RGASER 2015 4 05 F 06 H
B H - 20154F 12 H 23 H
2016 £ 02 H 09 H
2017 4E 02 H 24 H
2018 4 01 H 24 H
2018 11 H 21 H
20194 03 H 06 H
2019409 H 05 H
2020 4 06 H 30 H
20204E 08 H 18 H
20204E 12 H 03 H
2021 4£ 09 H 18 H
2024 410 H 08 H
2024412 H 12 H
20254 04 A 24 H

FRIRRT EuAs 2 Fr i B 45

TEHF AU IR R TR | T

[ZmaFR]
R AZRR: EERRKT LR F
TR FEH® Zytiga®
B ZHFR: Abiraterone Acetate Tablets

PUEPEE: Cusuan Abitelong Pian

[ Hitn ]
FER: BRI R
ABEZFR: 17-(3-H 3 ) - §55-5,16-—J5-3B— 7. R Tig
AR

F3: CaH3NO,



SF&: 391.55
Wkl KILNE. SCHOR AR, RYER(K29/K32). + T hE A ARERAN . St
R, AL REAERREE
QLRI
A ANABBEEAG
[5E i ]
A SR BMBIR G G, BT
R L FRBUERT I IYE (mCRPC)
HL W = faF R v 4 o i Ve T U M AT FU B (mHSPC) |, Gk 82 it
N iR TT B 52 A A3 AR T KA 3N H

(A ]

250mg
[FAEHAE]
HEEFR

AR HERE RSN 1000 mg (4x250mg Fr) HIREEH — K.

A5k EFASIR B FA B Smg D IREEH 2 WEBCH, 097 8Bt iyt ar 5 iR
J& (mCRPC) .

A SR BFASIR B FA R Smg DREEH 1 WEBCH, 1897 iz Wit s e R m o
W TT BUBYERTZI I (mHSPC)

A2 A IR T 1K) B8 IR LR N e S AR VE AR OB O 2R (GnRHa) B 2
ATEEXU 2 ALVIBR AR . A b s Z0EE H S B, BRI . A g R 20 2 /)
A, HAERMAAMEZED 1 A AAEER. O (4310521 ) o AREni
PEKEE A M. 18 270 B4 e vt i A

JH 24 39 ) 5 2 M

FESHRE A G IBTT Z 0T, NIl IS 2 lg; ARSI 3 D HEMW
JAREIN — Kk, de)a B A A — k. XFIE L I SRR RO B N 2 A ) M — I
(B T A7 AL T M O J 3 B B 1) B, NAERRSZ AT IET 3 S & A il —
K, BeJEREA Wk

21



Xt TS AS IR T T BR8] H AR IURE ) B, SR R A R B A K
FAMET 4.0 mM.

IR EE R 3 Bl 3 HULEREEME, RIS RBIIEE . K AR AR
thRRECER B, WNAFIEYRYY, JFEMTE MR . RS IR 2 1
PN EELARCT, Tl BT IR A IR T

ISR EE MU RS s IRERR BRIk e ka e, B DL RILGHI& Tk H BB A6 I6 7

Ao e EN AT IR L T KFIR AR R
et
SELR L T DR E I B E AR ER T

XF TR BT DR (Child-Pugh B 200 WIEF, A0 HETER &R LR
250mg, EER—IR. —TERLL T AT IhREMH (Child-Pugh B 400 &3 FIT 254030
TIEEWH RN, AERIRIIRZE 25 1000 mg A dhJm, BT EUAs Je 4 B B Ee BN 4 45 (L
(25871541 ) o

TP AT IIRE R E B, TFRRITHI. B HAERE. MR 2 NAR2E. Pk
Z RN AN N ERERM (ALT) . RXEREEE (AST) AHL R/K Pt
ATWEN .t SRR b RE T Th RE SR 3 B 1 ALT /el AST FhE>5x<1EH M EFR (ULND
BUSIRLLR T E>3XULN, Zifs 2 HZ) A A O L2431 %1 )

PEEFDIRESE (Child-Pugh C 20 BEAFEHARM . F7—I0XKAE 8 H 4™
AT DhRERIE (Child-Pugh C 2%) 32k A1 8 Bl AT ThEE IE & MR R AZ i b 1
Bl LA R 25 AR 3 71 . 5P DhRR IR 2 a3 A L, B2k ™ B I Dh Re 400 5 52 10
HIBT LR e A B B EE R (AUC) 9N 7 fi5, e S 259350 o (1) 2 5 /34 2 fi% .

i3

XPA dR T R R A R B CALT M/ AST>5XULN B & JH 21
F>3xULN) , NI AR sy 7 R R E (0 RS D o B DhaeK-F
RE R F L KT8 AST Ml ALT<2.5xULN H.SJHZL £<1.5xULN J5, A& EKHFEE
750 mg BEH 1 IRFFRIGIT . MKERITEE, 2404 2 FEN 1 RILEHE A EL
FORT, 3AHJERH R 1K.

WK 750 mg T H 1 RG24 B AN, AT E T DD Re e 2 Yk 5 B 3L 4 K7
8 AST Al ALT<2.5xULN Jf H B HZ #<1.5xULN J&, BFEFEZE 500 mg & H 1 % FH
WARIT

I 500 mg K F1 1 AL FUCRAERF 2RV, U2

s

37T



I IHE A Pk oA 3 ALT MBE IR KFEIN FHE R R, SEFE B ALT>
3XULN FEBE B AELT 2 >2xULN I, K ALE A .

B DR EE LT KRR
PR DR E B, ORI RERE (L (AR3h%]1) - BEEEERE
(IR0 0 e SR I C IR IR & 50, R DU SR R 1 TR A

EIHAEHR CYP3A4 FHFFIN FIFIR AR

AR FIRYT IR R S & R SR CYP3A4 5 S/ (WK Z RN, RGVEF. FlIAEF
FAEARYT AAEWT T . KB o R IEHE R CYP3AL FF5, T|AESGH
FH 245 A TR 38 A i 45 2R 24 H 2 Ik (i, A 1000 mg & H 1 K36 4 1000 mg %
H 2% o EFIEEIEHE CYPIAL 535G, PR A Sy 5 22 i 45 24 77 & A 22
(L O EAER]T D .

ZEN
W (ZFEHA] .
JLERF/DF
W AR B NLAS b AE LB AT D 4 P 1 22 e PR T 2K

[(FRRR]
2 A PERF IR

AT FH AL 3 BUR 252080 152 208, A i T g2 g1k iy L (R TIURE A4
VR o IR R LA RS M A AHRLE e A PR PR SR G o FoAth 22
AN RS BN FE O BB « AT REREE . I A e % . @%, HRERMERAR
S B2 Ak PR e R LA BT R AR o IR N R o 2K [ 1 e % B IR IX B 25 AN R S
(¥R A AP B

I PR A
H Tl R i 26 2 5, AN TR 250 ) e PRt oL 2 21 A RS B R 2B SR
BT, TG S R R S B AR B AN RS N R A R

TEPTREAL BAIN IR, ZF0IERite (5 COU-AA-301 A 5T COU-AA-
302) 1, #iZE T mCRPC &3, HAard B SRRHAA N 1000mg, &H 1K, B
HIRIEKS Smg, BH 2 . XRRARHZEA, BAEREN Smg, BH 2 k. =0
BEAL. ZBEF L. 2 90lm R (FFFC 212082PCR 3011) A4 T & mHSPC &
o IR HEE G RIRAAN 1000mg, BCEIRER (5 mg, &H 10O HI7. R4

s
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H ) R B B ANATT . BEAh, fE mCRPC SBE PP T 2 TFENL. 2R 5% IR 56
(7% ABI-PRO-3001 F1#F 7% ABI-PRO-3002) . 5 HiFENLA ERLE b 2230 1] B & 11 &
Hz AR T IERFI. 1~4 BA RN LS 1~4 05250 =R 25 F i oh 80 14K
o EPTE IR T, WA H ERZ GnRHa SR #5200 52 IR A

R B BdE T, BTLRs fein T B R AIa r RR SR O 114N (0.1, 43) , %
REANGTT BF P ALIG ST RRERRT A Dy 7.2 N H (0.1, 43) o RS ik & 1 H AL
(>10%) K HAERTHR I ia T W (22%) MAMARKRNNEZ . KT &
Mg et KB RERIAE . W EVE . MXeE, ERPIRGEIRGL. RN SLR .

i RS0 11 75 R W (>20%) B ELAERT R Je ey B W (22%) HISER =48
B R BRVE B ER RS s s I SR AR L bk O Bl RE | v R R ITLAE
ey TURERE AR AR IILSE

BT bar b 53%H) 83 DL 2 G A 46% 1) B il L 3-4 A R4,
BTLLRF AL 14% 0 B DU BRIA T 13% M B E R G F 4. SEARMMKR BRI
ZiRHE WA RFA (21%) 72 IR EE AT I .

Brtear e dirh 7.5 % W M2 /A4S 6.6 % KM E M 7 5T P ARSE
PEASRINAET: . FERT R R T, e WAL T R R R SRt e (3.3%) .« HAth>5 4]
BHEME PET R A A 5 L OB IR . SETS CEHABE R A — R S ik
B

I COU-AA-301: BREAFE:32T 2 Mt iyT B E R Au T 7 IR

iff 7t COU-AA-301 #1551 1195 BlBEAE 2521 2 DA B84k T e 78 1 25 AR It Ry
GlgiE B . AR, WAHNEBNEOL T, & AST F/EL ALT>2.5<ULN, &
BEARBENA . HIT R EE, & AST Al/E ALT>5XULN tBAFF S NH &, £ 18
NHFFE COU-AA-301 HA iR yT 2HAS R Bk AR 2R 22 BRI 38 In>2% AN R W B
TR IE A R FE . RMBA IR eI AR T 2 8 M H .



