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6. REDEEEHRTICETEIREKRY

(1) TR

BRI : 2006/12/26~2007/10/3

OEBNZ I FEE 80mgl H & T

IR 40°C -« 7T5%RH [fc#&aliEZaE (PTP @) ]

HIEE B 7 b PRAF IR
<JRHE> & BH 4G 1% H 3»H 6 »A
PEPR BICSOT-1
<HBDT 4 VA BIC80T-2 BE B A ey
SO—F LTS BICSOT-3
PR BIC8OT'1 . . . .
RSB IEWEL) | DicooT2 BE BE B B
P BICSOT-1 1.2~2.4 - - 1.7~1.9
= i; 15§§%>%) BICSOT-2 1.2~1.9 — — 1.2~1.9
0 BICS80T-3 1.0~1.9 — — 1.4~1.7
S (%) BICSOT-1 | 93.7~95.9 | 92.9~93.7 | 93.0~93.9 | 92.2~92.9
<48 2. BOMELES BICSOT-2 | 94.4~94.6 | 94.0~94.6 | 92.2~92.8 | 92.2~92.4
: BICSOT-3 | 94.2~94.7 | 93.3~943 | 92.2~92.8 | 92.7~93.4
SR (%) BICSOT-1 | 99.5~100.2 | 100.4~100.7 | 99.6~100.1 | 100.2~101.7
05,0~ 105.0%> BICSOT-2 | 100.3~100.7 | 100.4~100.5 | 99.8~100.1 | 99.9~100.9
: : BIC8OT-3 | 100.1~100.7 | 99.7~100.4 | 99.7~100.5 | 100.7~101.5

% RARICHT BEHE (%)

SRERFEHEHIR : 2014/6/27~2015/1/6
OEHNZ I K OD §E 80mg! HE T

IEERER 40°C - T5%RH [ #&dEERE (PTP wl4f) ]

B ETE H =RV {17 R
< HIHE > FH5 B AR 1% A 3% A 6 % A
PER BCA4F01
<HAfa~WEAGOFEEE | BCA4F02 e ik Sk Sk
(D VeNRREESE) > BCA4F03
L, TEREER BOAFO2 e e e e
(SR TR S B 0 7 5 BCA4F03
e b=t BCA4F01 1.5~2.4 1.2~2.6
ii’oo/ 5?? BCA4F02 1.4~25 — — 1.4~2.9
70 BCA4F03 1.8~2.3 1.7~2.7
e BCA4F01 26~33 24~29 20~25 18~21
i A 7l
Hif;;?ﬁu%; BCA4F02 28~35 25~29 20~25 18~23
- BCA4F03 27~36 23~29 20~24 18~23
. 88.6~90.8 87.4~90.4 83.7~87.9 81.5~84.7
VRHIE (%) BCQ‘*FOl o i N N
<60 4. TO%LLE> BCA4F02 | 88.8~91. 88.8~92. 84.5~87.9 81.6~84.5
> BCA4F03 | 88.6~90.5 86.8~91.8 83.6~87.1 81.4~84.4
Sm (%) * BCA4F01 | 99.7~100.7 | 99.7~100.1 | 100.2~100.7 | 99.9~100.9
- 9§' i 10"5 0% BCA4F02 | 99.6~100.6 | 99.5~100.1 | 100.2~100.6 | 100.1~100.6
: oo BCA4F03 | 100.1~100.3 | 99.9~100.2 | 100.1~100.3 | 100.3~101.3

Ko RTRBICHTOEAE (%)




(2) IR OLEN

RERFE IR : 2008/12/16~2009/3/25

OEHNHF I REESOmgl HET] M@ 40°C [, K[EBERH]
RERIE B =N PR HA R
<K% > &E5 BH AR IR 2 i 1% A 2 5 H 3 »H
FER n=10 FEDT 4 VA | DT 4 VA ABOT 4 V5| DT 4 VA | DT 41 A
SREOTA LA U080 | oo gt | a—s o sbe | a—s g o s 6| a7 g o sk | a7 g o sk
a—F 4 T kE> g : . . e
B (%) n=6
“an s 8owbL L~ | HUOBO | 89.0~93.7 92.0~93.9 89.4~93.8 91.4~94.6 92.5~94.9
G (%) *n=3
S on 010500 | HUOSO| 99.2~99.4 | 100.0~1009 | 99.2~99.7 | 99.9~1005 | 99.6~100.9
(Z5 1) HUO080 | 124~136 121~131 123~135 120~137 120~131
fHEE (N) n=10
X FREIIKTOIEAE (%)
OENNVZ I REE8Omgl HIE T Ma: 25C - 75%RH LY, Bk
HERTH H = LRI
<HiHE > &5 BR hA Iy 2 1 15 H 2 7 A 3% A
FER n=10 DT 4 VA | DT 4 VA AGDT 4 Vb | AaDT 4 V5| FHEDT 4 VA
SHEOZ LA\ HU0SO | o2 yge| a5 v rbE| 2 —7 v 26| 27 4 v FHE| a—T 4 v Tk
I—F 4 v ThE> - " ” . "
wHE (%) n=6
Can 4y, OwbL L~ | HUO8O | 89.0~93.7 89.3~91.9 91.3~94.2 91.1~92.9 91.5~93.9
&8 (%) *n=3
Lo 00500 | HUO80 | 99.2~99.4 | 100.0~101.2 | 99.1~99.6 | 98.4~100.2 | 99.9~1012
(ZE1H)
S () ne10 HUO080 | 124~136 90~98 94~101 99~106 91~99
X FoREICKTIEAE (%)
OEANZ I REESOmgl HIEE L) MEit =iE. BE [D65 R, [E A
RERIE B =N T 5
<M > EHE BH A6 40 5 Lx-hr 80 & Lx-hr 120 & Lx-hr
MR n=10
D L A NN NN (VN
SHEO7 4L HU0SO E%%j;;ﬁ E%?ji;ﬁ E%?ji;ﬁ E%?ji;ﬁ
2= 4> ‘ ‘ . g
B (%) n=6
“an s sowbl > | HUO8O 89.0~93.7 93.1~95.0 92.8~94.1 90.4~93.7
G (%) *n=3
L0850 105.00%— | HU08O 99.2~99.4 100.0~100.8 99.7~100.3 99.9~100.5
(25 Hi) HU080 124~136 125~134 124~135 127~139
HEE (N) n=10

K RREICTTOEAE (%)




SRERFEHEWIR : 2015/9/25~2016/1/14
A 40°C [, [ERR]

Ove A2 I K OD §E80mgl HIET

ABRIE H =BV PR AR
<JHHE> He BH AR IRE 1% A4 35 A
PER
<HEO~E A OREE 508010 H 0D SR EE MO FEEE MO HEEE
(AN pRtEsE) >
ArEEME (7)) n=6
wHME (%) n=6
<60 %5, T0%LLLE> 508010 87.6~88.5 87.4~89.8 85.6~87.3
G (%) *
<95.0~105.0% > 508010 100.1 99.9 100.7
(2%1HE)
B (N 508010 97 99 95
% BRI BARE (%)
OEHAH I ROD G SOmgl HET M 25C - 75%RH LI, B
RERR A v P PR{F I
< B> &5 BRAAHE 1% A 3% A
PER
<BEE~HERAROHKE 508010 EFEXPES 7 EREXAE 3 B Dk
(D FENFAEESE) >
ARt (7)) n=6
60 P> 508010 29~ 38 18~24 19~20
wHME (%) n=6
<60 4y, T0%LLLE> 508010 87.6~88.5 83.8~86.3 89.8~84.7
a8 (%) *
<95.0~105.0% > 508010 100.1 100.2 100.3
(%1HE)
S (D) 508010 97 51 52

