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令 和 ６ 年 1 2 月 1 1 日  

医薬局医薬品審査管理課  

 

 

［販 売 名］ ダトロウェイ点滴静注用100mg 

［一 般 名］ ダトポタマブ デルクステカン（遺伝子組換え） 

［申 請 者 名］ 第一三共株式会社 

［申請年月日］ 令和６年３月14日 

 

 

［審 議 結 果］ 

令和６年 12 月６日に開催された医薬品第二部会において、本品目を承認し

て差し支えないとされ、薬事審議会に報告することとされた。 

本品目は生物由来製品に該当し、再審査期間は８年、原体及び製剤はいずれ

も劇薬に該当するとされた。 

 

［承 認 条 件］ 

医薬品リスク管理計画を策定の上、適切に実施すること。 
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1  

152,000
4

(3RS)-1-[(10S)-10- -1-{[(1S,9S)-
9- -5- -9- -4- -10,13- -2,3,9,10,13,15-

-1H,12H- [de] [3',4':6,7] [1,2-b] -1- ]
}-1,6,9,12,15,18- -3- -5,8,11,14,17- -23-
]-2,5- -3- C52H57FN9O13 1,035.06

Trop-2
IgG1 CHO

451 H γ1 2
214 L κ 2

148,000  
Datopotamab Deruxtecan is an antibody-drug-conjugate (molecular weight: ca. 152,000) 
consisting of deruxtecan ((3RS)-1-[(10S)-10-benzyl-1-{[(1S,9S)-9-ethyl-5-fluoro-9-hydroxy-
4-methyl-10,13-dioxo-2,3,9,10,13,15-hexahydro-1H,12H-
benzo[de]pyrano[3',4':6,7]indolizino[1,2-b]quinolin-1-yl]amino}-1,6,9,12,15,18-hexaoxo-3-
oxa-5,8,11,14,17-pentaazatricosan-23-yl]-2,5-dioxopyrrolidin-3-yl group 
(C52H57FN9O13; 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. 
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The protein moiety is a glycoprotein (molecular weight: ca. 148,000) composed of 2 H-chains 
(γ1-chains) consisting of 451 amino acid residues each and 2 L-chains (κ-chains) consisting 
of 214 amino acid residues each. 

 
 

H  

 
L  

 
 

H Q1 
H C224 H C230 H C233 L C214 

H N301 
H K451 

H C224 L C214 H C230 H C230 H C233 H C233 
 

 

 
GlcNAc N- Man Fuc  
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n 4 

*  
 

C6464H9984N1708O2016S44 4  
152,000 

 
 

     
 

 
HER2

 

 
 

 
HER2  

 
 

1 6 mg/kg 90
3 2 30
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1.
1.1

ADC TROP-2 IgG1
Dato DXd

TROP-2
DXd DNA

1.2
HR HER2

TP01 2018 1 AstraZeneca
HR HER2 TB01
2021 10

EU TB01 20 20

2024 8 HR HER2

TP01 TB01 20 20

TB01

2.
TROP-2 Dato DXd

MAAA-1162a ADC

2.1

2.1.1 Dato
2.1.1.1

IgG1 Dato
CHO Dato

MCB WCB
MCB WCB LIVCA ICH Q5A R1 Q5B
Q5D



3

MCB WCB MCB WCB

2.1.1.2
Dato WCB

Dato

2.1.1.3
Dato CHO
MCB WCB LIVCA 2.1.1.1

in vitro

1

1
log10

3

16.15 7.16 10.23 16.16

2.1.1.4
Dato ICH Q5E Dato

TB01
Dato Dato

2.1.1.5
2.1.1.5.1

2
2.1.3.3.1
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2
N C

N O-
TROP-2
FcγR a FcRn C1q

ADCC CDC

2.1.1.5.2
2.1.1.5.1

Dato

2.1.1.5.3
HCP DNA

Dato

2.1.1.6 Dato
Dato CEX-HPLC pH CEX-HPLC

SE-HPLC CE-SDS

2.1.1.7
Dato 3

3 Dato
Dato

3
3 *

3 5 3 6
3 25 2 60 5%RH 6

*

Dato

*A
*A *B

*C *D *E *F *G
*H *I *J
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2.1.2 MAAA-1162a
MAAA-1162a

100 mg

2.1.3
2.1.3.1

2.1.3.2
ICH Q5E

TB01

2.1.3.3
2.1.3.3.1

4

4
N C

N
TROP-2
FcγR a FcRn C1q

ADCC CDC

Dato
BxPC-3 in vitro NSCLC

NCI-H292 in vivo

Dato
Dato

ADCC in vivo Dato
in vivo ADCC

ADCC

Dato CDC
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2.1.3.3.2
2.1.3.3.1

2.1.3.3.3

MAAA-1162a

2.1.3.4
HI-HPLC pH

SE-HPLC CE-SDS RP-HPLC

2.1.3.5
5

5

3 *

6 *

6 5 3 6
6 25 2 60 5%RH 6

*

36

2.2
2.2.1

1 10 mL 108 mg
L- L- 80

*B
*K *L *M

*N *O *P *Q
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5 mL 20 mg/mL
100 mg

2.2.2

2.2.3
ICH Q5E

TB01

2.2.4

pH SE-HPLC CE-SDS RP-HPLC

2.2.5
6

6
*1

3 5 3 *2

3 25 2 60% 5%RH 6
3 40 2 75 5%RH 6

1 120 lux h
200 W h/m2

*1 *2

2 8 36

2.3

2.1.1.5.2 2.1.3.3.2
2.1.1.5.3 2.1.3.3.3
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DNA DXd
IgG-DXd Dato

3.1.3 ADCC CTD 4.2.1.1-6
3 PBMC TROP-2 NCI-H322

IgG-DXd ADCC
IgG-DXd EC50 ADCC 1 9

9 IgG-DXd EC50 ADCC
1 2 3

EC50 * ng/mL 206
9.09, 4,660

10.8
6.97, 16.8

5.27
4.26, 6.52

ADCC % 25.1 32.9 64.1

IgG-DXd EC50 * ng/mL 1,060
0.00390, 291,000,000

329
77.0, 1,400

38.3
8.09, 182

ADCC % 3.13 2.20 3.69
n 3 * 95%CI

3.1.4
3.1.4.1 in vitro CTD 4.2.1.1-3

TROP-2 CFPAC-1 BxPC-3 TROP-2
NSCLC Calu-6 IgG-DXd Dato DXd
ATP IgG-DXd Dato DXd IC50 10

10 IgG-DXd Dato DXd
TROP-2

*
IC50 nmol/L

IgG-DXd Dato DXd

CFPAC-1 22.1 706
485, 1,030 20,000 20,000 2.82

2.36, 3.37

BxPC-3 47.9 74.6
69.0, 80.7 20,000 20,000 1.58

1.35, 1.85

Calu-6 1.1 20,000 20,000 20,000 1.15
1.07, 1.24

95%CI n 3 *

3.1.4.2 in vivo
3.1.4.2.1 CTD 4.2.1.1-10

TROP-2 HCC1806 6
IgG-DXd Dato 170 mm3

0 IgG-DXd Dato 10 mg/kg
18 2 IgG-DXd Dato

1

1 ADCC
2 5% 10 mmol/L pH5.5
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1 HCC1806
n 6 * p 0.0001 Dunnett

IgG-DXd Dato p 0.0001 Student’s t

3.1.4.2.2 CTD 4.2.1.1-7 4.2.1.1-8 4.2.1.1-9
CFPAC-1 6

170 mm3 0 0.125 0.25 0.5 1 2 4 mg/kg
21 3

0.5 1 2 4 mg/kg p
0.0001 Dunnett

TROP-2 NCI-H292 6
IgG-DXd Dato 160 mm3 0

IgG-DXd Dato 10 mg/kg
14 2 IgG-DXd Dato

p 0.0001 Dunnett p 0.0001
Student’s t

TROP-2 NSCLC HCC827 6
IgG-DXd Dato 200 mm3

0 IgG-DXd Dato 10 mg/kg
21 2 IgG-DXd Dato

p 0.0001 Dunnett p
0.0001 Student’s t

3 0.02% 80 9% 10 mmol/L pH6.0
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3.2 CTD 4.2.1.2-1  
86 DXd 10 μmol/L

50%
 

 
3.3  
3.3.1 CTD 4.2.1.3-2  

5 10 80 mg/kg
 

 
3.3.2  
3.3.2.1 hERG CTD 4.2.1.3-1  

hERG CHO hERG DXd
DXd 1 3 10 μmol/L hERG % n 5

4.24 2.59 0.42 2.95 0.74 4.18  
 
3.3.2.2 CTD 4.2.1.3-2  

5 10 80 mg/kg
PR QRS QT QTc

 
 
3.3.3 CTD 4.2.1.3-2  

5 10 80 mg/kg
pH

 
 
3.R  

 
 
3.R.1  

 
TROP-2 1 Genes 

Cancer 2015; 6: 84-105 Exp Mol Pathol 2013; 94: 73-8  
TROP-2 IgG1 Dato

DXd ADC
TROP-2 3.1.1

DXd DNA
3.1.2  
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HR HER2 TB01
TROP-2 95% TROP-2

