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INTERNATIONAL SEARCH REPORT International application No.
PCT/CN2022/120817

A. CLASSIFICATION OF SUBJECT MATTER

AB1K 31/495(2006.01)i; A61K 31/496(2006.01)i; A61K 31/472(2006.01)i; A61K 31/551(2006.01)i; A6lK
31/395(2006.01)i; AGLK 31/4375(2006.001); AG61K 31/445(2006.01)i; A61K 31/5375(2006.01)i; A61K
45/06(2006.01)i; A61P 35/00(2006.01)i; A61P 35/02(2006.01)i

According to International Patent Classification (IPC) or to both national classification and IPC
B. FIELDS SEARCHED

Minimumn documentation searched (classification system followed by classification symbols}

AO1K; AGIP

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched

Electronic data base consulted during the international search (name of data base and, where practicable, search terms nsed)

CNABS, VEN, CNTXT, USTXT, EPTXT, IPTXT, KRTXT, CNKI, 8£5%, DUXIU, ISL_Weh of Science, Science direct, STN: ¥
PIEMAEER RS ERA T, B8, AKRIC3, DNA, B, KRAS, ST, B, 5S8R, stucture search, alkylating,

cancer

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.

Y HIRAOKA, K. et al.,. "Inhibition of KRAS codon 12 mutants using a novel DNA-alkylating 1-13

pyrrole-imidazole polyamide conjugate,”

Nature Communications, 27 April 2015 (2015-04-27),
pp. 1-8

Y W0 2020228685 Al (ASCENTAWITS PHARMACEUTICAL, LTD.) 19 November 2020 1-13
(2020-11-19)
description, page 2, line 14 to page 3, line 20, and page 9, the second-to-last line to page
15, line 3, and claims 1-21

Y W0 2012190331 Al (ACHILLES MEDICAL LIMITED) 03 October 2019 (2019-10-03) 1-13
claims 1-17

Y WO 2021068952 Al (MEDSHINE DISCOVERY INC.) 15 April 2021 (2021-04-15) 1-13
see description, page 1, 4th-to-last paragraph, and page 2, line 1 to page 3, line 1, and
claims 1-26

Y CN 108136214 A (THRESHOLD PHARMACEUTICALS, TMNC.) 08 Tune 20138 (2018-06-08} 1-13

description, paragraphs 0008-0032 and 0217-0218, and claims 1-21

Further documents are listed in the continuation of Box C. See patent family annex.

¥  Special categories of cited documents: “T~ later document published after the international filing date or pricrity
“A” document defining the general state of the art which is not considered date and not in conflict with the application but cited to understand the
to be of particular relevance principle or theory underlying the invention
“g~ earlier application or patent but published on or after the international % decument of particular relevance; the claimed invention cannot be
filing date considered novel or cannot be considered to invelve an inventive step
“[» document which may throw deubts en priority claim{s) or which is when the document is taken alone
cited to establish the publication date of another citation or other  «y document of particular relevance; the claimed invention cennot be
special reason (as specified} ) e considered to invelve an inventive step when the doeument is
“0” document referring to an oral disclosure, use, exhibition or other combined with one or more other such documents, such eombination
means being obvious to a person skilled in the art
«“p  decwnent published prior to the international filing date but later than g . :
the priority date claimed & decument member of the same patent family
Date of the actual completion of the international search Date of mailing of the international search report
07 December 2022 19 December 2022
Name and mailing address of the [ISA/CN Authoerized officer
China National Intellectual Property Administration (ISA/
CN)
No. 6, Xitncheng Road, Jimengiao, Haidian District, Befjing
100088, China
Facsimile No. (86-10)62019451 Telephone No.

Form PCT/ISA/210 (second sheer) (Jannary 2015)
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INTERNATIONAL SEARCH REPORT International application No.
PCT/CN2022/120817

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
Y CN 106068266 A (CHIBA PREFECTURE} 02 November 2016 (2016-11-02) 1-13
Y WO 2017087428 Al (THRESHOLD PHARMACEUTICALS, INC.) 26 May 2017 1-13

(2017-05-26)

Form PCT/ISA/210 (second sheet) (January 2015)
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INTERNATIONAL SEARCH REPORT International application No.
PCT/CN2022/120817
Box No. I1 Observations where certain claims were found unsearchable (Continuation of item 2 of firsi sheet)

This international search report has not been established in respect of certain claims under Article 17(2){a) for the following reasons:

1. Claims Nos.: 1-7
because they relate to subject matter not required to be searched by this Authority, namely:

[11 Claims 1-7 set forth a treatment method, and said ¢laims relate to a treatment method in which a
human or animal body is a direct object. Therefore, claims 1-7 do not comply with PCT Rule 39.1(iv).
The search for claims 1-7 is based on a pharmaceutical use of a AKR1C3-activated NDA alkylating
agent precursor compound.

