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ZYTIGA® Tablets 250 mg BB 02613958

1 EREERAZR

ZYTIGA® 2—7T& CYP17 #I#E » £2 prednisone 3 prednisolone /3 » LUBE (1) &%
MRFMEBTVENBBIFISRE > BEEERERBELREEBERNEE
AERMABERIEZREES - (2) BYNFMERNUNSBHIIIREEDESE

docetaxel /8BS °

2 AEASE

21 EEES

ZYTIGA®HZZHERETH—RORIRF 1,000 25 (4F525027iE) ° SHEEOMR
OBR#® S prednisone 3 prednisolone 5252 ° ZYTIGA® W/EZCIEIRA - IRA ZYTIGA®
BIEED 2 N\ATER » [RAZYTIGA®RIMEED 1 NS ODER (L EiGKEES
(12.3)] - RiEEIEEFELAIGCEIR - 5570 BRI SKIRHE AT

2.2 FFRER RS MNEISEIEES|

FFIEERZE

8RB DERINEERZE (Child-Pugh Class B) B)ES » FEIS ZYTIGA® B 5E)
EREZE2502EREFE—RK - HOEFERENZERFEE—N250ERNEEZ
% PHERNREMR TERE (AUC) FEEASFITEATIIAERB T EERF—XR 1,000
REESPARMAUCIEE - TE » BRIEEHPEFINEAEESRFBE—R250
ERCEEHEMNRAENIHSE  RILREREENS - HOERDEREZNE
& FHEBERIESTEAALT ~ ASTRIEA SR » WRE—ERcEHEEREA—X
RBRTE T ROMBESCEHBESMBER—X » 2RIMESREA—X - 6EIHE
PEFNEAENBZUWREBIRALTR () ASTASBBIESBELER (ULN) 2515
FIREAEASBBIBULNNIRS © BIFEEMRZYTIGA® » BRI BE[FAZYTIGA®
SBR [BERHIFELC (B (8.6) REGFEIZE (12.3)] -

HHEERIHEEZMINEERZ (Child-Pugh Class C) BIBE » BAEEMZYTIGA® »
fFsS

HWIEEAZYTIGA BB TSR ME (ALTR () AST B8 5 5 ULN SUHRME
HIFRBBIBULN) 0EBE © EPEHER ZYTIGA® B8 (2 ELEA+EEE (5.3)] °
BB ROEROER TS HNERIE » HASTERALTERKEFR 2.515 ULN BiRiE
HRIERNEFR1.5BULN 2% > NILBRENEE (75027 8E—R) EFFEEE
& - HEFHBENES » T3 ERHEEE ) SMBEEA—RMESIZIERIE
H3R o 2BMESHEEA—X -

WRE7T50EREEH—RMBIE TERBRASY » EFNERRNEROEBRZE
SHEME > WASTEHEALTIRIISERR 2.5 5 ULN BERIEAT RIERNER1.58ULN 2
% BB RN YAESREEREE500E="88—X -

WRITHE ERFIEZ 500 20— N2 HERHIRTSM - AIRELERZYTIGA®S
B - WASTHALTASBBNER 20BULN B () EBAIRASBBNEFNR 10fSULN
2 BEEHHIBER ZYTIGA” BN L 2 ERI{LARE -

2.3 {EMMEM CYP3A4 FEE| 2 BENEISEIEESI

TE{E R ZYTIGA® B R H RO FE B 82 B 55 AR 3 () CYP3A4 58 E (W phenytoin
carbamazepine ~ rifampin - rifabutin - rifapentine ~ phenobarbital) ° IR E= 38N
CYP3A4 FEHEEEEMHEIEREST » BaillREIBRMBRER » BIRTRE
FEELOIER - RILINRIUBRIFHR B3R CYP3A4 ZHEH » fEIG ZYTIGA® H)REE
SEXRBE—ARMAR (FIE0# 1,000 ER—X—RIEESE 1,000E7—KAmMK)  BER
HAH/ - B2 EHARMEICYP3A4FEH 2%  BNEFEEROZITaME SR
BYAR (2 GBI OIEM (7.1) RIGIKEIEE (12.3)] »

3 IR B
ZYTIGA® (abiraterone acetate) 250 R iEEIROBENCEMNKEERE - B—8%
BAA250) 54k »

4 27

4.1 8%

BRRAZYTIGA TS ISMBRIEE - ZYTIGA® EBRIEL NMEARIE -
ZYTIGA*ZBRERZFTERZNRER - WRBSTEZHNEHAE - NEER
AEPREES > BRENBSHRTEDRNCERRENRIRE (S ELHIEEH < EH
(8.1)] -

5 EEIREE

5.1 BYEEHRBESHSIRNSME - EMPRIERHS

ZYTIGA®B)CYP17 MMGERSREBYEEHREEAS » WIERNMENSME -
RIMSPAEERAL DR (L BGAEIEE (12.1)] - TEMIBFEH D BHVERKRERD - £
ZYTIGA® BBNESE T 2% WL 3-4BNSIE » B4% FEE -4 MNKMP > B
1% 384 3-4 1ROVKRE (2 BT RKE (6)] -

AR EEEEHATINHEE SIREEEER (ACTH) BE1H - #MBREELETEREN
BEXMFSE - HPEBERIESRMEAS - EMIPIERBBMBLNES > W0
BEVREER  BILVEVIERRBENRVETENES  BDRIFESRE - HE
INMBEFRRELNES » [FAREZYTIGABEEE - HANERHEDR<50% - FBHIL
EHBE (NYHA) EMNEIVRDERB (A%21) ANYHABIEE IVIRIVERBS (5%
2) 2EBFEMZYTIGA®NZ 2 MHFESIEL - RRTESLEM O RNERRHERD -
ELBEERIRISARN (2 E0HEAF (14)] - BEDEBREA—RETEIRSE
RS - EMPRERSBNIRS - fEEA ZYTIGAY 5 < Bt 8BRS S ME
ESEHIEIEEMIPRIA -

