% - REEER L OB G ENLOIRRE

9T 15 (35.7) 3 (7.1 0 0

* 1 8 mg/kg FED I THILEIG 7Y 20% LA 1= D42 Grade DA EHG MR RIGEGL, BER, gixzigm, K1) v
LIMNE, EEE, RZ2, REYE, BEMEOEWN, IS4 7 a0 —X A, RIA4 74, MR Y., MBEME, SR
SiE, FEARAE. WEFREE. WA R. IBUIAF. & O FRiE. REHEVE. . MEAs R, %jﬁl;%ﬁ %Kﬁﬂﬂ”lé&ﬂz
SIMEIEE O FERE, FEEN, RAEPETRIE. U CNEREORAD . AP EREORAD . IR . VEANITRE D SO, oy TN
FERGAME R OANEDHES 1 61 (50.0%) THY . 55, Grade 3 L EDOAFHHG TR G, ﬁkéﬁ%@&o% %
a4 161 (50.0%) TH-o7,

EEZRAEEGIO7/42 1 (16.7%) . @22 5 (100%) (78S Hitlz, 2 FILL EICRD b /- EE 2
BERGII RN T,

BB OB G IEICE > 72 A EERIIO1/44 6] (2.4%) TR LN, B DLNTZIRBREOF G H 1k
ICE ST HEFRIIOMIEZR 16 2.4%) THY ., 1GERIE L OREBMRNEE SN o7z,

7212 EBEAHES—H
7.2.1.2.1 NSCLC a2&h— b
HEFESIIO4 mg/kg BET 2021 1l (95.2%) . @6 mg/kg FET 16/16 5l (100%) . @8 mg/kg BT 44/44
Bl (100%) (2588 Hav, IRERIE & OREREBRAEE T X WA EFEFZTD20/21 1 (95.2%) . @13/16 4
(81.3%) . @43/44 B (97.7%) IZFRO BTz, WT I DOFETHBLEIG D 20% L, EOAFFLITE 55
DEBY ThoT,
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£ 55 WITNIORTHRERAEIED 20% U EOFEES

soC B (%)

PT D4 mg/kg £ @6 mg/kg B @8 mg/kg i
(MedDRA ver.23.0) 2161 Lo 44 B

4 Grade Grade3 VLl 4 Grade Grade3Pll 4 Grade Grade3 ULk

EHERR 20 (95.2) 4 (19.0) 16 (100) 10 (62.5) 44 (100) 24 (54.5)
MiRE LY v REE

E=giil 2 (9.5) 2 (9.5) 4 (25.0) 0 13 (29.5) 4 (9.1)
Rtk L Ok E

AR 5 (23.8) 0 3 (18.8) 0 9 (20.5) 0
A e 2

RIA4T7A 2 (9.5) 0 2 (12.5) 0 12 (27.3) 0
RO 2R, MOERES X ONERR b

I ] 3 (14.3) 0 1 (6.3) 0 10 (22.7) 3 (6.8)
Ik 2 (9.5) 0 0 0 10 (22.7) 1 (23)
B

RIS 9 (42.9) 0 12 (75.0) 0 26 (59.1) 3 (6.8)
L 9 (42.9) 0 10 (62.5) 0 21 (47.7) 0
Mg 1 3 (14.3) 0 0 0 15 (34.1) 0
(s 1 (4.8) 0 1 (6.3) 0 13 (29.5) 1 (2.3)
B2 RS OV TR Ak

WIE (19.0) 0 0 0 10 (22.7) 0
i B AE 2 (9.5) 0 4 (25.0) 0 22 (50.0) 0
—f% - RHEER L OGO IR EE

IO JAE 3 (14.3) 0 0 0 11 (24.0) 1 (23)
I 57 1 (4.8) 0 1 (6.3) 0 21 (47.7) 1 (23)
FR IR IR A

{RERA 0 0 0 0 9 (20.5) 0
B, PR X OWE A OHE

EANTLE D RS 5 (23.8) 0 2 (12.5) 1 (6.3) 14 (31.8) 0

HERAEFRLITIO221 1 (9.5%) . @8/16 #l (50.0%) . @21/44 # (47.7%) (@8 bz, FH
EIGMN 3% EOBEELRFEFLRIIRS6DLEBY ThoTo,

#56 FHHEIAN3%ULOBEELREEES
B (%)
D4 mg kg Bt @6 mg/kg Bt @8 mg/kg B
PT 21 % 16 151 44 {5
(MedDRA ver.23.0) TR & O R TRBRIE & DR R TR & O R
CHEEHEL  BERAGETE  2AEHESL  BRAGETE afAEFESL BfsgEcTE
RVE EES: ROVEEFS: RN ERG
EHEFRS 2 (9.5) 1 (4.8) 8 (50.0) 3 (18.8) 21 (47.7) 10 (22.7)
Jitilig 2& 1 (4.8) 1 (4.8) 1 (6.3) 1 (6.3) 1 (2.3) 1 (2.3)
i KT 1 (4.8) 0 0 0 0 0
JEAEREAE 1 (4.8) 0 0 0 0 0
fiti & 0 0 1 (6.3) 0 4 (9.1) 2 (4.5)
HEANTLE S i 0 0 1 (6.3) 1 (6.3) 1 (23) 1 (2.3)
TE B fA B¢ 0 0 1 (6.3) 1 (6.3) 1 (2.3) 1 (2.3)
BT 0 0 1 (6.3) 0 0 0
FHER 0 0 1 (6.3) 0 0 0
e, 4] 0 0 1 (6.3) 0 0 0
LM i A E R 2% 0 0 1 (6.3) 0 0 0
I K] 0 0 0 0 3 (6.8) 1 (2.3)
B L7 N E 0 0 0 0 2 (4.5) 0
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BRI DOF G-I E - A EFFRITO421 6 (19.0%) . @3/16 B (18.8%) . @10/44 B (22.7%)
RO BT, B LN IBBREOR S ILCE > FEFRIE ST O LB ThoT-,
£57 B LN RREORE B ILICE > A ERE