R 1: BIIL 301 HEEERET Hude 2 R A R R RTIA F>2 % A R R LB T4 31 59

A R4
A5+ KB ZRIA + RER
2 (N =791) (N =394)
AR B 2] ! 3—4 % FITE 25 3—4 %
AR " % " %
WA B, K G5 S 4L SRR
AT PR /AN E 2 30 42 23 4.1
WIAANE * 26.2 3.0 23 23
LG HRR
K 4 27 1.9 18 0.8
& S5 B R
T A 19 0.3 17 0.3
i 1L 8.5 1.3 6.9 0.3
B RGRR
&5 18 0.6 14 1.3
HUEAR 6.1 0 3.3 0
BRI R R Y IRTR
WA IR 2 4 I e 12 2.1 7.1 0.5
b I T 5.4 0 2.5 0
R RS B R FBETAR
HZ 11 0 7.6 0
B R K VA PR R G BTA
JRA 7.2 0.3 5.1 0.3
B RAE 6.2 0 4.1 0
KRB FBEAFRIFRE
RN 5.9 1.4 23 0
DR ERIR
WS 7.2 1.1 4.6 1.0
I e m R S AN 3 3.8 0.5 2.8 0
O S5 8 2.3 1.9 1.0 0.3

A R F 10 36 E E SO e AU A R F A8 AR TGRS (NCICTCAE) 3.0 it 2.

BFEARE: K28 KA. T KA O (B A .

AFEARIE: WUAEZE, SRR WUB. DI E B E R S LA SR EL.

BFEARVE: ABh . SNEAI . AT K A4 B K

L FE BRI BRI B AT AN TR B AT

BFEARE: DA OFEE. BB, E EEOEh . kO sh i = S

G Oahid . sEatk ) A . 1L PR ASZAE ALK .

TOAEARE: L. . AR ALOSOR . e B O LRE 28 B LA a7 4
B (58 1.3%M 1.1%)

S QFEARE: OHFEE. MO IFEE . AOEINREEA . UMK R OE. 0L

I R I 20 550 %

N w N w N —_

% 2 B8 THFFE COU-AA-301 F1JeyF ) SLI6 =S K 725 5 o

EHY



F 2: BFE COU-AA-301 KR SER SHERE

K + RERNN =1791) R+ RBFAN = 394)
LRERERYE BT A 259% 3—4 %%  FTESAN%  3—4 %%
e H v = ER i E 63 0.4 53 0
AST F+75 31 2.1 36 1.5
AR I RE 28 53 20 1.0
AR I RE 24 7.2 16 5.8
ALT i 11 1.4 10 0.8
SYiEEAR i 6.6 0.1 4.6 0

BFFL COU-AA-302: REANST IR ERRTIERT 5] IR

W COU-AA-302 55 T 1088 Il BEAE: AR LA ST 1 EE S 22 S 3K i 21 e KB
WEFHERR T A R 3, AST R/ ALT>2.5xULN [ & AT & NHEKIF.
3 BIRHFFT COU-AA-302 A Shia T 4H>5% 8 38 BB H R A2 ZR 5 22 B 57 4 386 n>2%
A RN . A G IR JERA I R ALIG T I A2 13.8 M H .

#
N
=



R 3: BFF COU-AA-302 HESERPT LU AR EFR>5% BB ZBFEAT>2% KA R K

N
A5+ KB ZRIA + RER
(N =542) (N = 540)

LGRS FrEAN 3—4% BTSN 3—4%

AR v % % %
4G HRR

S 39 2.2 34 1.7

K 2 25 0.4 21 1.1

R 8.7 0.6 5.9 0.2
WA B R &5 S 4L SRR T

FAT PR/ ANE 3 30 2.0 25 2.0

& VA PR 6.6 0.4 4.1 0.7
B RGRR

Rl 23 0.4 19 0.6

&5 22 0.9 18 0.9

HUEAR 11 0.0 5.0 0.2
I8 Fe ik B 880

T 22 0.2 18 0.0

T I 22 3.9 13 3.0
23 e N

N2 Wk 17 0.0 14 0.2

IR uspia 12 2.4 9.6 0.9
M RAEIR

ERIES 14 0.2 11 0.0
KRB FBEAFRIFRE

A5 13 0.0 9.1 0.0

AR 5.9 0.0 3.3 0.0
BRGe F AR B RBIR

b IR T R 13 0.0 8.0 0.0

B % 11 0.0 8.1 0.0
% B b PR RARA

IR 10.3 1.3 5.6 0.6
FERRAN B2 T AR R

a2 8.1 0.0 3.7 0.0

U KRR EHF420E NCI CTCAE 3.0 fit7r %%
2 AIFEARAE: ANEAKM . AT K R4 B A K
POAFEARE: AR RN AT ASCTERE .

% 4 BIR THFR COU-AA-302 T RAEZR 15%LL ., HAEIETT 24H R A L 22 R 57
HEE (>5%) HISLI6 =m0 R .

#
=



£ 4: B COU-AA-302 HEERRRT Ui R H K AR >15% H L Z B HE>5% KL =

RERH
A+ RBHR (N =542) RRF+ RBI (N =540)
FITE 2 3—4 4% T ) 3—4 %
FRERERE o o, o %
Jiilb TS
R ES 40 B ek i 38 8.7 32 7.4
AR E
o HLREE ! 57 6.5 51 5.2
ALT FH& 42 6.1 29 0.7
AST Fti& 37 3.1 29 1.1
TR A L E 33 0.4 25 0.2
R A I RE 17 2.8 10 1.7
VT 2 A

WS 212082PCR 3011: JEJTHf& mHSPC B

WFJt 212082PCR 3011 #1155 1 1199 B BLAE R %32 4 R 35 R AL B2 W i e
mHSPC H#% . HERFEA AT R, AST fl/E ALT>2.5 f% ULN fEE B ATE N
WM. FTA B 706 01719 %2 GnRHa BUREA: 36325 XU 2 AL IR oR o A e
WAL IR T I T A 24 A H o

R 5 BIRTARRBA LR EHSH>5% B35 I H IR A 3R 2 BRI A IR e A 4
(1) % A I AN>2% AN B SN

#
©
=



% 5. B 212082PCR 3011 FEEERRT LUAF R4 R A2 % >5% H H 2RI HE>2%

A R AL
KBRERBM (N=597) ZRIF (N=602)

RGUBENR BT 20 2 3-4 %% A 20 3-4 2

ENEY S % % % %
I 59k A SRR

e I 37 20 13 10

R 15 0.0 13 0.2
Rt KB FRRIEH

AR I 20 10 3.7 1.3
ERRE

ALT &3 16 5.5 13 1.3

AST Jti 3 15 4.4 11 1.5
B R ARG RIIR

W VR R G0 I 7.0 1.0 3.7 0.8

ERGAUSEIRYS 6.7 0.2 4.7 0.2
BRMERGITA

Sl 7.5 0.3 5.0 0.2
MR RGE. J8RHRRIR

H% ik 4 6.5 0.0 3.2 0

VT 35 % GnRHa B2 S L VIFRA

2 NEHM1ME CTCAE 4.0 U4 .
SORE N RFHFEA R RN .

CORFEIEI . . IPIRE IR AL
e R 6 YR ERM AR, RIS IRE MEUE AT A E: U Az S = A
WAIRKE X T2n T2 8RB AN, B pahk S A RF M, RIR 5P,

£ 6 on T AT 212082PCR 3011 A & AR LE 15% LA E H A RBEE IR Jeniayr 4k
RAERLZBFHE R (>5%) B2 S8 5 HE 5.

F 6: WL 212082PCR 3011 P AR ITEH>15% BERELTLRERNERE

EEEBEREM R
(N=597) (N=602)
o s, 1-4 %% 3-4 4 1-4 2% 3-4 %%
S ERE R o o % o
ME
R EE 4 s b 20 4 14 1.8
s PRAEAL
A LS 30 9.6 6.7 1.3
ALT & 46 6.4 45 1.3
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MHRLE TS 16 0.2 6.2 0.2
v RIS ERE TR, WIS HRENEERT e U RENNZER SR T
BIRKE X TEE T 2808 AT R 20, Bawid A RF4E, BRIk 5 P41,

HEARRNHR

O LA BN

3 WIWFAE (WF9E COU-AA-301 A1 ABI-PRO-3001. #/f57 COU-AA-302 Al ABI-PRO-
3002 PARHEFE 212082PCR 3011 SHERR 1 o vk das il i) vas i s A0 1 PR S 2 1 o I 517
B, EHAFEMA 6 NH N RERCLUBEFEEE K e AR E RO 4R
NYHA 5 X ) I 8% TV 20 138 (A58 COU-AA-301 1 ABI-PRO-3001) %, II-1V 2%
O S33EE (WFFT 212082PCR 3011, 5 COU-AA-302 F1 ABI-PRO-3002) 5O I 5 Il
TrE<50%. FTE NHEE CEIEFELYGIT M2 BRNa T 838 RN ADT A
J7, FERNH GnRHa, HS5HERF . OLUUEIE. e & AL IR .

TE R IABEAL 22 B 7R REIG PRAFE A s o, AR SR T 40 J1 32 R AR 3R T
AR (2.6%vs.0.9%) « ARFIRITHF 1.3%HEE B 3-4 Hoi )5, FES
Bl B FATIRVRTT, ABIERFEIET . R 0.2% 1) B B 3-4 G0 )13 . 2R
HHE 2 IR I3 AET S, A R TT &L F Ak,

fE ERICSEE T, OB EEARZEET 12%. AWmiiTHA 1Hl50
BER A RIAETA 3 B AE A, R I 5 BRI oA . ARSRyrHA 7
o] RO B T B A S BRI BE T F A (0.3%) , EAAA 2 B (01%) . wEFIHE
3 45 A5 DAL B LR I B Co LB PE R BRB0 TS, A iy T A 3 .

LR NSV DESESED] gt
o EhWERIE SRR MR . ARV I B AL A AN R
o B LIREFIThEEAS

o JHEHE
o EWIMIRINA N R RE
EWE&R

LEASHLHE BT S A, BT ARG SR NI HAA R RV . i
MR A% N>1/1000 H< 1/100, 2 ,>1/10000 H.< 1/1000, 3F¥H 2 H<1/10000.