Ko RTRBICHTOEAE (%)

OeAN%Z I K OD §E 80mgl HET )

MeEldE SR, BOY (D65 IR (1,000Lx), vy —LvE T v

TE 9]
HBRIER =R FRAFHAR
<M > FE BHAA R 60 & Lx-hr 120 & Lx-hr
PR
<H~IE A ADERE 508010 SRR =RENE =RENE
(OPENARtESE) >
At (7)) n=6
<60 BB > 508010 29~38 34~39 32~35
wHME (%) n=6
<60 4. TO%LLE> 508010 87.6~88.5 87.2~88.6 87.1~88.8
G (%) *
<950~ 105.0% > 508010 100.1 99.4 100.2
(&)
B (N) 508010 97 96 91

% RRRICKHT HEHE (%)




7. BARNERUVEBRRORESE
RN

8. fFlE NEELEL (MEIEFHNEIL)
LR

9. Bt
T B 2
(EhJ/)4% = Ffg8omg THETI])
R EIK S O AW FIRI SRR T A R T A VO IEIZOWT (CERk 18455 A 31 A [E35E
A5 786 )

ARG
AEE - AR/ TR HRERE NS RWE
(IR E % OGRBRIE
50rpm (pH1.2. pH4.0. pH6.8. /)
50rpm (pH1.2, pH4.0. pH6.8 : WU YV /L~— | 80 1.0%#SN)
100rpm (pH4.0 : 7R U ¥ /L_X— | 80 1.0%%/N)

CHIE]

- pH1.2 (50rpm) TiE, FEAERFIN 120 /1281 2 EEIRHRD 1/2 O HHEE R 3750 2 7o i
JRBON120 431238 T AR O SV H S AT HE R 0D SRV HE SR = 8% DR IZ 8 o 7,

- pH4.0 (50rpm) TiE, FEAERFIN 360 /7 2H1T 2 EEIRHHRD 1/2 O HFE R 375 2 7o i
SN 360 S3IT BT, ARG O EIVAE R AR ERLE] O SRR R = 8% DFEFAIZ H > 7,

- pH6.8 (50rpm) TiL, HEHERFN 360 73281 2 FAHED 1/2 O IR H 2R % 78975 2 2n i
RN 860 43123 T, AR O 3 IR VE R O PR H 3 = 8% D REFHIZ & > 7,

- K (50rpm) CiE, FEEHERAIN 360 /3BT D FIRHFED 1/2 O H =R 2 3 1L O 360
IITIRNT AL O FR5% 2RI TAEAE RG] O S s H 2R = 8% DI & - 72,

«pH1.2 (KU Y b_— | 80 1.0%¥NN, 50rpm) Tik, EEHERLAIA 120 /312810 2 AR D 1/2
DTSR A R T IRE A KON 120 3012380 T ARG O RIS HH R ERGR O SR R £ 8% &
WL 15%DHFIFHIZ & > 7z,

*pH4.0 (R VU Y xX—}k 80 1.0%¥sH, 50rpm) T, AEERE| O LA N 40% % O 85% (11T
D 2 RERIUZIBUN T, AL O SEEJEE H = T E A O SRR 2R = 15% ORI 8> - 7=,

- pH6.8 (KU Y — | 80 1.0%FRNI. 50rpm) TiE, FEAERIHFID D 40% &% Y 85% 11T
D 2 RERUZIBUN T, A O SRR 3 TR E LA O SRR 2 = 15% ORI 8 - 72,

«pH4.0 (ARKY Y )L_— |k 80 1.0%#sH1, 100rpm) Tl FEEUERLEI O VAN 40% K& O 85%1+
WD 2 R RITIBUN T ARG O PV H SR AR HE R 00 SRV HI 3R = 15% D FPAIZ 8 - 72,

PLb RO R A ERA] (7Y 7 v 7 AFE 80mg) & HER L7fER, 2 ToORBRIRIZIH T
[ J8 = S DA AR FERER T A R T A ) OHEIEEICES LT,



(Vs H h )

BIME (%)

pH1.2 (50rpm)

BHE (%)

pH4.0 (50rpm)

100 100 |
80 80
60 60
—e— E/LF = FfE80mg HETI] —e— LA JLZ S FfE80mg THETL]
40 ¢ - & = HYTFvH R5#80mg 40 ¢ - & =5 YF Y R4E80mg
20 20
0 W—ﬂ—'ﬁ 1A Al 0 @Mﬂ—ﬁ—ﬂ——& A e A g Al
0 30 60 90 120 0 90 180 270 360
B (9 B (99
BHE (%) pH6.8 (50rpm) BHE (%) 7K (50rpm)
100 | 100 |
80 80 |
60 . o 60
—e&— LA/LAZ 2 RFEE80mg TAET ] —e— E /L% 3 FiE80mg THET ]
40 - - & = HYT v REEBOMg 40 - & = YT v REE80mg
20 20
0 W—Q—-ﬂ-—ﬂ——ﬁ 0 éz_nﬂﬂﬂ—ﬂ!—c Ay N— Al
0 90 180 270 360 0 90 180 270 360
B (59) Bl (59)
BHE (%) pH1.2 (50rpm) BHE (%) pH4.0 (50rpm)
100 - RV ILAR— 180 1.0%% N0 100 ¢ RV ILAR— 180 1.0%%& N0
80 80 |
60 60
40 | 40 |
20 & —e— E /LA = FfE80mg TEET ) 2 L —eo— /L% 3 FiE80mg THET ]
0 Tﬁ—ﬁvf‘yﬁxfu'iSOmg ‘ o K 7&—73‘/7""“/’]1-%7@80m9 ‘
0 30 60 90 120 0 30 60 90 120
B (59) B (4
BHE (%) pH6.8 (50rpm) BHE (%) pH4.0 (100rpm)
100 ¢ R1) YV IJLA— 80 1.0%i% N 100 ¢ RV ILA— 80 1.0%: 0
80 |
60 |-
40 |
20 o —e— EH/L% I FiE80mg THET 20 | —e— EA/L4 S FEE80mg THET |
-2 =H7YT Y9 REE80Mg - =hYT v RXEE80Mg
0 b | | | 0 b | | |
0 30 60 90 0 30 60 90
B (59) B (4
(n=12)
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(EHILZ = FOD#E8mg TBETI])
BIRIEIL O FIIRI MR A RT A VO HiEIZOWT (R 24 £ 2 A 29 A SEA5EA
% 0229 %5 10 &)

RS

B R K OB

75rpm™ (pH1.2, pH4.0. pH6.8, /K)

75rpm™ (pH1.2, pH4.0. pH6.8 : RV Y /L_— |k 80 1.0%¥NN)

100rpm (pH4.0 : R U ¥ bx— |k 80 1.0%¥sHN)

KA RTA NZE, THEERMEEEY) 2 5 ) /3 RVTE 50rpm (236 1) DI BRI CT A VY
7 w7 A 0D $E80mg L EH/LZ I FOD#E80mg [HIET ] ORHABREZE/ L= 25, B
B BIVIEERICHERE T A B FR 0 L T2 IR O IV BB ik L LT
X RVEE 50rpm (2 2 CT/X ROLE T5rpm 12 TITH 2 & & LT,

CHIE]

- pH1.2 (75rpm) TiX, 120 53131 2 AL O ¥ HH S8 AR UERLAI 00 S ) v HH 28 = 9% O &l I &
277,

- pH4.0 (75rpm) TiX, 360 53(Z351F 2 A bt D ¥ H 3R IR YE R O S P H 3 £ 9% O i PRI &
-7,