B (%)

D4 mg kg B @6 mg/kg B @8 mg/kg B
PT 21 15 16 15 44 15
(MedDRA ver.23.0) TRBRIE & DK 3 TR & DR TR & DR
PHEEHEL  BRAGETE 2AEHESL BRAGETE afFEHEFESL BfsgETcE
RWEERS: ROFEFS: TRVE ERES
PHEFER 4 (19.0) 4 (19.0) 3 (18.8) 2 (12.5) 10 (22.7) 9 (20.5)
Jifili& & 3 (14.3) 3 (14.3) 0 0 5 (11.4) 5 (11.4)
SBIR HH =) 1 (4.8) 1 (4.8) 0 0 0 0
TRIEE AR 0 0 1 (6.3) 1 (6.3) 1 (23) 1 (2.3)
PR 0 0 1 (6.3) 0 0 0
HEANTLE S i 0 0 1 (6.3) 1 (6.3) 0 0
RZA4TA 0 0 0 0 1 (2.3) 1 (2.3)
R it R 0 0 0 0 1 (2.3) 1 (2.3)
b= PN H f 0 0 0 0 1 (2.3) 0
Jiti%¢ 0 0 0 0 1 (2.3) 1 (2.3)

72122 HEaF—h
AEFGENRREL ORRBARPGE CERWVAEFFERIIAMNCRD bz, BIRENEGD 20%LL E
DHEEFRRIIESSDEBY TH- T2,
£ 58 RBEIGH 20% U LOFEESR

soC B (%)

PT 41 %
(MedDRA ver.25.0) 4= Grade Grade 3 L E
PHERGE 41 (100) 17 (41.5)
TR E

SHR 12 (29.3) 0
R pEEsE

N 10 (24.4) 0
=] e

O 34 (82.9) 4 (9.8)
B 23 (56.1) 0
G 11 (26.8) 0
A 10 (24.4) 0
FRE ¥ Z OV R

i B 15 (36.6) 0
—i% - REFEER L OGN O

i 19 (46.3) 1 (2.4)

HEERAEFERIT 641 4] (14.6%) IZEO LN, BOOLNTZEHELRAERRIIRSIDOLELY ThHo
7=,
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#£59 FOHONEELAEERES
B (%)

PT 41 {51
(MedDRA ver.25.0) o A L o R EBAE A
EAEFR o g
EHERR 6 (14.6) 1 (2.4)
-0 ) 1 (2.4) 0
TR 1 (2.4) 0
IRBE 1 (24) 0
FHB IR 1 (2.4) 0
fitige 1 (24) 0
2 1 (2.4) 1 (2.4)
HULE 1 (2.4) 0
PR 1 (24) 0
JIF 3 P I8 1 (2.4) 0

TBERIEOBHEFIRICE > - AEELIT 541 ] (122%) IZRD LT, B LN IBBREOEHJ 1k
WCEBEST-HEEFLIIFODOLEBY THoT-,

F60 RBOONEBREOBEFILCE - LAEFR
p1% (%)

PT 41 1)
(MedDRA ver.25.0) i AER L o K HEBIE A
AEER  srcamoEng
A ERG 5 (12.2) 5 (12.2)
il 2 2 (4.9) 2 (4.9
fA 1 (2.4) 1 (2.4)
14 [ELAE 1 (2.4) 1 (2.4)
mEps 1 (2.4) 1 (2.4)

722 EEELFFIHERE (TBO1 R
AEFLIL, AREED 350/360 i (97.2%) . ICC FED 337/351 f5] (96.0%) (258D Hiv, 1RBR¥E L DR
RBIRDEE TE WA EFFRITIARIERED 337/360 1] (93.6%) . ICC #ED 337/351 i (96.0%) (278D 5
Niz, EERAEFRIT, AT 54/360 5] (15.0%) . ICC LT 64/351 5] (18.2%) . IRBRFEDO L G-
IEIZE S T AEFRIT, AFERET 11/360 1] (3.1%) . ICC T 10/351 5] (2.8%) ([Z#BD bivlz (ARFERE
T—EL EORBANED DN HERAEFRE NRBREOR 5 ILICE - - EFZIIK 2 2H) |