RGF/E DR WAL, f K EDIR
FW: A R
RABEDR: SN E B LG4 H B0

11


javascript:%20OpenTerm%20('SOC:10038738')

ANHER: BRSO, WU

RAFEDR: HHARGHIN

FH: BRIV R, SUE R

RGH/EDR: LIME RGN

EFFER: QT MIIEK, RimiHi A S M LahlE T AR AR LE B0 &1t
O MEBIR I EED

RGE/REDR: RERGHH —— BN

EWFEN: RSB P I B85 WA 5 B A R WA X G e B P e, T
J&. H. HERTIKEURFEVE RS (ERE) ) .

W& ATSERIA KR M
2y ARG BTV R E, RS TBE R R N ARH B R IR Al DARE SR I 24 4
AR/ BT . R ERST L N3l A RSN AR & R GEl AR T ] SE R A )

AVARS

— XA IE TR B R LR R R B E EE R
—  WRURECH IEGR AT R I L AR .
- PHEFDIREFH EHE (Child-Pugh C 4D ZEH .
[FEEFEN]
B2 R BRI B SR AR . A3 B O LB A B &M
T4 CYPL7 BMIE 2 S BEE R iR/ E, BRI aT R4 51 & 1

oo AR IMURE AR YBGHE B 22 /DR H M — B R 15 I R I AN AR Y
W o AEAAR IR RIRTYA T 300 8] 47 i v L s I 21 IR AR L AE

MR DY TS IR JE i 5 mg B H W5 I IR IR ELRF 2 1000 mg 4 H — I 22 77
X ORGSRV BB, RIUAMIRITHA 4% M EFE M ERIHAE 2% 1 EERE 3-4
PARMIMLAE . RILSIRIT AT 2% M EE KA 3-4 Jomiil s, SR HSa 1% 8%
R 3-4 PARMRE

7£ 212082PCR 3011 Wi, fHFHIRJERA 5 mg & H — RIECH BEBR BT LLAS 2 1000 mg
FH—IR, RIASIGITHA 10% 1 EE DU BGHHA 1% 1) 85 H I 3-4 ZARER I
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A, A 20% B EFMZEFHE 10% K EERERNRAE 34 Hmifs. #i0rHYH
1% BB KR 3-4 BARTURE -

XTI Th e AR IRE AN AR B TT RE S SO AR S N A B, A DA
AR VR ZE o0 LB P B A R B BB, A i B D) M.
a5 8RR, 78 Mk F A G 30 18] A A AR IUAE B Atk Co L A5 0 1 8 2 2 21 QT
[ J S0E A AN 2R S 1 R = Mo Bl i 3

I RAF 9T R HERR T 22 =548 (LVEF) <50%8% NYHA 0 Ihfg 1 2288 IV 20
FHEE (7 COU-AA-301) % NYHA O IhEE I & IV O3 B (BFFE COU-AA-
302 FIBFF 212082PCR3011) , A S7EIXEE B i B ) 22t A E e (O DkIR
50 IDI

B BRI e A

FITBENL 20T BRI PRIV B B, B B o D REAS A IR R A R AE
AR YT 2H 2230 i A2 BRI 1763 B 358 0.3% 1 0.1%. Ok H A M
A iR JE AR YR TT I R 3 745 A H () S B A0/ s pk R R G s N IR S B, LR AR
FEIRVIREA A WIS bR R DhREAS A P RER AAAE, U T R e ia . %
IR e FA 7 B B B RLBOCIR S 1 B . AR TT S 800 £ B B R B A SRR AS
RN A e ' H R R BT e A 2 WREIR AR TE . AR I PR 77 Z AT & M R 1,
DIfiZ'E F IR R DhRe A 4. HELSBUE DL 2 /T AR AN 2 5 PTG 0 R o 2K ]

<1 =
T E

i3

FLIEE AL AR S B R, 3/4 9% ALT 8 AST FHi5 (270 5XULN) TEA 5,
BITI 2230 LG HREZN 6%, BHEKAELIRITIFGERT 3 NH . ML)
REIE W (1), JEZE ALT 80 AST FHE B A nl se R IUH D se4e s T imr e ASaniadT
41 2230 B FH L) 1.1%K 835 R ALT A1 AST FH s BT Sh e 7 o mifs kiR )y . fEix et
I RIS, AR AR5 A S B A A OC B I B S B AR T S

TIHEEAR BT WRIT TG IE R 3N NE 2 A 1k DU ER A 1 s
TEEEEY (ALT A1 AST) FIJHZ 2K T 3E 28 B T Dh e 3535 11 # 52 250mg FMI
FEWRITHIEE, TIFEEITR B8 L ANAWNER 1k, BEE 2 MHNWR® 2 A 1
W LRZJEMEEA 1R ALT. AST FIFHZ 2K an S s B 1 I R
FEIRBARTE, 200K B W My A LT R . AST A ALT /K°F. 41 AST. ALT BRAHZL R
FRE TR, AU IATR ., —H AST 8¢ ALT Jt#& % SXULN L L, SR =Tt
% 3xULN LA_F,  Z50E7 I o A it 9585 ) 00 2 g
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IFE T D Re A AR VK 2 22 A 3 JE 47K~ 8l AST Ml ALT<2.5xULN H & HAL &
<1.5xULN J&, A BELMEHIEAKFHXAEHA SR L CAVEHEY D o iR Gy i
(AR Bsf 8] B L™ B TR (AST B ALT>20xULN) , NAF A SGIT 3 EAE
BUAEH . EEFEA SN BRI RIRIE, &0 RBEEER (L [A
RRRF] D .

i B RE
22 52 I A7) I B 9% 70 2% (R B A PR 6 1 R A W RS IR B AR /IR SRR TR IR ST I
W R MEE S B (L LA AR D o B PROP A8 L M 0 I

EYTHIARERR

AR . SRR 2 /NI B IRE IR LN AR . IR,
THERIP IR ARA S, BTHATRE Coo I AUCo CRREERE) 4BIMINE 17 50
10 e XET 2 Vs Er A FRFE A S B0 SEEE LS8 0 2 ATV (L
CVTs BN ETPED DI
5548 223 ~§UHHIB A

FETCAEIR B B BEREIR ) 2 BN A% (A A V25 S5 3R U i 271 e 58 2 v gt
AT — BIE AU AR, 385 I e B B AR JE kA ik e FA JE ISR 223 — &tk
YIBR 51677 JE E T 3 AT E 3 A B R0 . R IR IR Z 4, AP et/
WIem 4R 223 & UWWBA M .

HEE
WAL T AT P e (R BARGUE TSI ) BE ATREH BB S R MR, Adh S
R Jo It 2 BB 5 A5 P 8 S R

5

B 15 P e e e
BRAE {5 FH I RE M v o O I 21 B e R, LR o m] AR AR

=111k
sk R B 52 2 0 oy MW DXy, R b oz e 000 i P 8 B TS

B RELR N

B AR TT I B O B IUR F . A B BRSO LA P Bl 238
KEBIFRGIEIR ST — I H AL, ERAM R IR . XE I SRS AU /R
SOV A R 2SR T I B, DAE A f o

H1470



BRELITIBST
S ity 55 240 A BB 18 P 1) 22 s ME AT T R0 AR B 5

ORISR 52 14

KB ANE . A FUREA 32 | mm<h%>%ﬁmﬂzfﬁﬁ@%#%ﬁw
AT PR A IE 5 5 LB A% ) ) SR B AN IR AS i e AR EHN, B 4 R AERS
#Eid 1.18mmol (8% 27mg) . FRENFEARIEE N T LAFEIE.

HeEBENK
R R LB ARGINE AT Z e B3 1 3 (B8 IEAE R AR BT R ) WTREA A
IR T e R 4 DA o

HETILEASERLL.

QT EI3A
E— T2 O IR G ARG 33 A2 mCRPC B3 7R AT 1 /N B )5 2
NI IR A B 1000mg & H 1R, [FINF & IRk IR Je s Smeg & H 2 . BELEIZE 2 A
552 K QT AL L B E A (W1>20ms) o 2R, BT IR PRIRE 10 = PR,
Ae TE AR A S T RE /MR AE K QTe A (41<10ms) -

X 25 B HRAEN 25 B8 71 HIREM
2 25 T R L 2 65 7 T B MR R I T 228 i

(e R E ]

LR/

AwhAE T . BT A PR RIPLR A E S 08 I 25 2R, IR oA iR ]
REMIIE A IR A, DUNA Sl e S 8UR) LIRS, JFal el ik ik,

W 0 R T 2 A I AS i B N AR Kl - AESh ARSI R, SRR AR AR B R Y
B IR BE R LU JE, MR R G B AN NAHER IR M RRE R (AUC) 1120.03 {4,
X RATF R B A N

H FL,
A AE T V. WAE R R R T 2 W B R, DAL R E AR e 7L
T A S BEFLIR TR B LIRS

1500



pli 2z

AT 1 AN ZE B LUy Je BRI AP TR 0T . iR E 520 Rk A TEAT
N, R AR AR . WOREE S B W R R AT D, U SR e 2 2 [
I T A P 2 A — b g 205 3K

MR s A e I 2R S AR LA, W R B Ay B i ik, s
FEAS Sl 7 IR AR IR G5 24 ) 3 o AR A R0 ) 38 2 5

EX=P
WRIEAs, AR IE T BIENAE TR .
[LEAZ]
W AR 2 A T T J LB A RO AN 22 4=
[ZERZH]

FEA b i AR IR 52 A StV T B R b, T0%H) 83 65 B 65 S LA E, T 27%
fIEE N 75 BE 75 UL b, BB EER B R 2 e R A R
A ZE S o B oA PR PRI 75 I S 2 A B AR AR A R A K LB 2
{ERANREHRRR 2 B SO B v

(©TE/ER (D
BB HLRE I B R

At 5 B[R] A2 2 1 0BT LR e AR i AR S A e B D IR A ) RO 2 4
M. AMAFEEYVIFAR (1 DHZEHE]Y 5 (4% T Fitt —Ryo .