2. D Claims Nos.:
because they relate to parts of the intemational application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. [] ClaimsNos.:
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Form PCT/ISA/210 (continnation of first sheet) (January 2015)
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INTERNATIONAL SEARCH REPORT International application No.
Information on patent family members PCT/CN2022/120817
cnigt?ﬁtsgﬁnégin (I;:Bﬁfg;f;:::) Patent family member(s) (Eﬁﬁiféﬁﬁfjﬁf)
WO 2020228685 Al 19 November 2020 uUs 2022119426 Al 21 April 2022
IP 2022533346 A 22 July 2022
ZA 202107920 B 27 Jnly 2022
AU 2020275818 Al 25 November 2021
CA 3140070 Al 19 November 2020
EP 3071194 Al 23 March 2022
KR 20220012274 A 03 February 2022
CN 113853379 A 28 Decermber 2021
WO 2019190331 Al 03 October 2019 EP 3714743 Al 17 February 2021
Us 2021115002 Al 22 April 2021
CN 111518864 A 10 November 2020
WO 2021068952 Al 15 April 2021 CN 114555574 A 27 May 2022
CN 108136214 A 08 June 2018 P 2019178172 A 17 October 2019
us 2021017120 Al 21 January 2021
KR 20170127463 A 21 November 2017
S5G 10201913709 Q A 30 March 2020
WO 2016161342 A2 06 October 2016
HK 1250959 Al 18 January 2019
IP 2018511612 A 26 April 2018
us 2018086693 Al 29 March 2018
CA 2081494 Al 06 October 2016
EP 3277381 A2 07 February 2018
SG CN 11201707375 A 30 October 2017
u
IL 25476% DO 31 December 2017
™ 200706267 A 16 February 2017
Al 2016244000 Al 12 Qctober 2017
CN 112142692 A 29 December 2020
KR 20190075145 A 28 June 2019
BR 112017021167 A2 03 July 2018
CN 106068266 A 02 November 2016 EP 3078661 Al 12 October 2016
us 2019290773 Al 26 September 2019
JP  WO02015053413 Al 08 March 2017
WO 2015053413 Al 16 April 2015
Us 2016310605 Al 27 October 2016
Us 2020376133 Al 03 December 2020
WO 2017087428 Al 26 May 2017 P 2018517710 A 05 July 2018
CN 108290911 A 17 July 2018
™ 201726695 A 01 Aunpust 2017
ES 2781398 T3 (1 September 2020
CA 2990696 Al 26 May 2017
IL 256369 A 28 February 2018
KR 20170130615 A 28 November 2017
EP 3390415 Al 24 October 2018
Al 2016357728 Al 30 November 2017
BR 112017025778 A2 14 Angust 2018
HK 1250988 Al 18 January 2019

Form PCT/ISA/210 (patent family annex) (January 2015}
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PCT/CN2022/120817

A T

ASIK 31/495(2006.01)i; A61K 31/496(2006.01)1i; AG1K 31/472(2006.01)i; AGIK 21/561(2006.01)i; ABIK
31/395 (2006. 01} i; AS1K 31/4375(2006.01)i; A61K 31/445(2006.01}i; AB1K 31/5375(2006.01)i; A61K
45/06{2006.01)i; ABLP 35/00(2006.01)i; ABIP 35/02(2006.01)i

2 B R fr £ )2 28 (IPC) BR % R T4 PR I 2 0 RN TPCP 40 6

B. B
Hr 22 Ao TG PR SR R R A 4325 9)
ABIK; A61P

AL A 7oA FRATIR T IS 1 PR E TR DL B 3 SR

FEEl bR R (F b TEAE I GBI B N, FERNERE i) )

CNABS, VEN, CNTXT, USTXT, EPTAT, JPTKT, KRTXT, CNKI, 1%3%, ISI Web of Science, Science direct, STN: 3l
LR EAM B RAF], BUES, AKRICS, DNA, #idbfil, KRAS, JESF, M, SR, structure search,

alkylating, cancer
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Y HIRAOKA, K. %, . "Inhibition of KRAS codon 12 mutants using a novel DNA- 1-13
alkvlating pyrrole-imidazole polvamide conjugate, ”
NATURE COMMUNICATIONS, 20158E4H27H (2015 -04-27),

#1815

Y ¥O 2020228685 Al GEIURUAEEZR G RAF) 20204E11 H19H (2020 - 11 - 1-13
19)
B2 T 14973 A 201T, O AEF4T-FI5 T H31T, MAERK1-21