TROP-2
3.1.4.2.1

TROP-2 TROP-2
DXd Gynecol 

Oncol 2024; 8: 16-23

4.
PK DXd

6 DXd TROP-2
Dato

10 ng/mL DXd LC-MS/MS 0.1 ng/mL
ECL

6.64 ng Eq./g

4.1
4.1.1

0.2 0.6 2 6 mg/kg
11 AUCinf

TROP-2
DXd

9/12

11 PK

mg/kg
AUCinf

μg day/mL
t1/2

day
CL

mL/day/kg
Vss

mL/kg
0.2 9.05 0.61 1.48 0.11 22.2 1.6 38.4 1.9
0.6 27.5 0.8 1.65 0.16 21.8 0.7 42.2 3.2
2 118 21 1.96 0.33 17.3 2.8 41.6 2.9
6 392 41 1.48 0.32 15.4 1.5 43.4 0.4

0.2 9.91 0.80 1.67 0.10
0.6 30.8 1.4 1.60 0.26
2 125 26 1.50 0.23
6 423 52 1.47 0.18

n 3
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4.1.2
20 60 200 mg/kg Q3W 3

12 DXd C0 AUC21day

1/24

12 DXd PK 3

mg/kg
C0 μg/mL AUC21day μg day/mL t1/2 day

20 1 445 21.2 459 32.7 1,830 126 1,950 145 7.45 2.99 9.71 0.252
64 681 44.8 635 55.5 2,720 968 2,430 844 10.1 6.09 9.55 4.17

60
1 1,580 43.2 1,610 88.6 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 4,830 230 4,600 336 18,800 897 18,600 423 8.86 0.204 7.69 0.877
64 6,660 376 5,510 375* 28,400 5,470 20,600 5,460* 11.3 1.90 11.8 4.13*

20 1 412 29.8 422 30.6 2,100 147 2,140 117 8.67 2.68 11.6 0.295
64 657 75.0 617 65.4 3,230 1,170 2,920 1,070 12.9 7.02 11.1 5.48

60 1 1,600 50.2 1,720 97.0 6,990 444 7,380 472 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 12.7 1.65

200
1 4,870 74.6 4,800 262 22,800 1,250 22,800 816 9.30 0.391 8.63 1.45

64 6,840 583 5,090 683* 33,400 6,070 24,600 7,230* 13.8 3.83 14.7 5.67*

Cmax ng/mL AUC21day ng day/mL t1/2 day

DXd

20 1 0.163 0.0219 0.128 0.0150 0.631 0.0575 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

60
1 0.466 0.0318 0.403 0.0947 3.41 0.392 3.03 0.726 5.82 5.85 3.43

64 1.08 0.422 0.901 0.106 5.97 1.49 4.28 0.783 3.43 0.608* 3.35 0.508*

200
1 2.44 0.221 1.49 0.198 10.8 0.411 8.86 0.729 3.22 0.217 4.08 1.63

64 4.06 0.809 3.25 1.25* 19.9 3.37 13.0 0.269* 5.84 0.879 5.41 2.59*

n 4 n 1 2 * n 3

4.2
4.2.1

14C DXd 1 mg/kg
1

65.7 ng Eq./g
ng Eq./g 42,357 31,436 11,441

4,714 1,247 875 799 497 471 346
296 235 227 201 179

146
96

104 74.8 20.2 11.9 10.4 7.85 7.60 7.49 ng Eq./g Dato
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4.2.2
DXd T-DXd

4

4.2.3

IgG 2021;
70: 525-8 IgG1

4.3
4.3.1

1%BSA 10 100 μg/mL
37 21

DXd 1%BSA
1.4 1.5 1.7 1.8 5.5 6.5 3.8 5.0 0.2%5

DXd

4.3.2 in vitro
DXd in vitro T-DXd

T-DXd 4

T-DXd DXd
CYP3A UGT DXd

CYP3A 6.R.2 CYP3A P-gp BCRP OATP1B

UGT1A1*28/*286 DXd 10
100 1,000 ng/mL UDPGA 37 1 UGT DXd

DXd
92.0%

4.3.3 in vivo
DXd in vivo T-DXd

14C DXd 1 mg/kg
T-DXd

4

4 2 2 17 100 mg
5 1%BSA 10 100 μg/mL DXd

0.2%
6 UGT1A1*28
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6
4.8%

24
34.2%

6
54.9%

4.4
4.4.1

DXd T-DXd
T-DXd 4

T-DXd DXd DXd

14C DXd 1 mg/kg 4
5.4 61.8%

14C DXd 1 mg/kg
4 4.8 0.1

70.7%

4.4.2
DXd

IgG Neurol Neuroimmunol 
Neuroinflamm 2020; 7: e769 IgG1

4.5
4.5.1

DXd T-DXd
4

T-DXd DXd
Cmax 5 nmol/L7 DXd CYP 1A2 2B6 2C8

2C9 2C19 2D6 3A

4.5.2
DXd T-DXd

4

7 TP01 6.0 mg/kg Q3W 43 Cmax
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T-DXd
DXd Cmax 5 nmol/L7 DXd CYP 1A2 2B6

3A4

4.5.3
DXd T-DXd

4

T-DXd
DXd P-gp BCRP OATP1B1 OATP1B3 MATE2-K MRP1

DXd 4.4.1
MATE2-K MRP1

DXd OAT1 OATP1B1
DXd Cmax 5 nmol/L7 DXd

OAT1 OATP1B1

P-gp BCRP OATP1B 6.R.2 CYP3A
P-gp BCRP OATP1B

4.R

5.
5.1

CTD 4.2.3.2-1 CTD 4.2.3.2-3 13

200 mg/kg 80 mg/kg

5.2
3 13

PALS

SP-D
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TB01
 

 
 

 
 

 
TROP-2  

 

7.R.3.3 7.R.3.4 ILD 7.R.3.6
7.R.3.7  
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13  

  
 

 
 

 
mg/kg/  

STD10

HNSTD 
mg/kg  

 
CTD 

 
 

Sprague 
Dawley  

 

3  
Q3W  

 
 

2  

0*1 20 60
200 

20  
60 *2

*2 *2

 
200 *2

A/G

*2 *2

PALS

 
60  

200 
STD10  4.2.3.2-1 

*3 
200

 

 

 
 

3  
Q3W  

 
 

2  

0*1 10 30
80 

10  
30 *2

*4 pH

*5

 
80 A/G

*5

pH

*2 *2 *2

*2

*5

 
30 SP-D

 
10  

10 
HNSTD  4.2.3.2-3 

*3 
30  

80  
*1 9% 0.02% 80 10 mmol/L- pH6.0 *2
*3 *4 80 mg/kg *5  
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5.3
DXd T-DXd

4

5.4

5.5
CTD 4.2.3.2-1

13 DXd 4 DXd
DXd

7
4 8

5.6
5.6.1

CTD 4.2.3.2-1 CTD 4.2.3.2-3 3
20 mg/mL

5.6.2

14

TB01

8 5 2 16 0216
1 0216 1 DXd t1/2 4.93 5.83 6.2.1.2

7 4
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14

CTD

2
10 μg/mL

* * *

* * *

* *

*

* *
4.2.3.7.7-1

2
10 μg/mL 4.2.3.7.7-2

*

5.6.3
PBMC PBMC

TNF-α MIP-1β 15 TB01
infusion reaction

infusion reaction
7.R.3.5 infusion 

reaction

15

CTD

PBMC

0* 0.15 1.5 15 150 μg/mL Dato
PBMC 48

TNF-α IFN-γ IL-2 IL-6 IL-10 MIP-1β
IP-10

TNF-α MIP-1β
Dato

TNF-α IL-6 IL-10 MIP-1β

4.2.3.7.7-7

0* 0.15 1.5 15 150 μg/mL Dato
24

TNF-α IFN-γ IL-2 IL-6 IL-10 MIP-1β
IP-10

Dato 4.2.3.7.7-8

*

5.6.4 DXd
DXd T-DXd

4

5.R
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6.
6.1

20
100 ng/mL9 DXd LC-MS/MS 10 pg/mL

ECL

6.2
6.2.1
6.2.1.1 CTD 5.3.3.2-1 TP01 NSCLC 2018 2

20
NSCLC 210 PK 210

PK 3 1
0.27 10.0 mg/kg Q3W DXd

DXd PK 16
DXd 3

10 1.29

9 TP01 TL01 TL05 TB01 20 ng/mL 100 ng/mL
10 1 1 3 1 AUC21day
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16 DXd PK

mg/kg
Cmax

μg/mL*1
AUC21day

μg day/mL*2
tmax*3

h
t1/2

day

1
1

0.27*4 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 88.4 26.0 1.87 1.67, 5.03 3.06 0.758
2.0 6 51.6 10.4 155 49.6 1.77 1.67, 2.12 2.96 0.777
4.0 49 103 22.4 436 129 2.02 1.55, 7.08 4.72 1.11*5

6.0 50 148 29.9 677 279*6 2.03 1.65, 192 4.82 0.975*7

8.0 74 194 39.7 882 229*8 1.97 0.800, 7.13 5.54 1.34*8

10.0*4 8 271 36.4 1,280 187 3.08 1.83, 6.92 5.19 1.35
0.27*4 4 6.40 1.48 13.6 4.71 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 3.16 0.767
2.0 6 51.7 7.51 162 41.7 1.78 1.67, 3.22 3.12 0.836
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*6

