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T, log (0.80) ~log (1.25) DOFPHTH D Z &b, WAIOAEWFHFESEEN ML S

7 17)0
HENRE T A —H
HIERT A—H BENRT A—H
AUC0772 Cmax Tmax t 1/2
(ng-h/mL) (ng/mL) (h) (h)

T 2B AT Y R 7'V
0.5mgAV [ h—17 |
TRV T T 7L 0. bng 53.7%£23.0 | 2.858%+1.093 | 2.09=%1.01 58.01%£22.6

CEHfE+SD, 31 f)

53.7%24.1 | 2.866=%0.993 | 2.27*1.36 56.61+19.5
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(ng/mL)
1.
o= Fa ¥ AT RATSEI0.5mgAV ~—T7]
—— 7RV T 7 )0.5mg

V49 +SD, n=31

élﬁ Ilﬁ 2',1 3|2 flIU 4|8 5|6 6|f1 72

B 5 H O (h)
3R PEEE 7 5 TN AUC, Cmax S500/35 A — 47 [, BBRE ORI, PRIl O HRIEIRL - HeIH]
S ORBRAEIIC L > TR D AR S5,

(3) L
LR L

(4)BZE - HRAROEE
1 BEOEE
HERERAICT 22 A7 U R 2.5mg P 2 REHERR O£ LR, EWBIE T 2 — 2108
T DA% RO, AUC)-ool ZZEERF 5-D 2573 735 2197ng « hr/mL (2D L=, ¥, ZD
BACITER EEEEY 52 55O TN Y,
) AFIOARHEIZ 1 H 1[0 0.5mg TH D,

2)tREDEE
DCYP3M PREERZEH T % FA
In vitro RBRIZEBNT, 72X A7 U FOBLAEHIX CYP3M FREMERHZH T 57 K
afY— ko CHEENZ Y, (VL7 QFHEE L ZOBE] OEEMR)
CYP3M PAEHK L T 2 # 27 U FOFEWIEBAEHRBRILINM S Tiniangs, BEREER T
M AE SR B N E ST B T — Z ORI BB ORGSR, N T8 LR
WYITO VT T EBELERE L OFRHICE VT a2 ATV RO VT 7 ARKT L
GNEAT—2)20, (VL 7. @) PHHTEE &2 OB OHESHR)

@F Db D EH|
FaH AT Y R0.5mg HHWMEImg L aLRAFIIL ULTFY L VaFT
B hAa YRR 7T U R & OFFRICE O TR EERIEERD SR
Sl GFEAT—2)2,
W) AFNOAEHEIZ 1 B 1B 0.5mg TH D,
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2. EMEERN T A4
(1) B AA
LR L

(2) RUREREEH
AR L

(3)HEEEEH
0.01415%0. 00627 (h™') (Mean=S.D., n=31)

(M) I75 2R
LR L

(5) S HhETH
AR L

(6) Z Dt
AR L

3. BER (KEalL—a>) @k
(1) BBHT 3%
AR L

(2)/35 A— S EHER
MR L

4. IRIR
He W R R R
TR NICT =2 & 27 U RO, bmgZ Hi[EIRE O 5 LT2Re, ZEW ORI FH21359% T - 7= (FMELA
:71“,_ b ) 22)0

5. 2%
(1) mi&E—AxEE P9 @Bt
BRI L

(2) mzE—RREEREFEBE
[VIL. 6. (5) ikhas ] DIESHR

(3)Eir~DF1THE
[VII. 6. (6) fZFLiF) DOIEER

-14-



(4) BB DB
R L

(5) Z DI DA DB
FERREAT
R AICT 2% 27 U K 0.5mg & EROEE UM KR /M35 o 3K B b 13y
11.5% Th o7~ FEAT—H)2,

(6)MIFEHEEE
Invitro B REBRIZB T, T2 A7 U K (2000ng/mL) @t MMEEBAMESRIT9.8%L 5 < .
MiETNT I, o I-BEMEREER, aVvTFaxTad REG7 a7 ) U ROMRLVE ST
07 ) AT AREARIL, TREN 99. 0%, 96. 6%, 89. 25K N 87. 6% ThHoT-, £7-. Zh
B OE AT T DG 20~2000ng/nl. DOFIFH THIE Th -7 (RISl 20,

6. X
(1) BB B AL BHR B
RISEAIE RIEFRE ST 2 # A7) R 0.6mg & 1 H 1 BEIRERALESL Lz, EREmE LT
1, 2-ZKFBIR, 4 —KERLIR, 6-7KRILIRD R Sz 19,

(2)RBIEAET EBER CYPE) OHFiE F5E
1) ELRBER
InvitroiBRIZBW T, F 2 # 27 U R CYP3A4/CYP3A5 (2 & » TAKEE(L S AL72 78, CYP1A2,
2A6, 2B6, 2C8, 2C9, 2C19, 2D6 KON 2E1 CTIIfR#t S nen-7= 9, (VL 6. (3) FFHéRERE
ERE ] OHE, VL7 FEMER] OESR)

2) RBIEERAE
InvitroiBRIZBWT . T 2 X A7 U RiZ CYP1A2. 2C9 TR 2D6 {EM: 2 FHE UZe r o 72703,
CYP2C19 TN 34 JEMEZTHE L, 1C5 X 50 uM TH o7z ¥,

3) KBIBERFE
In vitro B EBIZBWT, TaZ 27U RiX PXR IEMAKIZ LD CYP3AL FHEREL R I 7o
7= 29,

(3) NEBBHROERRUZOBE
AR L

(4) RBUOEEOERRUTEIEL, 7FAELE
LR L
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10.

