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Mechanistic study of plasmid DNA delivery by Magainin 2-derived stapled peptides
M. Hirano, Y. Takechi-Haraya, Y. Abe, T. Misawa, N. Shibata, Y. Sato, Y. Demizu*
Bioorg. Med. Chem., 123, 118176 (2025).
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Enzymatic hydrolysis of A>-THC-O, A°>~THC-O, 11-a-HHC-O, and 11-B-HHC-O by
pooled human liver microsomes to generate A>-THC, A°-THC, 11-a-HHC, and 11-B-
HHC

S. Zhao, J. C. P. Garcia, R. Li, R. Kikura-Hanajiri, Y. Demizu, Y. Tanaka, Y. Ishii*
Forensic Toxicol., in press.
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WILZRRE, MRS, HAKEA, AHER, AR —

R RS L= 7 f Y = w2 X, 56, T0-T5 (2025).

Advances in the development of Wnt/B-catenin signaling inhibitors

M. Fujita, Y. Demizu*

RSC Med. Chem., 16, 984-999 (2025).

<Selected as Front Cover>

Comprehensive in-vitro evaluation of the inhibitory effects of relatively high
molecular weight peptides on drug-drug interaction-associated four liver transporters
and its association with physicochemical properties

R. Ishikawa, T. Misawa, Y. Demizu, Y. Saito, R. Kikura-Hanajiri, K. Saito*



Drug Metab. Pharmacokinet., 61, 101055 (2025).

Clozapine as an E3 ligand for PROTAC technology

R. Takano, N. Ohoka,* T. Kurohara, N. Arakawa, K. Ohgane, T. Inoue, H. Yokoo,* Y.
Demizu*

ACS Med. Chem. Lett., 16, 258-262 (2024).

<Selected as Supplementary Cover>
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10.

11.

12.

13.

Correlation Between Membrane Permeability and the Intracellular Degradation
Activity of Proteolysis-Targeting Chimeras

H. Yokoo, H. Osawa, K. Saito,* Y. Demizu*

Chem. Pharm. Bull., 72, 961-965 (2024).

Selected as Featured Article

Strategic design of GalNAc-helical peptide ligands for efficient liver targeting

T. Ito, N. Ohoka, M. Aoyama, T. Nishikaze, T. Misawa, T. Inoue, A. Ishii-Watabe, Y.
Demizu*

Chem. Sci., 15, 18789-18795 (2024).

<Selected as Outside Front Cover>

Linker and Conjugation Site Synergy in Antibody—Drug Conjugates: Impacts on
Biological Activity

M. Aoyama,* M. Tada, H. Yokoo, T. Ito, T. Misawa, Y. Demizu, A. Ishii-Watabe
Bioconjug. Chem., 35, 1568-1576 (2024).

<Selected as Supplementary Cover>

Hydrophobic CPP/HDO Conjugates: A New Frontier in Oligonucleotide-Warheaded
PROTAC Delivery

M. Naganuma, N. Ohoka,* M. Hirano, D. Watanabe, G. Tsuji, T. Inoue, Y. Demizu*
RSC Med. Chem., 15,3695-3703 (2024).

<Selected as Inside Front Cover>

Dual-modified penetratin peptides: Enhancing nucleic acid delivery through stapling
and endosomal escape domain

K. Horikoshi, M. Miyamoto, K. Tsuchiya, H. Yokoo,* Y. Demizu*

Bioorg. Med. Chem., 111, 117871 (2024).

Nitrosamine contamination of pharmaceuticals: Cases in Japan, formation
mechanisms, detection methods, regulatory perspectives, and insights

G. Tsuji, H. Yokoo, Y. Demizu, Y. Abe, S. Masada, N. Uchiyama, T. Tsutsumi, E.
Yamamoto*

JPBA Open, 4, 100034 (2024).
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One-pot C(sp®)-H difluoroalkylation of tetrahydroisoquinolines and isochromans via
electrochemical oxidation and organozinc alkylation

K. Kamata, M. Kuriyama,* H. Tahara, A. Nishikawa, K. Yamamoto, Y. Demizu, O.
Onomura*

Chem. Commun., 60, 6395-6398 (2024).

The application of microsampling disks in circular dichroism spectroscopy for peptide
and nucleic acid drugs

G. Tsuji,” T. Misawa,” Y. Demizu*

Chem. Pharm. Bull., 72, 658-663 (2024).

