woO 2024/149345 A1 | AI] N0 0 KOO OO OO

(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

A

=

(19) World Intellectual Property
Organization
International Bureau
(43) International Publication Date
18 July 2024 (18.07.2024)

(10) International Publication Number

WO 2024/149345 A1l

WIPO I PCT

(51) International Patent Classification:

AG6IK 47/65 (2017.01) AG6IK 47/61 (2017.01)
AG6IK 47/60 (2017.01) CO7H 5/06 (2006.01)
AG6IK 47/54 (2017.01) AG61P 35/00 (2006.01)
A61K 47/56 (2017.01)

(21) International Application Number:
PCT/CN2024/071901

(22) International Filing Date:
11 January 2024 (11.01.2024)

English
English

(25) Filing Language:
(26) Publication Language:

(30) Priority Data:
PCT/CN2023/071778

11 January 2023 (11.01.2023) CN

)

(72)

(74)

81

Applicant: PROFOUNDBIO US CO. [US/US], 14241
NE Woodinville-Duvall Rd. #228, Woodinville, Washing-
ton 98072 (US).

Inventors: LIU, Haidong; Suite 101 & 102, Bldg 1, P3A 1
Xinze Street, SIP, Suzhou, Jiangsu 215123 (CN). WANG,
Guobao; Suite 101 & 102, Bldg 1, P3A 1 Xinze Street, SIP,
Suzhou, Jiangsu 215123 (CN). JIANG, Xiaolong; Suite
101 & 102, Bldg 1, P3A 1 Xinze Street, SIP, Suzhou,
Jiangsu 215123 (CN). SHANG, Xiao; 14241 NE Wood-
inville-Duvall Rd. #228, Woodinville, Washington 98072
(US).

Agent: METIS IP (CHENGDU) LLC; Room 401, 4th
Floor, Unit 1 of Building 1, No. 269 North Section of Hu-
pan Road, Tianfu New District, China Free Trade Zone
(Sichuan), Chengdu, Sichuan 610213 (CN).

Designated States (unless otherwise indicated, for every
kind of national protection available). AE, AG, AL, AM,

(54) Title: LINKERS, DRUG LINKERS AND CONJUGATES THEREOF AND METHODS OF USING THE SAME

OVCAR-3

&~ 2500- _

£ Single dose, n=6

E 2000-

g 1500_ —&- Vehicle control (PBS), i.v.(d0)

e —A— Benchmark mAb pelidotin (4), 2.5 mpk i.v.(d0)
g 1000_ —4— mAb2-Drug-linker 4 (8), 1.25 mpk i.v.(d0})
5 -l bi12-Drug-linker 4 (8), 1.25 mpk i.v.(d0)
£ 5007

e

0+ T T 1
0 10 20 30
Days after start of treatment
FIG. 1
B\RC B\Y
R RO ¢ S
\ = — A 7(’ 0—5
N 08 N l
AR N d SN .
(R (R%)y

®

(i)

(57) Abstract: 1t provides linker compounds, or stereoisomers or salts thereof, including (a) a linker unit having from 1 to 4 attachment
sites for a drug unit and having one of the following structures (i) or (ii): (b) at least one polar group containing a polymer unit, optionally
a sugar unit, optionally a carboxy! unit, and combinations thereof; and (c) optionally a stretcher group having an attachment site for a
targeting group, wherein a-is an attachment site to an enzyme- cleavable group; (3-is an attachment site to the at least one polar group,
6-is H, an attachment site to at least one of the drug unit, or an attachment site to a linking group attached to the at least one of the
drug unit. It also provides drug-linker compounds and conjugates formed from linker compounds, as well as related pharmaceutical

compositions and methods.
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