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BB A ) F) 04 # R 1B

HAATIR
ALK BT EHIEALUR, LA RSB 5] 7] 6930 A&,

HRHEA

AT 7 B 5% ( prostate cancer, PCa) 2 F M ¥ & & W) B IF B 2 —,
EHRTEEAN, PCaty K AR EFUIBFI2ES 245, £LB FHE
PRI P R A RBELF 115, REARTIE,

RIBATIRB NSRRI RE, BT EELRRAMEE. 2T
TFTFHRAETIREEE, AEFH WAL, § T F R RE LY
2R KR F R RA FRE, KI5 RE A LT
B, L FHo LR EREEYS, BEEBE 5 SN EFRA
30%. T, HHBAIRBEEL, AHMWEFRFARAELAHAI R
BT F B, BPAgZ #4497 ( Androgen Deprivation therapy, ADT) .
W FEF A5 MR a0 A A G AR dm e A KRB T IR E, @i F
REFRGWHFHT AR KA EEAREF R AR T GGRE, Ay
BB E AT FiER, RAWRIT B @A K, BEA T ADT #9956 57
B QAR E B AR FE RS A (GnRH A ) « AR 8E B AUR
ZAEAA (GnRHA&ERA ) . R E I HF F. KA 0 EH £ 4
BT 36 97 & ADT 76 55 88, A % HHR M AT 7 B2 % ( castration sensitive
prostate cancer, CSPC) , 2R RXEXAGMiE-FFRE, 2 F5ILFFT
A& A R E AR AT R & (castration resistant prostate
cancer, CRPC) , Hmtzh, —E @& A CRPC, EBHFWFI1a4 G0
BALA 9-12 M A

CRPC &40 A R/ B KA ZA A 09 46 1 M £ ikt
AT %) B % ( metastatic castration resistant prostate cancer, mCRPC ) F= &
KA T A GEF ISR M X I AT 7] R & ( non metastatic
castration resistant prostate cancer, nmCRPC) . % nmCRPC & # 237
TR eiE 7 (EREZARIPE A F) 6977 AMe K £ R R
s it B Bt 5 45 H mCRPC M-, B b mCRPC T4 A 4E 2 PCa & 4 493
L. BAAT mCRPC X &7k @y (ZHEME), A

1



10

15

20

25

WO 2023/093878 PCT/CN2022/134614

subvs g7 (B BR T bk 4% K. (Abiraterone acetate). B 4-& M%) , £&EST
i%( Sipuleucel-T VB 445 69384176 77 (45 - 223 ). % B4R ( Doxetaxel )
& Tl id FDA #4976 57 mCRPC #1055 254, #e stk &
# B4 G4 (overall survival, OS) #9192 A, {2z ML 51 5 —Z 7
GBIVER, wZw, Rek, 2% B, T, 170-F10E/C17,20-2
B (CPY17 B&) BB F AT TR XAEIER, BN LELE
—APATIREG, EARA AR FT I £, TS A2 — A s £ &
RATHEI R, TP E] CYP17 B&. %25 &F 2011 F4% FDA #t£ A F CRPC
E&. B 2%k (Enzalutamide) &% =4 AR (##F 24K ) FH4A,
AR 5B R &t R EFRFZEMIOBAREE LR ER T,
AR $#FZFBIEK. 5 % —K AR 4 tbF & % ( Bicalutamide ) #8 b,
Bk &l AR #9354 ) £k, R A B BRI b4 Ao An B 2 8 i 5 09 K3
5677 mCRPC A €&, (22— NS 7 G, $HEHRL
T R N

W T 77 ey at 2 b e g b B, AT 5 RIE 4996 T A5 R I R
Eey AR, WEA ST T RAEFANE 2.

V- RS

AEWABEX (1) L&A EBEme R, ELARTLN, BX (1)
ot w5 M A G AR R E—F e, 3T & HaRGHE AT 5 AR
& Ao F BB AT 7 IR A B AR M A Bk U AT 5 R B R4
SBITAER .