5.2 BLIRREINREARE

fEEmBREH D BMERARSERD - 50.5% FERAZYTIGAHEE R 0.2% FERZREIL
BEBWEB LRINBERTHIRIE - 7EEZ ZYTIGA® S prednisone 8BEMBEP > &
BEPEHEOEREEEE () BFEERANBEREN 2R HRE FIREENEER
EORZNRE - BNDVEREESESHRE FIREEIEATIERREIL » 5312
= prednisone ~ [#{& prednisone 2HIENBERREENNBS - TEAZYTIGA®B
BNEED  BLREEEASMERRBITESREY R EARBSMEHEIR
REFTER - WRBAREIBUVE  BETEEMNRER - IERS CREEIEREN
8 - TERBOMRECH - BER2E  TREZRSNREEEENHE (28Z5
FFEBE (5.1)]

5.3 FFEMHE

EEmIBREH D EMERARIERD - EZZYTIGAY 8 BENEEZ T 4% HIREIHNE 4R
ALTHASTASHIRS (B 5EULN) » BEEE LRI BZNRDIBELE
B - BERIABALTHAST AR RENES EH B o BER BRELENESTIH
RIFEERREA SRS - B2 ZYTIGA®HNEBEE 1% BFEERASMELSE -
IR ZYTIGA® 88 HEABREBVIE IR A= AT S 1 BAEFTER -

TERRIBIE M ZYTIGA® B ERIME LRI EESMZES (ALTERAST) RIS - WRRT=
BREBEEMERA—X » 2BRMESERA—X - WoRsIHBPEMIIRES
TESREEIE (25025) 2 ZYTIGA®BBNES  MELRIBBERIZEAALT « AST
RER R » WRE—BEEMEEERE—RX » REEETROMES SEHEEW
BRA—R » 2BMESRBA—X - WRBIVBRFE TS HVERREMRVEIL -
FETIENERRIMPHBEEAT SR - ASTRALT - WRBBHAST - ALTHEA ZERERBEF
BRS: - ARSI EEREN - TEORIR - LEASTHALT ASBBS5 1S
ULN - SUIEAISRFASIBB 3 1S ULN » ENFECPET ZYTIGA® BB » WABLDEE1RATINAE -
BB RIIEROER B SHNERIE » HASTERALTERHEFR 2.515 ULN BiRiE
ﬂiﬂiﬁﬁéﬁ%ﬁ@ 1.5f8ULN 2% » OTLRIEEIEM ZYTIGA® EXREIEEE (2 EH4
BE (2.2)]

HASTNALT BBHEFR 205 ULN B () EALRBBNEFR 108 ULN 2 BE EH6
IBER ZYTIGA BENZ 2 B FHLHATE

5.4 BYPEHZYTIGA®HRESIEN

ZYTIGA® IW/BZRIRARF - ARA ZYTIGA®RIFEED 2 )\ ROBER » BRFE ZYTIGA® TN
EED1/NEROER - FEEIRAEEHEE abiraterone acetate 85 » FIZCIEAR AAABLLER
abiraterone 89 C,,.., BRAUC,... (BRBE) SO BIASE 17381013 - BRIEFREMGETE
SRBEEAR A abiraterone acetate 215N NREEABNL RN (S2EH5HE (2.1)
REGFREBIEE (12.3)] -

6 FTRRME

TITRREERNGENHEE ZHhBRDFRR ¢

o B EHRBIHSIENSIER - EMIPRERHS (SELENETEEIE (5.1)] ¢
o BIIRKREINEARE (SEEZALEEE (5.2)] -

o T8 (BEEZFEEFIE (5.3)] ¢

o BYPEMZYTIGA®NRBEILN (RELEFALTEEIE (54)] -

6.1 ERFRERRHVICER

BRERAROVE TR ZERBA » B » F—EEYBERIRDPIEZINIER
FEREERTEHENS —BEY RRNB P EZTETR » TR ERIRERR
ERPHREINEEE -
EMER%SENZEEERESDINRRAES B EREEERERHRENR
(GnRH) {BEEEE /TR B EZENUIRTCENEB M ERNMRISIRRES - i
781 BB 2 SR EE M EY S EENZRERFEE 1,000 2ERN ZYTIGA® BHED
MR prednisone 5 £50 - ¥ IRHARI R LRI NEBEMAK prednisone 5 E53 °
EEMmIEREM D BMIRRRD » FEBIR (=10%) IETE abiraterone acetate fAHER
BRE (EE>2%) NENIARRERRES - FMENEIRINE ~ KE -~ 3V - 1898 -
@0t ~ Z -~ BIME - ITIREE - RERERILE -

TEEmIBREE D HERERIRER D - REBH (>20% ) W E7E abiraterone acetate (R
BRE (ER=2%) NERTBRBEES AN - RIS - 8= BESIIE -
WMEBIRBAME ~ SIEBEEIE - SO - ASTHS - EHEBEME - ATAHS - URIE
&S -

AR« {EBEEEREERIE CRPC

RIS 1 HAAAT 1195 1I%CHT S 5 docetaxel {LEBBHER 4 CRPC B - REBIRAT
RERIRRBALTR () AST=2.5 8 ULN IESERNTSHTRNIEY - SHIRATRHE
BIRZMES » WRALTR () AST>5{ZULN » HIFHHRIRTHATR 2N
R1FTRMIT1 2 ZYTIGA® AP SRR LB EBBL R 2 BHASEBE =2%
NRRRIE - N2RBESEENSM - FRZYTIGA”BENDEIRR 8BS -

x1 : K1 DO ZYTIGA BRERERIE

ZYTIGA® 0 Prednisone LRI N0 Prednisone
(N=791) (N=394)

i / 23E4ER| FrEEm’ F3-41R FTrESR B3-41R

TERE % % % %
NRSEREGHEGREE

FRENRERR / B 29.5 4.2 23.4 4.1

MEATE® 26.2 3.0 23.1 2.3
£EHRS

XiEg* 26.7 1.9 18.3 0.8
mERE

BERRL 19.0 0.3 16.8 0.3

SmaE 8.5 1.3 6.9 0.3
SRERE

[:=p] 17.6 0.6 13.5 1.3

EILRR 6.1 0 3.3 0

FRBRRG 11.5 2.1 7.1 0.5

FIFIRERRE 5.4 0 25 0
IFIRSE - P RMIRRE

12 10.6 0 7.6 0
BREUWRARES

SEFR 7.2 0.3 5.1 0.3

RIR 6.2 0 44 0
25 - DEEFITHEE

BiT° 5.9 1.4 2.3 0
INERE

RS 7.2 1.1 4.6 1.0

PR A 3.8 0.5 2.8 0

=B ® 2.3 1.9 1.0 0.3

' FARBHODIRIRIIE CTCAE 55 3.0 HRBIIZ%E
* BIERIENY - RIETRE - RAENIEARSEIENIETE
‘EENREE - IASEER - IVE - RSB NERIASRER

‘BIEKE - BgKE - BB XKERESKE

* BIEFTEEI (REBNEITHRMN)