- pH6.8 (75rpm) TlE. 360 43 1Z 35T 2 A 0D AV H S8 | AT HE L9 0D S5V H 38 = 9% D i PRI &>
-7,

- K (75rpm) TI&, 360 43 1T 31T 2 AR it O SR H S I TAFE HE LA 00 SR H 3 = 9% D FPH I > - 72,

-pH1.2 (R U YV _— | 80 1.0%IRNI, Torpm) TlL, HEAERFI DO PV D 40% & Y 85% 11T
D 2 RERUZIBUN T, ARG OB 3 TR ERLA O S B ER 2R+ 15% ORI 8 - 72,

«pH4.0 (R U Y xX— 1 80 1.0%¥sH, 75rpm) Tli, FEHEREOFHEH SN 40% &% O 85% (11T
D 2 RFRUTIBUN T, AT OB 3 TR E LA O S B PR 2R + 15% DO FiHIZ 8 - 7=,

- pH6.8 (AR U Y /LxX— |k 80 1.0%UsH, 75rpm) T, AEEREOFHEH N 40% K% O 85% (11T
D 2 K RIZ BT, A O SEEJP H3R TR ER O SRR R + 16% D #PHIZ 8 - 7,

*pH4.0 (K'Y Y L— | 80 1.0%IRN, 100rpm) Tik, FEAERHFID I D 40% & Y 85%FF
WD 2 R RUTIBUNT, A O FEEJEE R TR ERGA O FIEA R+ 16% ORI & - T2,

Pk RO 28 255 ERA] (Y7 v 7 2 OD §E 80mg) & ik L7fE R, 2 ToORBRIKIZE
WT MERIEI G OEWFRIREERRT A R 74 ) OHEREIES L,
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(VA HH At )

BHE (%) pH1.2 (75rpm) BHE (%) pH4.0 (75rpm)
100 100
80 80
60 . - 60 . .
—e— /L% 3 FOD$#80mg HET ] —e— E /L% 32 ROD$E80mg THET ]
40 = & = HYT v  R0DEE8OMg 40 r - & =AY T v RAODEEEOMY
20 ¢t 20
0 gﬁﬁﬂ——ﬁ'—ﬂ—ﬂ sA; Al 0 @-ﬂ-ﬂ-ﬂ—@-—ﬂ——-ﬁ—H—Q
0 30 60 90 120 0 90 180 270 360
B (9 B (5
BHE (%) pH6.8 (75rpm) EHE (%) K (75rpm)
100 | 100 |
80 80
60 —e— /)L % 3 FOD$80mg THET 60 r —e— /L% 3 FOD§280mg THET )
40 t - & =5 YTy X0DEESOMg 40 - & = H YTy A0DEE80mMg
20 20 |
o ADODO——N A A A n o DOOO——————————n
0 90 180 270 360 0 90 180 270 360
B (4) B (5
BHE (%) pH1.2 (75rpm) FBHE (%) pH4.0 (75rpm)
100 | RV ILAR— 180 1.0%AN 100 | K1)V ILAR— 180 1.0%RN0
80 80
60 60
40 40 r
20 | —e— E#/L% 2 FOD#E80mg NHET ) 20 —e— /L% X FOD$E80mg THET |
- & =5 YTy X0D§E80mg - & = H YTy X0DEEOmMg
0 L‘ L L L 0 L‘ L L L L
0 30 60 90 0 15 30 45 60
B (5 B (9
BHE (%) pH6.8 (75rpm) FEHE (%) pH4.0 (100rpm)
100 | RV ILAR— 180 1.0%RN0 100 ¢ K1)V ILAR— 180 1.0%& N0
80
60
40
20 o —e— E/1)L% = FOD$E80mg NAET | 20 —e— E /L4 S FOD$E80mg THET |
- & =H7YT v XODEE8OMg - & =HhYT v XODEE8OMg
0 L‘ L L L 0 L‘ L L L
0 15 30 45 0 15 30 45
B (5 B (4
(n=12)
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10. &% -aX
(1) FRIRELGER - BF. NEI’RKRLER - AEICEHATLHER
YL
(2) A%
(EAIL% = FgE80mg THETI])
30 #& [10 #£x 3 ; PTP]
100 && [10 $£ <10 ; PTP]
(EhIL2 = FOD§8mg THEI])
30 #& [10 #£x 3 ; PTP]
100 && [10 $£ <10 ; PTP]
(3) PHEBE
YL
(4) BROME

WR5e4 PTP w4k

EANE I REE |PTP
80mg NHET) |two—:RYFublbr

SARYU TRV T AL, TAI=TAE

Ehv% 3K OD $E

PTP ARV 7ov’Ly  -RWIRARV ALV T 407 40, T
80mg [HIET |

=U L

1. BRRHIhERME
KB L

12. ZDh
RZ YGRS TE e L

13




V. ARICEYSEE

1. BREXIEHER
AITSZ i

2. DREXEIHRICEHET IIE

S5.MEEXIRRICEET HEE

5.1 AANC L HIHHIL, RIREFETIE RN SICEE L, AAIES 12 B E2 5 T?ﬁ%éﬁg’}@%&‘
& LT, AAREIZ LD HIFFT 28 RDGEONRVEE. 5 WITRBOETRRO bl
. FITRIEFMOE R2NEEZBEET D Z L,

5.2 A HIZL Y, ZEMEOEPORR LEENLZEXONDENEMPEH LSE1E, 1R LEOA
WHEZEEO L BEITE T, WHESUIEFLRTRRIER EOIRIREICAEE 5 2 L,

(fi#E)
5.1 —MRICHIZ TS 2 NMWREILE WRIEZ R T, b &b ENSWEREICERIEE AT
DRI ARIE DK 20%FAET D L WVbiv T b, F7o, K| 80mg/ H B 5K O Rl i g (2 k35
FEhEIE, AT ERS T ARRABR Tl 61.0%., %I IR TlX 64.4% Th o7, 99
AREEGIZ LV IIFRFT 2R BGONRWEE . B2 WITIRBOEITRE D b2 HEaI2iE, o
WO B EZET HDLEND D, B, FUEENROBIERIIL, $ﬂ®lﬁ%®m 8940
L O FISL IR E O AR RO 5 WM A3 Z 1 12 8% L L,
5.2 $§'H§k~’i X0, ZEMEOEHNORBLEWNEEZ X ONLENWERAN BB LG, IR EOR
wEEZED E| Wiﬂiﬁ%%%%&&%%&%ﬁﬁfézgmké 2B, ENTORERE
TOMKRABRICHB T 2EWERIC L 25 1EEIEX, 197 i 2 CTH -7, ZONFRIE, Bl 1
%\ﬂ%E%1WT%D\:n%®wfm%ﬂ%n&§¢¢% T SOTE P ZRD b Tz, 36

3. HERUHAE
(1)%%&Uﬁ§®ﬁﬁ
WE, RAIIZES L Z I RELT80mg # 1 H 1\, ROKEE+ 5,
(2) HZRUHAERORTERE - B
R L

4. AERUARICEET 5EE
RESI TV

5. ERERALAE

(1) BET—52/1\vH5—2
BRI L

(2) ERERIEIEAER
EAEE R L

(3) HERBEBERAR
MR L

14



(4) BRELREAER
1) AR
17.1.1 ERERRHER
TR £ ISRV IR B (il O/D) &%k L CEMNTRE 197 flic oW CEITS hie “EE
F Lo ik & & ToBE R AR 0D E TR D LB ThH D,