8. HHEIC L HARBFBFICHRAT NS ERHNAR 2 B A MRS R K U 0¥
8.1 WA MEE RN RITKRT 2 #HE 0Kk

R3S, EFREEEOMWE, AR VL2 O MR ICE T 2 B O HE I D ARG G IR
M _REEEHI R L CE A A 2 5 L7z, ZO/E, i S &R EERHIE SV THER
EITH T LI OWTHRRIT R\ E O &R I L7,

8.2 GCP EMFHERE RITX T 2B DT

RIS, EFREASEOME, A& OVZ RO ICRE T 2 IO E I D KGR HFE I
9 ~x&H (CTDS5.3.5.1-1, CTD5.3.5.3-7) 1Z%f L C GCP Mg 2 i L7-, ZOfER, B Sh
TAGRHGEEENC SO THEAZIT ) 2 LI2 oW THEIZ ARV b O & Ik L7z,
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9. FHEFBE (1) ERFTRIT 2%E7FHE

R SN ER G, A H OB FRIER O H 5 HR BEtED > HER2 [2MEO FITABE IR ILIEIC
KT HAMET RSN, BOOLNTERNRT v NEBEE X2 EREMITFFRTRREB 25, AL, &
BoABRa O ABBEEE E o> TROP-2 IZFEA L, MIBEPNIZELY SAE N TR Y o — KR S du, W8 L 72
DXd 7% DNA fFEH 2R 9 2 LI L0 | EEHEMIGIEN 279 & B2 6 DA & A EHK
mTCH Y ALFIRIERE D & % HR Btk >> HER2 VD FTANRE SUTFFFEFLIE 53 D ISR IR D —
DL LT, BWEMERNSD EEZ D, £, B, AEROBEROMEMITICOVTIE, & LIk
MUEELEZ D,

MR COMB 2B E 2 TRICRIER W LT & 258121, AMBZ&R L TE LA 20
LEZD,

LUk
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FEHE (2)

SF64FE11 A 221

i B

[ 52 4] X ey = A g EH 100 mg

[— fix 4] ZNRE~T FTNAITATHY GElaTH#az)
R B =k tt

[FREEFH H] SF643 A 14 H

[R5 — 5]
BED LR,

1. BENE

B @A N F O OBEICBIT 2FEOHIGT, UToEBY ThHbd, 2R, AEMBZFHOEMNZE
Blix, KMBIZOWTOHREMEE NS OB LHEICHES &, [EENERESRBAHEEIC BT 551
EEOFEEICET HE] (CFRk204 12 A 25 BRI 20 EFH 8 &) OMEIC XY, 84 LT,

1.1 AR ONT

WX, FREWmE (1) o T7TR2 AEICOWT) OBEIZEIT ARETORE, (LFFRIEROH 5 HR
BB 172> HER2 [21ME D FHi e iﬁ%ﬂﬁ$%%ﬁ%kbtl%Aﬂ%mﬁﬁ%UBmﬁ%) b
T, FEFHMBEE O—> & Si7z RECIST ver.1.1 (2353 < BICR HEIZ X % PFS (22T, ICC BRI %}
#éK%ﬁ@@@@%@ﬁén\#o%%m:%ﬁm%éw%®k%éﬂmw%nt_k END, M
BT DARIEOF TR STz &Il L7,

Fio, FEWE (1) OBELEICHGEE L0 #Er Sz TBO1 3R T 5 OS DiEMEAET QO
BB BT %7y b47) OFEF KO Kaplan-Meier Hifgi%, ZhZnE 61 KO 7T DOLEEH TH-
7= FEME \mcﬁ&wﬁbfxﬁﬁfosﬁﬁﬁfﬁﬁﬁéﬁm IBO LN LD, A
W]E () BT 2HMALEETALEIZR NS DD, RAEMHTIZI W T ICC BRI U TASKEE TRE
FHNCHBIRIEEDRD N2> EHBICONWTERT IHLERH D LU LTz,

# 61 OS DERKMITHE FAS, 201 BET—% Iy +47)

AR ICC ¥
%5 365 367
ARy MR (%) 223 (61.1) 213 (58.0)
i [95%CI] (B A) 18.6 [17.3,20.1] 18.3 [17.3,20.5]
AYP—FH [95%CI] *! 1.01 [0.83,1.22] ™
p fiE (ilifa)) =3 0.9445

1 ALERIEORTARSE (1, 2) | Mk CRE/ D& /BN ., Zothotik) % @HIK1 & LzJ@R Cox Hfl ¥ — K
ETIV, R FEIKIEITKIR L7z 95.97%CT 1x [0.83, 1.23] | *3 : @51 log-rank #/E (BRI Cox LbfFl N — FET /L&
[l —DRERIK ) | AEKEE ([W{ED) 0.0403
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=
'
1

Probability of overall survival
o
1

(=}
a
1

=3
—
1

0.0 4
(I) ; :s ; 1'2 lls 1'8 :ll 2I4 :I 7 ;0 3'3 ;6
Number at risk Time from Randomization (months)
AIERE 365 349 331 299 259 2279 180 118 49 12 1 0
ICCHE 367 335 309 283 249 213 175 123 51 9 1 0