CEBILVERE - IMEBR - INEEHES - DILVEHNERR  ILVEIVEBR  INE
INVEBIR ~ INBEE) - INVERE TR M EEEEMEA - FEER - URIVEREE
INVETREE

T BEINEYE - BRERNESEINEYE o VBRSSP RN BB B s sEE
REGRZYTIGA® 8 (DRI 1.3%E21.1%) °

S EELERS - RMEDERS - ZZIVEINEERER - INREART « INGERX ~ IMVLR
- DREIHDRBE

R2FITARMR1 PHNEDERETRBES - L ZYTIGAHAD » 55 3-4 RIEHERER

1K (7% ) BMIPIRIE (5%) FERESRHERS% -

R2 : AR1 PHEZERE=RRERE

Abiraterone (N=791) ZRIE (N=394)
EREBRES FIESEM (%) 53-41R (%) FIEEMR (%) $F3-41R (%)
S=BEmiE 62.5 0.4 53.0 0
ASTIR® 30.6 2.1 36.3 15
{KInEP 28.3 5.3 19.8 1.0
KB ERE8 M 23.8 7.2 15.7 5.8
ALTIRS 11.1 1.4 10.4 0.8
RELRRES 6.6 0.1 46 0

g2 : (LB ERAIAERIE CRPC

3% 2 FUHA S 1088 II5ERIR BIEZBRSIT L SR ECERNEIE CRPCEE ° AST
K (%) ALT=2.5 8 ULN B0BE BN SHAREIRY - ELRFEEBSREKNTBEHR
HRRITAFT25N -

RIFATMIATR 22 ZYTIGA® EPORESERALZRE BB LB BEASBE =2%
BRRRIE - B ZYTIGA” BEMPIHIER 13.8185 -

K3 : EHAR 22 ZYTIGA® BV RE R > 5% WRRRIE

ZYTIGA® Il Prednisone LRI N0 Prednisone
(N=542) (N=540)

Ritf / _REHER FrE%ER' F3-41R FTESR B3-41R

TERE % % % %
EEMHRE

Utes; 39.1 2.2 34.3 1.7

XiEg* 25.1 0.4 20.7 1.1

31 8.7 0.6 5.9 0.2
R B RREHEERE

RRENRERR / ~@° 30.3 2.0 25.2 2.0

ERERE 6.6 0.4 41 0.7
BEERE

{0 23.1 0.4 19.1 0.6

fEig 21.6 0.9 17.8 0.9

BIERR 11.1 0.0 5.0 0.2
MmERE

HEHT 223 0.2 18.1 0.0

SMmE 21.6 3.9 13.1 3.0
JIRE - RERMIERE

E0 17.3 0.0 13.5 0.2

IF0R R 11.8 2.4 9.6 0.9
BRRE

KR 13.5 0.2 11.3 0.0
248 - PEEFMHIE

s 13.3 0.0 9.1 0.0

PR 5.9 0.0 3.3 0.0

FIFRERRE 12.7 0.0 8.0 0.0

2IRK 10.7 0.0 8.1 0.0
B RRIARE

MR 10.3 1.3 5.6 0.6
RERRE TEERE

BZ 8.1 0.0 3.7 0.0

' ARBHODIRERIKIE CTCAE 55 3.0 iRBIIZ%E
* BIEEENE - BBIEKBRESKE
° BIERIENY - RIETRE - RAENIEAREAENIETE
RAFTTIRTENR 22 ZYTIGA® HHPHERBB 15% BERLZRER (Z2>5%) #)
ERZRRES - LZYTIGABD » FE3-4 HHBIHE (9%) ~ BIIHE (7%) 25
RIEELESIZES (6% ) ISEREBIE% °

R4 AR22 ZYTIGA HPHRER>15% NERERRES

Abiraterone (N=542) ZRIE (N=540)
EREBRES B1-41R (%) $£3-41% (%) H1-41R (%) F3-41R (%)
MR
MEBERBIDE 38.2 8.7 31.7 7.4
v
SmiE’ 56.6 6.5 50.9 5.2
ALTIRS 41.9 6.1 29.1 0.7
ASTIR® 37.3 3.1 28.7 1.1
Sk 32.8 0.4 25.0 0.2
{KImEP 17.2 2.8 10.2 1.7
RELRRES
' IR MGEABR
INMEFRRRE :

RIBIATS 1 BREATS 2 B SER » BFAZYTIGA BB EREDNINHEBRBIERESRK
LZRIFMBMES (DBIR2.1%0.7%) - TEFEABZYTIGAHZBSZD » 51.6% BESE
3-4EMINERIB - W5 ERMELLEER 2 BRMETHRS - ERZEENESE
0.2% ZFHEE 3-4 MRHIVERIB - TLZRBEHEP I EE ORI ERIBMELEENRA »

BE—ERIFE=IBMILTERG -

TEAIR 1 2R 2P - ABMPHIVERRBERE 1 N2 IROIRIE - FEZYTIGA®HBPE—
BRINVETREMILTMRFIFI—BEIRE - LEEHRRIMILTRA - £ ZYTIGA® A
B718 (0.5%) RIFROBHELLMIETHRE - ZRIEIBRIF 318 (0.3% ) FLTIHH -

LZREHRE 3B SRVISEPHRMVOIBETMILT © ZYTIGA® BEIE 2 B3 THA -

6.2 CHEERITR

EZYTIGA® BRI © BHIR TINFILARRIE - BISELRED 2B
ER) RS EEBBRMES » B A—EREIEEE RSB R eI B REY)