8.0 74 198 41.6 948 237*8 1.97 0.800, 7.03 6.02 1.56*8

10.0*4 8 268 41.0 1,300 229 2.01 1.83, 4.92 5.73 1.82

DXd

0.27*4 4 0.190 0.0760 0.834 0.364*9 23.3 5.00, 23.8 2.54
0.5 5 0.261 0.127 1.17 2.62 24.3 23.7, 30.5 2.89 4.70
1.0 6 0.506 0.152 2.73 0.835 23.3 3.08, 24.1 4.40 1.01
2.0 6 2.77 4.38 12.6 17.2 23.0 4.98, 25.7 4.22 0.836
4.0 49 1.79 0.770 11.6 4.04*5 7.17 2.95, 49.0 5.47 0.817*10

6.0 50 3.13 2.23 19.2 6.74*11 23.2 3.05, 94.5 5.50 0.851*12

8.0 76 3.62 1.81 25.5 11.9*8 23.6 3.05, 98.7 6.25 1.29*13

10.0*4 8 4.48 2.66 32.6 10.5 15.5 4.92, 94.5 6.82 2.46

3
1

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
2.0 4 56.6 11.0 189 82.7 0.875 0.817, 5.13 3.20 1.00
4.0 31 108 32.9 518 129 1.83 0.667, 7.20 5.37 1.25*14

6.0 31 160 34.4 861 251 0.900 0.633, 7.07 5.55 1.15
8.0 32 215 53.2 1,270 338*14 1.44 0.0333, 6.88 6.90 1.71*15

0.5 1 10.3 28.1 0.783 2.38
1.0 5 28.2 3.12 103 35.5 0.733 0.667, 5.03 3.09 0.949
2.0 4 77.3 38.6 199 81.8 1.93 0.833, 3.17 3.38 1.10
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

DXd

0.5 1 0.164 47.2
1.0 5 0.575 0.176 3.70 1.54 23.5 22.2, 47.5 4.60 0.983
2.0 4 2.37 2.81 13.1 12.7 24.3 23.1, 52.1 5.04 1.15
4.0 31 1.69 0.686 12.4 4.80*14 7.08 2.95, 74.9 6.15 1.01*17

6.0 31 2.63 0.918 19.2 6.51*15 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

1 2 *1 DXd ng/mL *2 DXd ng day/mL
*3 , *4 3 1 PK *5 47 *6 49

*7 48 *8 73 *9 3 *10 43 *11 45 *12 44 *13 72 *14 30 *15 29 *16
31 *17 24 *18 27

6.2.1.2 CTD 5.3.3.2-2 TP01 20
20

HR HER2 HR HER2
85 PK 85 PK

3 1 6.0
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8.0 mg/kg 6.0 mg/kg Q3W DXd

DXd PK 17 18

17 DXd PK HR HER2

mg/kg
Cmax

μg/mL*1
AUC21day

μg day/mL*2
tmax*3

h
t1/2

day

1
1

6.0 41 166 32.4 765 177*4 2.00 1.50, 22.1 5.04 0.845*4

8.0 2 182 242 431 991 3.12 4.80 3.06 4.42
6.0 41 168 29.0 787 179*4 1.98 1.50, 22.1 5.62 1.10*4

8.0 2 174 220 435 1,010 3.12 4.80 3.26 4.85

DXd 6.0 42 3.06 2.99 21.1 17.3*4 22.1 3.13, 94.8 5.97 1.14*4

8.0 2 3.75 5.02 21.3 31.4 6.87 6.88 4.25 4.97

3
1

6.0 17 176 24.7 957 178 2.93 0.567, 7.17 5.66 0.692
8.0 2 136 265 461 1,370 3.07 3.12 3.50 5.56
6.0 17 178 26.8 1,030 208 1.70 0.500, 7.17 6.12 0.997
8.0 2 150 244 527 1,350 3.07 3.12 3.91 6.32

DXd
6.0 17 2.73 1.13 20.0 6.02*5 7.08 4.32, 69.6 7.41 1.41*5

8.0 2 3.07 4.63 20.7 31.5 7.10 48.5 7.60
1 2 *1 DXd ng/mL *2 DXd ng day/mL *3

, *4 40 *5 15

18 DXd PK HR HER2
*1 Cmax

μg/mL*2
AUC21day

μg day/mL*3
tmax*4

h
t1/2

day

1
1

41 172 28.6 796 203 1.97 1.62, 5.02 4.93 1.35
41 172 29.5 821 220 1.92 1.50, 5.03 5.26 1.62

DXd 41 4.71 9.97 22.3 10.1*5 22.1 2.83, 193 5.83 1.15*6

*1 3 1 PK *2 DXd ng/mL *3 DXd
ng day/mL *4 , *5 37 *6 36

6.2.2 QT/QTc
TP01 DXd

195 DXd ΔQTcF
DXd ΔQTcF

8.0 mg/kg Q3W 1 3 DXd Cmax

201 μg/mL 3.51 ng/mL ΔQTcF 90%CI 2.18 1.12 ms

QT/QTc

6.2.3 PPK
TP01 TL05 TL01

TB01 DXd PK 1,081 11,735 DXd
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11,723 11 PPK
NONMEM Version 7.3.0 DXd PK

2-
1-

PK 19

19
PK

CLlin

CrCL
NSCLC HR HER2 HR

HER2
Vc
Vp

Vmax

DXd CL
AST CrCL

NSCLC HR HER2 HR HER2

Vc

CLlin Vc Vp Vmax

DXd CL Vc AST

5 95% DXd
AUC 0.79 1.25 0.77 1.39

DXd DXd
DXd PK

AST DXd 12

DXd PK

11 ,
64.2 35.6, 156 kg 39.0 19.0, 75.4 g/L 0.400 0.0900, 3.32 mg/dL AST 25.0

5.00, 239 U/L CrCL 85.4 24.6, 150 mL/min 60.0 10.0, 341 mm 60 26, 86
355 726 192 321 301 267

295 446 145
194 1 163 908 10

NSCLC 643 HR HER2 44 HR HER2 393 1
384 7 690

12 DXd AUC
5 95% 0.85 1.10 1.16 0.92
5 95% 1.05 0.96

5 95% 0.88 1.07
0.84 1.01

1.20 0.98
0.79 0.89

5 95% 0.90 1.16
AST 5 95% 0.90 1.23
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6.2.4
6.2.4.1

TB01 13 1 AUC
OS 13 Cavg

14 1 AUC PFS
OS

PFS

6.2.4.2
TP01 TL05 TL01

TB01 DXd 13 Cavg
14 1

AUC Cmax Grade 3
Grade Grade 2

Grade Grade 2 ILD
ILD DXd

1 AUC
Grade 2

Cavg Grade Grade
Grade 2

DXd Cavg Grade 3

ILD ILD
DXd

6.2.5 PK
PK

DXd PK

PPK CrCL DXd PK
6.2.3

13 PPK 6.2.3
14 Cavg
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PPK 6.2.3 DXd 15

464 439 176 2
3 DXd AUC 0.87 0.90

0.76

6.2.6 PK
DXd PK

TP01 TL05 TL01
6.0 mg/kg 1 DXd

PK 20

PPK CLlin DXd CL
6.2.3 DXd
Cmax AUC 1.11 0.96 1.06 1.00

20 DXd PK
Cmax

μg/mL*2
tmax*1

h
AUC21day

μg day/mL*3
t1/2

day
47 158 26 47 2.02 1.55, 22.1 45 709 164 45 4.89 0.960

150 156 33.4 150 2.02 1.50, 192 148 700 237 147 4.85 1.10
47 157 28.2 47 2.02 1.55, 22.1 46 735 184 46 5.29 1.25

150 157 33.4 150 2.00 1.50, 192 149 737 242 148 5.24 1.30

DXd 47 3.35 2.63 47 7.00 3.00, 70.3 45 21.4 17.5 45 5.73 0.98
151 3.58 5.61 151 22.4 2.78, 193 138 20.2 11.8 134 5.52 1.06

*1 , *2 DXd ng/mL *3 DXd ng day/mL

6.2.7 PK
TP01

TB01 6.0 mg/kg

6016 /435 13.8% 9/435 2.1%

TP01 TB01 6.1
50 25 μg/mL

2

15 CrCL mL/min 90 60 90 30 60 15
30

16

4 4



27

1,181 1,168

PK

TP01 TB01 6.0 mg/kg
PK

21

PK

21

μg/mL μg/mL

TP01

2 1 6 3.5 150 74 4.4 113
4 1 5 5.1 87.2 58 7.9 94.2
6 1 3 3.9 567 46 7.9 105
8 1 1 15.8 32 7.6 84.0

TB01

2 1 36 2.09 134 166 2.60 127
4 1 27 4.48 132 128 4.61 99.7
6 1 21 6.56 208 99 5.41 146
8 1 12 8.04 77.0 58 5.41 98.6

% 1

6.R

6.R.1
PK

PPK 6.2.3 DXd 17

779 295 6
3 DXd Cmax AUC 1.19 2.51

1.14 2.40 DXd
DXd

PK

TP01 TB01

17 NCI-ODWG
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17 234 202 6

0.4 0
0% 12.8 18.3 0% 3.4 4.0 16.7% 24.4 23.3 0% 21.8 20.3
16.7%

TB01 DXd
4.3.2 4.4.1 DXd

DXd
DXd

DXd PK

6.R.2 CYP3A P-gp BCRP OATP1B
CYP3A P-gp BCRP OATP1B

DXd CYP3A P-gp BCRP OATP1B1 OATP1B3 4.3.2 4.5.3
PBPK 18 CYP3A P-gp BCRP

J Pharm Sci 2007; 96: 3226-35 CYP3A P-gp
BCRP19 OATP1B J Pharmacol Exp Ther 2004; 310: 334-41 DXd PK