7 OS OEAMAENTRED Kaplan-Meier % (FAS, 2000 BT —4% 4 v b4 7)

BPEEICBW T, DLEOBEOHBIIRMZEIC L Y KRS,

HEREIZ. TBO1 SRBRIC R D FERHMEEE O —> & iz OS ORAMNTIZ I T ICC BETHK L TA
A CHEHEIICE B RIER DR bR o ERHRICOWTEA 2 R, HFEFEIXLL T O X 9 12m%
L7,

TBO1 RO FAS OAFERE K O ICC FEIZH W T, ORIGHRN FE i S 72 B OFIGILENEN 73.7%

(269/365 i) KX 78.7% (289/367 f5) A NZ@ADC 12 L D% IGH N FEhi S - BEOEIGITZNEh
12.3% (45/365 f5l) KO 24.0% (88/367 f5i) T -o7-, OHIAELV@ADC IZ X 5 %IGHENSBM%G S
REALCHIE D & U7 A 2R B MRAT OFE R, 1CC BEIZXHT 2 AFEED 0S D — R [95%Cl] (3%
NZHD0.66 [0.43,1.00] X1V20.84 [0.69,1.04] TH ol Lnn, HBRIGHEDN OS DFERITHELY KIF
LI-ATREME DS S 5 & B 2 D,

¥, BEYERETFHOEHS %lﬁﬂﬁ ZBRBWTICC BEZH T 2 AREEEO Y — R 1 & kAo 78
FHE RNV NCO0T, BB T 50/ ORI % 558 LI i 217 > 7o iR, R 2 58 L
TRNMEHTRE S & DI 72 72 5L 1338 62%72@7%071_ Eon, BEERRTOSMOEGHMIC T 5 AR
#5725 OS DFERICEBEE LIE LIz alfethi B e B 2 5,

BrEIL, REEE OB E TR LT,

53 (DALFFIEORTETEL - 1, @Mk : ZohoHIs CRE/ I F 2 /BRINCISL) | @CDK4/6 PLEANZ & B 1H5E : 0 |
DHAE TO CDK4/6 FHEAOEEHIM - 12 W ALLT, @FFH R UTT v b T4 7 U U RGUBEMERES AN X 5
TRIEIEE © & X U RPUEMEIEBR O L OEFRREH Y, @F X R XULT > N THA 7 U CRPUEMEEEAIC L D15
WEE - 7 NI A 7V RPUBEMEIESEA O L OEEEESH Y . OF X R UIT v N T A 7Y R PUEM R A
WK DIRIIE - WA L DTREESH Y . @OWAEALFRE R OFE : 65 Ll b, QAR : 77 A, OFFNRIRE
72 ICC OIH| - H_vZ ey OFANGEIR SN2 ICC DA« Ao 7 e, Qs &b @R P, @
HER2 OFSBURNIL : THC 75 1+, XL THC 35 2+ 2> ISH EREME, GECOG performance status : 1, @677 Ai7 X 13714 34
PERIEHE T %0 B PR RE ST TR R LI .2kt 3 DAL A BAE E TOMIR - 12 WAL E
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1.2 ZEHIZONT

Ber L, FARE (1) o [TR3 ZEMEIZOW T OHEIZEBIT DMET ORISR, RER G ICRIZER
AP HAEFRIT. ABMEE, ILD. infusion reaction & OVE BEMIHI Td 2 & Hllkr L 7=,

FIo L AEOENCHT > TE EROAFFERORIUCEET DMLERHLLEZEZDHHDD,
S AR -0 72 ik & BB A FFOERNIC L - T, BB OB, AEEROEH, RIEOKREKED
WO 7R S22 SN DG AT, AT FI6E &k L7z,

BRIV T, BLEOBEEOHBNIFMEZRIC L Y KR ahiz,

1.3 ERERAINERT R O%EE - ZhRIC OV T

RS, BAWE (1) @ [TR4  ERRAALES T K OhEE « RIS OV T OIRIZEIT DRRETORE R,
KRIEDZNRE « I OGhEE « D RAICBET A EEICOWT, TEOIIICHTET L &m0 &l L
776

BIRE - BR BEE - BIRICEE Y D ER

o T RTY AT ) RGUBMEEGH UL Z W 2 RPUEMIIZAIC X 516
WD HBEERNGRETH L,

o BRIRERBRICHLA AL SN2 BF BT DANEREEICOWT,  TERRRURE]
DIADWE 2 B L RO F RN OV e 2 40 B L7z BT G
BEOBREITS 2 L,

o AFEDIMTHT - IR IEYIRIEICTB T 2 F ML L EMEIIHESL L TH7RL,

(L PRIERE D B 5 RV 2 IR
73> HER2 [&ME O TR HE ST A%

BRIV T, BLEOBEOHIENIFMEZRIC L Y R ahiz,

PLEERD, BEEIE, EFRO X 9 I22hEE - R K ORhAE - W RICEIE T AR 2R ET S L ) HiEHE I
R, WEEEIT e B&& LT,

1.4 HE - AEIZONT
ML, BEWRE (1) o MRS HiE - ARICHOWT) OHEICBIT A O R, Ao Hk - HE
KO - HEICEET HEREIZOWT, UTFTO LI ICERET S I L3 mu] &l L7,