HFENEXE G, KREAHRET FTEFE:

AEARERX (1) 9REYREHF ETETHE., ZKFMH
R R R B &0 5T A TR BT 5 AR R 69 25 4 F 64 A iR

H
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A, Ar AERB 13 A ReRRM KL, B4 ReE it &, &
. BAE. BE. CurARZATE;

Y 2 CRs;

P 24 CRy;

W % N;

R; A & Cry ik,

Ry #-(CHp)p-(5-11)AARFA, ¥, n=0-6, AT&EZIFI T 4RI
S BT BAA S(O)K S(0),, R C RFIELILAA A CO),
Fr ik e SR RAE A — 2 S MR T3t f) Cra ihfr Cog A 89 B
B,

FE—RERFEF, ArEiEik 1-3 N ReRAKGFL, /4 Re st
TR G AARE;

Y 2 CRs;

P 24 CRy;

W % N;

R; A &

Ryi% B -(CH,)u-(5-6)7T 8 26 SR A An-(CHo-(7-11) LA J TR, S,
n=0-6, PT&EFIRI T4 MIL S RTAELBAILA S(O)& S(0)y, A IR
CRFAEEMAILRD CO), TAEFRANFELER—E S MRIHLEH C;
I A A Cae FRIE AR 09 BRI IRAX,.

fit— e EaFTEY, PRI (5-6)LE LI A (5-6) T
IR, PP E(7-11D) AL IRE A (7T- 1) TraAe A 4303, E—AM
W F A R T, BT R 6(T-11) s Fa B8 2 SR 4 (7-11) A Fn FF 22 3R
. (T 1) A AR LI R (T- 1) T e IR A

G (e
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EZAE. TARFMIK. AL

RERZRBAMUENR AWML T, KEPHEN A Y
SR WMBETF BB RARENEX (1) eI REHF L
WL, TARFMIK, HAEUR—FR S A F LT EZ A ERAK
AR XK A, Fikdh, FEBYASHABHAELET BT b —
FREMHLCEEF., EPrrEX (1) W e9 7 X4 d] LATA,

$i%iﬁﬂmfﬂﬁﬁ&%ﬁ%,Wuﬁ%@%@ﬁ%%%%
GIIRFBEE AR ST ARETHAEAX (1) e RLHF LTHEL
3. SARFMIR, B R KL AR AR ML T &,
Hbstid X (1) 4bet e e L b LATE

$i%gﬁﬁiﬁtnﬁwA%i BFE ETESHE. SRR
MR, dh B SR K IR BT iR 64 2 M LB R B M 4 A T e R TR Av /06
IW@%E%m“aA¢ﬁkﬁ(nwé%%&X%Wiﬁu

AERERBEBX (1) WL F ETEZHE, KR
MK, SR RKEAHAGEYHASHRE WAL T LSS A TN
By An /RGP R P ey i, LdadE X (1) 1Lewmeg e
e AT TR

AR B R AR AT %f’ﬁl‘ﬁ%ﬂ/&““fﬁ% MR 098 X (1) 8910e-H 2%

AHF ETHETHE., SARAMK. HERKLAPTEN GBS
ﬂ%%ﬁAfm, ?ﬁLK(U%A%%&X%WX%

ﬁ#%?*ﬁmé FI ST 90 IR Sy 3545 M AT ) IR
F— TG R, PR A2 R A AR AT 2 AR .
F— R EY, PER I RE ST AT IR,
LS EF, PR P IRE D SIS,
E—R LT EF, FANINRERZREZTESLITN.
B—R LT EF, AW RERETATESL T RIK.
R REY, PTRA 5 IRE R AT AWM.
HE—REaFTEF, ARG IRELET R LG T AKY,
E—BEETEY, TERR I IRBRE LT F BT AW,
E—R R TREY, AR MR T E A AT H] ] e/ K
MR F AR R E T R

10



10

15

20

25

30

WO 2023/093878 PCT/CN2022/134614

E—B LT EF, LRI RBEREZ T R06 5T R KA.

ﬁ*i?%fm¢ %Lwﬁﬁﬁﬁﬁimf Jie . T bt & e
KA A ) TS B T R KRy

BE— KT EY, AR5 M AT A/ XA B AT 5] IR .