. o S AR
AR A e P 511 iE 4K A EELL L)
5 1 FHEER 80mg/ H 12 A 3 66.7% (2/3)
AT 11 AR ABR 80mg/ H 12 R 41 61.0% (25/41)
B 11 AR 80mg/ A 12 i fH 59 64.4% (38/59)
W& G 80mg/ H 48 [ 26 76.9% (20/26)

BIVERIX, B2 2 REOARME (80mg/H) (ZBWT, % 1 M5 T 3 #i+ 3 1 (100.0%)
RO b, EREWERIE. JLEER (66.7%) . FLEEAR (33.3%). 1TV (33.3%) Th ol
ATHASE T AHRRER CId 41 B9 25 1] (61.0%) (28 B, EREWEMIX. AEER (41.5%). L=
JEAR (36.6%). 1ZTY (12.2%) HEThH o7, %IE TDAHER T 59 Hilh 38 5l (64.4%) (238
Hav, ERREWERIX, BT (33.9%) . FLEMIE (33.9%) . MAKEGE (11.9%) FCThotz, (UK
FAIRE)

Fo, RIGFETRIIYESEE O C/D) Zxi8e L ¥ I RiEL LHRH 7 =X h &
OPFRFEE L LH-RH 7 2 =& b HMRE 2 ol U 7= [EN S ITH —F 55 D 9 DR I3k
DEBYTHD,

EhE I REERD .
LHRH 7 2= | | 7= A b o~
Lo HAl (95%(Z g X 1)
gz
PSA [ERALFY & 79.4% 38.6% <0.001 B
(5 12 FEF) (81/102 ) (39/101 #) (27.6-52.0)
PSA IEF%‘-“:&U
. . <0.001

* COHIM 8.1 24.1 (2.77-5.66) 3.96

(Fp i) o
2= 77.5% 65.3% 0.063 B
(&5 12 HER) (79/102 i) (66/101 ) (-0.3-24.1)

TTTE 117.7 4 60.3 34 <0.001 0.54
GEYS R o (0.38-0.77) ‘
TTP %) <0.001

k=3 96.9 i 0.40
(5t REE - (0.26-0.63)

1) PSA=4ng/mL

7 2) TTTF : Time to treatment failure (JEHEALDHEAR)
7£ 3) TTP : Time to progression (HEHEEHAM])

AKRBRICBWT BERIZE I L Z 2 REKOLH-RH 7 2= & MMEREIERE T 66.7%I2385 H 1.,

ERRIERIL.
Th-oT,

15

EFTY (16.7%), M7 B Y 74 A7 7 X2 —EHM (10.8%), &l (8.8%)

=3

Yiray



17.1.2 @SVERER R BR
WEAMC I T, YRR & L CROIBBIESUIMRIAMIIRIR (s, s IRERbRI) 25T L
7o BRI B 8,113 Bl & B & LIz e /L& 2 REE 150mg/ H 42 X 5 BE1EAL 7 7 & Rt
M EHERIEERRR 9N EBI N TV D, B X I NEER G2 CREEATRIIAFRIC
#E L7z (HR=0.79. 95%(5#HX 4] 0.73-0.85, P<0.001) 73, &AEFRIZOVWTIT T EREELE D
ZEITRD 2o 72 (HR=0.99, 95% 5 #EX[# 0.91-1.09, P=0.89), JHHABIMATIC T, [REM:RT
SR OFGRBIER AT o o BE BT D BV H 2 REERGEECIX, FEtENReAEZ TR0V o
D7 T REEE i L CRAFROBAE R 580 iz (HR=1.16, 95%/5FE X [ 0.99-1.37) (&
BRI gl 7.4 FRERD, B X I RERGHETRD DN ERAEERIT, AEW (73.6%.
2962/4022 ) K O AL HLE (68.8%. 2766/4022 i) & Th -7,
H4) AT 2ARMIEHAEIL 80mg/H TH 5,

2) REHER
U ERR L

(5) #BFE - WBHFAR
MR L

(6) AEMER

1) EARERE (—REARKRE. HEEARERE. CARKLRAE), RERFRT—4A
—RARE. RERFTREBRAROAR
U ERR L

2) RBRFH L L TEREPEOABRNITEIE L-AE - HROBME
L7

(7) =ttt
Y LR

16



VI. EMEBICEYTSEE

1. EEZNICEEHSILEDITILEMEH
F)onAwa AF)VT7 x=)LR

TR BED D DB ORIEE - ZIRFIL, RFOBRMNLELZSZRT DL &,

2. RBER

(1) {ERERL - VEFBFF
B X RIE, BRSSO T v Fa oS BRIk 27 v Ra v ofiaE2HEL, biE
R ERIET D, B, EAALE I RORT v FeFA UG EEMIC R KicksboTho7z

10)
o

ek, IR E, B I FOEGOHRIEIZE Y —Eo/BE T AWS (antiandrogen withdrawal
syndrome) ## 252 LRH B 1D,
(2) ENERMT SRR
18.2 HiEHHR
Invitro R ERIZBWT, 7r R U filglc X% e MR IRIESEME (LNCaP) KO~ v A FLARAE
54K (Shionogi S115) DORIFEZ I L7- 120 19, —F. jn vivortBh (v b) ICBWT, Bl
ST v Ra ZF U ARLGEE T » MR IRIESS (Dunning R3327) O IEI L. 7 > b OAIFH
MAMLER S, 72, MEF T A MAT oK OLH O EFOREZ IS ENTH 7219,
183 7V FOFURBHEDRESEE
T v FROE MEINZIRT & Fabr oSBT 5/ 60IE, Y8 FrT A AT e 0K 2% T
HoTe 19,
(3) {ERZRIERFAE - FribE
MUERR L

17



VI

1.

EVBEICEYSEE

A REORS
(1) LA Db RE
LR L

(2) BREABRTHERBSAMPRE

16.1.1 HEFE
ORERA

R A B FIZ e I REE 80mg XIXE A /L% I K OD $E 80mg (K72 L) %77 1 A F— —
BEICCLEERICHERORE Lz, RREDIALZ IR (EMER) o MmEf e 3% 5% 36 Bichk
EEZR L, HEREHAIX 4.9~52 HThHo7-, F72. B I REEL OD SEITAEWFERIC RS

TH-o7= 19,

F1 BEALZIREES8Omg KNEH /LK I K OD $E 80mg (K7e L) ZHEREAKLELZLEED
R-E W NVH I ROEYEAE T A —H

Cmax tmax AUCoo tie
n
(u g/mL) (h) (u g h/mL) (H)
) - 36.0
v H & I NiE 80mg 23 1.21+0.23 280180 5.2%+1.5
(24.0~72.0)
) . 36.0
v A4 I K OD & 80mg | 21 1.26+0.21 286169 49+1.1
(15.0~72.0)

I+ AEUENR 75 [bmax (T RAE (FEFH) ]

R AT Flc e v 2 K OD §E 80mg /K & & HICEIERFEERAKE LG L, 7 v 24— —k
ICTEBNH I REESOmg LB L= & 2 A, AN AEMFEMICFAETH 7210,

# 2 BEALZ I REE8Omg KONE S LK I K OD $ 80mg (KEARM) ZHERRO&KES L L&
DOR-EHNH I ROEYBNHEE T A —H

Cmax tmax AUCoo tie
n
(u g/mL) (h) (1 g h/mL) (H)
. v 36.0
v H & I NiE 80mg 22 1.25+0.27 262+178 4.6x0.7
(9.0~72.0)
) . 36.0
A% I K OD & 80mg | 22 1.29£0.25 277186 4.8+1.2
(5.0~172.0)