HRRER -
IFIRAE ~ POER M AN - IFRERIEADN -
7 EYREFA

7.1 SHIFINZEE CYP3A4 B 2 /EFRRVEEY)

RIBRENABERNER - ZYTIGA® H2—ECYPIA4HIERZE -
—IEfSBIRETNEN 2 BIEAHSREADR © SHIRF rifampin (—ERMH CYP3A4 FHE
£) Z{F abiraterone IREERFE55% ° TEEB ZYTIGA® BB REE R B H AWM
CYP3A4 B - MIRINASHIRTEMYI CYP3A4 FEH - EIZS ZYTIGA® (UIREESE
R [REFEAEE (2.3) REGKREIEE (12.3)] -
—IERFBIRETOVEY) X EEAREET © SHIR P ketoconazole (—i&3RNBI CYP3A4
AP ) WA abiraterone BUEEY)E) NESS T O ERRRENTE (2 S5/ EE
£ (12.3)] °

7.2 Abiraterone {1V HIBESRAVZE

ZYTIGA® 2TFEE I 3= CYP2D6 (NI - —I8 CYP2D6 224 — ZH) X B EF
EREET © 1% dextromethorphan (CYP2D6 BIEARSH ) B8 H 1,000 £5280 abiraterone
acetate R BHMR 5 25200 prednisone SR FHF » dextromethorphan &) Crmax B2 AUC
BHBIFE2.815822.91F - FEBIR abiraterone acetate B EIEBURAEH) CYP2D6 =
& (Wthioridazine) SHIZF - WREAGHSNREY) - BIEEENS » BRI
HAZ CYP2D6 SEEYNEIE (2 Sl REIEE (12.3)] -

EEENSER > ZYTIGA® BHNHI CYP2C8 - BRI ZYTIGA®EECYP2C8 R EMER S
HHEFRMERRERIAR - AT SIRA CYP2C8 FEERH A ZYTIGA® IRAEZE
DEDRAIESMAEM -

8 RiREE2(EMA

8.1 &%

IRBBEDR - XIR(2E82F (4.1)] -

ZYTIGA® 2 AR BIESRTEIRZNRY - WRBETRZHBEALRE » HITER
AERBIED  BSANEBSHRTEBGHNBERARENR (285K K2 @H
(8.1)] -

RIEEIERMHIERSYHRORIR » WRRBFZYTIGATERBRIBE - #ABF0
THEEE BIRH RGO RERER ZYTIGA TR « BZYTIGA®tHRERRLM »
BERREER  GRERCYPI7TNHBIIREEFERRNREE - UESABRFTETH
SEREET 0 TREBEANBEREHEENREET © abiraterone acetate (I BEH BB S
M o ZYTIGA® 2 AR BIEESF T EEEBAENDIE2MRY - WRBEEIEZHBE
A% FEERAZRRES  BSANESSHRITEEENRE - URITEEAENR
% o JEBMEEBEENNRYE - fEERZYTIGA® SR BEERSBES:
—IBUKRRPTE TR - BREESHARET - TRERLHR (B32%E6-17X)
DfRIF10 ~ 308100 =5 / AT / BEVEIZ2% » abiraterone acetate 58 E B =
% - BRENRREETE=102% / A / BB TAREMMIBIRIET (BRER
E ~ BIRIUSIESEIHED ) - BREBIEE (B38%E) NREBEFE (LRIH
REIER) > f£=230E5% / AT / B2BEIE SNSRI PI4TBSR BRI » IRTE
10025 / AT / BREIZE TS REBERE - 210257k / AT / BNEE 2SR G
BEN - ARHETARENMEINEERES (AUC) DRIMEEINREERAUC
#90.03 ~ 0.1E20.3/5 -

8.3 B3IEH

ZYTIGA® T RERREL - BRIl X abiraterone acetate EBZWEAANLEZ,
5t o BRFSENEZDINEANBNIST » BEREEIMNBRTESRIBBZYTIGA®
MBEBRENFRRIE - Bt > BHESENHERNEEZN  RRBLIRAERZFILR
HEILERIFILAZE -

8.4 REZEMR

ZYTIGA® BR R ERENZE R BRI S AR -

8.5 EFEARZER

L 3 HITRMIER ZYTIGA” B BMIRBEAED » B73%HNEER65% (2) UL
B 30% R 755% () DAL - HELZFRSHRRFEMRBCE @ WRPREFOZE
MABREHENRENZEZR - THERRBSMRBREROORBRETREERT
T RENCEREBTOER » BREHIRELETREBHEDR BB

8.6 FIYIBEARZNES

DEELEBRIMHBEE (n=8) HDPE (n=8) FFINEEARZE (Child-Pugh DR BIZR AFRFD
BiR) B2 S5 8 BATINALIE BEVRRE IRZ 55 M abiraterone FIZEY)EN N2 -
SBEFIHBEENDEFIERENZHSORR FER 1,000 =0 ZYTIGA® 24 »
FFFINEEIE SOV Z RS ABLLE » abiraterone IE B REE (AUC) EDBIHSHI1.115
R3.615 -

ER—EERD - SEECERIHBEEINEEARZ (Child-Pugh Class C) MIZ:E
(n=8) £18 ZFTINEEIE BAVRRE R Z NS G abiraterone VEENEN N2 - BEFIHE
SERNERENZHE » FFNEEERNZHBBLR » abiraterone NEERES
(AUC) BABHI 718 » IBHEYLLBHISFHS 21 -

HEBERIHBEEHINEAENES - WANERREE - WoBsHBDEMIERE
(Child-Pugh Class B) 8185 © Ei& ZYTIGA R BH EREE 25087 E8—X -
$S8BERIHEERZFINEERZ (Child-Pugh Class C) BI85 » EAREEMAZYTIGA® -
SEEFIHEPENNERENBSURBIRALTNASTHS > 58 ULN » SHRIRAIRA
B>3{ZULNMIRS: » BIFBEILER ZYTIGA® B (REHAHE (2.1) REGIKEIES
(12.3)] °

HITOBEPRSETRESERENESS @ BOENSE » WIRERREIS (284744

£ (22)  EFBFEFE (5.3) RUGHKEIEL (12.3)]

8.7 BIHAZNES

E—IERBIRENB R EHRD - BINREREENZHSE (N=8) BEZMREITE
EOREIBE (ESRD) BE (N=8) EORIKR FEH 1,000 EFZH ZYTIGA® 21 » FT
SRMFIHPKSHATEE - HBEATNEBS  ABREBEE (B2EHZFE
(2.1) REGIAZIEE (12.3)] -