FE—kEaFET, PFETH /R IE4E4 AT I B 2 KRBT AR
BILITH

E—k LT EY, PTEAT I IRE A I A RS AT 7 AR

E—R LT EF, RS/ RSN I IREZREZTITE
78 F7

.
A S kL M ELE PRSI PN SRS

Bk R FTET, PTEA I IR A & AR5 IR .

Bk R EF, PTEA P IR A & BRI AT 5 AR .

e —2e b P, TR HAOR M R 5 M AR R KA BT 7
B e R RIELAT LT 0.

e —se b P, TR HAOR M R 5 M AR R KA BT 7
BRI R 3 AT RS T R KEY

e —se b P, TR BAOR M R 5 MR AR R AR BT 7

BRI R AT R KA,

B— T FTEF, Pk H 8RN AT 7 IR IR R & B I AT 5
IR 2 W il s 9T R K .

B— T FTEF, Pk HH8OR AT 7] IR IR R & B I 7T 7
AR R AT AR E RN EE T R IKE.

f—se b P, TR £ BT 5 M R R KA BT 7
IR IE 2 T M A AT B R Fo R A E AR B RIS T R LAY,

e —sk b P, TR £ B R B M R R KA BT 7
AR % ST 4% FT LU AF .06 7 R KA .

B EETEY, PR R RN AT I AR K& AR AT 7Y

ﬁﬁﬁ&x»ﬂ%%'ﬁﬁék ik A& g Fa /R pb s T K KA.
kT hFTET, ﬁ)T BT 7 AR S2 h GE A% A BRI ET 7 AR R .
s T LT, PR 5 IR A A & H R 7 IR
5.
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- T FEF, PRI ERES LB 5 R
RARFEZITAELITN.

B Ry EY, PRI M RS M A AR AT 5 R
RAEZAT RIS T R,
FE—R kT EY, PR 7 IRRE A S M F IR 7 I .
E—EE T EY, PRI R 2 A I & H AR AT 7
-
3

— ?’—mﬁ% T, BTk A 45 AS M RAEAS M I AT 5 IR R
4?- é?mﬁ%‘*’ FIT 12 AF 45 745 b4 A6 S b & H IR0 AT 7 R
- ;‘3 ;’Lﬁ@?f% “l-" , P AR 4645 M R A A M K AR T 2 AR R
%?ﬁﬂa?f%‘*’ T A AR 45 A5 A R AE A & B AR AU AT 7 AR R

fe— 2k ?m?f%‘*’ ﬁ)‘r:‘iﬁﬁZ’F%ff}'fiéﬁé%%%'Ti%%;}mi'fiﬂ’u‘@l Rk 7
R FRNEGTT BT R,

o

- @?mﬁm¢ %L#%ﬁii%ﬁi%%mﬁ@ﬁﬂ%ﬁ
REZ R F A RITE A %v/&ffs/%i%i/mﬁr’% | 796 I K.

F—E2 TR, AR RES M BRI 7 IR
%%%W%%%éﬁ%%%

BT FEF, PSR ME BRI 2 R
AFEZ B ER. FT’[’é@ﬂit K& e | R b B RIS IT R 4G .

E—RgEFEY, FFAEBHELNINRELZAERERD

3

%#ﬁ%%,%&%@m%%iﬁﬁiiﬁmféiﬁﬁw@%&,
B ARSI 5 B O A6 F KA R4S A i,

- ?%ﬁm¢ I i 45 4% 1 2 AT 2 IR R R 2 44Uk B K
SRS R, RATES ST TR A R I AT P IR .