T+ AEUENR 72 [bmax (T RAE (FEFH) ]

QNI REBE

ANV IR RE ICE L2 X R 80mg # HERR O L Lz & &, BH% 6, 12 LT 24 Ko M fEf
R-vhN% I F (IEMA) EEXIFE E (1.5~1.7ug/mL, n=3) ThH-o7-3,

16.1.2 REERS

AR REFICE I L2 I F80mg 2 1 A 1 FIKEKRAOKL L& MEF R-E L4 I NRE
13K 8 B TCEFIRE (18 g/mL, n=37) ([ZE L7 9, X512, KERGEOIMETHREEREBE S
HEE L 7e B0 T O RFERIT 8.4 A TH -T2 9,

18




16.1.3 EYF MR F1EHER

@DEHILE = FiE80mg THETL)
BIEIRSOEYFFEEERR T A 7 A VO HYIEICSWT CER 1345 H 31 B [E3K
FIG 186 75)

EANEZ I REE80mE THIETL] KO YT v 7 AfE 80mg &, 7 u AA—/"—{EIZ LY ZnEhn
18 (B2 I FE LT 80mg) EEMAL FICHAERFRAKSE L TEMEATHD R-EV /LA
I FOMERREZE L, FonEyEiE 7 2 —% (AUC, Cmax) (22T 90%/E#H X [H]
B TRERHIRNT 24T - 7o fE 8. log (0.8) ~log (1.25) O#HPANTH Y, WO LEYERIRIFMED
R S 7z 17,

*3 FEMPREANTA—F

HENRT A—H BEIINT A —H
AUCo-336 Cmax Tmax tie
(u g« hr/mL) (u g/mL) (hr) (hr)
EHAK 3 N 80mg
210.5+t33.8 1.27%=0.18 29.31+19.6 100.2£t16.0
THET.)
BT J ARE 80mg 211.2+59.7 1.19%+0.24 31.7£19.3 111.6+23.3
(1 $8#% 5, Mean*+S.D., n=15)
( wg/mL)
1.54
Jiin} . -
T —e—tEHNZ 3 Figsong [HET]
i .
R 1.04 --A--FH Ty 7 2 EER0mg
|
&
# 188825, Mean=S.D., n=15
-
7 i
= 0.51
‘F
i
=
0.0&

0 24 48 72 96 120 144 168 192 216 240 264 288 312 336 FFE(hr)
B1 SRR A HER

MR NS AUC, Cmax 500/37 A — & (3, #BRE ORI OERERIEH -« B 55 0 7R
R L > TERRD RN D D,
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@EAHILE2=FODfE8mg NHEI)
B EIR L DAY FRIGEREBR T A R T A L EO— B IEIZOWT CERk 2442 H 29 1 3kf
FAFE 0229 &5 10 =)

EAA4Z I RODSES8Omg [HEET] KO VT v 7 A2 0D & 80mg &, 7 1 A4 — "—JE2 LY
ZTNEN 18 (EHLZ I FE LT 80mg) MEEMATL FICHERRER DKL UK CIRA KUK
LCHRA) LCIHMEARTHS R-EALZ 2 ROMETREEZAEL, SO E Y8E T 2 —4

(AUC. Cmax) (22T 90%(E X HEIS THEGHIENT 21T > 7o /5 R, log (0.80) ~ log (1.25)
DOHIFANTH Y . WH DLW FHIFREED MR I L7z 19,

F4 EYWEATA—F KHY)

HE/NT A —H BEIINT A —H
AUCo-504 Cmax Tmax tue
(n g+ hr/mL) (u g/mL) (hr) (hr)

v 54 I K OD #E 80mg
THET
B YT w7 A 0D & 80mg 227.64+55.20 1.1333+0.2010 28.5+15.7 117.64+34.57
(1 g5, Mean*+S.D., n=23)

237.54£65.16 1.1746%£0.2271 27.8%+13.1 118.67+30.45

{ ug/mL)
1.4+

s
M2
i

—e—EHN% 3 FODEEsome [AET]
--t--H Ty 7 ZA0DEE80mE

158385, Mean+5S.D.. n=23

W 7 S -0 BB

0.24

T T T T T T T T

504
AEfE Chr)

216 288

72 144

2 MBEPRMREAES OkHY)
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#5 HEYERE AT A—% (K7xL)
PIENRT A—H BENG A—H
AUCo-504 Cmax Tmax tie
(u g+ hr/mL) (u g/mL) (hr) (hr)

v v% 3 K OD #E 80mg
THET)

246.38+60.56

1.2106+0.2130 27.2+12.2 123.631+46.11

71V 7 v 7 A OD §E 80mg

240.84%+61.83

1.2051%+0.1901 28.1+12.4 | 118.28+42.60

{ pg/mL)
1.4~

k.
(]
'}

PriE Sl LA e A aws s B =1
=
o0
|—"Hr

(1825, Mean®=S.D., n=22)

—e— A4 X KFODsEsomg [HETI)
-=f--Hh STy 2 ZA0DEE80me

138185, Meant5S.D.,, n=22

0.6+
0.4
o224 T
D. T T T 1 T T T T T T | T T T T T T T T T 1
0 7e 144 216 288 360 432 504
AR (hr)

M HE R I ONS AUC,

(8) shEE
M E R L
(4) BS - ftAROEE

3 MmAERIEMREHERS Ok L)

Cmax SFD/NT A —H (3, HRAE OB, R OBRIBIEL - BFfH) 55 O Rk
R L > THRRD TN D 5,

(Tvit. 7. MHAEAEH] OEZR)

2. EYEERB/INTA—S
(1) BITAZE
U ERR L
(2) BALERETEH
MG R R L
(3) HEEETEH
MR L
(4) VY7353 vR
M ERR L
(5) SHEE
MER R L
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(6) ZOft
DR L

3. 8%H (REaL—>av) #H
(1) A&

B R L

(2) INSA—SEHER
B R L

4. R
B R R L

5. &%

(1) Ii&-kxESFE@EE
ZUERR L

(2) Imi%k-fadkEaFE &
Pl v/

(3) Eit~DBiTit
Pl v/

(4) HE~NOBITHE
MUERR L

(5) ZofioBm~DBITHE
MG R R L

(6) MFEEAKEAE
InvitrolZHT 5t MIERAMEEGE (TEIK) 1L96%TH -7 19,

6. R

(1) REBLIRUCKBER
b MZBITDHEDLZ I FORBENL., KBILEOZ V7 a U iBHE Th - 1, IIETIIERE AN,
PRAUIIRZBACARD 7V 7 v VAR K OUKBEALIR D 7V 7 v VBRI SRS ISR IR K&
OIKBBILARD RO B2 20 UEANT—4),

(2) RMICEIE5T 5B F% (CYPE) OHFiE. 5=
EHH 2 Rk in vitroiBRC, F b7 v— 14 P450 %% (CYP3A4) Z[HFEL, /- Lo RE
IRV, T k7 m— 4 P450 %% (CYP2CY, 2C19, 2D6) (Zxt L CHILEEAZ R & O
ENRND D 20, WIMNERRBRICBW T, B Z I K 150mg £ THRESNZEE T, 7oFE ) A%
BB 25F b7 m— A P450 BER ISk LI & A EREBITREO STV, ELZ 2 RILERK
DY CE O S0 A ST AR 2R T ARREIMERN E B X b s 2, [10.53H]

(3) MEBEGBMNROFTERVZTOEE
MU ERR L

(4) REVOFEEOFTERVFESEL. FHELE
MER R L

7. B
EERABFIZEHLZ I N 50mg R A% 5% 9 B HE CORBRTLOEFPEERIT, ZhEFh
36% K N43% T -7- 20 FNEANT—HF),
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10.