5 o 25 ) AH A

H A ZTRYRT B LE 15T 2 28 1978 150

ARSI SR, At CYP3A4 WY, £ —Tife B2l 254030 T A HAE
HIGARIE R, SZ2RE B2 aak CYP3AS SRR 442, BK 600 mg, FF4E: 6
K, BEJEHESZ 1000 mg A bt FFTRZ 2, Bl LLRs eI AUCEIME T B 55%.

677 I N G F AR AL CYP3A4 357 (A, ZRZgeii. K5I FlAET
AARATIT « AIAEmE T SRE % EAWE 0 ESD , BRAERA B NeTT 7

%o
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£ 75 — Wi fe R 32X 1 25408 1 S A AR RIS PR e b, S e (o 2k
CYP3A4 AT 1545 FH A B ELARr 8 (K 254X 77277 A BAT i PR T SRR

BT HE 4 T X0 oA 25 1) 4875 28 1Y B T 72
R LU 4 0 RS AT AR 245 W04 QiR CYP2D6 A1 CYP2C8 1R 17

FERFRAE OImiRJERS) BFIELZG%T CYP2D6 JEY) AL £ Vb 25 520 i) — TR 56 4
FHEDIFNE S &RGERE (AUC) N T2 2.9 5. A5 0S4 HEBE 1)
AUC 3N T 25 33%.

K52 CYP2D6 JEALBARE I Z5Y) (R IGIT TR EE = 25D BG4 FH i
TIETE, N YEEEREIT IR E M A E. & CYP2D6 RUHIZiYtE LTt
WK BRI R . MO SCRIEE . RUIRRERE . FIEEEE . S 2MAE . ke, AT
fral BB 525 (5 =25 & 208 CYP2D6 ¥ UGS R .

FRAE—THAE fg B2 T JE Y CYP2C8 24 Wpial A HAE FH HR56, kA& 51 R 5 A
mi 1000 mg S EICGE 4G, W& SIERTT AUC G0N 46%, MHbAs &R s 1A )
M-II A1 M-IV ) AUC & FFAIK 10%. S5AS shIcE NI, S I 28 2 2 A o R AR VR T 4R
AN CYP2CS [R5 B ME N . 28 CYP2CS A1) 24 it 0 475 M % 1) Bl AR B 4 371
& (L LESFm] O .

PRAMIFFCZE I, A il 1 32 AR U A A TR BT L 4R s 0 R0 B AL B R BT U AR e e s 100 o
FEIE S #1225 OATP1B1, [HULATRERIINZ OATPIBI VBRI ZWIRIIREE . 3 T#%
12 85 A 250 AE BAE 6 0 e PR 50 B

5 CHIZER OT [HJFIH) 25005 21 /1]
HFEBIRITAIER QT [, LA M S CrInal K QT a1 25 uln] LLif% 2
R MR M OBl T 20 E A IR ST, U0 TA 38 (flanZEfe T . ARED

o I 2R (Bl . Rk ZAERRE. O RIRS) DULHRF 25bn . SRIDHER .
ROV PURIIIR 2% .

GHE I

W PN i P  ECE S2 AR A 5 IF AT RER AT S RS R DU (PSAD Ik ANHER
HAMKE T .

(2t &)
A% il BB R 23 PR«
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AR R 2. ERERA BN, N AR, IR G SR
VEFG I, AR OHEE R H L 3 3 1 I LA BT Zh RE (R PEAY

[iim PRI ]

A RO AN 2 e O = TRENL . R IR EBRIE AR (W7 COU-
AA-301. COU-AA-302 #1212082PCR 3011) H{FEESL, XTI FTA S5 582
GnRHa B} BEAE 3252 3 000 52 U UIBoR o 3% = IR B0HE s 1 B AE A Y o i B e v 7 Fn A
B L IR B T A S AR . TR N T T DL S SRR S AR T BT A IR e PR
(PSA) /KP-Fhimy, DRI ot B 4 R OC B I PR 6 A o v £ 2 FH M P I

W9 COU-AA-301

BRAE 52 & PuAth AT R B M STk AT 21 B B

TR, R, 2ot GRS T, 78RR 352 2 P Ath 284097 (1)
FLIAHEPUIE AT H1 e B R VA A T O e k. 4% 2:1 LRBIREAL R 1195 41
B LRA A 1000 mg 5 H 1 IKECEIRERS 5 mg B H 2 Ik (N=797) B k22 57 4F
H 1 RBEEIRER 5mgBEH 27k (N=398) . #FENL B BIE— 4L B B s2h )T
B GE SN PSA BB ARME G N 25% -1 7 28 58 XM 5 2k e A iR
Bl AR  FFEEBURRTT A AT S R BOR . ASRESHERR T RE
2 52 3ok i BRI 97 1 0 i A R B T A g S R

AR R N DG R B R R S A I . R TP ALER N 69 B
(39~95 %) , PRSI AN: EMENE 93.3%, BAL 3.6%, V& 1.7%, Hihk
1.6%. 89%NALEH I ZRH I PMELA (ECOG) AIPIRASTES 0 8 1, IR ER
PEOr>4 (TERHT 24 /RS BE) MEE & 45%. 90% 5 F HBE e, 30%EEH HIT
WIEHE R . 70% E8#H BA MG F MR IERE, 30%E535{0H PSAHEE. 70%E 45 EE
R PRSI TR, 30%EZFR T SRI69T -

FERAE 552 BIBET G577 AT e MR i, 45 R B R A 4 AR (1) A AE
B (0S) BBAMAFSITERESE GB 7 AE 1 o fEWER] 775 FIFETE (&
A HTTHRIBET RN 97%) , BB M. BEISR ST as R —3% GRD

KT BXABREZEGSREMBIRBM IR 8 (EAEER GnRHa 1677 BB
SATBEARET) HEERFY (BRET S

& - B AR Em
A PR S A (N=797) (N=398)
T H 333 (42%) 219 (55%)

HALSALEIAH) 14.8 (14.1,15.4) 10.9 (10.2, 12.0)

18T



(95%E A5 X [a])

PfH*® <0.0001
KU EE © (95% BL17 [X [A]) 0.646 (0.543, 0.768)

SEHT AR HE

T A 501(63%) 274(69%)
AL AEAIH) (95%EEX D 15.8(14.8, 17.0) 11.2(10.4, 13.1)
KU EE © (95% BL17 [X [A]) 0.740(0.638, 0.859)

© PEHAETXEBAE, FFAE ECOGIRETED (08170 KRy,
O XU B R T 0 2 R BB KUK AR . XU E<1 2o A i BE AR

LEFFUGVRIT G5 A N B AT A VR I TR] A, A a7 B3 B AR A7 R 8 v T 22 FE 57 2
(B D .

B 1: RSB SREHREBIREMEREE (IEfEE3Z GnRHa 1577 BUREME
EAVIBRAREREIEYT) B Kaplan Meier 7 2R (BRIBIT 4TS

“*
7
b
(%)
o T
0
0 3 5] 9 12 15 18 21
BT A,
A 797 736 657 520 282 68 2 0
ZRF 398 355 306 210 105 30 3 0
v ERH AR

B9 COU-AA-302

RENTTRIFEBE L BRI e B &
AHE IR N 520 B R 2 AT, 2l E SR B B AUE R, H e
WITIGIRFRAE . ARHE AR A &R (BPI-SF) , I 3% 24 /N A 5 7™ B P4 5 5 (1 T

19T



A 0-1 55, WIRCRTERER, #°8 2-3 70, MIWCABEBRUEIR . W7 R 1 B ER
HE BT R A6 T R BA IR R 1 32

£ 1088 71l i F4 1:1 LLBIBENL B 52 I IRAS i 1000mg 55 H 17X (n=546) B
Mz BRI H 1R (n=542) , BAZEIHMHKRER SmgfH 2 k. 4EEHIEE
Zalli R (ST . BUTECTFARIAIT . Bl R 2R25W036 77 80 ECOG IREEATE 3 &
DA D Bt e Anri sz fIse e OB Mt e, B IE IhET .

L2 AR A IR Je R BOK Je A iR TT 52 iR RALERS N 71 2, B w B RIA
R IBIABIR JRFA G TT W32 AR N 70 & o = AFh 2K, ARERIT A 32l
F AR 520 B (95.4%) « BA 156 (2.8%) « WA 4 61 (0.7%) FHAt 6 %1
(1.1%) - PIRITA T, 76%H)528FH ECOG ARSI N 0, 24% K2R FE 1F N
1o 50% M2 E(CEABH, 3% EAEEBARAFASMKELS LR, 19%EH
AR BN LR . B 1 BT R SN BRI AR R R A A ] (PFS)
Brubz 4b, R UL R AR VPN 2 B AT R B 2R 20 S R R PR B TR) . AR 2
MFEPEALTT FFEE IS [A] . 22 ECOG R REARS W3 Ak [A] (HEEZEAHLE>1 70D =
PSA #ERERTE] CGHRIE AT TAEL4 2[PCWG21FRHEHIE) »

oG ST R AE AR A R E S A 2 2, W E i A PRl K PCWG2
€, AR EE PR R O el B SEARIR T RGN B (RECIST 1.1) o rPFS [
3T SR 46 v 0 SIZ G =5 R Y I S S i R VAL .

RHETHRIP) tPFS 07, J8F 401 452380 # B IUA A e 3t B Bk AR FE T
f, AEIEITA 150 B (28%) , ZREFNEITAH 251 B (46%) - PIIRITAIE ) rPFS
FEERBEER (WELSHME2) .

£ 8: HFF COU-AA-302: BZABERZEFBEEIRCFAEIK AN GnRHa BLEEA:
ZHUBRARBITHR BE N TR G 3 BT

K+ REMR TR+ IRER

(N=546) (N=542)
TR 1t R A - (r PFS)
e 150(28%) 251(46%)
HA7 rPFS(H) Kk 8.3
(95% CI) (11.66; NE) (8.12; 8.54)
P fH* <0.0001
XU EE*%(95% CT) 0.425(0.347; 0.522)

NE=RFA

*PAEK E XS 2k ECOG R REIRESTEY (0 8L 1D H730 Z 5 Hk e
R EE<1, TS SR AR

H2071



B 2. EZAMBZEFBREGREMNEIRBIAEN GnRHa BEEEZE AVIBRARIGIT I
B LR i B A Kaplan Meier B£8R

100

80

60

Y
<
N’
20
0
0 3 6 9 12 15 18
TR, A
. 546 489 340 164 46 12 0
SR 542 400 204 90 30 3 0
- wEE AR

TEXT OSHHATZE R AT (TA) A4k SR 2 a1 N SR iUt o bt
(PI935 PEAG 1) tPFS S5 22 45 3 L% 9 A 3.