E—RZiEFEY, REAPEREEX (1) 9o L5 L
THEZHE, TRFMIR. RAEBTIIREEENLHF T
7?71:a HARK4e T

JE— 2k 556 77”;11‘4’ Fridi@ X, (1) 89t REL2h 5 LT
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;. ZARFAMAR AR HF A 3mg~20mg, #l4e: 3mg. 4mg.
Smg. 6mg. 7mg. § mg. 9mg. 10 mg. 11 mg. 12 mg. 13 mg. 14 mg.
15mg. 16 mg. 17mg. 18 mg. 19 mg. 20 mg. A HhMAAEHEHD — K.
BRAMKI., REFEME —KR. B0 —K, HRAELHMKAEFD —K.

kg Ry, EdEX (1) e REHF ETHETH
#H ARG M, BT —FF R LA F LT 0 RIS
M F ETHELOEZTH DN,

TR ZTREY, HAHYHA TS T RS EF LT
HZWBIR, TR, A ARG HF 5 XERTE
BEAGETFOEERLAE. AT ORSEHN, PHAHYEEHTH
AR ALG BREI ), e b AL IREA L A AR F, T4 RD
TR A, 4o ROERF . B RBER . BEFF. FR 2 IRA
B, A NEEEA AN . KA. BEA . BEXF. ATHE
ShebTHEY, PR Mo R RGESF, SEEs R, AHAALE
B R GE AR RS, BURGEA R, TR A A H 2 AT 6 F AL
FiEAE T, BREEHSAE, TR AW AR, AT ARG 24 oG
JRAmANER M Al AT EMAhat, Prid W a9 =T & iie
. ATaMmehE, PrdhdhBed T 4 BT T 57 F.

ARPH A R RIBLTEAZRAKRZTNHY, RERE S
RBEA AR RNARFTRARRE, BoL B HAERL, HoEE
MAER. BARRT K, ARFHAARMZNERER, SRR T:
SZFEIR . BB R OAZE . RIKRERR (P R EAL), 1R SR E 5k
At . BREIRBRBRES. R BABLAHRTHLLZLEY), L
PRI AR I 49 38 R AT A A

ARBABT A “I6TF7 P VA QAEH SR BN I6 5T An b Bh 06 77 .

“HENBYIG 7" RIGIT TP IE &4, A RIT O FARE T K
FF R ImABT 6 B 06 R AT A Y RS, R RE IR
KA, FEBNIET FETRAMNST . Aois. ¥erm. RRRAKT.
HERBN G B M ARBIZ ARG TT, A AERGHKES, AT
RpEEB AL CHLF EEMEF R, %R0 R G IT AT R IAF B
RYGIA, HARBNIE T LT AW B G DI K, Ad R R A T AR
REGITB I X 2R RA KRG BEAL ARGy, I, s
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TFARFZHME) R A T4, LT ARRFRE %7 69,

“URBNG T RIGEHTMEF ARG T R KA KR GIEE)
Z STk, O RIKANEMERG B mI, B TRRMNELL
RH G R BIFEO TN, B TFTREWMBSE T KEAME.
B RN B AR MG REE L, ARMLERBEARILTHNES, 4
Bh T ik AR B A HEIR BT BI G T .

AEAPAG “RME” . DT RIKA R AT RKE” £
§06 97 AR ¥ R KIE IT Bk Tk Rt R (ARIE Y B 40 4% 45 RECIST
1.1 97 2P AT R A sk & 3R (PD) RARIE AT 71 % 5% 09 B 9% M3 47
PCWG3 4% Rt & (PD)) . K672 B hFaltEmA Tz,

AERAPTEY) “FIMERRTH” ZREHY I ARNGTRRE
TREYk 20877 .

AEAPRG “Ffbsr” QREEHEFNTET (FREHAR
BFEATIRT XA, TRIER. B-EAk. b e hmEHh
BHRE) AL 2RSS T R ARG,

ALY “bLF” O ERRTLZEAR. 2HEEEAR
AR,

AEBAPT ARG “FILLAFRE T QTR TR L. Bk
R K RANEER 5,

RAEBAPTRG “H kg7 BT IRV BRE (ZR)
FEHMNMER ST MINREG TR, CAUSERNBREINTER
(ADT) Fe#f B A 45ikiss7. 37, ADT bR Qe FREHEHF (£
HWRE) FethdhE B8 7 (LEERRTEZREHK. TRIAK,
WA, IR L) . BTA A biE T AR E A RITEF (e
M l4F RFF) , BRETKRITEF (kB &, Mgk, Kk
LR, WFERESF)

T B A G H(PFS): A 2 5 #7 55 F AN — KA R A5 25 4 84
B 18] 2 i L 7k o 3 R 3k B AR AT R ) ST 49 B 1]

B A HI(OS): MIFHE AR 2h 404 7 89 B 1) 3| B AR AT R B ST 89
B, ST A RARTHES, FEARE —RKLLAE LM
0 H#HTFE.