PBPK PBPK

HER2 T-DXd J101
DXd 2 2 17
100 mg

TP01 DXd

18 PBPK Simcyp version 21 DXd minimal PBPK
full PBPK DXd CYP3A in vitro 4.3.2
94.9% in vitro OATP1B1 OATP1B3 DXd

P-gp BCRP DXd
Simcyp OATP1B1 OATP1B3

Drug Metab Dispos 2017; 45: 755-764
19 PBPK BCRP

BCRP
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T-DXd DXd
2 2 17 100 mg

DXd Cmax AUC 1.20 1.20 1.26
1.24

DXd Cmax AUC 1.21 1.21
1.34 1.32 T-DXd CYP3A P-gp BCRP

OATP1B DXd CYP3A P-gp
BCRP OATP1B

7.
22

22

TP01

NSCLC

NSCLC

HR
HER2

173

NSCLC
0.27 0.5 1 2 4 6 8 10 mg/kg

Q3W

6 8 mg/kg Q3W

PK

NSCLC

NSCLC

HR
HER2

122

NSCLC
4 6 8 mg/kg Q3W

6 mg/kg Q3W

TB01
HR

HER2 365
367

6 mg/kg Q3W
ICC*

*
23

7.2
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7.1
7.1.1
7.1.1.1 CTD 5.3.3.2-1 CTD5.3.3.2-2 TP01 NSCLC 2018

2 20 20
20

PK
NSCLC 13 12

NSCLC

NSCLC
HR HER2 *2

MTD 40 MTD 40
0.27 0.5 1 2 4 6 8 10 mg/kg

Q3W *1
6 8 mg/kg Q3W *1

NSCLC
HR HER2 *2

*3 HR HER2 *2

40 40
4 6 8 mg/kg Q3W

*1
6 mg/kg Q3W *1

*1 90 2 30
*2 HR 1% 1%

HER2 IHC 0 IHC 1 IHC 2 ISH
*3 1

1 3

NSCLC 210 129 81
85 44 41 20

NSCLC 59
29 30 19 13

6
NSCLC 21 DLT

MTD 10 mg 1 51
DLT 6 mg/kg 1/8 Grade 3 10 mg/kg 2/7 Grade 
3 Grade 3 1 DLT MTD 8 mg/kg 
Q3W

RP2D 6 mg/kg Q3W

35

20 HR HR
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NSCLC 0.27 mg/kg 1/4 25.0% 0.5 mg/kg 1/5 20.0% 1 mg/kg
0/7 2 mg/kg 1/6 16.7% 4 mg/kg 3/29 10.3% 6 mg/kg 4/34 11.8%
8 mg/kg 4/36 11.1% 10 mg/kg 1/8 12.5%

NSCLC 0.27 mg/kg 1 0.5 mg/kg 1
2 mg/kg 1 4 mg/kg 1 6 mg/kg 2 8 mg/kg 1 10 mg/kg 1

4 mg 1 6 mg 1
8 mg 1 4 mg 1 6 mg

1 8 mg 1

NSCLC 4 mg/kg 0/21 6 mg/kg 3/16 18.8% 8 mg/kg 4/44 9.1%
2/41 4.9% NSCLC 8 mg/kg

3 1 NSCLC 6 mg
1 8 mg 1 1

21 NSCLC 8 mg

7.1.1.2 CTD 5.3.5.1-1 TB01 2021 10
2023 7 17

22 HR HER2 23 700
24 ICC

20 166
3 1 6 mg/kg Q3W 25 ICC

23

23 TB01 ICC

1 8 1.4 mg/m2

1 14 1,000 1,250 mg/m2 BID
1 8 1,000 mg/m2

1 8 25 mg/m2

21

22

1 2
23 HR 1% HER2 IHC 0 IHC 1

IHC 2 ISH
24 BICR PFS OS ICC 1 1 ICC

0.55 0.75 0.01 0.04 419
444 99% 83% 700

2 CDK4/6
50% 49%

25 90 2 30
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732 365 ICC 367 FAS
32 ICC 38 FAS

21 711 360 ICC 351
31 ICC 38

RECIST ver.1.1 BICR PFS OS

PFS
OS 0.01 0.04 PFS

OS 0.05
0.05

PFS 419 PFS OS
PFS 1 355 OS 2

444 OS OS
Lan-DeMets O’Brien-Fleming α

BICR PFS 2023 7 17
Kaplan-Meier 24 2 ICC

24 PFS FAS BICR 2023 7 17
ICC

365 367
% 212 58.1 235 64.0

95%CI 6.9 5.7, 7.4 4.9 4.2, 5.5
95%CI *1 0.63 0.52, 0.76 *2

p *3 0.0001
*1 1 2 Cox

*2 99%CI 0.49, 0.80 *3 log-rank Cox
0.01
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2 PFS Kaplan-Meier FAS BICR 2023 7 17

OS 1 2023 7 17
2 20 Kaplan-Meier

25 26 3 4 ICC

25 OS 1 FAS 2023 7 17
ICC

365 367
% 80 21.9 91 24.8

95%CI 16.1 16.1, 16.5,
95%CI *1 0.84 0.62, 1.14 *2

p *3 0.2615
*1 1 2 Cox

*2 99.94%CI 0.49, 1.43 *3 log-rank Cox
0.000608
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3 OS 1 Kaplan-Meier FAS 2023 7 17

26 OS 2 FAS 20
ICC

365 367
% 195 53.4 200 54.5

95%CI 19.0 17.4, 20.2 18.2 17.3, 19.9
95%CI *1 0.93 0.76, 1.13 *2

p *3 0.4712
*1 1 2 CDK4/6

Cox *2 96.52%CI 0.75, 1,15
*3 log-rank Cox 0.0348

4 OS 2 Kaplan-Meier FAS 20
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35 5/365 1.4%
ICC 14/367 3.8%

5 ICC 11 ICC
1 1  

 
7.R  
7.R.1  

TB01
19 9 28

0928010
3 12 10

30 6 12
0612 1 TB01  

 
7.R.2  

HR HER2
 

 
7.R.2.1  

TB01  
TB01 26 HR HER2

 
 

 
 

 
 

TB01 1 2

TB01
 

 
 
TB01

7.R.4
 

 
26  2018 ESMO ABC 5 2020  



36

7.R.2.2
TB01

PFS

TB01 OS PFS

TB01
TB01 OS

PFS TB01
OS

7.R.2.3
TB01

BICR PFS ICC
7.1.1.2 OS ICC

ICC 7.1.1.2
1.4% 5/365

ICC 4.4% 16/367 27

28 PFS OS 1 7.1.1.2

ICC TROP-2

ICC
27 OS

OS
J Clin Oncol 2015; 33: 594-601

27 2 1 ICC 11
2 1

28 ICC
BICR PFS OS 95%CI 0.71 0.59, 0.85 0.86

0.63, 1.16



37

29 OS
95%CI 1.37 0.66, 2.89

27 ICC BICR PFS OS
FAS 2023 7 17

% 95%CI
*

95%CI

PFS

210 129 61.4 6.8 5.6, 8.1 0.62 0.48, 0.79
ICC 220 143 65.0 4.4 4.2, 5.5

68 35 51.5 7.2 5.6, 13.4
0.83 0.53, 1.31ICC 76 42 55.3 7.2 6.7, 8.3

33 18 54.5 5.6 2.7, 12.0
0.51 0.26, 0.98ICC 33 21 63.6 3.9 1.7, 5.5

54 30 55.6 6.6 4.9, 0.39 0.23, 0.66
ICC 38 29 76.3 3.5 1.5, 5.3

OS

210 44 21.0 16.1 15.0, 
0.75 0.50, 1.11ICC 220 55 25.0 16.5 14.3, 

68 17 25.0 , 1.48 0.72, 3.12
ICC 76 13 17.1 ,

33 10 30.3 12.6 9.6, ,
ICC 33 9 27.3 10.4, 

54 9 16.7 ,
0.38 0.16, 0.87ICC 38 14 36.8 9.2, 

* Cox

TROP-2
TB01 TROP-2

277 75.9% ICC 268 73.0% TROP-2
28 OS TROP-2 Low

Medium High PFS 30 TROP-
2 TROP-2

29 ICC ADC T-DXd
SG 4.4% ICC 9.2% ADC T-
DXd SG

30 TB01 Low Medium High 32.5% 39.7% 37.0%
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28 TROP-2 H *1 PFS OS 2023 7 17