<Ak - HE>

WE . NI E NRE~T T AT BIEFHEZ) &L T1IE 6mgke (KE) % 90 53
(T 3 TAHIEIRE T AUEERET D, %)JIEH‘Q’%‘L@E%F MEAS BAF T AT 2 818 PARE O G-I 30 40 &
THMTE S, ok, BHEOREBIZL Y EEHET 5,

< - HRICBEET D1EE >

o MOFUEMEEA L OPFHIZ oW T, ﬁ/iﬁ‘%&tﬁiﬁ“ EY 7 AVAPNGAYQAN

o AIEEHIZ X 5 infusion reaction Z B S A 72 DIC, RO ERIIZHIE A X I U F) M OV EVGETR
ﬁﬂ%&“—?ﬂ‘é Lo, Flo, wE F‘JL’C B RE T/D%/ﬁﬂ@ﬁlj?ﬁ'ﬂi%%)ﬁﬁ‘é ko

o AFEBRLEICXVRIERAPEILIEGEICIE, ROKEEZZE L T, KK, BEXITIETHZ L,
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BETHHEED 1 EEEE

1 BePis i 4 mg/kg
2 B PR 3 mg/kg
3 BERER BHH Ik
BIVER ISR T 2K, BEAVCFILEOHE
A FRE™ L
PTARSERIZEIE T 2 £ TRIET S,
LD Grade 1 D& IR 23, 28 ALANOHAILFE AT, 28 A
BOYEIT 1 BFEEEL THHATE 2,
Grade 2~4 DG H G5 E PRI 5,
Grade 2 DA %ﬁ;lgf?h@@'ﬁ*éifﬁﬁﬁ L., [F—MH&ETH
£ Grade 3 DHBA (V}Crg;?ﬁlygézillﬁl?ﬁ@‘éifﬁ@% L. 1 Befia L
Grade 4 D& LEGEHTIET D,
Grade 1 LA FICEIET 5 E TIRFE L, [FA—HETH
A flC& 5,
Grade 2 DS FIROBE . Grade | BUFICEIET 5 % CHRIEL |
FTNZE 1 B L CHBTE 5,
u A Grade 1 L FIZEIET A ETIRIE L, [Fl—HEXX
Grade 3 D& | B MR L T HITE B,
Grade 4 DA BhEHIET 5,
$e 5 %2 50% 20T %, & D B 72 72 infusion
Grade | DA reaction DIEARDIFED ALV A RENIFEBLEE
DEETRETE S,
Beh-Z Wi L, Grade 1 A TFICRIE L7246, &5
infusion reaction TR 2 FEBLURED 50%I280E L THTE 5,
Grade 2 D&E WIRNTFEBLRE D 50% O CTH G L, Hii
infusion reaction MDAEIRAFRD LN WGE . DI
OENIRBUFOEE TRETX 5,
Grade 3 X% 4 YA BhHERIET 5,
Grade 3 DHE Grade 2 L FIZHET A ETIRIEL, FAI—HETH
IR EREOEY . A ER O Bl Tx 5,
N =i} Grade 4 DHLE Grade 2 A TICEMES 2 £ THREE L [Al—HHET
H 1 B L CHBICTE 5,
N Grade 1 LLFICEIET 5 £ TIREE L, [A— & U
P Grade 3 D55 | E¥ER L C AT B, \
Grade 4 O35 Grade 1 DL FICHIET 2 £ TIRFEL | 1 BePsiE: L
rades o THBTE %,
) B Grade 3 DA Grade 1 LA T XEI~_—2A ?4’ NZEE T D F TIREE
ERLLIS OREIEH] U, A=A 1 B L TR TE 2,
Grade 4 D& Beh 2T 5,

1) Grade {% NCI-CTCAE ver.5.0 [ZHE U %,

BRIV T, L EOBEORHENIFEMEZRIC LY KR ahiz,

LIEX D BT, EREo X 5k - MEROME - HEICBEE S 2EEZHRET 5 L O HEdlc
FERL. HEEEIZZUSiE Y BExzRI&E LT,

1.5 RMP () KUBRIEREE OBRNFEHEIZOWVT
Bk T BASESE (1) @ [TR6 RMP (L) 125\ DOIEIZEBITAHME0iEE . Ao RMP (L)
[ZDWTE QIR TEEMMFTFEARTT 5 2 & mul & W L7,
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7 62 RMP () 2B} A ZEMBRHNEBEROENEICET A RETEER

T AMERRTT S
EERRFE SN Y A EERBENY AV I RS
o fh kR o & - JREEEME ML
o ILD o BHEDTHI, Mk
* infusion reaction o WALEZAL, WHLE M, ABPHIE
o B HEHNH « TF T 4TFHL—
o JIFHkRERRE
o WrHERERET
o IMARFEARSE
o LB
HMEICBI T 2 Mg
PN

Fro, BE, FAEWRE (1) © ITR7  BERGER OMFFEEIZOWT] OB Haf O R,
{LFIFRIERE D & 5 HR [1E73> HER2 [k O FAf A RE I L FFE FLE B 12381 D RIED LM E 2 et
THZEEAME LI RUERTEHAE 2 ARBZE BICE T 20830 < TIREZRE LK OMEE DO
LM Z VS SR I W T, AR G RFICRICIER 2 2T 24 E5FR (AEFES . ILD. infusion reaction
K OVEREINHD) (2B 5 ERB A~ O Wit AT 5L aMFERONE, TN 2 E TG
LTV DIERME NS ZIG O D IHMICIES CHEUIRELERREMEIIT S 2 & TELILZ R L fE
L7z,