BIE B E(ORR): &0 & H15A X% h4ut, R4EAEAH CR XK
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PR % & 3 P & a4 pbp),

% fEF 4 BB (DOR): B KR PR &# CR 2H K PD KA L ey at
g .

¥ ymdE 4] & (DCR): HmAEr L %4 CR. PR & SD #9 & # FF & #h 1k
1,

55 B X AT EARIE RECISTL.1 4550 h T AL MR (CR). H 0% M
(PR). #4%.(SD). #t/&(PD).

TA%EMR(CR): FIA ¥ s kil R (A3 REMNRE L 43 H 120K
YV E <10mm) , FFAEHIH KL, LHREER.

HH%MMPR): ERLEALZIILEZKER Y EY 30%, k¥
JakE T K RAEE, AT R,

BRI RE(PD): ¥R AR st mE ) 20%, RIEFKLE
T, RFTRIEEI ( =F K % —REF PD.

i JAAEE (SD): ¥edm L3 A /iy v A~F PR F= PD X 8], H 3F¥ejm it
ERHE KR, LA,

AEBRAFTEG “BTAME RIBLELHINELTE VB RE
B R AR AT AL G R AL T LT E R TARF MK,
mANE., ST ARENEFERRE S BFAR T/, $HE
MOIEETRT ST NFTRIE. RENSTEFRE. B5 K&
HRR AR 12, Plde, TR RIEE, T MBI L 25 HA
S E, KT G HANEE AR MRS G ei &, &
EE, AEATHZRENRAANERR S EHMEL, BT aREE
RERERFNF., ST TEMFERANAR, BIRGLH T EEREME Z
B P 0t RSB A M 69 45 2h 69 A BT 8 & b ) 7 SR A R 1) 9

B T Fa/ K6 TF BT 5] IRz 4G 3 F RO RAR T K ATEIL Y
WIEZ Y, BEAR, DR RRG Y, ZHHEHH. E3)
NMREM Y, . B, . FF. ik, ZHLIMAA.
3t R IAKRTAREH .

X
AR P8
AR BT AR g

=

FURER. A EREE, ik EAMA.
RPAFEBREFPHE—L R FTH—ARZA
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AR R AE K EAR. B E e w LA X,

AL AP ey <FIR”RF-CN A H.

AE AP 6 <RI "2 38 -NH, A H .

AEPAPEClL R F SR 1-4 MR T 8RR 5 £ — AR
FIT A AR LA, Fh. A ER/E. FREL. ET
A FTHEAFTE RTEAF, FRCLBEAERSH 134 ART
o B bk

ARE BRI E B “Cae RITI, RIGEH 3-6 NRERF £ ILT I,
BRIATIERARFE S AT A A%, XEAA RO, 2125
. ERFAIBHGHEILT, QIEPRBET ROLERFFINE M.
LEpl e RBRT: FRAaKE. RTHRE. TR A. Kkt
RIR[2.2.2]1 Tk BIR[3.2.1]T 4.

AL AP G<5-11 AR ZI/ER 5-11 NIRRT oEF 4
M IRRAR, HF 2 —AFERTF#HALH O, S NH—/IRE A
RRFIHENR, L 13AMAERT, AREERET. AT RAERTE
A 8 IR R T T AR,

BTk a9 “ZR 3", RAGRIRLELRA, MM LKA RARE K LFHAL
FZ R, QAL B te e a) e R (B R 45 5 IR R L B BT iR 69 ¢5-11
AEFAERFRNFRAGFILT, QLIEPFBTHE RO LR AL
#.