1.

FSURR—E—(CBET 21EH
MR L

. BREICLHBER

KB L

BEODERZHETIAE

16.6.1 MR UBREORE

KAE#HGRHOMBETEE X, FRHO NI LT F=0 27 )7 70 A L OBICHBBRZ RS 22
o729 (SNEAT—H),

16.6.2 FFi#REpERBE

JFBSRERE =B ClX, R-EV AV H I ROEREEIINEL R2BRAARBD TN D 20 GHEAT
— %),
[9.3 &M

Z 0t
AR L
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VI. £t (EAELOZXESF) CEYHEE

1. EERREZTOERE
RE STV

2. ERHABLTDER

2EE (ROBHIZEIBRELEWNI L)

2.1 KA LImBUE OBE D & % B

2.2 /NE [(REOFEBWERICESE, B/NEOEHGBEDOEHREICEEL RF TR D, &
7o, REOBRMERE (7 ) 2BV, #ET v N THEOREHEE{ERRO LTV D, ]

2.3 ot [REOFEERER (7 v M) IZBWT, 75 OEEMEZL & OFER OREVEL 23 # A 4T
%]

(fi#E)

2.1 AFIOLEHIZ L0 wBUERE R L7 BE CIIERGICEVERBERTI2B8ZMDNH 5,

2.2 ARANE, /NRITH U CTERBREBRN 72 <. BRMIIMELL TW W, KAIE, si7y Re s EH
LY, Br/NROASREOERRE AL LETRNNH D,

AFN OB TIE, HET >~ FOFRERBRICBW TAEBROZEERRO LN TWD, i, T >~
ko 2 O D HEERBRICB VT, FEICESEEZERFEO it Tind, 2

2.3 AFNL, ot U TR 2 <, Bt LT,

AR OENERBR TIX, HEZ ~ b0 2 FE- O AT EGRBRITI W T, FEIEEHEZEA RO 51T
W5, £72. T v MNEEH R ORI SRR T, BEHAROMPE (LSRR b TS, 29

3. MEEREMRICEHET HFE L ENEH
(TV. 2. ZEESUIZNRICEET SR 22452 L.)

4. AiERUHAEBICHAET 5EELZTDER
BIE STV

5. BEELGERNIELTOER

BEELEAXNIE

8.1 SMEDERRFBRIZ I\ T, AR GBI TAA & O BIEME S & E T & 72> o T2 BINL AR LA DO SE1T
FIRHE SN TS, 209 Bl » JHRGRFEBICE DI TIT 9% KM TH Y, £ O ERIFER L
RA, D, MNEFEESE CTh o7z, T OANEORKRER CHE S Lol - TEERERERIC
LB THEZ, ROEBMRE (16%AN) L VIKLS . AliE TR TSN D EROFMAEN
Tholen, KRB G T 253 oIl BE 4T, EREICKRET5HZ L,

8.2 AANINMWFERITEH D . 3 ATKT DIEMFIEZ DN Ty ik - BRBRA R OEMO b &
T, AFNC L DIRENEY) & SN D BFICOWVWTORBERHT L Z L,

8.3 BUEMK. MHfEIE, HEAD L DLND Z E0NH DD T, AAIF G-I E IS RERE %
11970, BEORELZ H2CBETHZ L, [11.1.1 ]

6. RENEREZHTHHEBICETHIE
(1) ABHE - REEZEDOHLHBE
BEIN TN
(2) BHEEERE
BRE S LT R
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(3) FitkeRERA

9.3 FFitREEEBRA
ARANTATEE TIRETRICRB 22T D720, EFIRERFOMPREN & 2D EERD D,
[16.6.2 Z ]

(i an)
AANI TR CR# SN D 2070, FFEEREICK LTRE LEEA, OB EIC LY, i
FENEL 2D ARENEN H 5,
AN BT DERERE Tk, BENOPHEEOMEELZ AT 585 (FELE, B2 L) icesn
%X K 50mg ™ AHERALS Lzl 2 A, xHREE (FRER L) &l LT, WM 722 & 0K
WERBIZEITRD SRS E OWENRH H 0320, — )5, FEFOBRFE 14§ (EHEOIFEEEE
4l &ETe) 1T, BB Z I R 150mg ™ G Lzl 2 A, SFHREE L Bl L Ci O AN 1.75 1%
IHER L7zt S hTng, 9
) AAIOFIL IR 2 AR SN TV A HE - AHEIZ 1 A 13 80mg Th 5,

(4) SFEREERTHE
BEIN TN

(5) bEhm
BE STV

(6) R34
BEIN TN

(7) NR%E
BEIN TN

(8) mim¥E

9.8 BiNE

R E ~OFE ORI ITBEOREABE LN SEEICE G5 2 &, KA O KRER A
. milinE & IEEEE 2RV T R EE K OEIEH ORBUZZEIT A GV TV R WD — %I &l
FTIE, D RRBZOBENMET LTS Z ML, O - RERHRADE EERORRBSEE N
FRE LY B,

7. tHE{ER

10. 8 E/EH
AFNT, FE& UTHRUHEESR CYP3A4 ZHEHE+ 2, [16.7 2]

(1) BtRERELZTDER
BRE I TV
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(2) FRAFEEZOER

(

—r

10.2 HiAERE (BFRISEET S )

SN 40 T BRAEAR - H5 18 5 1E e - falRik 1
7~ U R 7~ U R MIEDAEH A Y58 | in vitro 3 UBR CTE AR A EALICE
INT 7 ) ERAPSEANAY PN WCTOUNLT 7 U ERT D L
7o br e UREZIET D X OWERH D,
X, ha v RTANEERT S 7%
& LR T ] R A A H ofn 7 B A+
SIATV DD BRERE OB E
L. BEOREEZBIZ LN HIEE
WG HZ L,
LT H IR M7 2 I ROEHZETRT 5 B|ARANX. in vitrod BT L7 ¥
FNRNH D, I PO ERE L,
BU A EAENC B9 2 s E B
20N,
FXARBARMNT 7 THA I ARMT 7 OERZ (ARANL, in vitro R TT F X b
WRTHBENLRH D, B A RVT 7 OREEREL
B U ABEAE N B9 2 s FE B E| 72,
720N,
FIZ CYP3A4 1T X » TR S |EIZ CYP3A4 12 L » TR S 4L B (AKX, in vitro il T CYP3A4
L5 Y HYMOEMZBETH2EBZNDRHNCLDT A NATr Y 63-KEE
HINR=RBE U V7 v AR|D, {LEERIGEZLE LT,
Vo, RNUT YT L% .U A EAENC BT 5 e e
20N,

(fi#s)
7~ U R
AFNO MR AFEERITE L, 96%EHEINTWD (in vitro), 9F 7=, in vitro i RBR CAHA
FEABAENLICBW T LT 7 U U BT D EORERD D, O, AAINMAEEA &
HLIETINT 7 D EERL, EHOU LT 7 U NS E, BuBER % R S 5 rTREMER
Ezbhb, 20

. BEl{ER

11.El4EH
WOBERNH H5bd 2 ENHDHDT, BEEHoITITV., BFREREO LN HAICIT&RE % |
1T 57 Y Bl 24T Z L,

) EXGENER & OHER

1.1 EXLEMER

1.1.1 BIFERF3. FFEEREE. 2E (Wb HEERH)
BIEATZ. AST. ALT. Al-P. v-GTP. LDH @ LSR5 % {F 5 fFREIEE . EHENH Hbild = &
nHod, (8.3 2]