*These authors equally contributed to this work.

Selected as Featured Article

In silico design, synthesis and evaluation of PROTAC against hematopoietic
prostaglandin D synthase

H. Yokoo, N. Shibata,* Y. Demizu*

Methods Mol. Biol., 2780, 345-359 (2024).

Innovative peptide architectures: advancements in foldamers and stapled peptides for
drug discovery

Z. Dongrui, M. Miyamoto, H. Yokoo,* Y. Demizu*

Expert Opin. Drug Discov., 19, 699-723 (2024).

Photo-regulated PROTACs: A novel tool for temporal control of targeted protein
degradation

H. Xu, N. Ohoka,* T. Inoue, H. Yokoo,* Y. Demizu*

Bioorg. Med. Chem. Lett., 107, 129778 (2024).
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i Sy = 7 f U — Y w2 X, 55, 140-166 (2024).
Development of STING degrader with double covalent ligands

M. Nakamura, N. Ohoka,* N. Shibata, T. Inoue, G. Tsuji,* Y. Demizu*

Bioorg. Med. Chem. Lett., 102, 129677 (2024).

[3+2] Cycloaddition of Heteroaromatic N-Ylides with Sulfenes

K. Yamamoto,* K. Torigoe, M. Kuriyama, Y. Demizu, O. Onomura*

Org. Lett., 26, 798-803 (2024).

Expansion of targeted degradation by gilteritinib-warheaded PROTACs to ALK
fusion proteins

H. Yokoo,” G. Tsuji,” T. Inoue, M. Naito, Y. Demizu,* N. Ohoka*

Bioorg. Chem., 145, 107204 (2024).
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*These authors equally contributed to this work.

Rapid structure determination of ranitidine hydrochloride API in two crystal forms
using microcrystal electron diffraction

H. Yokoo,* Y. Aoyama, T. Matsumoto, E. Yamamoto, N. Uchiyama, Y. Demizu*
Chem. Pharm. Bull., 72, 471-474 (2024).

Selected as Featured Article

Structural analysis of an lysergic acid diethylamide (LSD) analogue N-methyl-N-
isopropyllysergamide (MiPLA): Insights from Rotamers in NMR spectra

T. Shoda,”* G. Tsuji,” M. Kawamura, T. Kurohara, T. Misawa, R. Hanajiri-Kikura,
Y. Demizu

Drug Test. Anal., 16, 588-594 (2024).

*These authors equally contributed to this work.

In silico prediction of N-nitrosamine formation pathways in pharmaceutical products
G. Tsuji,* T. Kurohara, T. Shoda, H. Yokoo, T. Ito, S. Masada, N. Uchiyama, E.
Yamamoto, Y. Demizu*

Chem. Pharm. Bull., 72, 166-172 (2024).

Rational design of amphipathic antimicrobial peptides with alteration of L-/D-amino
acids that form helical structures

M. Hirano, H. Yokoo,* N. Ohoka, T. Ito, T. Misawa, M. Oba, T. Inoue, Y. Demizu*
Chem. Pharm. Bull., 72, 149-155 (2024).
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28.

29.

Development of decoy oligonucleotide-warheaded chimeric molecules targeting
STAT3

Po-C. Shih, M. Naganuma, G. Tsuji, Y. Demizu, M. Naito*

Bioorg. Med. Chem., 95, 117507 (2023).

Sculpting secondary structure of a cyclic peptide: Conformational analysis of a cyclic
hexapeptide containing a combination of L-Leu, D-Leu and Aib residues

T. Ito, H. Yokoo, T. Kato,* M. Doi, Y. Demizu*

ACS Omega, 8, 44106-44111 (2023).

<Selected as Supplementary Cover>

Structural optimization of decoy oligonucleotide-based PROTAC that degrades the
estrogen receptor

M. Naganuma, N. Ohoka,* G. Tsuji, T. Inoue, M. Naito, Y. Demizu*

Bioconjug. Chem., 34, 1780-1788 (2023).

<Selected as Supplementary Cover>
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35.
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37.

Magainin 2-derived stapled peptides derived with the ability to deliver pPDNA, mRNA,
and siRNA into cells

M. Hirano, H. Yokoo, C. Goto, M. Oba, T. Misawa,* Y. Demizu*

Chem. Sci., 14, 10403-10410 (2023).