PRk o B 2o SR ST oA 5-7 43R, 5-6 LRFAE. 5-6 LA A
AL 56 LAREHREL. 5-6 TleFRHAF, KEKWAAY 5-6
AERRE YL QI RIRTwarkrhil. WauEL, WEEY
FoowRedm A e A 1 2-MEed b L 13- e b L 1 2-nE e ke K
1 3-Eed iz . WS- 2H-wbvh A . WA 2H-"Reh ik, kR, kAL
ihok . 1,4-Z R TIA . 1 4-BALIR TR 4,5- A 7 BEed
45-— A e 3k 2 5- A Mok K 2 3. S ek K 3 4- Z S -2H-E
F 23-ZA-1H-mbeE AL 2 5- ZA-1H-sReR AL 45- Z AG-1H-2Rr 3k
45-—F-1H-wbmd 3 | 45- S -3H-wbwb . 45-ZFEedk k. 25-— &
e 3k . 2H-whwa k. 4H-wwhik . 2H-Ewhik . 4H-Evhik . 2,3.4.5-@
Aobre . 12-F R 1 4-F WA A R 6H-1,3-E% 3L 5,

P 69 R e SR L 4E 30 40 3R 2k . BB L . A, TR ad
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8. ;e R T eAe ey, ERZFAMN. KEHAEY 7-11 T
MR, EXREARAYELT, CHMEBHRGIT. 8. F4
#.

FIr & 6 FF 20 SRR FT A 4 7-11 /LR 3R, MRk 7-11 The i F 3Rk,
) @ HE AL RIR T 3,6-= R WIR[3.2.0/8 )% 3,8-= R ZL IR [4.2.0]
Fri. 37-ZREMIK[A2.0]F KA. NAEF[3.4-c]H b . NE
nheg IF [3,4-b] s . N A E I [3,4-D][1,4]) Mk A . AN A -1H-b e
[3,4-c]me. 23-Z A K Hrkwh-2-4. 23-—AFKFrmt-3-A. &
mlk-1-A . ZR&mIR-2-A . AR 3- KL 23 ZAKIE-2 A
ANE-TH- 3. NAR k.

P iR 69 SR 40 SR AT VA h 7-11 ALSRZ Rk, ik 7-11 e fe R 42 3R

O
w. tasaiemrns. wOw wOCo O WY

NH
(0 Chom o0 7 ol XA
HN A NH A Y A ) H A) = A A Y
X

BT a9 22 SR ST VA A 7-11 A4, ik 7-11 Thefeir 22 3R

H

N
g,ﬁim@%@X@%:CB\C&REﬁ\Wilﬂiy‘Gﬁ\
DG, D QO (O

ARE AP E G 2h 5 BT 3% 6 B 48 5T 24 ) 4G BR Fe al i e ik,
Ao Al Abdy . AT AR S O E ol TR S B8R, Bk,
SRR, RLBR. LARLBR. TR, FRARKR. TAMRKR. MR, K¥YRK.
AR, BER. L RR., MR, EREB (% TR,
HOOC-(CH,)n-COOH(3t # n=0~4)) % . X487 2 A L Q4514 4ok
TR 4. A7, 5. BF. KRB ARAA R IR S L EWT
2 ) A R, 2k
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AREPAPTE G PR SAETUE, HEATEOFEZTEGREA R, &
O XN 8 P A B X R Y b TR . B ke 5-11 LR
#5.6. 7. 8.9, 10, 11 7T, “5-6 L &I 5. 6 74, “7-11 L QL 7.
8. 9. 10. 11 TH%.

AL X TERARAEMEG—E SN RBREGEET AR
BARE A P A AL BT AR BRI B, ik 1-6 4>, I 1-54,
FARZ 134, TARHE 1-2 4,

AR E B B i 64 < ah AL ST A 38 S RAR SRR T 4 & e B 6w ALy ik
WX (1) 8914 &,

AEAPTEAX (1) e eg“TRFAMIR 2R HE X (1) 1L
W TR R T I, AT AT R MK, e F AR
BRIREMIT, &5 LMK A MK, LM GFEERIGFE, 27
A ELEFMIR, FAEX (1) LoWmegstae MR, EaFs F MK,
WML MR MR LR FHIR, JUTRFMIR. £6 F KRR
LRAY, HOEERLATLEP.