11.1.2 GMERFLD (1.0%). M/MHRED (1.9%)

11.1.3 MIEMERMR HEARH)

11.1.4 DFE, DHEE (WL BEARR)
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(fi#s)

11.1.1 BHEATFZ. AST, ALT. AIP. y-GTP, LDH & FF4 %0 5 fFfeREE, SENH 5bID
ZENDD,

IR « BACRIR, Bl - EM, REBEE, £ 0. B2, HH%

ARG H%IE, EMRREBEREOERMZ BRI 5L L b, BEEs NIt 28, BENR
D HNIEEIIE, B EPIET 570 EEYaAEEIT) 2 L,

11.1.2 HMEKBAD OFHPER : O EDRA, FE, DAR, DOIENRTEDLNE

i/ D OFTFRES - Hif Lo vy (B & o - &afiZe &), ik E v ic<wv, bEd
SN TE D%

HENROONTGEIIE, G2 T IT 572 EEURAELITI Z &,

11.1.3 PR - RO AEE, RoMEnguk, FEE

B RRD SN GEIE, 52T IET 570 CMURLEEZTH 2L,

11.1.4 DARE, LIFEERHLLNDLZ ENRH D,

WIELR © F7ERF D B0, ST, PEYNREESEO RS 5 - MR, W\, > 2 v 7%

AR G%IE, BEETOITV, BRENRD SN EE 2 IR 572 Sl R AVE 21T
DR

(2) Z0inEI{ER

11.2 FOHOEIER

5%LL 1 1~5% A 1% AT B A
N7 JLEMER (44.7%) . FL
EIER (46.6%) . 1T
)
HEFH A i KT
JHFhi AST F5-. ALT k|vy-GTP |5 .LDH
. Al-P 5 5
AR 25 EOHSREREE (7 LT IR, KR
F = k& . BUN
5
& ZIOFE, P FEIT, B, Bl
ESNE =N/ Si1: 4
JiE
FERPRR R PEAR R fBTIR ISR SN N[N
15 OIKHE
IEER A TR [X] B
H{bas 55K 78 BACRIR, N, B
TN EE [ N =
S, N8R
i - BHER e BRI
0 M TS, SRS
DA Mol AT o—/L|XtelT B VHRE . B
B RN E HE)NE, P& 57, i
- BE, AREN - Pk

1) EIE B 1 3RGE IR £ C O EINER R R & BT LT,

. BERRERRICRIFTRE
BE I TV

27




10.

1.

12,

BERS

BRE ST e
<BE>
<DailyMed (USA), 2023 4F 12 J 5 >
E 4 K[
St4 ANI Pharmaceuticals, Inc.
et CASODEX- bicalutamide tablet
FIE - Bk | 50mg

10. OVERDOSAGE

Long-term clinical trials have been conducted with dosages up to 200 mg of CASODEX daily
and these dosages have been well tolerated. A single dose of CASODEX that results in
symptoms of an overdose considered to be life threatening has not been established.

There is no specific antidote; treatment of an overdose should be symptomatic.

In the management of an overdose with CASODEX, vomiting may be induced if the patient is
alert. It should be remembered that, in this patient population, multiple drugs may have been
taken. Dialysis is not likely to be helpful since CASODEX is highly protein bound and is

extensively metabolized. General supportive care, including frequent monitoring of vital signs

and close observation of the patient, is indicated.

HALOZXE

14EBRLEDERE

141 ERIZHBOIE
(BLFIFE)

14.1.1 PTP @30 3EANT PTP > — F B HO HUTIRAT 2 L 5 &+ 5 2 &, PTP > — hOREK
W20 WA REREEATIA L, B2 2 2 U CHEBRIA R % O EE 7 & 0HE 2 0F 5%
THZENDD,

{OD #i®)

14.1.2 AANIEHE DO FICOW TEREZZE ST E TR D589 Z LI 0 AT 5720 K L TR
ARETH D, T, KTRHTHZ B TES,

14.1.3 AFNTE-F EORETIZ, KL TRHASERN &,

ZDMDIE

(1) ERERERAICE D ER

15.1 BREREAICE D &4
SAENZRWT, FERREERA BB L7 & OWMERD D,

(2) FFEREREERICE D <

BE I TV
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X. JERREREARICEAY H2HE

1. FEEHER
(1) ZENZEEFHER
(TVL. 3EZhIEPCRET HHE ) OHSR)
(2) ReHFREHER
MEE L
(3) Z0thDEEHE
FMEE e L

2. BMHER

(1) BEEEE5SEEHAR
MR L

(2) REBE5SHEHR
AR L

(3) BiBHEHER
AR L

(4) BARMERER
MR L

(5) &RERESHRR
AR L

(6) BFRIERERER
AR L

(7) ZohoEHHSH
MR L
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X, BEMERICEYTSRE

1. HEX5
w ) V2 X REE80mg [HIET [ E S U E AV ST
EHAH I KODSE80mgl HIET | | ) HE-IEMEOLLTEICIVMEHRATLZ L
Bk | ez IR Bl
2. EMEM
34
3. AERETOFFE
SIRRTT
4. BHEVELDIER
BEEN TV
5. BARITEM

BEMERLTA K B

KFTHVDoLEY

A

ZFOMOBZFTEM A ((XI. 2. ZOMmoBEER] OERMK)

6. E—m5 - ABE
[E—pksr : YT v 7 AE 80mg, VT v 7 A OD §E 80mg

7. ERR4EERR
EN;

8. NERFERBFABRUVRRES, RMELZRBFEAR. RFEMKREAR

80mg HI[ET |

784 SR AGREA H HRFE SAMBEENEFEA B | ReBEA R
a3 NEE
20094 1 H 14 H |22100AMX00117000| 200945 H 15 H | 200945 H 15 H
80mg [HET)
v 4 I KOD g
" 2016 42 2 H 15 A |22800AMX00259000| 2016 46 H 17 H | 2016 -6 H 17 H

9. MERIHREM, RERVAREEENFOFEABRVEDOAR

AR ANA

10.
L

11. BEEYM

A L

12,

BELMFIRICET 1HHR

BEERE. BERRAREABRUVZORE

AANL, BRI BI T 2 HIFRIZE O BV TNZRW,
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13. E#Ea—F

JEA G By A A AE | R E SR =2 — B

Lt 7 b B

Hi75 4, o HOT (9#71) &=
" IR o — R (YJ 22— F) L 2T A a— R
vl I RiE
4291009F1160 4291009F1160 119177601 620009421
80mg [HIET |
v I K OD §E
4291009F2086 4291009F2086 125015201 622501501

80mg HET ]

14. REHBTLOIEE
ARANIZ IR L OB REIRNLTH 5,
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2) fENEERE - R
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XI. &84

1. ELESHETORFTRE
AT 2EEUIR, HEMOCHBIZUTO LB THY | SETORBIRDL L 138D,

BNRE ST 5 5 FHIE R OV &
EIRVA G5 WE . RAICIIES L Z I FELT80mga1H1
|, &ORGT 5,

<DailyMed (USA). 2023 4F 12 7 5K >

4 KH

Stt4 ANI Pharmaceuticals, Inc.
k5844 CASODEX- bicalutamide tablet
HIE - Bk | 50mg

INDICATIONS AND USAGE

CASODEX 50 mg daily is indicated for use in combination therapy with a luteinizing
hormone-releasing hormone (LHRH) analog for the treatment of Stage D2 metastatic carcinoma of
the prostate.

CASODEX 150 mg daily is not approved for use alone or with other treatments.