10 B2
NBFERZYTIGA® BEMNIEHBESR -




BRI ENRSE - WREMBES » BIIANEAZYTIGA® » WERE—MRILH
R - BEERESERIVETERIVERBIIRS » LURFHEATIIEE -

11 MHiREREA

ZYTIGA® 805G B D abiraterone acetate J3:2 abiraterone ) CE&ES (acetyl ester) {6,
&%) - Abiraterone 2—7& CYP17 (17a-hydroxylase/C17, 20-lyase) BViNHIE - S
ZYTIGA® §R =75 250 25380 abiraterone acetate ° Abiraterone acetate {LE2E 7%
(3B)-17-(3-pyridinyl) androsta-5,16-dien-3-yl acetate * ELfE#E7# *

Abiraterone acetate REEZEMNBERBFEREUNEMRBER - EDFTAR
CasHasNO, » ELD 38743 391.55 ° Abiraterone acetate 8 —T@HIgIELSY) - EBXD
BefRE1735.12 (Log P) » BB RNBIK - EEES (aromatic nitrogen) B pKa#35.19 °
SRR PEIEFE D BIEBR TS - RENRPEMMERIN - BKIMRE - FhsEEE -
SR ~ povidone DA+ IR EHRELSA

12 ERPREEIRER

12.1 {EFRHH)

Abiraterone acetate (ZYTIGA®) TEB8 S (L B abiraterone * SER—EHERESH
BVINHIE - BEIH 170 LEE / C17,20 XAREE (17a-hydroxylase/C17,20-lyase :
CYP17) BWER - WERFRRNEN - B LIRRADIIREEER - WEIRHEMRESH
{ERRY KRB -

CYP17 SE(LMIBEEBRIE

1) pregnenolone £2 progesterone &3%38 170 ¥ L BEBEVERE L AR E 170 5 S EITEY »
2) SRBFE B C17, 20 HEREEMVIEA D BIAZAX dehydroepiandrosterone (DHEA) £2
androstenedione © DHEA £2 androstenedione &5 3% » I B2 2EIAVAIERYD -
CYP17 # abiraterone il Hl& W B L IRNBYM R ERREREIEB (L EZE/
AEFHE (5.1)] -

MR REEIRHEEERSENEFETOBERE - BUHREREE (W
S/ GnRHIBEESEINIREN ) IHREANHERENE - BEEFEE FIRY
BB REMNE -

ESENLZRERERIACE SHRRABNESD > ZYTIGA IR EZEIRETH
MZROMEE - WABER ZYTIGA® WD EETEE ML
NOUBRMPRIPIRFRIETR (PSA) BENEL - BEMBERIRE 2 HERNHEAEE
Bt BRIERES -

12.3 EYENL

LEtHRRZHENEBMEBNMRIYIERE (CRPC) BEAFRBIRF abiraterone
acetate 2 8 abiraterone £2 abiraterone acetate BVZEH)E) /)2 - Abiraterone acetate
BN BB X abiraterone ° TEERRIARD » B> 99% 2 DA P B abiraterone
acetate MMOEEEBERTRARE (<0.2ng/mL) ©

IR

S CRPC BB ORI T abiraterone acetate 244 * 5% abiraterone Z S5 MMdE
ERDAIFRER 2/)\6F - EIREMRE TTHRE abiraterone BIENIRS: » BREE (BE
HREEAUC) BLEIRFE %I 1,000 Z52H abiraterone acetate IF5H 215 -

HEBH CRPCEESRFEH 1,000 ERMEIE 2% @ SERTEMRERD Cru B (1B
+SD) /226 +178ng/mL > AUC{E7%3 993 +639ng.hr/mL ° 7£ 250 52 % 1,000 Z726)
BIEHER » WARBIRTOBRIRHBELLHIRIRNIRS - B » EHES1,0002%
D0fEZE 2,000 25065 - RESWRBEBWAD (FIHAUCHE8%) -

#% abiraterone acetate EREY)HARES » abiraterone IEERBEEHS - #§ abiraterone
acetate ERKSEY) (7% ASAD » 300 F) HHAREF » abiraterone B Crax B2 AUC,. Z 3 5
SHH 78R 51S » 1§ abiraterone acetate EASHEEY) (57% B8R » 825 F) HARES
BIgDRISH 17 B8R 1018 - TRYNASRIEMETESSEEBAMIBR T » 4§
ZYTIGA®FEER AT EHNRBEHSIHIRABENRE - Bt - EIRAZYTIGA®
BIEED 2/ FROER * RAZYTIGA®BRIMEED 1 /NS RIER - AEHEEEBAMU
VKRR (2 EHZHFE (2.1)]

DIRECBEHSIER

Abiraterone ZELAFHMBECE (BECR 1 BUBED) BERBS (>99%) - Hig
TEAREER D BRI (PI9ME +SD) 319,669+ 13,358 7t - BENIAZLER T » TEERIRE
ES=E T > abiraterone acetate £ abiraterone B3~ EP-BES (P-gp) IEAZE » B
abiraterone acetate /52— P-gp IHIE - BRidFRETBETERESEMR -
e

ORB FBFEEEE) “C-abiraterone acetate 2% » abiraterone acetate @ KBRAR
abiraterone GEMUH)) - SRE LTS ZBRESIEOIER (1R IED S MLLRR
fgfs) - MIEEHCYP AR - Abiraterone E AEMBIHNMBEEBB/EBERBY A
abiraterone sulphate (3E5&1%) £2 N-oxide abiraterone sulphate (3E5&HE) » ZER
FEEM43% L6 » F0A N-oxide abiraterone sulphate BEIHIEEFR A CYP3A4 £2
SULT2A1 » M SULT2A1 i abiraterone sulphate BIFZAY, ©

HEBR

BB CRPCEB D M2 abiraterone I RFICHFRH (FI9IE £SD) A
12+ 5/)\8 - OfRIRF "“C-abiraterone acetate 244 » #1755 88% HIMET S EIBEEE
PR - 1B 5% ERRPRE - TEEBDREMEBHEMARSIER/RER abiraterone
acetate 2 abiraterone (DB R FEIEH55% £222% ) -

FFEERZHEE

DLETETOBRIHBEE (n=8) NPE (n=8) AFIIAERZ (Child-Pugh DR B AR
BiR) M55 8 BT INALIE BEVRREIRZ 5S b abiraterone FIZEY)EN N2 -
SBEAIHBEENPENNERENZHEREEAET ORI FEEH 1,000 272405
B|2% » abiraterone NESRZEEDRIASH 1.118R3.6{5 - HEHEFINEREH
ZEHBED » abiraterone IFIIERPSERE 18\ G » TPENERZHZHR
SPAIBERE19/)EASE -