BRI T, U EOBEOHWNIHMEZRICL Y XFahk, £, EMEENHIE, LT
HEABH SN,
o AREDOREHIBNAEEL THLIABRERICONT, BRER TIIRBETRIHE T RN &b, K
PG LD ABIEE OB ICB L Tl S HREZIT O BERH L EHE XD,

L, ERROBRREENE 2, B RIZRIT 243D RMP (R) ([25W T, # 62 (IR 2t
FHARE LI LT, R3ITIRTEMD Y A7 fp/IMbiE#E 2 324 2 Z & A3t & Hlr L7z,

# 63 BNOERMLZEMERES, FHMEICHETIAE - RBRECEND Y 27 B/IMETES OBEE

BN oD [ 3 it 22 2V B S B APECB Y D - R BN Y 27 g MEiE )

o HARIE R A A B o HRELE AT & 2 iRt
o ERRUEFE T R O IR B UM ik

o BB T EM O DR

2. WERHE

LI EDFEEZEE 2 B SCEIT K 2R K O B8 2 B4 2 M de it 28 BOE I e 4 (i 81
Ei s, £, AEOMERITH - TE, BEAFFT OIS TE DERMER ISV T, NAALERRE
(2R U THoy 72 gtk & #EBR A2 FFDEERT O b & THIEEH2NET S5 O THIUE, HERIE, TREOAE
FEzAT LIz BT LT OREE « ZEREOHIE - HETERB L TELIARW LB S, A8 B I3
AN ERERLTH D Z L bHFEEDRIL 8 . AMHRRMICHEY L, BELORANT VT
HEHRICE ST D LI 5,

[ZhE - A ]
ACFIFRIEE D & 2 AR VE 52 AR 72D HER2 F2MED FHT AN RE U FF I LI
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CHIVE - H&]

W NI NRE~T T ATy GBIEFHEEZ) &L T1E 6mgkg (KE) % 90 4
22T C 3 EMMR TR EET 2, WIEERGOREMER BAFChiX 2 [ B3 LR OFGRFHIX 30 7
ME T CTE 2, 2k, BEORBICL YV EERET S,

[7?( o 7f< 'fq::l
I A7 EHEEZ R ED L, MU HEmT 5 2 L,

(%

=

1. AL, BEARRC %S TE B EERICBW T, DALFEREIC 07260 - BRER A2 FoRE
%®%kf\Kﬁwﬁﬁbﬁﬂk#méﬂéfm_owfwéﬁﬁﬁé’& F 72, 1REBLAIZ
Sesrt . BEXITZEDFIRICAR OF IR etz +om L, REEESETHroGT 52
&o

2. AANOEEIZ L BVEMERMEENS i, HEICE S TZIERRIRE SN TWD DT, FERERE
BUCHE L= e LT 52 &, &5, e (PR R, sk, EEE) o
fifee. *%m&%%m%ﬁ@ﬁﬁ(%m)ﬁﬁ Fal X MRS M OVES CT R o S5 4% | @ﬁ
AT 2 b, BENRBOONTHEAICIIREETIE L, BIBRERLVE CFIOR A%

Yl vE 2179 2 &

3. AARGBLERIC. ME CT ALk ORIR2 2 3 e L. ME MR B OB UIBEERE N a2 &
AR LT BT, EOGEZERICHETHZ &,

[ 2 =]

AAEN DB UibEUE OBEERE O & 5 B

[ZhiE - SR BEE S % 1 ]
Ty NIV A7 U RPUEME SR L X Y RPUEMEESANC X D IREREO B 5 BE xS
L RS T

2. ERARERBRICHAAN DT BFITIB T D ANERIEEFIZOWT, TERIREAE) OHONEZ L,
AR OGN VLM 2+ B L BT, BINBEOBIRZITH 2 &,

3. AKHIOHTHT - WtREDPRIE BT DA MR VL BMEITHENL L TR,

CHE - HEICBEE S 2 3R]

1. OGRS A & OOFHIZOW T, AEMER O EMEITHESL L TVhen,

2. KA 51T X % Infusionreaction Z BEJ St 5 72 DI, AFIOEGRIICHIE A & I A K OMiFEEGE
WAl G T 52 &, £z, K ’FEL‘)'C B RERLECHIORREEZEETHZ L,

3. AHIFEGAZ L EWERRREL L 72561003, IROFEEZZE L TR BEXiThikds2 &,
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BETHHEED 1 EEEE