<Selected as Front Cover>

Enhancing chemical stability through structural modification of antimicrobial
peptides with non-proteinogenic amino acids

T. Ito,” N. Matsunaga,” M. Kurashima, Y. Demizu,* T. Misawa*

Antibiotics, 12, 1326 (2023).

*These authors equally contributed to this work.

Design of antimicrobial peptides containing non-proteinogenic amino acids using
multi-objective Bayesian optimization

Y. Murakami, S. Ishida, Y. Demizu, K. Terayama*

Digital Discovery, 2, 1347-1353 (2023).

ChemRXxiv, 10.26434/chemrxiv-2023-cbrjc

Structure-activity relationship study of helix-stabilized antimicrobial peptides
containing non-proteinogenic amino acids

T. Ito, W. Hashimoto, N. Ohoka, T. Misawa, T. Inoue, R. Kawano, Y. Demizu*
ACS Biomater. Sci. Eng., 9, 4654-4661 (2023).

<Selected as Supplementary Cover>

Development of hydrophobic cell-penetrating stapled peptides as drug carriers

K. Tsuchiya, K. Horikoshi, M. Fujita, M. Hirano, M. Miyamoto, H. Yokoo,* Y.
Demizu*

Int. J. Mol. Sci., 24, 11768 (2023).

Identification of the stapled a-helical peptide ATSP-7041 as a substrate and strong
inhibitor of OATP1BI in vitro

R. Ishikawa, K. Saito,* T. Misawa, Y. Demizu, Y. Saito

Biomolecules, 13, 1002 (2023).

Development of DNA aptamer-based PROTACS that degrade the estrogen receptor
H. Tsujimura,” M. Naganuma,” N. Ohoka,* T. Inoue, M. Naito, G. Tsuji,* Y.
Demizu*

ACS Med. Chem. Lett., 14, 827-832 (2023).

*These authors equally contributed to this work.
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38.

39.

40.

41.

42.

43.

44,

45.

46.

Design and properties of PNA containing a dicationic nucleobase based on N*-
benzoylated cytosine

S. Moriya, K. Funaki, Y. Demizu, M. Kurihara, A. Kittaka, T. Sugiyama*

Bioorg. Med. Chem. Lett., 88, 129287 (2023).

Development of a versatile solid-phase synthesis of PROTAC with diverse E3 ligands
H. Xu®, T. Kurohara”, N. Ohoka, G. Tsuji, T. Inoue, M. Naito, Y. Demizu*

Bioorg. Med. Chem., 86, 117293 (2023).

*These authors equally contributed to this work.

In silico optimization of peptides that inhibit Wnt/B-catenin signaling

M. Fujita, K. Tsuchiya,* T. Kurohara, K. Fukuhara, T. Misawa, Y. Demizu*

Bioorg. Med. Chem., 84, 117264 (2023).

CRBN ligand expansion for Hematopoietic Prostaglandin D> Synthase (H-PGDS)
targeting PROTAC design and their ADME profiles

H. Osawa,” T. Kurohara,” T. Ito, N. Shibata, Y. Demizu*

Bioorg. Med. Chem., 84, 117259 (2023).

*These authors equally contributed to this work.

Current status of oligonucleotide-warheaded protein degraders

Po-C. Shih, M. Naganuma, Y. Demizu, M. Naito*

Pharmaceutics, 15, 765 (2023).

Developmental trends of peptide drugs and their quality assessment using secondary
structure analysis

T. Misawa,* Y. Demizu

ChemistrySelect, 8, €202300408 (2023).

Investigating the cell permeability of PROTACs

H. Yokoo, M. Naito,* Y. Demizu*

Expert Opin. Drug Discov., 18, 357-361 (2023).

Structure-activity relationship studies of substitutions of cationic amino acid residues
on antimicrobial peptides

M. Takada, T. Ito, M. Kurashima, N. Matsunaga, Y. Demizu,* T. Misawa*
Antibiotics, 12, 19 (2023).

Comprehensive synthesis of 20 fentanyl derivatives for use as reference materials

T. Kurohara,” T. Ito,” G. Tsuji,* T. Misawa,* H. Yokoo, M. Kawamura, T. Shoda, R.
Hanajiri-Kikura, Y. Demizu

Heterocycles, 106, 82-93 (2023).

*These authors equally contributed to this work.



47. Advanced solid-state NMR analysis of two crystal forms of ranitidine hydrochloride:

48.

Detection of 'H-'N intra-/intermolecular correlations
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