TROP-2 %
95%CI *2

95%CI
p
*3

PFS

Low
H 0 99

80 52 65.0 5.6 4.9, 8.3
0.78 0.52, 1.17

0.4845

ICC 78 51 65.4 5.3 4.0, 5.6
Medium

H 100 199
151 82 54.3 7.1 6.6, 8.4

0.53 0.40, 0.72ICC 150 101 67.3 4.6 4.2, 5.6
High

H 200 300
46 26 56.5 5.7 4.2,

0.71 0.40, 1.26ICC 40 25 62.5 4.4 2.7, 7.1

OS

Low
H 0 99

80 23 28.8 13.3, 
1.15 0.62, 2.14

0.4107

ICC 78 19 24.4 16.5, 
Medium

H 100 199
151 26 17.2 15.1, 

0.62 0.37, 1.02ICC 150 38 25.3 14.3, 
High

H 200 300
46 12 26.1 16.1 13.7, 0.92 0.39, 2.22

ICC 40 10 25.0 11.2, 
*1 H 0 % 1 1 % 2

2 % 3 3 % 1
2 3 *2 Low Medium 1 2

High
Cox *3 TROP-2 TROP-2

Cox

PFS Kaplan-Meier
29 5 OS 1 Kaplan-Meier

30 6 OS
31 OS 95%CI 1.13 0.39, 3.49

PFS 32

29 PFS FAS BICR 2023 7 17
ICC

32 38
% 23 71.9 29 76.3

95%CI 5.6 4.2, 7.0 5.4 2.8, 7.2
95%CI * 0.79 0.45, 1.37

* Cox

31 ADC T-DXd 3.1% ICC 26.3%
ADC T-DXd

32 TB01 36.4% 40.6%
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5 PFS Kaplan-Meier  

FAS BICR 2023 7 17  
 

30 OS 1 FAS 2023 7 17  
  ICC  

 32 38 
%  9 28.1  6 15.8  

95%CI  15.0 11.4,  13.8 13.8,  
95%CI * 1.49 0.53, 4.51  

* Cox  
 

 
6 OS 1 Kaplan-Meier  

FAS 2023 7 17  
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HR HER2

TB01 BICR PFS ICC

TB01 OS ICC

TB01 TB01
TB01

BICR PFS

7.R.3 7.2

ILD infusion 
reaction

7.R.3.1
TB01

TB01 31 33

32

31 TB01 2023 7 17
%

360
ICC
351

350 97.2 337 96.0
Grade 3 117 32.5 190 54.1

0 3 0.9
54 15.0 64 18.2
11 3.1 10 2.8
78 21.7 120 34.2
83 23.1 113 32.2

33 10% 0.5% 1%
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32 * TB01 2023 7 17  

PT 
MedDRA ver.26.0  

%  
 

360
ICC  
351

   
 201 55.8   95 27.1  

 184 51.1   50 14.2  
 136 37.8   78 22.2  

 121 33.6   60 17.1  
  99 27.5   71 20.2  

  87 24.2   46 13.1  
  86 23.9   41 11.7  

  57 15.8   56 16.0  
  56 15.6   86 24.5  

  55 15.3   59 16.8  
AST   55 15.3   59 16.8  
COVID-19  55 15.3   47 13.4  

  48 13.3  32 9.1  
  38 10.6   66 18.8  

  38 10.6  23 6.6  
ALT   37 10.3   50 14.2  

Grade 3    
 23 6.4   9 2.6  

  9 2.5  12 3.4  
AST   9 2.5   4 1.1  

  8 2.2   8 2.3  
  6 1.7   2 0.6  

ALT   5 1.4   1 0.3  
  5 1.4   2 0.6  

  5 1.4   5 1.4  
  5 1.4   3 0.9  

  5 1.4   2 0.6  
  4 1.1   4 1.1  

  4 1.1  0 
  4 1.1   4 1.1  

  4 1.1   1 0.3  
   

  5 1.4   2 0.6  
COVID-19  4 1.1   3 0.9  

   
  3 0.8  0 

  2 0.6  0 
  2 0.6  0 

   
COVID-19 12 3.3  14 4.0  

  6 1.7   3 0.9  
  5 1.4   2 0.6  

  5 1.4  0 
  5 1.4  0 

   
 44 12.2   5 1.4  

  9 2.5   4 1.1  
  7 1.9   2 0.6  

  6 1.7   6 1.7  
  5 1.4   2 0.6  

* 10% 0.5%
1%  
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TB01

7.R.3.2
TB01

TB01 33
34

5%

33 TB01 2023 7 17
%

31 329
31 100 319 97.0

Grade 3 10 32.3 107 32.5
0 0

2 6.5 52 15.8
1 3.2 10 3.0
6 19.4 72 21.9
6 19.4 77 23.4

34 *

TB01 2023 7 17

PT
MedDRA ver.26.0

%

31 329

21 67.7 180 54.7
6 19.4 24 7.3
6 19.4 3 0.9
5 16.1 13 4.0

Grade 3
2 6.5 0

2 6.5 3 0.9

2 6.5 0
* 10% 5%

TB01
TB01
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TB01
DXd T-DXd

7.R.3.3

TB01 34 35 36 TB01
ICC 65 1 442

79 12 253

35 1% TB01

PT
MedDRA ver.26.0

%

360
ICC
351

Grade Grade 3 Grade Grade 3
* 175 48.6 3 0.8 81 23.1 0

87 24.2 2 0.6 46 13.1 0
38 10.6 1 0.3 23 6.6 0
30 8.3 0 9 2.6 0
27 7.5 0 6 1.7 0
26 7.2 0 3 0.9 0
24 6.7 0 6 1.7 0
15 4.2 0 3 0.9 0
13 3.6 0 3 0.9 0
5 1.4 0 1 0.3 0
4 1.1 0 1 0.3 0

*

34 MedDRA PT
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36 TB01

PT
MedDRA ver.26.0

%

360
ICC
351

0 0
1 0.3 0
1 0.3 0
1 0.3 0
1 0.3 0
9 2.5 0
3 0.8 0
2 0.6 0
1 0.3 0
1 0.3 0
1 0.3 0
1 0.3 0
1 0.3 0
1 0.3 0
4 1.1 1 0.3
1 0.3 1 0.3
1 0.3 0
1 0.3 0
1 0.3 0

TB01 35 36

37 37

37

MedDRA PT Grade

TB01 6 3 63 265
TP01 7 3 434 121

TL01
6 3 439 44

5 3 316 56
3 330 64

TB01 20

TB01
20 3

ADC α FRα
ADC

Gynecol Oncol Rep 2023; 47: 
101155 DXd T-DXd

35 TB01 TP01 NSCLC TL01
NSCLC TL05

36

37 TB01 ver.26.0 TP01 ver.25.0 TP01 NSCLC ver.23.0 TL01
ver.26.0 TL05 ver.26.0 MedDRA
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TROP-2

TB01

7.R.3.4 ILD
ILD

TB01 ILD38 ILD ILD
39 38 39 TB01 ILD

60 34 166

38 ILD TB01

PT
MedDRA ver.26.0

%

360
ICC
351

Grade Grade 3 Grade Grade 3
ILD* 12 3.3 3 0.8 0 0

7 1.9 3 0.8 0 0
5 1.4 0 0 0

*

38 MedDRA PT

39 ILD MedDRA PT ILD
ILD
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39 ILD TB01

PT
MedDRA ver.26.0

%

360
ICC
351

ILD 0 0
ILD 4 1.1 0

3 0.8 0
1 0.3 0

ILD 5 1.4 0
3 0.8 0
2 0.6 0

ILD 3 0.8 0
2 0.6 0
1 0.3 0

ILD 1 0.3 0
1 0.3 0

TB01 35 36

ILD37 40
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40 ILD

MedDRA PT Grade*1
*1 *1

*2

TB01

6 2 84 1
5 5 37 55 *3

6 3 37 31
6 3 34 191

TP01

7 NSCLC 2 21 72
7 NSCLC 2 41 29
5 NSCLC 4 128 7
4 3 254 28

TL01

6 NSCLC
5 24 25
5 28 22
5 49 1

7 NSCLC 5 34 27

7 NSCLC 4 24 13
4 37 174

6 NSCLC 2 122 7
5 NSCLC 3 379 84
4 NSCLC 5 36 7 *3

8 NSCLC 1 266 6

8 NSCLC 5 32 3 *3

5 35 57 *3

7 NSCLC
3 55 2
3 57 32
3 89 43

6 NSCLC 2 323 430
8 NSCLC 5 101 27 *3

5 NSCLC 2 67 63

6 NSCLC 5 43 9
5 52 1

7 NSCLC 2 72 23

4 NSCLC 2 12 17
2 29 32

6 NSCLC 5 238 23 *3

TL05 3 NSCLC
5 7 4
5 20 8 *3

*1 ILD *2 *3 ILD
ILD ILD Grade 5

TB01 ILD ICC
ILD

ILD DXd T-DXd DXd

ILD ILD

7.R.3.5 infusion reaction
infusion reaction
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TB01 infusion reaction40 41 42 TB01
ICC infusion reaction

10.5 1 234 32 1 176

41 infusion reaction TB01

PT
MedDRA ver.26.0

%

360
ICC
351

Grade Grade 3 Grade Grade 3
infusion reaction* 32 8.9 1 0.3 12 3.4 0

10 2.8 0 0 0
10 2.8 0 0 0
6 1.7 0 8 2.3 0
4 1.1 0 3 0.9 0
1 0.3 1 0.3 0 0
1 0.3 0 0 0