1 BePis i 4 mg/kg
2 B PR 3 mg/kg
3 BERER BeHH Ik

BERICX T 5 WEK, BERVCTIEORR

BI1E TR AL
FrANERIZEE T S £ THRET S,
R Grade 1 D#E REEIIR A, 28 HLLNOESIXFE—H&E T, 28 H

HADOYETE 1 BB L TR T 5,

Grade 2~4 OE

BhE2PIES S,

FNESR

Grade 2 DA

Grade 1 LA FIZBIET 2 £ TIRIE L, [A—HETH
B C& 5,

Grade 3 DA

Grade 1 LA FIZEIET 2 F TIRIE L, 1 BEpEE L
THETE %,

Grade 4 DA

FEzPIEd 5,

Grade 2 DA

Grade | LA FIZHIET 2 £ TRHE L, F—/HETH
fATE 2,

BIEDEE . Grade 1 LLFICIHIE T 2 £ TRHEL .
1 BEBSE L BT E 2,

Grade 3 DEE

Grade 1 LLFICEIET 2 £ TIREE L, [A— & T
1 B L CHBTE D,

Grade 4 DA

BhEDIE 5,

infusion reaction

Grade 1 DIE

B G 22 50%\ IR T 5, & D% HT72 72 infusion
reaction DIEARDIFED ALV A RENIFEBLEE
OMRECHETX 5,

Grade 2 DEE

Beh-Z Wi L, Grade 1 A TFICRIE L7246, &5
TP 2 FEBLRE D 50%|ZJ80H L TR T 2,
WENZFE B D 50% O E T 5 L, #i-/e
infusion reaction MDAEIRAFRD LN WGE . DI
OENIRBUFOEE TRETX 5,

Grade 3 X% 4 DIGA

BhE2PIES S,

B | Grade 3 o4 Grade 2 L FIZHET A ETIRIEL, FAI—HETH
IR ER O . A i ERHO Bl Tx 5,
N =il Grade 4 OHLA Grade 2 A TICEMES 2 £ THREE L [Al—HHET
" 1 B L CHBI TR 5,

N Grade 1 A FIZ[EES 2 £ TIREL | [A—HEXT

P Grade 3 DH 5 1 BB L CRIA T B, ~
Grade 4 D52 Grade | AFIZRIET HETIRIE L, | BEEpE L

THATE S,

i B Grade 3 DHLA Grade 1 LA T XEI~_—2A ?4’ NZEE T D F TIREE

ERLLIS OREIEH] U, R B SOT 1 BB L TR T 4.

Grade 4 DA

FEzPIEd 5,

1) Grade {% NCI-CTCAE ver.5.0 [ZHE U %,
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el

r,}ﬁl

W& 55 JERE A AGE
ADC antibody-drug conjugate STANGS L/ CRER VN
ADCC antibody dependent cellular cytotoxity B RAAREf A G E
A/G H albumin/globulin ratio TNT I/ TaT Y v
ALT alanine aminotransferase TI=T ) N T AT 2T —8
AST aspartate aminotransferase TANRTGXRT I ) N T AT o
77—+t
AUC area under the concentration-time curve | Ji 2 — R[] FhAR T s
AUC21day AUC from time zero to 21 days BEORRZ 521 B £ THD AUC
AUCi¢ AUC from time zero to infinity Bh 0 Bftc 0 & EEIR AR £ T
AUC
BCRP breast cancer resistance protein FUFRTRME 2 > X
BICR blinded independent central review R NN 2 S E R R
BID bis in die 1 H 2\
BSA bovine serum albumin TUMET VTR
Co initial plasma concentration I i A rp R
Clq complement component 1q fRR Y 1q
Cavg average concentration A R
CDC complement dependent cytotoxicity AR A AV E R s 2=
CDK4/6 cyclin dependent kinase 4 and 6 YA 7V AMARTEVESF T —TE 4 V6
CE-SDS capillary electrophoresis sodium dodecyl | & ¥ £°5 U —SDS 4~ /L 55K H)
sulfate
CEX-HPLC cation exchange high performance liquid | [51 4 A S SHIRAE 7 o~ ~ 75
chromatography 74—
CHK1 checkpoint kinase 1

CHO etk

chinese hamster ovary cell line

F ¥ A =— A A KX — PR ST
Je R

CI confidence interval {E X fH]

CL total body clearance BH VT T A

CLiin linear clearance W VT TR

Crax maximum concentration IR

COVID-19 coronavirus disease HE SRR SR E R 2 v D A L
A 2 T KB EYYE

CQA critical quality attribute S E R

CrCL creatinine clearance JVTF= VT T A

CYP cytochrome P450 v~ 7 1 A P450

Dato X NRE~T

DLT dose-limiting toxicity FH &l R B

DNA deoxyribonucleic acid T A% U AR

DXd MAAA-1181a

ECL electro-chemiluminescence mRALFFE

ELISA enzyme-linked immunosorbent assay Ptz 35 00 % 0 7

ESMO European Society of Medical Oncology

ESMO A KT A

ESMO Clinical Practice Guideline for
the diagnosis, staging and treatment
of patients with metastatic breast cancer
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ESMO (ABC 5) 7 A K | 5th ESO-ESMO international
54 consensus guidelines for advanced breast
cancer (ABC5)
FAS full analysis set B R DfFENT X SLEE
FeyR Fcy Receptor Fey S 751K
FcRn neonatal Fc receptor JIG M Fe S22 4K
HCP host cell protein 15 EAMAR Sk 2 v R 7 8
I I
HER2 human epidermal growth factor receptor | & k b fz FEFEK 15 254K 2 7
e2
HI-HPLC htyypdrophobic interaction | BR/KMEAH BAE M @ik 7 v~ k27
high performance liquid 57 40—
chromatography
HNSTD highest non-severely toxic dose B FEDN BB L e Wi R G- &
HR hormone receptor RIVE VSRR (A e UosR
KL 7 a7 AT 1 S NAR)
ICC Investigator’s Choice Chemotherapy [ BTEIRA b s
ICH International Council for Harmonisation | [Z 3 55 5 58 50 [E R 3

of  Technical Requirements for

Pharmaceuticals for Human Use

ICHQSA (R1) A KZ
A

[e k3 EMW Rk &2 o Tl
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IFN Interferon A BF =T