607 B 52 KRR P HE R EE T A A A B 0l 271 B (50%) A
336 # (62%) o HEFIAEMIL, RFHITHRGFZERIIET NS T 47%
(HR=0.530; 95%CI: [0.451; 0.623], p<0.0001) . AZ<fhZHAF022 &2 A7 rPES 43
A 165 N HM 83 MH o

£ 9: B COU-AA-302: B4 B Z AN BS R B ERIRJEFA LN GnRHa BEEA:
Z2RUIBARBITH BRE LR B ERBEFY (BE2k 0S HF o -

HE)
A+ REMR TR+ RER

(N=546) (N=542)
TG St R A (r PFS)
e 271(50%) 336(62%)
A7 tPFS(H) 16.5 8.3
(95% CI) (13.80; 16.79) (8.05; 9.43)
P fH* <0.0001
AU L **(95% CT) 0.530(0.451; 0.623)

*PAEK B XS 2k ECOG R REIRESTEZY (0 5L 1D H730 Z X Hk e
RS EE<1, TS SRR

210



A 3: BEZARRZEFEESRBHREIRBIARN GnRHa SRR 2 A TIBRARIET 1
B KB ot R AT Kaplan Meier iZR (38 K OS b -7

HEHE)
100
80
H
7
E 60
X
N’
40
20 s
0
0 3 6 9 12 15 18 21 24 27 30
SEToRtE, A
N 546 485 389 311 240 195 155 85 38 9 0
R 542 406 244 177 133 100 80 37 14 1 0
~ R N

FEMER R 333 GIFET- A, AT TibRIE) OS AR 04 o T BT M2 21 1) PR 3R
i, MNAAEITEE, XN REFIEZRERER MGG . 5RBEFIHEML,
A RE R B R, R PR 25% (HR=0.752; 95% CI: [0.606;
0.934], p=0.0097) , {H OS SR AR, JHH 7B 45 R ARIA BIT0E 15 1Bk Se 1 B A
Gt ERXAE (FE 100 o MULIR IA 5 4S8R B2 S A

EMERE] 741 BIFET-HAMF G, AT 7RI OS &t ChAZBEVI N A A 49 4
) o AREIGTEMZEFNETT A0 ME 65% (546 A 354 1) A1 71% (542 {5+
H 3874 ZEIT . AdmiayT AT ARG FEK 19.4% (HR=0.806; 95% CI: [0.697;
0.931], p=0.0033) , OS K BAGRIIEE N, 4L OS K 44 1MH (KREdN 34.7
ANH, ZEFMAN 303N LR 10ME 4 o REREFIAE 44%00% R )5 804%
ZTAREIEYT, ARG AR B3 PG RIR 25 A 5

H22T



+ 10: B COU-AA-302: EZARBHZBABRAREBMEIRBMAEM GnRHa BEE
FEE2AYIBRARGIT I EE AT

K+ KRB TR+ RER
(N=546) (N=542)

A=A B A
BT (%) 147(27%) 186(34%)
s AEAF IR KEHIE 272
(95% CI) (NE; NE) (25.95; NE)
P {E* 0.0097
KU EE*%(95% CI) 0.752(0.606; 0.934)
R HRAE ST
BT (%) 354(65%) 387(71%)
A AEAEIA(H) 34.7 30.3
(95% CI) (32.7; 36.8) (28.7; 33.3)
P {E* 0.0033
KU EE*%(95% CI) 0.806(0.697; 0.931)
NE=APFAl

*PAE K B XLk ECOG RBEIRZSTE (088 1) 532 K Bk A 26
s U <1, TUAS i 5 B 3

B 4: BZARAGBZEFBEREMBIREMAEN GnRHa BB £ UIBRARIGTT I
B A Kaplan Meier 28 (8441

00

80—

B0

(%) ERHF

20—

0= T T T T T T T T T T T T T T T T T T T
o 3 L} ] 1z 156 18 21 24 27 30 33 38 39 42 45 48 51 54 57 60

JETRE, A
N S40638 525 504 SB3 453 422 3094 359 330 200 273 I35 218 202 182 118 58 15
2RH 542534 500 483 <60 438 401 383 32T 202 201 227 201 176 148 132 B84 42 10 1 a
——REH AR

BRI rPFS B RIGESN, SRBFNAIARLL, A T AP IR
BRI I RS 2

2371



BT PCWG2 FrfEffiac % PSA BEREISA]: A5G IT A2 B2 %213 & PSA
R R AL RS A8 111 AN AR 5.6 A (HR=0.488; 95% CI: [0.4205 0.568],
p<0.0001) o AFIGITHZE PSA /R ML N ZEAHM PR (HR=0.488) . Amif
7 2 A IR S PSA S2 i 1) 3213 Ll v T BGRI4 (62% vs. 24%; p<0.0001) .
TEA LSRRG 2 E T, AR SR TT AW B 58 A B0 SR 32 i AR
RIS

AE BT K2 B] . e 5 rint A SR ST 4N 2 R 2H 52 A A R
KRG AL 1] 25 33.4 A H R 23.4 4N H (HR=0.721; 95% CI: [0.614; 0.846],
p<0.0001) .

MM TR AT UG IR A S VAT AN 2 B 2R BB AT T R
(1) H AL B TE] 43 50 A 25.2 AN H AT 16.8 AN H (HR=0.580;5 95% CI: [0.487; 0.691],
p<0.0001) .

% ECOG A REIRSTEN B> 2B 1a] . A S 1BIT A 22 R H 52 R & ECOG
RBEIRSTVE A >1 R4 %A 12.3 M HF 109 ~H (HR=0.821; 95% CI:
[0.714; 0.943], p=0.0053) .

AT SR T A IR B AT g S 2 R IS

BMERR: UG MmELETE, A ER L HIZE RECIST tnifE s 1 w4l
TR AR 52 A L] (REMR S RN TR =2 em A BEML N — MR XD o A SR
ST AN 2 R rp, 7 2 ml i e H S B0 22 A 1 32 3 3 LR 2 o 36% A1
16% (p<0.0001) .

PRI : S EAEM L, AR 5 IE T 4L 35 % 0 o R R R 3 PR 18%
(p=0.0490) o Ay Y7 2 22 JR 7 20 42 2 s o JEE ok e 1Ry v A2 BT [B] 23 70 9 26.7 A~ H AN
1841 H.

ZEHI BRI THREVEN (FACT-P)  CE4y) SBALIIES . S22 @mamtt, &
VAT AL FACT-P ) SBAL KUK FEAIK 22% (p=0.0028) o A G y7 4R 22 77120
% FACT-P (24 BALII AR AL [E) 43008 12.7 S H A 8.3 M H .

BFSE 212082PCR 3011 (JBITHfE mHSPC B#)

BF 5t 212082PCR 3011 4% 1:1 (I ELHFIBENL 73 B 3L 1199 65 /& mHSPC &, 73l
AN 1000 mg B H 1 IRECEIRERS (5 mg &H 110 JB)7 (N=597) , Bz R
H 1REIT7 (N=602) o AEFFRNHRIENFZHH mHSPC 8%, HFEFTLAH |
REERZIRTT, B3 ADT iR7 CEAVIBRREL GnRHa fEERAMESTMERER) &K 3 4
Ho BEAENART 1 DHBTRWER 1| NP EVER0T Bl B AR (B

H24T1



PRI T EURRE R o S B SRR BRI B R RS R E ) A D P
Gleason PF7>8; ‘&I WAL 3 Abak DL Bkt FAETIEFNIEER . HbRA &
ZOME F FIRET D ReRERG R . B RS RZIBYT, AR MR B IR
R ATz it B EEET . IGREE R e SO F B s T
BT BT ARG TR TR I BT A SR M IRl ECOG MR REIRAS /B2 3
e b

FA P EE NGt 223, AR 67 8o AT HLEE AR N
EIRN Y 69% B 2.5%. WE G 21% LU HAB A F i 8.1%. ECOG R FEIRA T
R0 KB Y 76%, YEON 1 R & 42%, W8 2 EE G 3.5%. WP K
JMIHAER (2% 24 /DN EHIER) € L, FEESIRIFNTE 0~1 70 (CIEIR) 1 &
G 50%, 2~374y CRFERER) BIEE 5 23%, >4 BIHEE 5 28%. 93.4%H) 3 BE T4
S RTHIIREIR T, BEFAR (3.8%)  BUT (3.8%) « WAIEIT (93.2%) . W
S IAIRIT B HE GnRHa BUEHLA (75.0%) « AVIBRA (12.0%) .« FHEMERIRIT
(62.1%) « MEBCR MR P ER (1.4%) .

FEYT L SO TERAE 406 BIBET S J5 #4507 1w HEAT I B A 4 B
SREIR, AMBAREMIFITHRENSERA (03 BEAHHIkE, HA
ARITFE X RMHABERBIIEIT AT 21%0 85 DR 2RI A 41 % 1 B8
2T AT REIE K EE LM CRPC 1) OS MG 8EYT - MEE] 618 BIBL T BN, JFE T HH
AAE T RABEVTEAN 52 M H o i RS TS ElE MR i g IR — 8 (R 11
A 5) o RIEEH ST, BEER LLEF AR A B 29%F 45%[1) B & 5%
THREIE K FEME CRPC BAETEI (0S) G 8677 .