AREBAPTE A X (1) o489 % & T AL WO2018108079A1 £
1K 367 N34

AR 8 BOR

AXPEX (1) REHREHF ETHEZNE. ZARFAIK,
s 3T AT A AR B s AR d— i, 3T A ARG AT I AR R
Aok BB R LA RENETER, Bit—F i, s THH
MR IR I MR B B As T AR R . B RAT A6 R B A
B

AHEALAAE ., BRAFE. REEEMEFEREG, AT KR
RAH—FFmitA. AR, PT#AE M FEHT EIULRERL A —H o
FHRTE, MAREHGERTE., RTALXATHE®RFT R, K40
BB ARA R A EA B 7 F AR T PTRAT G P A Stk 5256
FE, BT ALARF TTHE.

e R KA ¥ BTARR 89 46 B Fn Fe R B BA VAT 4 3L
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45 5 | L 4 3L

DMSO — W AR

MC VARG g E

Qd 0 —R

mCRPC A% M IR IHE AT 2 IR IR

FI) 1 AK B A M Y fa 0 E PR

MaXA: RKEBRAFeLed 29, HLEMIUTT A7, #&5ET
A W02018108079A1 EAK =367 X 3 4.

BT 5 AR 4w A EE: DU145. PC-3. VCaP. LNCaP clone FGC.

MK 2% . 1¢ 5] PE Envision % 3 8888 474X ,

K F ik
Stk tm 0 AT T 384 ztﬁadﬂw&ﬁ%iﬁ-%a&)ﬁ e NS ) SR E 648
At (10 AR &40, 445 DMSO % 348 ) 18 % 5 4K E 4 10000 nM,

£ DMSO 42234 0.33%, &AL /m;@ 10uM 9 Z I Z1EH
Zomar (100%¥74)) . MiestBILAF 4 F DMSO #93RE (0%
4l . 37°C, 5% CO2, 95%:2 % & 72h B 4FM . H3LA N 30uL Cell
titer-Glo X7, £RMEF 30min /&, 1 H BEAFPUIR IR EIE .

KBt F AT

I %) & (%) =100%-(4Jc/z.\%4§%-%% FA 242 5 )/(FA AT BBAZ 5 - &
% fa4F 13 5 )x100%.

MR R 4e & 2 F7a, B:0-1000 nM; C:1000-10000 nM; D:>10000
nM.

K2 ORRPRAE M 29 1L AT T Ak IR 0 I 3E A B A 1 E

4m Jit, -4 1Cs50/nM
DU145 B
PC-3 B
VCaP B
LNCaP clone FGC C
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Bk 2 R RTIL, AL A 29 5T 5 IR R R
R ARG TS b, SLAT RAR 916 R L6 5T AT S IR 6 )

EEH) 2 KA A YA AR F AU AT 5] M PDX T 5
A A% AR 98 AR A 694K A 2 2F AR

MRA: RNERF bW 29, EEMILITXATF, & FET
£ WO02018108079A1 B4R 364 X34, MLy L RARTHE.

N B RREFAZEFMA ANRAT IR M B AR
LD1-0034-361929 k ik F— 4% F M &4, sTFb4F RAT25, 16 KRS8
F R T MR, A AR AL M, RIS AT P R KL
I ;

4 Nu/Nu #% ) R, 6-8 /.

R 7 ik

1, #FRAMEEHHE

BRBATNRAERY, LHWMAESHH, NEBER, RIEBZ
RAR R R 4RR T 440,

2, SHHFE

BB Ao TR HATE Y,

4 A A F(mg/kg) | WM RE | A HER | BHME | LHAH
AT R | 0 5 OIREH | Qd*7 K/ |39 R
FTELAF A | 200 5 oREF | Qd*7 X/ |39 K
1A 29|15 5 oAREE | Qd*7 R/ |39 K