Y ¥0 2019190331 Al (ACHILLES MEDICAL LIMITED) 20194E10H3H (2019 - 10 - 03) 1-13
R R1-17

¥ W0 2021068952 Al (GER{EAEHAM AT FRATE) 2021540150 (2021 - 04 - 15) 1-13
SR HETEIHASEARE, F2UEIT-H30HE1T, HAIER1-26

Y CN 108136214 A (HIUHRENLFIHEFRAE) 201846 H8H (2018 - 06 - 08) 1-13
A E0008-0032, 0217-02188, AREf1-21

Y |CN 106068266 A (T-H-E) 2016511 A2H (2016 - 11 - 02) | 1-13

[F] s somgece e shm . TR

* B EPHIA KRR, T et CEL ey R
“pr SRR T T A A — Bk R ﬁ%ﬁﬂﬁﬁ%@%&ﬁiﬁ \ i
spr EERHEEHSRRT BATHEETEREN “xr ﬁ%@é%ﬁ%ﬁﬁ FIRELE, NEERRFNEHTE
“ v A SRR E R R, R R — S ; ! . .
u : ayr EEELREETH, SET4SS—EREEEEATELS
g%@?ﬁ%mmiﬁﬁﬁmﬁﬁﬁmﬁﬂ%miﬁ(MEW ¥ E%E%§§£$ﬁﬁﬁﬁAﬁﬁﬂﬁEmﬁ'Eﬁﬁﬁ%g
e WERTRAR. A, BRSBTS HAAFY

wpr AT ST BB H D R T AR MO B3 “ar FEEREH

okl ¢ S B e ik AT I [ i b 5 MR A H 2
2022812 H7H 2022412 H 18H

TSA/CNiTY & BRI e B b FERE R

e E B & SniRrBUR (ISA/CN) P
o E LR TR B TR Lk 65 100088

HEE (85-10)62019451 HiFEm  (86-10) 53961915

PCT/T1SA/210 3 (BE2T) (20155E1 1)

10

20

30

40

50



(167) JP 2024-535913 A 2024.10.2

EfFEE R E3Jia e
PCT/CN2022,/120817
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PCT/CN2022/120817

Bl RN HERBIA AT TREMTIRR GES 1 TTHm

EEAE174 () (), HHLIRAE R E R R S T -
1. WRER: 1-7
B0 A BAER AR TR R0 &, B,

(1] ARFIERI-TERES RS, SAUNER & A i oy BB R e T ik
o B, BAERI-TAFFSPCTARI0. 1 (iv) KREE .. 3 PRAIER-THERZETARICI
VE I BINDARR AL FRIBT B e SR I 25 R O
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AYESREFE RGN ERDES, UEPMETTTTELNESE, Hn
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RTFIRERINGER PCT/CN2022/120817
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¥0 2020228685 Al 2020€E11 H19H Us 2022119429 Al 2022424 §21H
P 2022533346 A 2022427 H22H
ZA 202107920 B 202257 H27H
AU 2020275818 Al 20214E11 H25H
CA 3140070 Al 20204E11 H19H
EP 3971194 Al 20225239230
KR 20220012274 A 20222 H3H
CN 113853379 A 20215E12 H28H
w0 2019190331 Al 2019410 H3H EP 3774743 Al 202152 H17H
Us 2021115002 Al 2021545220
CN 111918864 A 2020411 H10H
%0 2021068952 Al 20214E4 515 H N 114555574 A 2022%E5 270
CN 108136214 A 201846 H8H JP 2019178172 A 20194E10H17H
us 2021017120 Al 202151 421H
KR 20170127463 A 2017T4E11 A21H
S6 102019137099 A 2020%E3,930H
WO 2016161342 A2 2016210 36 H
HE 1250959 Al 201921 H18H
P 2018511612 A 2018224 526 H
Us 2018086693 Al 201823 H29H
CcA 2981494 Al 2016510 A6 H
EP 3277381 A2 20184E2 ATH
SG 112017073750 A 2017510730
IL 254769 DO 20174£12 H31H
" 201706267 A 2017525 16H
AU 2016244000 Al 2017410012 H
CN 112142692 A 20204E12 H29H
KR 20190075145 A 2019469281
BR 112017021167 A2 20185ETHAH
CN 106068266 A 2016%E11 A2H EP 3078661 Al 20164E10 812 H
Us 2019200773 Al 201929 426 H
JP W02015053413 Al 2017¢E3 H9H
WO 2015053413 Al 20155E4H16H
Us 2016310605 Al 20164£10527H
Us 2020376133 Al 2020£12 A3H
¥0 2017087428 Al 20174E5 526 H IP 2018517710 A 20184ETH5H
CN 108290911 A 201827 17H
¢ 201726695 A 20175E8H1H
ES 2781398 T3 20205£9 H1H
CA 2090696 Al 201755 H26H
IL 256569 A 2018529281
KR 20170130615 A 2017411 H28H
EP 3390415 Al 20185E10724H
AU 2016357728 Al 20174£11 H30H
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