0 0 1 0.3 0
*

42 infusion reaction TB01

PT
MedDRA ver.26.0

%

360
ICC
351

infusion reaction 0 0
infusion reaction 0 0

infusion reaction 1 0.3 0
1 0.3 0

infusion reaction 5 1.4 0
5 1.4 0

infusion reaction 0 0

TB01 35 36

infusion reaction37 43

43 infusion reaction

MedDRA PT Grade

TP01 6 3 1 3
TL05 5 2 63 2

TB01 35 infusion reaction

41 TB01 45.0% 162/360

40 MedDRA PT

1

41 TP01 20
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infusion reaction TB01
infusion reaction

infusion reaction
TROP-2 ADC infusion reaction

infusion reaction
infusion reaction

7.R.3.6

TB01 42 44 45 TB01
ICC 42 1 470

21 1 323

44 TB01

PT
MedDRA ver.26.0

%

360
ICC
351

Grade Grade 3 Grade Grade 3
* 90 25.0 16 4.4 199 56.7 131 37.3

56 15.6 9 2.5 86 24.5 12 3.4
23 6.4 3 0.8 77 21.9 54 15.4
18 5.0 1 0.3 88 25.1 62 17.7
17 4.7 2 0.6 41 11.7 16 4.6
13 3.6 0 28 8.0 12 3.4
7 1.9 2 0.6 6 1.7 2 0.6
7 1.9 0 20 5.7 6 1.7
7 1.9 0 10 2.8 2 0.6
3 0.8 0 15 4.3 1 0.3
2 0.6 0 1 0.3 0
1 0.3 1 0.3 1 0.3 1 0.3

0 0 8 2.3 8 2.3
0 0 4 1.1 0

*

42 MedDRA PT



50

45 TB01

PT
MedDRA ver.26.0

%

360
ICC
351

0 1 0.3
0 1 0.3

3 0.8 10 2.8
2 0.6 0
1 0.3 0

0 5 1.4
0 1 0.3
0 2 0.6
0 2 0.6
0 1 0.3
0 2 0.6
0 1 0.3
0 1 0.3

4 1.1 68 19.4
3 0.8 4 1.1
1 0.3 0

0 1 0.3
0 6 1.7
0 38 10.8
0 27 7.7
0 2 0.6
0 4 1.1
0 4 1.1

2 0.6 56 16.0
1 0.3 4 1.1
1 0.3 23 6.6
1 0.3 0

0 3 0.9
0 2 0.6
0 23 6.6
0 1 0.3
0 2 0.6
0 5 1.4

TB01 35 36

37 46

46

MedDRA PT Grade

TB01
4 3 9 18
7 3 43 19

TL01

4 3 21 4
6 3 115 93

6
3 8 5
3 8 13
3 9 12

7 3 13 9

TB01
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DXd T-DXd

7.R.3.7

MedDRA SOC PT
TB01 47 48 TB01
ICC 4 1 210

8 1 253

47 1% TB01

PT
MedDRA ver.26.0

%

360
ICC
351

Grade Grade 3 Grade Grade 3
* 306 85.0 43 11.9 216 61.5 26 7.4

201 55.8 5 1.4 95 27.1 2 0.6
184 51.1 23 6.4 50 14.2 9 2.6
121 33.6 1 0.3 60 17.1 0
86 23.9 4 1.1 41 11.7 4 1.1
57 15.8 5 1.4 56 16.0 3 0.9
38 10.6 2 0.6 66 18.8 5 1.4
23 6.4 1 0.3 29 8.3 4 1.1
19 5.3 1 0.3 6 1.7 0
15 4.2 1 0.3 17 4.8 1 0.3
15 4.2 1 0.3 7 2.0 0
10 2.8 1 0.3 10 2.8 1 0.3
10 2.8 0 9 2.6 0
9 2.5 0 4 1.1 0
9 2.5 0 2 0.6 0
7 1.9 0 9 2.6 0
7 1.9 0 1 0.3 0
6 1.7 1 0.3 3 0.9 1 0.3
6 1.7 0 0 0
6 1.7 0 0 0
5 1.4 0 2 0.6 0
5 1.4 0 6 1.7 0
4 1.1 0 3 0.9 0
4 1.1 0 0 0

*
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48 TB01

PT
MedDRA ver.26.0

%

360
ICC
351

0 0
5 1.4 8 2.3
2 0.6 1 0.3
2 0.6 1 0.3
1 0.3 1 0.3

0 1 0.3
0 1 0.3
0 1 0.3
0 1 0.3
0 1 0.3
0 1 0.3

1 0.3 1 0.3
1 0.3 0
1 0.3 0

0 1 0.3
16 4.4 11 3.1
6 1.7 3 0.9
3 0.8 2 0.6
3 0.8 1 0.3
2 0.6 4 1.1
1 0.3 0
1 0.3 0
1 0.3 0
1 0.3 2 0.6
1 0.3 0

0 1 0.3
0 1 0.3

53 14.7 17 4.8
44 12.2 5 1.4
9 2.5 4 1.1
3 0.8 1 0.3
3 0.8 1 0.3
2 0.6 0
1 0.3 2 0.6
1 0.3 8 2.3
1 0.3 0
1 0.3 0
1 0.3 0
1 0.3 0
1 0.3 0

0 1 0.3

TB01 35 36

37 49
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49

MedDRA PT Grade

TB01
4 3 66 21
6 3 63 419

TP01 5
3 220 4
3 221 3

3 3 3 3

TL01

5 3 23 2
6 4 15 26
5 3 47 2
7 3 155 7
6 3 9 13
6 3 14 18
5 2 6 6
6 2 11 4
6 3 5 1
6 3 11 7
7 3 23 7

TL05
4 3 15 134

4
2 5 2
2 47 2

TB01 5-HT3 NK1

20

TB01
TL01

1 TL05 1

7.R.4

HER2
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7.R.2 7.R.3

 
 

  

HER2
 

 
 

 

 
 

 
7.R.4.1  

43 HR
HER2  

 
 

HR HER2 TB01
7.R.2 7.R.3

 
TB01 1 2

 
TB01

 
 

  

HER2
 

 

 
  

 

 
 HER2 T-DXd 
 BRCA HER2

 
 

 
43  ESMO 2021 NCCN v.3.2024 NCI-PDQ 2024 10 11

2022 DeVita, Hellman, and Rosenberg’s Cancer: Principles and Practice of Oncology 12th ed., J.B.Lippencott 
Company, 2018, USA 7  
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2022

TB01 87.8% 643/732

50

50
BICR PFS OS FAS 2023 7 17

%
95%CI

95%CI *,

PFS

204 117 57.4 5.7 5.5, 8.1 0.69 0.54, 0.89
ICC 211 129 61.1 4.4 4.2, 5.5

319 190 59.6 6.7 5.6, 7.1
0.66 0.54, 0.81ICC 324 208 64.2 4.5 4.2, 5.5

46 22 47.8 10.9 7.0,
0.45 0.24, 0.81ICC 43 27 62.8 5.5 4.0, 8.3

OS

204 49 24.0 16.1, 0.81 0.55, 1.18ICC 211 59 28.0 16.5 16.5, 
319 75 23.5 16.1 15.1, 

0.87 0.64, 1.19ICC 324 84 25.9 16.5, 
46 5 10.9 ,

ICC 43 7 16.3 ,
* Cox

2022

TB01 ICC
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 TB01
 

 

HER2
 

 
 

 
 

  
 
7.R.5  

 
 

  

1
6.0 mg/kg 90 3

2
30  

  
 infusion reaction

 
 

5-HT3 NK1

 
 7.R.5.2  

 
7.R.2 7.R.3

 

  

1
6 mg/kg 90 3

2
30

 

  
 infusion reaction

 
 7.R.5.2  

 
7.R.5.1  

 
TB01 HR

HER2 7.R.2 7.R.3
TB01  

 TP01 NSCLC MTD 8 mg/kg Q3W
TP01

RP2D 6 mg/kg Q3W  
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 TP01 NSCLC 8 mg/kg 4 mg/kg 6 mg/kg Grade 
3 ILD 44  

 TP01 NSCLC 4 mg/kg 6 mg/kg
45  

 

TB01 infusion reaction
 

 
 

  

1
6.0 mg/kg 90 3

2
30  

  
 infusion reaction

 
 

5-HT3 NK1

 
 7.R.5.2  

 
 

TB01
7.R.5.2

 

 
 

  

1
6 mg/kg 90 3

2
30

 

  
 infusion reaction

 
 7.R.5.2  

 
7.R.5.2  

 
TB01

TB01

 
44  4 mg/kg 6 mg/kg 8 mg/kg Grade 3 30.0% 54.0%

58.8% ILD 10.0% 6.0% 13.8%  
45  4 mg/kg 6 mg/kg 8 mg/kg BICR 22.0% 26.0%

23.8%  
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 TB01 Grade 2 7.R.3.7

Grade 1
TB01 Grade 3

Grade 1

 
 TB01 Grade 1 infusion reaction 50%

infusion reaction
Grade 2 infusion reaction Grade 

1 50%
50% infusion reaction

Grade 1 2 infusion reaction
 

 TB01 Grade 3 infusion reaction
TB01 46 Grade 3 infusion reaction

6 3 2 infusion reaction
Grade 3

 
 TB01 Grade 3 4

Grade 4
TB01 47

48

 
 TB01 49 Grade 3 Grade 

1 Grade 4
 

 
 

 
46  TB01 TP01 NSCLC TL01

NSCLC b TL02
NSCLC TL05  

47  TB01
2  

48  TB01
3 2

1 9 3 1
 

49  ILD infusion reaction
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infusion 
reaction 7.R.3 TB01

TB01
 

 
  

 

1  
1  4 mg/kg 
2  3 mg/kg 
3   

 
 

