wo 2025/011419 A1 I 0000 00010 O 0O 0

(12) FHL MGV L A A IERS HS

9) THHURIR A4 2H
ESITNN

@3) I H
2025421 H 16 H (16.01.2025)

=

—_

WIPOIPCT

(10) [ElFr A=
WO 2025/011419 A1

D EHFr LRI K5:

AGIK 47/68 (2017.01)  CO7D 493/22 (2006.01)
A61K 47/65 (2017.01)  AG61P 35/00 (2006.01)
CO7D 491/22 (2006.01)
(21) EFrHES: PCT/CN2024/103480
(22) [FEFFREH: 2024 4£.7 H 4 H (04.07.2024)
(25) HiFiES: R
(26) NHIES: R
(30) R4eAY:
PCT/CN2023/106385

20234E7 A7H (07.07.2023)  CN

(71 HiE A BB A YR B TR 2 7 (SHANGHAT
ESCUGEN BIOTECHNOLOGY CO.,LTD.) [CN/CN];
A TR R R X B 4 R R 2777 FF 19
SH55)2, Shanghai 201206 (CN).

(72) JcHA A 84 3 (ZENG, Diy; F [ 1 78 17 38 A T X
SIRIR27775 195 15)=, Shanghai 201206 (CN).
VR %78 (XU, Chuanying); H1 [l F {8 17 18 /R 37 X 40
FEIRIE2777F5195HE5 2, Shanghai 201206 (CN),,
{141 (NIAN, Weihong); H1 [l 11 T I 45 587 X 4
IR 27777719515 5)=, Shanghai 201206 (CN),
=] L)% (YAN, Hongbin); HE_F I i A48T X 4%
IR 277755 195 145 )2, Shanghai 201206 (CN),

#%27777:19 515 )=, Shanghai 201206 (CN), T
£1 N (WEL Hongli); FE_1 TR 37X 5045 AR i
27777 195 #5 2, Shanghai 201206 (CN),  %BJik
H(ZHENG, Xintong); HE]_L ¥ T R0 X #9454
#%27777% 195 ¥ 5 2, Shanghai 201206 (CN), 3K
HTEU(ZHANG, Xinmin); HPE |1 TR IX ML
IR 15277777195 4% 5 2, Shanghai 201206 (CN),
fu 1 (HE, Feng); FP[E b 1 T R BT X HR 45 7R I
27777 195 #5 2, Shanghai 201206 (CN), &
(ZHOU, Qing); 1[E]_FIfF i 48T X 145 2777
F£19E54%52, Shanghai 201206 (CN),

ORI TEHKE MR RRESR
Fi 2\ &) (BEIJING TANGSONG IP FIRM); H [E b,
R EEX KM KL S E S ERE
1602, Beijing 100081 (CN),

@) ferER A E R, ERkE-MIHEMHINESR
£47): AE, AG, AL, AM, AO, AT, AU, AZ, BA, BB, BG,
BH, BN, BR, BW, BY, BZ, CA, CH, CL, CN, CO, CR, CU,
CV, CZ, DE, DJ, DK, DM, DO, DZ, EC, EE, EG, ES, FI,
GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL, IN, IQ,
IR, IS, IT, IM, JO, JP,KE, KG, KH, KN, KP, KR, KW, KZ,
LA, LC, LK, LR, LS, LU, LY, MA, MD, MG, MK, MN,
MU, MW, MX, MY, MZ, NA, NG, NI, NO, NZ, OM, PA,
PE, PG, PH, PL, PT, QA, RO, RS, RU, RW, SA, SC, SD,
SE, SG, SK, SL, ST, SV, SY, TH, TJ, TM, TN, TR, TT, TZ,

ATk (HE, Zhuzi); F[E BT EFX RS R UA, UG, US, UZ, VC, VN, WS, ZA, ZM, ZW,

(54) Title: LINKER-DRUG MOLECULE AND ANTIBODY DRUG CONJUGATE, PREPARATION METHOD THEREFOR AND
USE THEREOF

(54 KGR — R -2y 1 M A2 B . Hobl &7 e

(57) Abstract: A compound represented by formula (1), or a tautomer, mesomer, racemate,
enantiomer, and diastereomer thereof, or mixture form thereof, or a pharmaceutically accept-
able salt, prodrug or solvate thereof, wherein the structure of formula (1) is as shown be-
low: formula (1). According to the compound, a strong hydrophilic sulfonate inner salt and/or
phosphate inner salt side chain are introduced at the position of polypeptide (VC, VA, AAA,
(1) etc.)-PAB (self-immolative group) of a linker, greatly enhancing the druggability (comprising
hydrophilicity and stability) of an antibody drug conjugate corresponding to the compound,
reducing the in-vivo drug clearance effect, and improving the tumor treatment effect.
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