ER—ERARD - BEEEBERIHBEEEIEEARZ (Child-Pugh Class C) B35
(n=8) £ 8 ZATINAEIE ERRRH IRZ HE TS abiraterone MVZEY)EN HE - SEBRIHE
SERNERENZHE - FIFVEEENZHBEIBLR » abiraterone NNEERES
(AUC) BHBM 7S - SHNIRIR - FFFIIAEEEBBLR - ESEFFINEAEEPIF
PDECBESXRERENRS - EEFNEARTBSONBEHEDLLAIDRMAS S 25
(2 EFEEHE (2.2) RIGHESZEHH (8.6)] -

BIRAENES

LETHERBEZMAREIMENARIAERR (ESRD) B35 (N=8) REB2BEEINAE
EMHRZAE (N=8) Ftabiraterone WEEY)E) /12 - EIEHERN ESRD RBAEHRR
HEEIBR 1 RIS IR FEH 1,000 25 M ZYTIGA® » WHRIREER 96 )\ FFEARIERSE
MRERA - BLUETEMEN NB O - HEZDEBCENKRBBRESP » DIREH
1,000 ERMEIE 2% - BINEEERNZHEBLER - abiraterone T ERES R
BIRABSNIRS (2 EFREEEZIEH (8.7)]

EY X E{ER

AN SBRT BRIAL BEETE 1T BV BE VB FRRE TS » abiraterone JY /2 — @M A CYP1A2 £2
CYP2D6 £2 CYP2C8 BUilHIE » B2 —&hRBI CYP2C9 ~ CYP2C19 & CYP3A4/5H)
HDAHIRE o

—I5EENEY) — EY X EIEAFERFET » 19 dextromethorphan (CYP2D6 BVERZE)
30 =% F08H 1,000 =538 abiraterone acetate (N1EZEM X prednisone 5E852) &
#2065 » dextromethorphan 8 C . FRAUC B9 BIF 5 2.8 8K 2.9 2 - Dextrorphan
(de>)(t}romethorphan FEMREY)) MAUCHEA SN 1.318 (2 2EYRGIEF
(7.2)] »

7£—IB5} & abiraterone acetate ®H 1,000 £52 (J1EBMX prednisone 5 &5 ) ¥ &7
100 E52 theophylline (CYP1A2 BIERZE) 2 SEMIAFRED » 1>K3$1R theophylline
NESRESETOHBSMIERS -

BEO\IRIRERT: » abiraterone @ — & CYP3A4BVERSE - T BIRAREN N NETH
{ERTIRD - HERZH BT FAMH CYP3A4 FEH (rifampin » EiE6 XEXIRF
6002757 ) BIRFEH 1,000 2526 abiraterone acetate 244 » abiraterone ) MNP
AUCRHE S 55% (S EZYRaEMHF (7.1)] »

AR EBHYHBRSASMETHNRREVHNBIEFRARD  SHRP
ketoconazole (—&3@%NA) CYP3A4 INHIE) K abiraterone BN &) I EERTDT
BIRRRENTE (2EZYZGIEH (7.1)]

12.4 QTREHIER

F—EZON - Bl - E—ARERRD - HE533(EBB M CRPCESEZEH—
ROBZYTIGA® 1,000 25 (FSERRIZED 1/ BIERZED 2 )\HIRE) SHEOM
ROMR prednisone 5 ERAVEE - RRIFBEESE 2 6EAIHSE 2 KWTGHBRET > 7
EREML® - QTc BARBRETRBENEL (REN>202F) - 8 » BRH
RRETHIRF - W ELEBER QTc BIEREE B abiraterone acetate MHIR/)\WEEH L (TRED
<10ER)) TS -

13 FEERRSIEZ

13.1 BRIl - RBUREBNRE

A—BEEARETHMIEEERRD  HHEMARORRF5 - 15R50E% /A
fT / BBV abiraterone acetate * SHMMAROIKIRF 15 - 50 R 150857 / AT /B
B abiraterone acetate - 7EFTERFEREIE T » abiraterone acetate HiEH S ZEAR
BiBEIREEREMBIRE (interstitial cell adenoma and carcinoma) BURE AR »
SE18EIRA0 abiraterone MZEIRIEFRBR - —MBR/ARBHEAETZHESAEEM
fRAERE - LIAUC RIELBER » T FABBABHEKARZREEAUCZ0.8BHREST »
abiraterone acetate #Itf 4 KR AEEEN - T —BUEREHE (Tg.rasH2) &P
SETTH6/BETHIRP ¢ abiraterone acetate MR BIREVE M -

Abiraterone acetate B2 abiraterone TEIEIZRE: (Ames) DITPERSIFRERIE - £
B A R ATE T NMBIREE DT RSB AR MO D thREK R E2EE
BR -

RIBEMPIATMEIR - ZYTIGA® TEESIBE NEMEIBIARES ) - (EHMAR (13
B 26 BHFR) RIEF (39:BAR) FHETHEEEIESEHMET » KBRE=50%
R/RT/BHMEBEIET BFE=2508% /2T /BHEIET » LERHBEZ LR
Zif - BRR / BREBEMURIBREENIRS » 55LIBS 00 abiraterone Bk
REIBERBRS (2EHMHGREFESE (13.2.)] - TARDABERIINELF SR LR
REANEEENEESREET @ TRFOABRIINFERBRINBAIEAUCZ0.6
BOREET -

EUARSETNEBENHRD - DEE4BRF =307 / AT / BRBIEMNARDE
ZHFERIRBEEERET - BRI - BREHBNRE - BREENE - URES
NRHERIRS - RIREMD R F I0=7 / AT / B2 abiraterone acetate FI/AF IR
ESWEBAE - ERVEDTOHRLD - URERIAENZEZAS - HAKRH
FETEREK—IRT abiraterone acetate 81 16 BE IRIEIES - NS » EEIFE 258
(RIEBE7R) RF=302% / AT / BREIE - FISBBMNRAUSER REKRATRE
(3007 / AT / B) HIREREHSHNIRSR - £ abiraterone acetate B AR
RECEE) - EBENRISFRBHESHNEERIOER - HWHEASHFSERE TR
¥ abiraterone acetate 84 BERIKIEIET - BBREIERLLEER » HAFIRFI0E
5/ AT / BOEISNBERARZZEE (1,0002% / H) 870.315 °