   

ILD Grade 1  
 

28 28
1  

Grade 2 4   

 

Grade 2  Grade 1
 

Grade 3  Grade 1 1
 

Grade 4   

 

Grade 2  

Grade 1
 

Grade 1
1  

Grade 3  Grade 1
1  

Grade 4   

infusion reaction 

Grade 1  
50% infusion 

reaction
 

Grade 2  

Grade 1
50%  

50%
infusion reaction

 
Grade 3 4   

 

Grade 3  Grade 2
 

Grade 4  Grade 2
1  

 
Grade 3  Grade 1

1  

Grade 4  Grade 1 1
 

 
Grade 3  Grade 1

1  
Grade 4   

Grade NCI-CTCAE ver.5.0  
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7.R.6 RMP
24 4 11 0411 1

0411 2 4 3 18
0318 2 0318 1 RMP

5.5 7.R.3
DXd

50 RMP 51

51 RMP

ILD
infusion reaction

7.R.7

TB01
ILD

TB01
300 18

TROP-2 DXd ADC

ILD infusion reaction

HR HER2

50
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TROP-2

DXd DXd T-DXd51

52 DXd

7.2
7.1

7.2.1 TP01
7.2.1.1
7.2.1.1.1 NSCLC

0.27 mg/kg 3/4 75.0% 0.5 mg/kg 5/5 100% 1 mg/kg 6/7
85.7% 2 mg/kg 6/6 100% 4 mg/kg 29/29 100% 6 mg/kg 33/34
97.1% 8 mg/kg 36/36 100% 10 mg/kg 8/8 100%

1/4 25.0% 3/5 60.0% 4/7 57.1% 4/6
66.7% 27/29 93.1% 28/34 82.4% 35/36 97.2% 8/8 100%

30% 52 53

51 ILD infusion reaction T-DXd
5 7 6 100 mg

52 HER2 2 3 25 4 11 24
HER2 2 9 25 HER2

5 3 27 HER2 ERBB2
5 8 23

1,767
1,126
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52 30%  

SOC 
PT 
MedDRA ver.23.0  

%  
0.27 mg/kg  0.5 mg/kg  1 mg/kg  2 mg/kg  

4  5  7  6  
Grade Grade 3  Grade Grade 3  Grade Grade 3  Grade Grade 3  

 3 75.0  2 50.0  5 100  4 80.0  6 85.7  2 28.6  6 100  3 50.0  
 

 0 0 2 40.0  1 20.0  0 0 0 0 
         

 0 0 2 40.0  0 2 28.6  0 0 0 
         

 1 25.0  0 1 20.0  0 2 28.6  0 3 50.0  0 
 

 0 0 0 0 2 28.6  0 2 33.3  0 
 0 0 3 60.0  1 20.0  0 0 1 16.7  0 

         
 1 25.0  0 0 0 0 0 4 66.7  0 
 0 0 2 40.0  0 2 28.6  0 1 16.7  0 
 0 0 0 0 0 0 3 50.0  0 

 
 0 0 4 80.0  1 20.0  4 57.1  0 2 33.3  1 16.7  

 0 0 2 40.0  0 0 0 0 0 
 0 0 2 40.0  0 0 0 2 33.3  1 16.7  

         
 0 0 2 40.0  0 0 0 1 16.7  0 

 
 0 0 1 20.0  0 0 0 2 33.3  0 

 
53 30%  

SOC 
PT 
MedDRA ver.23.0  

%  
4 mg/kg  6 mg/kg  8 mg/kg  10 mg/kg  

29  34  36  8  
Grade Grade 3  Grade Grade 3  Grade Grade 3  Grade Grade 3  

 29 100  11 37.9  33 97.1  17 50.0  36 100  23 63.9  8 100  4 50.0  
         

  5 17.2  0 10 29.4  1 2.9  12 33.3  0 4 50.0  0 
         

  6 20.7  0  6 17.6  0 11 30.6  0 3 37.5  0 
         

 15 51.7  0 22 64.7  2 5.9  22 61.1  1 2.8  6 75.0  0 
 12 41.4  0 18 52.9  1 2.9  18 50.0  1 2.8  4 50.0  1 12.5  

  7 24.1  0 11 32.4  0 10 27.8  0 1 12.5  0 
  4 13.8  0  9 26.5  1 2.9  14 38.9  0 4 50.0  0 

         
 11 37.9  0 17 50.0  0 16 44.4  0 4 50.0  0 

  6 20.7  0  4 11.8  0 11 30.6  0 3 37.5  0 
 1 3.4  0 2 5.9  0 2 5.6  0 3 37.5  0 

 
  7 24.1  0 13 38.2  0 17 47.2  1 2.8  5 62.5  0 

  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  1 3.4  0 2 5.9  1 2.9   4 11.1  0 3 37.5  0 
 0 0 3 8.8  0 1 2.8  0 3 37.5  0 
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2/4 50.0% 2/5 40.0% 1/6 16.7% 8/29 27.6%
16/34 47.1% 18/36 50.0% 2/4 50.0% 3

3 8.8%
4/29 13.8% 4/34 11.8% 9/36 25.0%

1/8 12.5% 2
3 8.3%

7.2.1.1.2
6 mg/kg 41/42

97.6% 8 mg/kg 2/2 100% 6 mg/kg 20%
54

54 6 mg/kg 20%

SOC
PT
MedDRA ver.25.0

%
6 mg/kg 8 mg/kg *

42 2
Grade Grade 3 Grade Grade 3

42 100 21 50.0 2 100 2 100

11 26.2 0 0 0

31 73.8 5 11.9 1 50.0 0
28 66.7 1 2.4 1 50.0 0
17 40.5 2 4.8 0 0
9 21.4 0 1 50.0 0

14 33.3 0 2 100 0

15 35.7 3 7.1 0 0
* 8 mg/kg 20% Grade

1 50.0% Grade 3
1 50.0%

7/42 16.7% 2/2 100% 2

1/44 2.4%
1 2.4%

7.2.1.2
7.2.1.2.1 NSCLC

4 mg/kg 20/21 95.2% 6 mg/kg 16/16 100% 8 mg/kg 44/44
100% 20/21 95.2% 13/16

81.3% 43/44 97.7% 20% 55
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55 20%

SOC
PT
MedDRA ver.23.0

%
4 mg/kg 6 mg/kg 8 mg/kg

21 16 44
Grade Grade 3 Grade Grade 3 Grade Grade 3

20 95.2 4 19.0 16 100 10 62.5 44 100 24 54.5

2 9.5 2 9.5 4 25.0 0 13 29.5 4 9.1

5 23.8 0 3 18.8 0 9 20.5 0

2 9.5 0 2 12.5 0 12 27.3 0

3 14.3 0 1 6.3 0 10 22.7 3 6.8
2 9.5 0 0 0 10 22.7 1 2.3

9 42.9 0 12 75.0 0 26 59.1 3 6.8
9 42.9 0 10 62.5 0 21 47.7 0
3 14.3 0 0 0 15 34.1 0
1 4.8 0 1 6.3 0 13 29.5 1 2.3

4 19.0 0 0 0 10 22.7 0
2 9.5 0 4 25.0 0 22 50.0 0

3 14.3 0 0 0 11 24.0 1 2.3
1 4.8 0 1 6.3 0 21 47.7 1 2.3

0 0 0 0 9 20.5 0

5 23.8 0 2 12.5 1 6.3 14 31.8 0

2/21 9.5% 8/16 50.0% 21/44 47.7%
3% 56

56 3%

PT
MedDRA ver.23.0

%
4 mg.kg 6 mg/kg 8 mg/kg

21 16 44

2 9.5 1 4.8 8 50.0 3 18.8 21 47.7 10 22.7
1 4.8 1 4.8 1 6.3 1 6.3 1 2.3 1 2.3
1 4.8 0 0 0 0 0
1 4.8 0 0 0 0 0

0 0 1 6.3 0 4 9.1 2 4.5
0 0 1 6.3 1 6.3 1 2.3 1 2.3
0 0 1 6.3 1 6.3 1 2.3 1 2.3
0 0 1 6.3 0 0 0
0 0 1 6.3 0 0 0
0 0 1 6.3 0 0 0
0 0 1 6.3 0 0 0
0 0 0 0 3 6.8 1 2.3
0 0 0 0 2 4.5 0
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4/21 19.0% 3/16 18.8% 10/44 22.7%
57

57

PT
MedDRA ver.23.0

%
4 mg.kg 6 mg/kg 8 mg/kg

21 16 44

4 19.0 4 19.0 3 18.8 2 12.5 10 22.7 9 20.5
3 14.3 3 14.3 0 0 5 11.4 5 11.4
1 4.8 1 4.8 0 0 0 0

0 0 1 6.3 1 6.3 1 2.3 1 2.3
0 0 1 6.3 0 0 0
0 0 1 6.3 1 6.3 0 0
0 0 0 0 1 2.3 1 2.3
0 0 0 0 1 2.3 1 2.3
0 0 0 0 1 2.3 0
0 0 0 0 1 2.3 1 2.3

7.2.1.2.2
20%

58

58 20%
SOC

PT
MedDRA ver.25.0

%
41

Grade Grade 3
41 100 17 41.5

12 29.3 0

10 24.4 0

34 82.9 4 9.8
23 56.1 0
11 26.8 0
10 24.4 0

15 36.6 0

19 46.3 1 2.4

6/41 14.6% 59
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59

PT
MedDRA ver.25.0

%
41

6 14.6 1 2.4
1 2.4 0
1 2.4 0
1 2.4 0
1 2.4 0
1 2.4 0
1 2.4 1 2.4
1 2.4 0
1 2.4 0
1 2.4 0

5/41 12.2%
60

60

PT
MedDRA ver.25.0

%
41

5 12.2 5 12.2
2 4.9 2 4.9
1 2.4 1 2.4
1 2.4 1 2.4
1 2.4 1 2.4

7.2.2 TB01
350/360 97.2% ICC 337/351 96.0%

337/360 93.6% ICC 337/351 96.0%
54/360 15.0% ICC 64/351 18.2%

11/360 3.1% ICC 10/351 2.8%
32

8.
8.1

8.2 GCP

CTD 5.3.5.1-1 CTD 5.3.5.3-7 GCP
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9. 1  
HR HER2

TROP-2
DXd DNA

HR HER2
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2

6 11 22

100 mg

6 3 14

1.