Ig immunoglobulin a7 v

IgG-DXd EhIgGl £/ 7 a—FLHkE
DXd Z AL F—D U I—% L
T & 37 ADC

[HC immunohistochemistry SRR L g

IL interleukin A B —afF

ILD interstitial lung disease R B e R

IP-10 IFN-y FFE X 2 X7 10

ISH in situ hybridization insitu AT VXA B—T 3
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SR
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LC-MS/MS

liquid chromatography-tandem mass
spectrometry

R R Py =N
YT

LIVCA limit of in vitro cell age in vitro FE R D _ERE

MATE multidrug and toxin extrusion S HIHE H lig 25 A

MCB master cell bank TR =Ny

MedDRA Medical Dictionary for Regulatory | ICH [E S IE 3 35
Activities

MIP macrophage inflammatory protein

MRP multidrug resistance associated protein SRR & o R

MS mass spectrum BEANRT ML

MTD maximum tolerated dose I R FH &

NCCN A Ko A~ National Comprehensive Cancer
Network Clinical Practice Guidelines in
Oncology, Breast Cancer

NCI-CTCAE National Cancer Institute Common
Terminology Criteria for Adverse Events

NCI-ODWG National Cancer Institute  Organ
Dysfunction Working Group

NCI-PDQ National Cancer Institute Physician Data
Query

NSCLC non-small cell lung cancer FE /N Pt

OAT organic anion transporter AT = N T AR—H—

OATP organic anion transporting polypeptide | HHET =4 kAR ) X7 F K

(0N overall survival ATER

PALS periarteriolar lymphoid sheath EARSE U >

PARP poly (ADP-ribose) polymerase AU (ADP UR—R) RY XA F—F

PBMC peripheral blood mononuclear cell RAY 1 BEZ BR

PBPK physiologically based pharmacokinetics | A= ¥ 20 M3 B 3

PES progression free survival Bt 3 A A

P-gp P-glycoprotein P-JE & XY

PK pharmacokinetics SEEhTE

PPK population pharmacokinetics RHE SR Y dEhRE

PT preferred term FAGE

QT QT interval QT [Hk&

QTc QT interval corrected fHIE L7 QT [Hl@

AQTCcF Fridericia {512 X U #1E L7z QT [HI&

DRX—=RATF A LG DB

Q3w quaque 3 weeks 3 1 [ ] B

RECIST Response Evaluation Criteria in Solid | [EHZ 723 A O IEEERN T TE D 7= b D
Tumors HARTA

RMP Risk Management Plan [EECEL Y R 7 P A

RP2D recommended Phase 2 dose 55 1L AHRRER LARE O HELE FH &

RP-HPLC reversed-phase-high performance liquid | WA EKIA I o~ N7 T 7 ¢ —
chromatography

SE-HPLC size exclusion high performance liquid | ¥+ XHRmHikAc s o~ 777
chromatography °©—

SG sacituzumab  govitecan  (genetical | > XV ~<~T7 T H L (GErF
recombination) KL %)

SOC system organ class PR E R RS FE

SP-D surfactant protein D Y—Ty 2 TaTAD
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STDqo severely toxic dose in 10% of the | 10%IZEHERFBENKAT AR EER
animals

t12 terminal elimination half-life FERAB DY I =P

T-DXd trastuzumab  deruxtecan  (genetical | F 7 AY X~T7 FIT AT v
recombination) G -4 %)

tmax time to reach the maximum | & /52 FEERE]
concentration

TNF tumor necrosis factor eI AP R 1~

TROP trophoblast cell surface antigen

UDPGA uridine diphosphate glucuronic acid AR I [ T/  w

UGT uridine  diphosphate  glucuronosyl | W U 2> U RV T 1 L ERERE
transferase P35

Ve volume of distribution of central | =z 3— R A > NS A FE
compartment

Vp volume of distribution of peripheral | Kf§ 2 o /X— k X > Ny AR &
compartment

Vinax maximum elimination rate IR VY S

Vs volume of distribution at steady state TEFIRBEIZ BT D05k

WCB working cell bank P SV VA
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FIRTHE ThYE e R

EWNZRETA FTA

ABZHHA o4 AAARE
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J101 3Bk DS8201-A-J101 7R

TBO1 #ABk TROPION-Breast01 7/

TLO1 55k TROPION-Lung01 5{5#

TLOS 75k TROPION-Lung05 #X5%

TPO1 #k TROPION-PanTumor01 #&5#

H & BLE IR TR G

TRHLIR AR VL NiRE~ T DEE

KX Z R T X707 kv VRt

A B INRE~T FAIATH (&
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