Er O AEBERTRR: 0.5%MC; A4 29 AT 0.5%MC; BT AF R4 T
10%DMSO +90% #8454

3,  FRILKRIEAR

FHERBEMN SRR T H L, BRNERRKRELRG
AR, KRR H BB, IR K097 20 TGI% 3 FH, 4B AT
P 98 37 4 & TG (%) : TGI=1-T/C (%) . T/C % HAAXT I 53848 %
PPAE R —BF )&, 6T A fesf BALARAT AP ARG B . T #= C
SR h 6 7 4R Fead BB AR 5 B —4E R A1) B ag A xR B AR (RTV)
HEAXA: T/C % = Trrv / Crrv ¥ 100% ( Trry: 697 28-F 3 RTV;
Crrv: B¥Ex BT 3 RTV; RTV=V/V,, Vo A2 Z 369 G R
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B, Vi AL EZDMIERER,
2% RAmk 3 T
A 3 RE R E a4 29 A AHT 5 IR LD1-0034-361929 K T F4F
F AR B AR AN A B A K A9 7R

PCT/CN2022/134614

a5 pag | ol
(mm”) (%)
A 2t 5 1404.87+483.33 --
T bl 4 5 1549.43 £ 53315 -8.97
a4 29 5 622.23+247.3 58.07

Wk 3 FIERTIL, LA 29 3 haE A0 2 69 AR & H kIt
M7 5] B PDX R F A A # A AT 42 A LD1-0034-361929 B 2 & ¢
FHRAVER . B AL BAE M 29 76 57 5T T e 4% RmT 25 49 mCRPC A /5
ELASRAF G R LR A

FIP) 3 KK BAAE MG IT A Mk B ARG AT 5 AROR & A 4G 16

AR F

TR A 29, REMUTI T, #EFETA
WO02018108079A1 £L4K 5236 7 X3 4.
NUAFRE: BUBRRILFZRMOFIER, LAFREB T TEEY
A M IR FME AT 7 IRTE B
ot 29 HBAZF F (4 8 mg. 10 mg & 12 mg)
TR, A8 1k, 4, 28 X/ .
IR A 11 U 57 B HAE A BT (10 6 & H R4 5
FEFH 12mg, 1 B EHLARLHBANFH 10mg) , 7THEHLEIHRHE
f# (PR) , 2#H EHREREHEE (SD) .
AR A, LA 29 Vs R b TS £ ARG BT 5 B
ELA AEw AT 6 9T AR
VA BT A AR A GG B AR AP €, R R VAR B KR BR
JUEARE R G Ar fa R W Z R, PTACEIETIS B, FRI Bk, Bt %,
B O ERELRRFGTTEZA.

%thr &
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n oFl £ K

1. B (1) 9oL h 3 LTS, SARFHIR, A
o) &6 7 Fo/ R TG AT 5 BESE 64 25 4 o ¢4 B iR
H

(1)
A, Ar HEEHE 1-3 A ReBRMRAFRL, B4 R ik g a. &
A BE BF. CuBEAFRZATE;

Y # CRj3;

P % CRy;

W 4 N;

R; A A3k Cry ki ik,

Ry A -(CHy)y-(5-11) T2 IR, Hd, n=0-6, PTEF IR F 683K
S BFAE®BWEAAH S(0)K S(0),, IR C RFAERBEAN CO),
Pk e SR HEAT AR — 2 S MR Wit ) Cy WA A Coe SR IRAX
A,

2. dep AR 1 PTER A&,

b, Ar EEHE 13 A ReIRRE KL, HA ReE bk f e
Il

Y # CR;;

P 24 CRy;

W % N;

R; H &

Ryi% B -(CHy)n-(5-6) 708 42 2R 2 Ao -(CH)-(7-11) AR F 313K, H P,
n=0-6, PF& IR F MK S R-FIEEM AL A S(O)K S(0),, IR
C B FAELRAAAA CO), Irif IR AAFRM —E S NI T Hit § C;
St A A Cae FRIT IR 64 B IR BUAX, .
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HOBPEET 5] IR IE R B AR BT 5 AR

10. 4o A 2R 1~6 1F—R AT LG A&, L P B a7 2) I 4 k4%
A% 0 2 AR AT 5] BB R AR AR AT 5 BB

11. doA A 2R 1~6 E—RATE A&, L PRI IREZEZ
AREE T KRG RAE AT RS T ARSI .

H

.
w/
HN>_ZIN/ cl
X
IRs
N N
12, 4t 4 O REBEFTHESG L. 2R

Wy A, R &G IT A/ KT A M AR AT 5 AR R 69 B
a4

5

25