13.2 EMBIERR (N) FEES

ERH 133885 26 BN AR AR KRR 138 39 BMEFHARDEIR - TRESHE
ERANERREEEC—FHMBEIET (MLAUCRLLRER) » SMENBRNZEIE
EERK - @it - HERMESMIETBRR - B LR - T - T2 (BRIRX
R~ IREMESOIFIHRIREES RN RERSERENIRS - BLt-iEsE
B0 BEE{LEF] abiraterone acetate BV REIRIEBERS - 126 BAIARIAR
o #t=502% /AT / BHEIE (MLAUC RLLEER - FIABNRRREERE) B
18 BARENSEXEBRESMELNASIES - 71 39:BNEFHARD » THSH
EIET (LIAUCRLLBRER - BERRAREEN 218) WARBREQTBRERL - A7
EHTEE abiraterone acetate BREINZ R IELIFEER 4 BE LT HIENED IAKEN -

14 EREREAR

HUMURERBE L CBRERBICRS BRI RN AISIRE (CRPC) E&
FBZYTIGA”; B BB AL EEmIBkEH - LRBIHRM « S5 3 HiRRRR
ESEE - /Al {EA ketoconazole BEFFIFERBEE LIRS TEERRF AP
MEEBIHRISEMBTR 2N

51

SERIZ %S docetaxel (L BB ENER I CRPC BS -

HE1,195(IBB1EL 2:1 BILLAIBER 1821 - D BIEZEE—RORZYTIGA® 1,000
ERSHEEMAOMR prednisone 5 E7RANEE (N=797) » NEEZZH—RZTH
DEEmMZROAR prednisone 5 £ 806 (N=398) - BE LD EEASHIHEE
BIFHBES R  BARBRIL (EERPSARBENERE / REBAS25% ' B
BIFHREERENXAFEBLRZRIERTBARERRBIENIRS) - BIBHFNE
B BREAEZNSUHRE - SURRBHARMIL -
EUTHRBADMRSI2HUENERERISHSE © MIESBEENRAEIEE - P
NIFHR 6975 (39-951%) @ IR DMAIBER D 93.3% BA ~ 3.6% BA ~ 1.7% TMA -
1.6% ELbiENR - 7EFTNERNBE D » 589% HIECOG EEEENRET DB 0-1° B

45% NETVRBERT DR =4 (BSMBRNBE 24/ WHESRENEREEE) -5

0% NEEBEHBHIRS - B30% BRILARIIRS - B70% NBEBXKTIZN

BIERTRIBRIL  B30% REPSARAGRIRBILOIRG - B70% HESEAND

BEZ SRS CRERIER - B30% SEZMERAIVOR -

TEHIR 552 [BIET AR ENETSTBIEFRRAVEID DT - DITEVEREAT - LRAEE

BBSBLR - BAZYTIGA” EEBENNREFTTETHTS LHBMNNE (R5

1) - FBR 775 @XM (FREHETRRDTICTRBIEE 97 % ) FHEITEH

FBEDHT - LAENIEREAPREDITEIERIER (R5)

5 : AR 1 PIESZ ZYTIGA® NLBE S Prednisone BB BENEIEFEER
(BBBES)

ZYTIGA® (N=797)

ZRIE (N=398)

NSEEDN
T (%) 333(42%) 219(55%)
P=EREE (8) (95% ClI) 14.8(14.1, 15.4) 10.9(10.2, 12.0)
pl&’ <0.0001
R (95% CI)? 0.646 (0.543, 0.768)
EHEEIM
T (%) 501 (63%) 274 (69% )

PEEEE (8) (95% ClI) 15.8(14.8, 17.0) 11.2(10.4, 13.1)
BB (95% CI)? 0.740 (0.638, 0.859)

' PIENEMEKIERBHERIBES » IRE AWK ECOG EENBENARETD (0-1 vs.
2) ~ BN (HBvs. B) - SRISES2ILEBEANEEH (1 vs. 2) RFBRILOE
B ({2 PSABRASREIL vs. XEHERIL) ETOE -

* BIBLEERNTHEKIBR D BHLLAIRIBIER - EIELEE <1 RTBEFIRZYTIGA® »

B 1 : 1931 WEEEEER Kaplan-Meier BB (BB EDHT)
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80+
;\? 60
H
Ha
40
204
T T T T T T
0 3 6 9 12 15 18 21
B5R (A)
ZYTIGA® 797 736 657 520 282 68 2 0
ZEE 39 355 306 210 105 30 3 0
- - QRE  — ZYTIGA®

AR 2

SRR BIEZHBRS Mt 2R EOENERIE CRPCES ¢

AT 2D - 1088 IIBBLL1:1 BILLBIBER DR 2% » DRIEZEEH—X1,0008572
ZYTIGA® (N=546) BE—RLTE (N=542) 815%% - MIBESHIZ S prednisone
S5ERTEHMN - TERFBRED R ER XA EHERLE (ALIIRS M LBE
= METEESNR e BB - BRIMERIRF BEYESIZRBEN - WECOGTE
FEENREREEIHERE) NRBERILRER - HREEABEZNSMRE - N2EL
ARRIL - BEEEEPENSE - FHRBH BEYEHRERREN - NHIRAMES
BEBRRONBSEBWIRISTHAT 2N

MBEEMANRBADRS BRHMEABIEE - DRIFEEHR 705 - EAZYTIGA® BB
BENEEDMIEHER95.4% BA ~2.8% B A~ 0.7% TN ~ 1.1% Efigk - B
76% 2 BEHECOG BEEENMEET D0 > B24% R 1 - TBHNBEIIRISTRERE
BESRRX HFIEEREETEIY (rPFS) - (KIEBTNVEBERNTES (BX24/)0\6F
HRESBRENERREE)  B66% 2ESNEMRBEIADM0-1 (FEMR) » 526% 22
ENFD R 2-3 (BEEEMN) ©

XHHEEBJCFTENTERRBEBEXDITE  RENRERBERGRIR2ZN
BIEFNBERCICBIER (FIFIRETIEE212E) » B/ REBBRSIETEE
[EBRETEZE (RECIST) MBRRERILIRS - FIREPEEMXAHIEBILE
{GIERIEST rPFS D -