H2571



F 11:  212082PCR3011/LATITUDE BF 5 A i ¥ yT e R R a4 B 1
SAERE (BRBITOWE)
KmBRAEREHS R
(N=597) (N=602)
BARH!
YT (%) 169 (28%) 237 (39%)
TR CHD NE(NE, NE) 34.7(33.1, NE)
(95% CD
pfi? <0.0001
RS (95% CI)? 0.621 (0.509; 0.756)
B SE
BT (%) 275 (46%) 343 (57%)
PR AL (D 53.3 36.5
(95% CD (48.2, NE) (33.5, 40.0)
A B (95% CI) 2 0.66 (0.56, 0.78)
NE=AAf % .

VBT TUE T ST B oy A
P p EEETXEHATL:, JFRYE ECOG M BEIRETE> (0/1 vs2) MINIEFRE L vs H) 732
PR EE IR T 2 B AR AR Y o XU e <1 FOR R BIAC R N Bk JE AR EEAR

K 5.

(212082PCR3011/LATITUDE %} 51)

SAEFFHR Kaplan-Meier B; B HGT ABEEH 2

100 H

80

60

40 -

20

%Survival of Subjects without Death

Subjects at risk

Zytiga 597

Placebo 602

565

564

12

529

505

18 24 30

42

48 54 60 66

Months from Randomization

479 425 389

H2671

311

220

---x--- Placebo

240 124 40 0

165 69 23 0




EHATIFRIE PFS EEAHrIG, 2Lk 593 4l ARNESR BT A YA 239
Bl (40.0%) HF, 2RFIHTH 354 5 (58.8%) HFERELGFFERDIWT. W
LR FIEITHZ A rPFS fAEREEZS (MR 12K 6)

F12:  BFF 212082PCR 3011 A B ELA R BFAIE T HA ZBFNG T H B E Y
BELHBETY (BRBITHTE)

CT A \ Py
WS TR RN Rt o
Pt R BT 239 (40.0%) 354 (58.8%)
tifiz rPFS () 33.0 14.8
(95% CI) (29.57, NE) (14.69, 18.27)
pfE’ <0.0001
RS EE 2 (95% CI) 0.466 (0.394; 0.550)
NE=TCiEA 5

Up R T O BBRG L, FEHYE ECOG RREIRAS TR (0/1 B 2) R4ME.
2R LEE T4 2 S I B B AR IR L <1 oA fboin EIR B AR S ADT Y497 B4R .

B 6: WHFT 212082PCR 3011 25 223 B AR Kaplan-Meier B; R MIET AR

100 H

y 2 80
[1)
%6) g
40
20
-
D -
T T T T T T T T T T T
0 4 8 12 16 20 24 28 32 36 40
FEToREE], H
) A& . s97 533 464 400 353 316 251 177 102 51 21
SR 602 488 367 289 214 168 127 81 41 17 7
x5 \ cmeree 2R

FRULEE RIS A A I rPFS BIERm Ak, IEAERTA T SCRIUCE & R bR iU &%
BIA SIS IR E AT HIX T 2R T gk, BRI

B EHEACE AR A AR R PR T 24%  (HR=0.759; 95% CI:0.601,
0.960; p=0.0208) . A IR JEIATRTT I 2B B AR S HAFIT R 2 25 H il
43.0 M H, ZEAHEAN 313N

£ PSAFERTE] (AR PCWG2 b)) : AMBESIRJEFAVAIT AL P47 % PSA ik

27



JEEF N 33.3 AN A, ZEAAEN 7440 A (HR=0.310; 95% CI:0.266, 0.363; p<<0.0001) .

ZJE8RITMIRTE]: BA s, AmhBaik e iy A AL S SR T TE]
MARIEE], ZRONHDN 29.6 A, KEIRT AA-P IR | FHEK A A i J5 SR T HIRY
6] (HR=0.431; 95% CI:0.356, 0.522; p<<0.0001)

BEIBIT IR ARG IR e AR TR T I AL R IG A TT I TR R IA B, %
RSN 57.6 ™~ H (HR=0.508; 95% CI:0.412, 0.627, p<<0.0001) .

BRBHBA R A S PCE TR eI G TT 2 I RN 22 B 750 20 H A 22 500 0 I 18] 43 )
N 4744 HF116.6 N H (HR=0.721; 95% CI1:0.607, 0.857; p=0.0002) -

RERRIEA G2 Bom A o LR BRI T I T 2 BGRGIT

o H BEIRRRREIE (WA ABI-PRO-3002)

REAST RIHEB L SHPUERT S iR B

AT CRE. DRPEWAZEED MR (HEZ W) 1) 42 DT P07
— AR SR E IR B Ra/ iR Jefa e (Z G GERRIRJER) VR IT IR B B FE R IR 1 B A 1
FAGPIVERT I B IBEAL. XCE .« 2R RE A T IR Fi v, A2 AR I
Xk GEMERRM) 1 ECOG ¥4 (0 5 1) 432, FBENAE (1:1) %2R MBS
WA S FNBEAREIA . B2 RE I8 1000mg A fh (LA 4x250mg 7%
29 B4 B (BH 1R BREIRER Smg (BH 270 .

ARFLIENA 313 BZAE (157 B2 F: AREKEGRER, 156 L2ilE: «
BIFBCEIRER) , Hrh b g N 238 #il. ZiRFEZEIT, BEFRHE. B
FOME it R HG: MR E e 2B AT T PSAHEE (PSA B AR(EHE In>25%,
S HE I i>2ng/ml, FEHAES3 BRI « R EHE GRS 33 B it g o
IR R RECIST 1.1 e R (A 25t gD« sUlGRHEE Glid BPI-SF PFAf {E>4
MAfAZEIR R, HIUE B R, IR JE AR &1 K B FH 58 S Ak (b 5 R 3=
BT IR A B A SR YT o SZRE W RN AT 2 R s R R 2k vE
I o

J7 RPN B FG IS M7 PSA YR ERVTEAN 1595 b J DL B AE AP RS VEAG « i T LA
NV BAETE BMGEME; R EGHEEE Y 2R E LT RRTT
RS VR T s T TR) s T AR R A B Il A5 U A 4 S e 1 2 AR 0 R ) I ) LA K%
BECIR 7N 1 A8 P A5 20 ok A7 B A BEUR OE R I (A0 s e o s (R DA R A R A R E T 2
ECOG 4 7R i AR & A R IR [R]
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PRZE B B N VG v 2 B A B 5 R S AR 2 A 1 . AR TR AL RS N 71
L (48~90 %) o ZBITEIEVE KNy, A & 45 2R B8R [\ 22 BB UK
JERABIT AR E AL, AAMBCE IR B IATRIT 521 1K) PSA 2 R RS 58%
(HR=0.418, p<0.0001) ; " EBFRGRESARKLE R B, M T 2EMEKEK
JERABITH, AFHAMIEIT 523 PSA i XU FEIK T 44% (HR=0.563,p=0.0173) .

F 13: #5 ABI-PRO-3002 [Z PSA #EERT IR, B0 (BFBITOHTE)

H hSYLS
AA TR AA TR
ik (N=119) (N=119) (N=157) (N=156)
FENLAL A 2k 119 119 157 156
A 30 (25.2) 43 (36.1) 34 (21.7) 60 (38.5)
HE 89 (74.8) 76 (63.9) 123 (78.3) 96 (61.5)
pfa® 0.0173 <0.0001
R L (95% CI)° 0.563 (0.349; 0.909) 0.418 (0.271;
0.646)

& 3£ -FKaplan-Meier il £& [ 1A
® pEAR 4 XA CIE N B BRI ATECOG Y43 134743 |2
© JRUR: Eb A2 T 43 J2 BB XS, AR AR i B XU bl< 1 U358 FH A R T A
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A 7: BFF ABI-PRO-3002 [ PSA 3@ B 8] i) Kaplan-Meier FHZR: SR GEMIET 4

UTE:)
e
[ K=k ——— R
100 0000 &AM %
Yededede wRFIAM R
80
"
g 60
m Wzany
2>
jﬁ 40
&
il
pa) 20 4
O - " T T T T
0 3 6 9 12
7 BEHLE A CHD
wun 1 5 % : ;

K 8: HHFR ABI-PRO-3002 ] PSA HEER} [EIf) Kaplan-Meier Bi2k: FE (REET
SHTER)

i ZH
——— W
OOOQO A Mm%
Yedeveve LRFIHMIK

100 4

80 -

36 Q
Eg 7 %
>
% 20 | g'ﬁ_i——ﬂer———*——a‘k
H
73
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0 3 6 9 12

BEALES 1] ()

"o 119 51 13
119 33 7

onN
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SR ABEAIREMIBIT % RE (31%) ML, KREBEEIREMIGIT %G
] PSA ZEfiR% (67%) EEHRE (p<0.0001) . H[EEHE K45 RS BAR NBER) 45 31—
B, ARSERE R B IR T AN GRS TR AR YT 4L PSA GZAE 70l 67%H 37%
(p<0.0001) . ZHUMZEMFEE (GEREMAE 7 Z%M, CR+PR) R, AMEKEIRER
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BITHI SR MR (23%) HRZEFIRGIRIEMEBIT R REE (5%) BEHE,
HIELINEHE I 4.8 1% (p=0.0369) . P ISR N gt . HIEEHRWE RS 8
NBEZE R — 8, AT IR RN VR TT 4LRN 22 R B B IR R A 1R I7 LI 25 W0 2 fift R
Iy 32% A1 0% (p=0.0052) .

2 R B R RIS A RF CRMECZEFIAA>10%2 R E R H
s RIS W BOmARA ML . AGAER 17%M2 0 E RS 7 3 804 AR
i, REFIAA 21%;: WHSNE 4% %02 F G TmEAR S 256
3% 4% E i T REUETMA RS 00T 3% 5% 193210 il 12K
FHIARFM.

it 5% ABI-PRO-3002 FI45 SAESE |78 AR B 32 I F7 1 mCRPC 523834 T i BR Rl LU AR
WA IR JE A VR IT 7T SRAS A ) A i PRFR 2 - RS b o AN 50 HR S T 0] LU A e 4 1) 22 4 i
HAIE 5 A BR o8 T AR 98 COU-AA-302 KAk —%, RWMERH LM ES .

o EH BEIRRRREIE (WA ABI-PRO-3001)

BRAE #5231 & Pl AT BB MR SRR AT 2 i B

Hh ] AT I 5 — DA i R TR JE A TR YT 2 PR AR R AT SR () B B 1 A K
PUHERT SRS B 1 T B, BEAL. DUE . BT, FTE AR 132 75
1JEHAZE 1 R$% 2:1 ELBIBEHLAL /3L, 29 J0ll4% 52 1000 mg BERRF LA Je (DL 4 x 250 mg
RAEY), BH 10O B A @R, BH 10O , BRERERET (Smg, BHWM
PO o PIRITHRA RV X . BARIT R IAFES: 28 K.