DOSAGE AND ADMINISTRATION

2.1. Recommended Dose and Schedule

The recommended dose for CASODEX therapy in combination with an LHRH analog is one 50 mg
tablet once daily (morning or evening), with or without food. It is recommended that CASODEX be
taken at the same time each day. Treatment with CASODEX should be started at the same time as
treatment with an LHRH analog. If a dose of CASODEX is missed, take the next dose at the
scheduled time. Do not take the missed dose and do not double the next dose.

2.2. Dosage Adjustment in Renal Impairment
No dosage adjustment is necessary for patients with renal impairment.

2.3. Dosage Adjustment in Hepatic Impairment

No dosage adjustment is necessary for patients with mild to moderate hepatic impairment. In
patients with severe liver impairment (n=4), although there was a 76% increase in the half-life (5.9
and 10.4 days for normal and impaired patients, respectively) of the active enantiomer of

bicalutamide no dosage adjustment is necessary.

2. BMCHEITHBRRIBIER
BRI SBIMER (AF—RX FSUTHE)
KRBT DM EOEBEOHDOFHME A—A NF U TS ITRR D,
(v 6. FrEDOHEREZAT 2EFICHT IR OEHSHR)
Drug Name Category
F—2A 7 T D Bicalutamide D
(2021 4F 4 H#5R)

2% ROME
F—A NZ U7 D45FE (An Australian categorization of risk of drug use in pregnancy)
Category D :
Drugs which have caused, are suspected to have caused or may be expected to cause, an
increased incidence of human fetal malformations or irreversible damage. These drugs may
also have adverse pharmacological effects. Accompanying texts should be consulted for

further details.
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XI. {F&E

1. RH - IREZEICER L TERKHINZE

’——~

121

Hz->THEEER

FEOHERICEAT HEE
ARBNZIIAGR 2 Z T TOZR

HEELLTHRRLTND,

=N
noE

(BT DI E £ D,
R ITEENHELL TV RVHAEDETENTEY, HLETHRMIN TV LRBITIETH LN RER

EREFE D RREN 2 RET 2 L TOZEERTH Y MLHFEOHEZRTH DO TIER,

(1) i
VR ORESHER

Eh/ILE S Ffe8omg THETI]
W DL ENME A 25°C « T5%RH ORISR TRET LIRS, HRIxAaom R TH Y . & EITHHKE

NTH-7,

FRIRVERK

BRG 2 FLEA T LT,

SR FZhE IR - 2008/12/16~2009/3/25

@  25°C « T5%RH [ - B
(B /M~ F5e K AE)
BRI H =R N Eye:lih|
< HiHE > &5 BH AL 2 A 1% H 2% A 3% A
PR n=10 HUO080 | HtaOE | ABOME | BEOHMEK | AEROBmE | AGOHE
& (%) % n=3
HUO080 | 99.2~99.4 [100.6~101.9| 99.1~100.0 | 99.7~100.5 | 99.2~100.5
<95.0~105.0% >
(2%1H)
HU080 — 1.9 1.1 1.5 1.4
HEZ (%)
X FREICHTIHIEER (%)
[EE]

AR OFNETE, BRI L > TRBE~OFELZELZ Lo TBNN LY £4, BME21T 55813

AT LV oI EAVEREZRVL R L, BEBXIREIT) Z LR LET,

T
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EA/IL4 S FODfk8mg THET]
By D2 ENEE 25°C » T5%RH KO8 120 77 Lx-hr OIRESE THRE LR, MEIRITAafaoBkR

I TH Y, GERIIHENTH -T2,

R 1ERK : Labo Milser (LM-PLUS, OSAKA CHEMICAL CO.,LTD.#) (2 TH#L 7=,
SEREHI : 2015/9/29~2016/1/14

@ikl  25°C - T5%RH [HEE - BEjx]

FABRIE B =B PRAFHAR
<FRHE> &5 BH AL 1% H 34 H
PR 508010 | HEOH AR ITHE H Dy AR X33l H Dy AR X33l
a8 (%) *
508010 102.1 101.9 102.3
<95.0~105.0% >
X RTREBICKHTHAEAEE (%)
@Yy 1R E 120 77 Lx-hr [D65 Y (F9 1000Lx) « v — Vv %7 v 7 CTHEI ]
BRI H =R RN
<HIHE > &R BR B 60 57 Lx-hr 120 5 Lx-hr
PR 508010 | HEOH K ITHE H Dy AR X33l SFEXRLF 3
a8 (%) *
508010 102.1 101.4 101.7

<95.0~105.0% >

% RERICHTHEHEE (%)

[EE]

AR DH R, BRERIZ K > TRE~OFEREELZ L0 TRNAHY 3, BT o561, F
RN L VST MABERZ WD R & BBEIREIT) AR L T,
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(2) HR - BAMRURERE T 21— JEBHERR

Eh/ILA S Ffe8omg THETI]

1) BERAE

[ I B A

TAANY—DER N ERERY , BRIE 1 HET 4 AN —RNICANRTER R ZR L,
# 55 COIRY; 20mL W\ W Hto7e, 74 AR Y —IZHEE LT b wllE®R., 74 AU —%
FC 15 (EERER L, REREORNABLEE Lz, RORBRENRD bNRWEEIT, FIC 5 5H
fikiE% ., FEROBIEZITV, RERRE ORI A Bl LT,

FREOBIE TR D 2R AERE RO DR WS, RIE1TEZSE L, 2SR
WTIRIRZ R L, RIRROBAEEZ TV, BERE ORI A BlEE LTz,

i A 3R

B DO NS TeT 4 AN Y — 2 RETF o2 — 718 L, 1A LT, BRBIEZ AR IS & O K
EHEALTCTF 2 —TNEES L E, Fa—TRNITERFWHRFRO b2 T udEiEtEic e L& L
7~

BRI G H : 2009/5/11
v &5 : BC10A1

2) HEBRER
o B R R
eSS R \
* 5 5y LU I HAE - 15 L7 SFr.F = —7 & Wi L i,
80mg HI[ET |

AT, THIRE RERG A7y 7 (K CiE9)) ICELCTHEBLE L,

[EE]
AFNDH BT TIREEIS L > TRHE~OAEERR Rz GO TENNHY £, A - BB H 5V I
ETOHAIE. FROH Vo EANG#ER 2 o7 8 BRENREIT) Z L 2L E 9,
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EA/IL4 S FODfk8mg THET]

1) BERAE

[ IR A ]

TAARCY—DERA M ZEEIRY, BIK 12T 4 AR —HIZARTER P ZR L,
#) 55 COMRE; 20mL W\ W Hto7e, 74 ARUY—IZHEE LT b wilE®%., 74 AU —%
FT 15 EERR L, REIREORNABLEE Uiz, RORBRENRD bNRWEEIT, FIC 5 5H
fiiE% . FEROBIEZITV, AERE ORI A Bl LT,

FREOEIE TR 72 BB AR LR OVGEIL, BRIE T A5 L, B S CHlER
WK ZREE L, RIRROBAEEZIT V., BERE ORI A BlEE LTz,

i A 3R

B DO AN TeT 4 AN Y —2RETF o2 — 718 L, K 2~3mL/MOEETHEA L, Fa—
TIXERNFRE AL BRI 3 53D 2 ZKFEIZ L, AL ZOK 80cm Lo @ SIZEE Lz, BBk %
FEARICHEEOFHEKEZIFEAL TT a—THNEZIES L&, T a—T7NIZEFDDRRD b i
WP IR L & L,

2) RBRER
R R R TR
/4 3 K OD §E
5 4y LANIC RREE - B L7~ 8Fr.F = — 7 Z @il L7,
80mg [ AT 47 LA AR i ¥ r.F % Wi
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