EETHEEERNE =R PREEFTEHNE  EHAZYTIGA®BENES
B37% (200/546) S8R T  FALZBECENTEAB 43% (234/542) B35
T - ZYTIGA® AN R EEHB B L BEER » BRILER0.792 (95% CI -
0.655-0.956) ° plE#30.0151 » WRER EMRETRENTERIE (FR68EE2) -

K6 : AR 2EZ ZYTIGA® NLEE S Prednisone BB BEMVEIEFER

(BRBBED)
BREER ZYTIGA® (N=546) LT (N=542)
T 200(37%) 234 (43%)
PRIFERE (B) (95% CI) 35.3(31.24, 35.29) 30.1(27.30, 34.10)
plE’ 0.0151

AL (95% CI)? 0.792 (0.655, 0.956)

' PEMZMOIKIE R BERIRTE S - IRE AN ECOG SEENAE/RREED (0vs. 1) ©
* BIBLEERNTHEKIBRDBHLLAIRIZIER - EIRLEE <1 RTBEFIRZYTIGA® »
B 2 : 178 2 VLS ER Kaplan-Meier BBiR (BBAEDHT)

100A_-----:\_h-i—N_‘—H
=T
ool -\’M\_\_\_
\\_
-\n.
g e
Z e h
B L
Ha =y
il 404 | .
20+
o T T T T T T T T T T T
0 3 6 9 12 15 18 21 24 27 30 33 36
FEH DAL PTISAN A
ZYTIGA® 546 538 524 503 482 452 421 393 333 175 68 15 0
QRIB 542 534 508 492 465 437 400 361 283 153 67 9 0
- - 2B — ZYTIGA®

TEEITTERN (PPFS DTS » 5150101 (28% ) A ZYTIGA® BBNBE R 25111
(46% ) (ERZRECENBE B XAFEBRILNIRS - MEEEEN PFSBRBNE
2 (R7883) -
R7 : MR2DEZ ZYTIGA® KL RIEIS # Prednisone SB8E 2 BB X NFHR
BBLEER (REEED)

XHFEEBILBEER ZYTIGA® (N=546) ZRE (N=542)
BILIIET 150(28%) 251(46%)
PfIrPFS (B) (95% Cl) NR (11.66, NR) 8.28(8.12, 8.54)
pfE’ <0.0001

AR (95% CI)? 0.425(0.347, 0.522)
NR=FRZZH] »

| PIEAGKIEREBESMBES » BT ALK ECOG EEAE/IRREZTD (0vs. 1) ©
? BB ERMFTEKIBERDBILLAIRRERE - BMBLLE <1 REBEFRZYTIGA” -

3 : AR 2B X NHZEBILFER Kaplan-Meier iR (ZBBEDT)
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0 T T T T T 1
0 3 6 9 12 15 18
FEH D 1EE AT AR
ZYTIGA® 546 489 340 164 46 12 0
2B 542 400 204 % 30 3 0
- - QRIE  — ZYTIGA®

FENER DT IHLU THIER REIBTEGE - BRZYTIGA® BB TSR
THERE ML 2EBEND(IIFER 25288 - MEZZEEEENESRR16.8E3
(HR=0.580 : 95% Cl : [0.487, 0.691] » p<0.0001) °

B2 ZYTIGA” 8 BN BB WASERE RIS A B g5 iR E = R B (165
S METLHEBBENESE8/R23.788 (HR=0.686 : 95% CI : [0.566, 0.833] ’
p=0.0001) - BARIRFEEY < FRESBENBRYBREERERER B CHFRIER
ESEE - BREARZYTIGAE -

RIERRERETETENET (BER2014E38310) » MEEEENSES @ RRER
0.806 (95%C1%30.697, 0.931) » EZ ZYTIGA®;SBNEBE BET THDIHR 34.66
B8 @ BRLREOENES LR TR 30.29E8 -

16 SIS / P ERIRIE

ZYTIGA® (abiraterone acetate) 250 2R iEHIRORENCENHEEREE - BE—8
%% TAA250 ) 48 - ZYTIGA® 250 2R EHIRRERSBERIIFRMERD - Sl
120 85 -

NDC #&5% 57894-150-12

igedins-Tid

BEBEHR0CUT -

RIEEIEREH - ZYTIGA®TEEEH BB DHIBFBERIBE - AL - BIRZNTEER
2NREATERBNELERE (WFE) 0IER Nl ZYTIGA® (L 845 ke 218/
8.1)] -

17 fREBBAEXN

o FEESHIEBE * ZYTIGA® 2 prednisone 3 prednisolone INWESHIER + BRI TERZED
EEBTIB0IER T BTSRRI —EEY) -

o BERIEEFAGNRHIBEREEMES - EEMZYTIGA® & prednisone 3
prednisolone J6 ERNBIE DI EHABHEITRRAVEE ©

e BEHEBE ZYTIGA AT ERMHAR - BETEIRA ZYTIGA®RIEED 2/ \ESRIER
IR ZYTIGA® B EZE D1 )\ TER - BB SREI AR EBLNGRIR © 55
DEENBEALE - BESHNBS > SZYTIGA BEBYHESHASHEES - TR
M3IHFRRIE -

cBIREEERE » IKIBREMHIER » ZYTIGA®ESXIRA —X > prednisone I
prednisolone EEXARAMX -

o EIFEE - WRIRIR—X ZYTIGA® D prednisone 3 prednisolone (I EEIE » 5
“RIDERBESHEE - WRRBEOBEBE—RX - AEFESS MK

« BENEEERMZYTIGA BRI - RIEEEKE - P - SIE - FFIIEER
BEASRRERE

» ESABERIESUBMIGSH S N EDAMBPIBRTINEE -

o BSAES ZYTIGA® TS HEBDMIBSRES : At - SRESNTLEEZNE
GARYERBEMERER (WFE) UBER THBZYTIGA® - thESAES - BailN
X0 abiraterone AERFM RS LIRIAERD - At - WRMMFIBFZEETHE
IR —EEERREE - WRBESBNELBRNNELETHTR  —E2EH
FRBERS—EEMORETTE - TEER ZYTIGA” 5 BB/ BRHE RIS LB ZE
I » TR IDBERMES RS —E -
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