ATFITR RS IFBEHLA 214 B1Z R4 . ITT FI% 4 b 748 (0 SRR LL A
4 143 BI R RAAL 71 B2 . BRI H R IR, B
A4 PSA HERE (RIS St HUR TARALIPSAWGI i) FURREIE CHEH
RSB LAY RECIST 11 BSEROBALSWIRERE) | MR SRR IR 2
HERGEIL BPL-SF PR, L MOMISOR ELB0E, TR B HA RS o 4 P S8 3880
BT SRAEFIATAM T SR AT BT PRI MO A AERIEAR) + SRR it
e I HEAT PSA MRS AR 8 o ) — LR P 5L

MR AT TN PSA TR . TP MA LR TTPP, 5N
WEEHLILE PSA MRS CRAE PSAWG FRMERE S0 o WEIT A AR
AW PSA GEARS. WM. EIERR I L FACT-P % FREWS. £/
FHLRENTIF, (i) BPLSF ™ AR I R 26 0 FT V4 308 10 PR AR 2
WA, DL BFL S5 R

SR PLAER ) 68 % . KZ MR RE LI LH PSA HERE. FERAMTLL
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FE AR 53 0 95.1%H0 94.4% (1) 52 LB #4675  FRZIN A R IR I 32
B LB R 72.7%8M 66.2%. BT A RE LA FRESR (61.7% 2 REEZ
T HYIGAR, 54.7%%REHEZIE GnRHa 0I7) - iR E W27 . EX
BRI I, BEERET LU R 4 I A vR T RS (2 32.3 A, BRI 16.9 . B
R Rl LA S g r 5 2 TR 9 ANFEBA, T 2RIy 5 AR B U7 HAEE 2 T8GR
e BR BT LU 2 21 2R, AR T REEERT (A 16.0 F, W45 2T RN 4 AN
W a6 .

J7 R R ER S BRI AN L, BERRRT Lhas 4L PSA B KNG FFIL T 49%
(HR=0.506; p=0.0001) . FRFZE ECOG HITIRESVE N 2 BIZikE (HTHARER
/N A, BT AR ZE 5 A 350 S R R T LU R R N 3 5 S A Y TTPP.

R 14: FHT PSAWG IrHERE R Z PSA 3B H]

(WF5% ABI-PRO-3001: ITT Zr#r4E)

AA LR

(N=143) (N=T71)
BENLAL 1) 520 143 71
PSA & 109(76.2%) 52(73.2%)
VIS 34(23.8%) 19(26.8%)
% PSA RIS [E(R)
55 25 H O E(95% CI) 85.00(83.00, 112.00) 29.00(29.00, 30.00)
HHAAE(95% CI) 169.00(141.00, 197.00) 84.00(31.00, 113.00)
5575 H O E(95% CI) 281.00(252.00, 337.00)  141.00(113.00, 366.00)
9 (1.0+, 533.0+) (22.0+, 533.0+)
3 H I 3(95% CI) 0.699(0.614, 0.769) 0.454(0.329, 0.572)
6 ™ H L 3(95% CI) 0.446(0.360, 0.528) 0.169(0.082, 0.283)
12/ H G 3.(95% CI) 0.153(0.092, 0.230) 0.145(0.064, 0.257)
pfE® 0.0001
PR EE(95% CI)® 0.506(0.356, 0.719)

TE: +=MRWEHE, NE=AFIE.

¢ FZHEPSAWGHRHE, ZEPSAREREN 8] R MBENLIL H 2EPSAREfE H Z 18] R AT 5. =0 Hrint
PIAR KA PSABE )2 F, FEWTTUHE R IKPS AP I M 2% o ARBEAT W T30 18] PPAG 1 32 10
MURBEAT I L VPG 3210, ZEPSATE R IN [a] 7E BE AL AL I 2%

° pfE N BRRA I AT

¢ AU EE H LA XU AR A HY o U EE <1 A A A
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B 9: ZET PSAWG R MBENLILZE PSA R BT [E Kaplan-Meier &
(#5¢ ABI-PRO-3001: ITT 4r#Hr4E)

100
80 -
g
%) 60 -
>
B a0
63\
R 20+
T T T T T T T
0 3 6 9 12 15 18
BEHLEE CHD
) 143 93 55 27 13 6 0
R 71 23 7 6 2 1 0

—— &R ---A--REH

X T BEAT BA 22 PR A S 9 FE A A 7 2R O Bl mCRPC 521, {87 FH ISR BT ELRs
PRE IR JERMIBIT W 0GE 7 TTPP JF3R15 T B =1 PSA Z2ffse. [Alf, %3] 1 OS
il R Fl# % (HR=0.604 [0.356, 1.026]) , HR 55 COU-AA-301 (HR=0.646
[0.543, 0.768]) AHAL. BEWRRT ELARs e 2H 32 A B A ) PSA % (49.7%) BEET %
BFEZRE (14.1%; X RKEE=3.525; p<0.0001) . SEEERFTELAF A (37.1%)
FHEE, ZEFE (50.7%) ISR it R AR 32 LU s . AL T2 ),
PRRAT LU AR e 3 2 i A T Rt R I R, BRAIRARE N 50% (HR=0.496; p=0.0014) .
IRV A 4 B B2, BERRET LURE R M G R m, A ZE RN
23%.

WERITIHN, BEIRBT LR A 32.2% M52 E i 3 & 4 AR FAF, 2R
HA 28.2%;: WA HE 14.0%HM 19.7% K32 F G HEITIHE M EA R FH: 2alF
7.0%AH1 9.9% ) 32 W FH i FEURIT L ILKARFAE; 00 6.3%M 12.7% K132 E ik
HFEOLTHIA R FHAF.

i 5% ABI-PRO-3001 45 SAUESE 1 7E 45214097 70 mCRPC 5238 A i 2 e EbARs e
BEE IR R WA VR IT P IR A AR 25 - XU B o ASHIT 7 A B B o] s 0 28 1) 22 A VR 5
SRR TR 78 (COU-AA-301) Kihk—8., RMEIFZEMES.

BT 212082PCR 3011 I+ B 2 H s R E 38

BF 9t 212082PCR 3011 1354 137 132 E NP EN CRBBETREMIGITH: 69
B2k wEFI: 68 IZikE) o EFRNAR, o EZRE SR ARSI
AN O G F AR R AR T . K2 80% (M52 Z A4 2 1 N 40 IR TT
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T EAFEPUERER YA GnRHa. A shIK G IR JEaia )T A 2 AL R R T RrEet
[ Ao il 28 A (B 3TANEID F122 AN H (GL24 MDD o FREEENE,
PUNEEAR B AT e S B MEIRE,  NTE TR B I H 7 B g R

£ tPFS EE S, H 18 # (26.1%) A FEAIR M IATAHZEF 38 #
(55.9%) EAHZRFEWSE TG FHRBIET. . SBEFHML, RNBREK
Je i T H AR ik R 8RR PR T 66% (HR = 0.341; 95%CI: 0.193,
0.605) o AMECAIRBIAIRIT A A7 tPFS MAIER], 2EFAR AL PFS N 18.4 4
Ao

TE R ZE— Rk OS A 7 Hrhy, ME2R| 29 B2 FET:: ARMBCEIREIGTT
HoN 140 (203%) , ZRFIHEN 1568 (22.1%) . OS IR EE N 0.862 (95% CI:
0.415, 1.788) . fE—igyr A AEFIHE AL 2,

HH [ 52 IR IR BT A s A o A B s AR S I IR B A YR T SEAR ) — Bk
Bt . RaIETRERMGIT IR T i E S F R Rk (HR = 0.433; 95% CI:
0.146, 1.279; Ffr BEIGAITI A AR —I8IT A RIXE]D | @B TR ESHEITH
ik (HR = 0.349; 95% CI: 0.173, 0.707; G806 7N R AR —I8I7 HIRIA
F) | FER T A EZ A E KRB E (HR = 0.680; 95% CI: 0.416, 1.111; P47 &
EREI A AMCA IR EMBIT HRE R, ZEFIHA 12.9 AN FER | [E 52K
G PSA BEE (HR=0.261; 95% CI:0.157,0.433; {74 PSA #ERER Al A FBEAIR
JeRAIRIT HARIER], ZRGHN 92 M) .