20 12 25 20 8

1.1
1 7.R.2 HR

HER2 TB01
RECIST ver.1.1 BICR PFS ICC

1 TB01 OS 20
Kaplan-Meier 61 7

ICC OS
1 ICC

61 OS FAS 20
ICC

365 367
% 223 61.1 213 58.0

95%CI 18.6 17.3, 20.1 18.3 17.3, 20.5
95%CI *1 1.01 0.83, 1.22 *2

p *3 0.9445
*1 1 2 Cox

*2 95.97%CI 0.83, 1.23 *3 log-rank Cox
0.0403
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7 OS Kaplan-Meier FAS 20

TB01 OS ICC

TB01 FAS ICC 73.7%
269/365 78.7% 289/367 ADC

12.3% 45/365 24.0% 88/367 ADC
ICC OS 95%CI

0.66 0.43, 1.00 0.84 0.69, 1.04 OS

ICC 1
53

OS

53 1 CDK4/6
CDK4/6 12

65
ICC ICC

HER2 IHC 1 IHC 2 ISH ECOG performance status 1
12
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1.2  
1 7.R.3

ILD infusion reaction  

 
 

 
 
1.3  

1 7.R.4

 
 

  

HER2
 

 
 

 

 
  

 
 

 

 
 
1.4  

1 7.R.5
 

 
 

1 6 mg/kg 90
3 2 30

 
 

 
  
 infusion reaction
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1
1 4 mg/kg
2 3 mg/kg
3

ILD Grade 1 28 28
1

Grade 2 4

Grade 2 Grade 1

Grade 3 Grade 1 1

Grade 4

Grade 2

Grade 1

Grade 1
1

Grade 3 Grade 1
1

Grade 4

infusion reaction

Grade 1
50% infusion 

reaction

Grade 2

Grade 1
50%

50%
infusion reaction

Grade 3 4

Grade 3 Grade 2

Grade 4 Grade 2
1

Grade 3 Grade 1
1

Grade 4 Grade 1 1

Grade 3 Grade 1
1

Grade 4
Grade NCI-CTCAE ver.5.0

1.5 RMP
1 7.R.6 RMP RMP

62
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62 RMP

ILD
infusion reaction

1 7.R.7
HR HER2

ILD infusion reaction

RMP 62
63

63

2.

8

HER2



73 
 

 
 

1 6 mg/kg 90
3 2 30

 
 

    

 
 

1. 

 
2. 

SpO2 X CT

 
3. CT

 
 

 
 

 
 

1. 
 

2. 
 

3.  
 

 
1.  
2. Infusion reaction

 
3.  
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1  
1  4 mg/kg 
2  3 mg/kg 
3   

 
 

   

 Grade 1  
 

28 28
1  

Grade 2 4   

 

Grade 2  Grade 1
 

Grade 3  Grade 1 1
 

Grade 4   

 

Grade 2  

Grade 1
 

Grade 1
1  

Grade 3  Grade 1
1  

Grade 4   

infusion reaction 

Grade 1  
50% infusion 

reaction
 

Grade 2  

Grade 1
50%  

50%
infusion reaction

 
Grade 3 4   

 

Grade 3  Grade 2
 

Grade 4  Grade 2
1  

 
Grade 3  Grade 1

1  

Grade 4  Grade 1 1
 

 Grade 3  Grade 1
1  

Grade 4   
Grade NCI-CTCAE ver.5.0  

 
 



i 
 

 
 

   
ADC antibody-drug conjugate  
ADCC antibody dependent cellular cytotoxity  
A/G  albumin/globulin ratio  
ALT alanine aminotransferase  
AST aspartate aminotransferase  

 
AUC area under the concentration-time curve  
AUC21day AUC from time zero to 21 days 0 21 AUC 
AUCinf AUC from time zero to infinity 0

AUC 
BCRP breast cancer resistance protein  
BICR blinded independent central review  
BID bis in die 1 2
BSA bovine serum albumin  
C0 initial plasma concentration  
C1q complement component 1q 1q 
Cavg average concentration  
CDC complement dependent cytotoxicity  
CDK4/6 cyclin dependent kinase 4 and 6 4 6 
CE-SDS capillary electrophoresis sodium dodecyl 

sulfate 
SDS  

CEX-HPLC cation exchange high performance liquid 
chromatography  

CHK1 checkpoint kinase 1  
CHO  chinese hamster ovary cell line 

 
CI confidence interval  
CL total body clearance  
CLlin linear clearance  
Cmax maximum concentration  
COVID-19 coronavirus disease  

2  
CQA critical quality attribute  
CrCL creatinine clearance  
CYP cytochrome P450 P450 
Dato   
DLT dose-limiting toxicity  
DNA deoxyribonucleic acid 
DXd  MAAA-1181a
ECL electro-chemiluminescence  
ELISA enzyme-linked immunosorbent assay  
ESMO European Society of Medical Oncology  
ESMO  ESMO Clinical Practice Guideline for 

the diagnosis, staging and treatment 
of patients with metastatic breast cancer 

 



ii

ESMO ABC 5 5th ESO-ESMO international 
consensus guidelines for advanced breast 
cancer (ABC 5)

FAS full analysis set
FcγR Fcγ Receptor Fcγ
FcRn neonatal Fc receptor Fc
HCP host cell protein

HER2 human epidermal growth factor receptor 
type 2

2

HI-HPLC hydrophobic interaction
high performance liquid
chromatography

HNSTD highest non-severely toxic dose
HR hormone receptor

ICC Investigator’s Choice Chemotherapy
ICH International Council for Harmonisation 

of Technical Requirements for 
Pharmaceuticals for Human Use

ICH Q5A R1

12 2 22
329

ICH Q5B DNA

10
1 6 3

ICH-Q5D

12 7 14
873

ICH Q5E

17 4 26
0426001

IFN Interferon
Ig immunoglobulin
IgG-DXd IgG1

DXd
ADC

IHC immunohistochemistry
IL interleukin
ILD interstitial lung disease
IP-10 IFN-γ 10
ISH in situ hybridization in situ



iii 
 

   
LC-MS/MS liquid chromatography-tandem mass 

spectrometry  
LIVCA limit of in vitro cell age in vitro  
MATE multidrug and toxin extrusion  
MCB master cell bank  
MedDRA Medical Dictionary for Regulatory 

Activities 
ICH  

MIP macrophage inflammatory protein  
MRP multidrug resistance associated protein  
MS mass spectrum  
MTD maximum tolerated dose  
NCCN  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 
OAT organic anion transporter  
OATP organic anion transporting polypeptide  
OS overall survival  
PALS periarteriolar lymphoid sheath  
PARP poly (ADP-ribose) polymerase ADP  
PBMC peripheral blood mononuclear cell  
PBPK physiologically based pharmacokinetics  
PFS progression free survival  
P-gp P-glycoprotein P-  
PK pharmacokinetics  
PPK population pharmacokinetics  
PT preferred term  
QT QT interval QT
QTc QT interval corrected QT  
ΔQTcF  Fridericia QT

 
Q3W quaque 3 weeks 3  
RECIST Response Evaluation Criteria in Solid 

Tumors  
RMP Risk Management Plan 
RP2D recommended Phase 2 dose 
RP-HPLC reversed-phase-high performance liquid 

chromatography 
SE-HPLC size exclusion high performance liquid 

chromatography  
SG sacituzumab govitecan (genetical 

recombination)  
SOC system organ class 
SP-D surfactant protein D D 



iv 
 

   
STD10 severely toxic dose in 10% of the 

animals 
10%  

t1/2 terminal elimination half-life  
T-DXd trastuzumab deruxtecan (genetical 

recombination)  
tmax time to reach the maximum 

concentration 
 

TNF tumor necrosis factor   
TROP trophoblast cell surface antigen  
UDPGA uridine diphosphate glucuronic acid  
UGT uridine diphosphate glucuronosyl 

transferase  
Vc volume of distribution of central 

compartment 
 

Vp volume of distribution of peripheral 
compartment 

 

Vmax maximum elimination rate  
Vss volume of distribution at steady state  
WCB working cell bank  

   
  

  
 

J101  DS8201-A-J101
TB01   TROPION-Breast01  
TL01   TROPION-Lung01  
TL05   TROPION-Lung05  
TP01   TROPION-PanTumor01  

   
 

   
 

   
 