R EZRE T, AWM R BT AN BRI 550G 94.2%F 98.5%[1)5%
WERE 7T P HIRA RFEAF . HHE RS A RF (FE—4H>20% 132 i E i)
RS MURE (A S ERA IR JEAATR T AN BRI ) R AR R 37.7% 1 20.6%) <
ALT Jh& (304% A1 26.5%)  AST Jhim (27.5% A1 22.1%) « mMLFEAE (24.6 % Al
20.6%)  EILE (24.6%F1 14.7%) FIEEHE (10.1%A1 20.6%) . PARSE 3 Kok 4
B B EHMR 2R LB 5l 60.9%A1 50.0%; R ™ EA R FHH 2R G g4y
Al 23.2%M132.4%; R FEUF LA R FAH 32608 B 70l 2 13.0% 81 16.2%
& FEET- A R A R FH 20 e 732 8.7% (LW VA% I 1X Le g4
BISHHR AR M 1.5%,

LENIERFT 212082PCR 3011 11+ [E 5235038 oW 22 21 (1) AR i BB IR JE MM VR YT ) 22 42
PERFE 5 B AR AN — 20, RAIUHTR) 22 e 8. B 78 212082PCR 3011 {EBH A i
BEA IR A iR 97 EFn2 Wi & f& mHSPC 38 A R 3k - KUK EE
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[(ZEEH]

ZiHE e

FiEs TR ] LU AR DR TE AR PN B Ak BT B RE e, BT DUARr I & — e S 2 AE 0 A i 741)
AT 170-F240E/C17,20- 2%/ (CYP17) , JEHMEEA. B FREAIHT 1) i3 s 20 21
v Rk It AR MR A T b TR

CYP17 ALHNELL M RN 1) I 17072 A1 1 2 s T TR R 27 i A B 2%
M1 7a-F23EA0TEY): 2) Bl AE C17,20 2R HE AL T 773 17 B i S 38 e P AT A s — 1A
ot T R A — B 25 DA R T L SRR R AT AR BT ERRERXS CYPLT7 [ 4
B EUE R B R A g

TESCER U T 51 i T B KT B AR TR P AR N o MERCER P i
GnRHa 5552 AUV BR AT BRAR S HU s A Al (H AR BERZ I L iR B R h MR A
Jo

A 22 SRS T e PR 6y, IR ) A e 51 R 3 LS = S EL At A ok KT o
e mPRAE I, JERE M-I AS ft XoF 0775 52 B 7K (R 52

1% PSA KT AT BEARAL,  (H 1 ARUE S 5 B MR 1l R IR 2 B AH IS

FHEAR

BRESAFTM: CRR 13 A 26 A 113 FIA 39 M ER L ZAFHERKH, EH
HUTANIGKREEE (AUC) PRSI, BEERRT LLRR 0 mT 5] R 0E PR 52 B K7 1 B .
RLt, EMEMEAMEEAE RS, B B R FEAR UL TR A 2L e o
HPFEEE NEN—E M. FESE NS BEER T LR 2 b 24 BE Tk
—3. 7250 mg/kg/ Rk TN AUC) #ESEH kg 25 FERFT LR fe 26 A J, W
FH KR AN R AR ERERBIER . B 39 BT, &H O RESER e,
EEERAE BT AN AUC 265 FARMER H K.

LT BERRRT LA o FIRT LS 8 Ames BR8N\ Ik E 400 At 40 i 33 4% 2 30 B8 A0k
B 16 5 SR 35 B 12k

AR EREE KR (13 f1 26 FD AR (39 D EEAHAEHEIRE T, >50
mg/kg/ K CRERD M>250 mg/kg/ Rk ) FIE NI WATERFZES. Tk /A kD 5E
AR 186 A= P e AE Hﬁf%m%%ﬁ%#@ﬁﬁ?ﬁﬁﬁ~ﬁoEﬁﬁﬂ%$mﬁﬂ
XLV AUC 23l B FIR L) 0.6 £5 T NIl PR 2 22

HERBEF SRR K FHIERE T, MRS T 30me/kg/ K LK Fi
B 4 HAEAG S E BRI Frir8oRd . FrE R, R TRESsrE,
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BT REHIMEYE KRR 54T 30mg/kg/ KRN K RACH, SR
B EIRFAEEIRIG R, B IRATE R T . TSR R LA e o fe 1t K AR E
JIWISEUR AT AEAS 2 16 F Ja B o MM R BT A FL AT A S R AR OREE 7 R4 T BE LR LUy
. 30mg/kg/ R VA TE S R, W] 51BN AN Bl IR ) AR 3R DL R IR & R
It (300mg/kg/ KD o 45 TEEERRT LLRF R I MENE K RAERC IR RE /1 B I RH TR
BT SHOR W 7. BERRRT LR et MEPE R BRI 2 AT AE 1 2 4 AR ITIRE . 12
PRFREAR I, K 30mg/keg/ RIFIELIANHERERIE (1000mg/K) 1) 0.3 fi%,

KEIEIEaT R B B3R T, KR TERSE 6~17 KL 4L TEER ELEE R 104
30~ 100mg/kg/ R (43 ZIAH T A AUC 17 0.03 5. 0.1 55 03 %) , mI5lie k& &
P, >10mg/kg/ RFIE A WIERG/GAFFET: (BIRG E KRB SRR T & 15 G508
), IR B LR CEED H5XHEIREY 7K, >30mg/keg/ K& GHEIGHFALI T4
VAR EE B AR A, 100mg/kg/ R & T GG B IRAK . >10mg/kg/ R & T 5] & BEE
Btk

BoEtE: KA NS AWMEZURMERE BoR: KRS PERITLE R 5. 15
150 mg/kg/ K, MEMERR 15, 50 A1 150mg/kg/ K, #5571y ml 5] 6 52 AL 8] 5 40 i iz J8
AL FRAA S, NS R B e 2 B T 5. BRI EL R R N B FE =10 0.8 55,
X ETE /N BRR WBUEPE . 7E TgrasH2 FEEER/NR 6 A~ A 8o 58 & B0

[ 25483 715

CUEERE 230 # Fl mCRPC 83 R AT TiE A BT LR R 254830 S 7. 1E
WA, A SRR A BT EERF T . I IRBIEFEH, >99% 73 A A rh S it L SR VK FE A T4
TIKF (<0.2 ng/mD)

MR WAL
mCRPC B LRA NG, ] b e rh A as I 18]y 2 /NI o FaZs T Mg 3B Lk gr
B, HEHZE (BE AUC) & 1000 mg A & HIRA 251 2 5.

7 mCRPC ¥ H, 1000 mg B H 1 XFIE T Cmax fil AUC 235 1H (3% SD) &
WA 226+178 ng/ml Al 993+639 ng-h/ml. TEFEIEH 250—1000 mg P, AW 237 &
EE P 1 B KRB . 7N 1000mg 19 2 2000mg i, Fie mi%a L& P AUC
N 8%) .

Kb 5 EYFEIE AR, BT LR o4 5 B i Tt e . A S5IEE (7%0E0,
300 REGH) [FIBTARFHES, Bl LEAE R Cmax AT AUCo2r BIBEINZE 7 £5F0 5 554 Ao
HmlRgE (57%EW5, 825 REEHE) RN ARART, XEAE RN INZE 17 f5F0 10 f5 54
YT B2, ARS5ERNRATRESSEREESESE. W
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A dt P Vb H B IR, BRI . A AU Jm 2 2 /NIRRT, ELAE AR A A
JaED NG R, H5h, BARKERERAR U DHEHED D .

SHMEASEE

Frtbs e S AR ER. BEEMN ol REBEORELS S (599%) . AR
IR (9% SD) N 19669+13358 Lo ARAMIFFL R /R TE IR A SR FEEVE R, A
BT LG ARE Je 35 AN 2 P-HEER IR, A 2 P-RE AR M55

A

AR "C-Tiy BRI LU A I IR B i, T R T L4 1 Wl 7 A BB LA 8 R PRI
S FE AT e R AERERG AR SEAIERED (EH N, AR H CYP /v 3. BTtbAefe
N 23 FR R A B IR N BR R B EL A e (TR PE) R N-SU Ak B RR BT L R
CEEM) , & HREBEMN 43%k 4. CYP3A4 il SULT2A1 £ 5 N-EALBR LK L4y
IR, H SULT2A1 15 SRR LLRE BT K

HEit

£ mCRPC B, [ LLRF AR M2 h (1 P I 2R3 ] (P9 %+ SD) O 1245 /)
o R MC-BERRIA LR e Ja, ISR b 73l Rl W 2 88% AN 5% it ki & . &
AF R AEAE B 2 ZEAL S A ity JE BRI B RS e (o0 Sl N 2a 25711 55% 0 22%) .

FThRe P B

EHLRE (n=8) BHE (n=8) IR (75K Child-Pugh A 1 B 4
AR A 8 I TR I A RS2, VAL TR LeRE R 254N 0. BT
AIrh FERTTh et 2 S IR TR 1000 mg J&, B HLAs 8 14 B 2 55 840 59 18
29 1.1 4580 3.6 5. fERFEAMP R IR EF 2l E o, B LR R~ 3 2 52 53 ) 4
K2 18 F1 19 /i

H—WHAIRAE 8 (1 LA ™ H I DR E (Child-Pugh C 20 321X F A 8 151 1 T
RE LW I RS2 oA 1 BT LR e 25408 715 . BT D Re I i) 2wl A L,
LAY BT ThREA HE S E BT LU e B B (AUC) #8520 7 f&. b, Wl
BRI, HeZA ™ BT DR E 2 P B E A 4 A R T DR E 2 E R, P
1117 BT D RER 35 3210 A B 20l O R e Ben 1 2 4. (L [HEHED D

BThREPE B

TEBZ R MBGENT 7T RMERK BT EE (n=8) M'EIREIERMZRE (n=8)
H, VPG T BTERRR R 2B ). EAKIAEREE Y, EWE 1 NI RIR
Ak 1000 mg A fh, FFAEMRZ S 96 /N RIEH T 25080 122t &8 R B R 58 D)

H3TH



REIEH SZINE ML, 2B AR BT 32 ol E ik 1000 mg Ja, B o4y le 4
SREEIAT E (W EEFEI] D .

(5K

15~30°C 2 [Aff- 1% -

(B3]
55K OIER, 120 A/
[ B3]

24 H

[ ATHRHE]
JX20130141
(bS]

[ 245 ¥ % HI20150264

[ EHHFATREA]

% #%: Janssen-Cilag International NV

VEMHitE: Turnhoutseweg 30, B-2340 Beerse, Belgium

[ AE7=4k]
44 FK: Patheon, Inc.

AEFEHAE: 2100 Syntex Court, Mississauga, Ontario, LSN 7K9 Canada

(B3]

#FK: Janssen-Cilag S.p.A.

f3EHIE: Via C.Janssen,Borgo San Michele,04100 Latina,ltaly

[(RATTEA]
ke PSRRI IR A

VEMHE:  BeVE A T 2T EE X B R R R AL S B PO B 19 5, BRPEETE T
T X EE T 4 SC I EBR 17F

M E 2w A : 710304
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% 5i5: 400 888 9988
EE S (029) 82576616

W3k : http://www.xian-janssen.com.cn
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