1

1.

- s

HEkE

R AICT 22 A7 U R 1~20mg ™ & HEIR 05 U7ckE, $eb-t% 48 eI LLN O IR HHIT R A
(BRI S e o 72 19,

VE) ARFIOAZAEEL 1 A 1[E0.5mg Th D,

REERE

R ACT 22 A7 U R0.5mg % 1 H 1[F 6 » ALL FREROESG LU, #EJIIK 5%DF
AR PRI &, BhEME CREGIR+HE) & L TR 42023 Bli & iz, TR ~DRZEAL
ROPEIIX 0. 1% TH Y . BEEDEOPEELIMETH -7 GMNEAT —#)2,

kSR R—5—IET B 1R
R L

. BTFICEHREE

REERR L

RENDERZEITHEE

=Y

24~87 IR DAEFRAICT 2 4 AT U K bmg ™ Z HEIFE O# 5 L 72K, 50~69 7% & 8 70 kLA o>
FEBRRED t12 13 49 FRELT OAEMEEICEE R THER L, AUCo-olT#0 208800 L7z, 7238, ZDOZEA{kIZ
Bk BB A B2 25 O TR GHEAT—2)%,

) AFIOARARIZ 1L H 1A 0.5mg TH D,

Z0ft
YR L
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: (ROBHICEES LGN L)
ﬁ@ﬁ“&@@@5aiﬁ%fm££ ZxkF LIS UE OBEEIE O & 5 B3
P [8.1, 9.5, 9.6 ]

3 /NS (8.1, 9.7 BH]
A HEOHEREREDH HHBHE [9.3.1 2]

3. MRENIIHRICEET IR LT DER
(V. 2. BRESUTRRICBRET 21EE ) 22T 5 &,

4. RBERUVRAEICEET 5B EENEH
(V.4 ELROHEICEES 2R 22R352 L,

5. EEGERMIE L ENDEH

8 EELERMIE
81$ﬁiﬁ&&ﬁéﬂé ED D, ER/NR iﬁ7ﬁw#%ﬁﬂtiﬁuﬁhﬁw & i
Ni=FANC N AR, EHIChERE KT . [2.2, 2.3, 9.5-9.7 &M
8.2 AA 5N E M2 %M®mjﬁﬁwﬁﬁ%%mﬁé & Flo, ARG PIZHBNTHE
Bz h b om&zFEl+ 52 &
8.3 AANL, GRS IRFFEIUR (PSA) ICEEE525DT, LTORIZIERETHZ &,
« PSAEIE, RINEARED A7 U —= 0 R A EERRECH D, —M%IT, PSA AL %E
il GEH . 4.0ng/mL) LA EDOEEITIE, BARDFHMERLIE L 720 | AINLARAERR O F i % 5
BICANDMEND D, 2B, KAEHEGFOBE T, AFIBGRTO PSA fE23 FEAEE RN
boTh, BINIEOBZWZERI LWL I ICEETHZ &,
- RENL, ANIBEDOTE N TH-oTh, #5456 5 H%IZ PSAEZHK 50%E & w5, Lo
N T, A% 6 5 ALLEES L Q% 38O PSA Il 2 3 M3 B2, BIEME 2 fi5 L
Tz B e U & k95 2 & 7eds, PSAMEIL, AAIERGHIER 6 » LRI
ARFN B G- BAAERTOEIZ R 5.
- REIB G- HIZEBT D PSA EORHGERIIEINI 3 L Tl AiNZHRIE 0% BL0AK] 0O IR FEASE ST
EEEIZED, HELGHET 2 Z &,
« RENFEGFIZBWT, free/total PSA T —EICHEFRF SN DT, BISIIRED A7 V) —
=7 OHBYTY free PSA ZEMT 2561213, HIEMEOREIIAETH D,

6. HENEREZATVEBICHT HIE
(1) BHHE - BEEZFDOHLEE
RE S TLZR0
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(2) BEHEeE B2E
&Eéhfn@w

(3)FFHRelEERE

9.3 FrirefEaEEE

9.3.1 EEDOHKEEEENDHIEE
BH LW &, RANFEICHBCR# S H72D, MHIREN EAT 800 H
%, [2.45MH]

9.3.2 HHREEEEOHSEE (EEOHHEEEETOHLEBEELRI)
AFNTEITHFIE B SN D, FHEEREE O H 2 B G LI2Ga OEYE B IT MR
SERTVARY, [16.4. 1 ]

(4)ENBREZXH T 5 E
BRE STV

(5) 4x8%

9.5 hFiF
EIZIIHRE LWl Ty P ERUYFICT 2227 U REROBE LR, ik
RO EFEZR OMEMEAL 32 B, AFNORRIC LV IF e ReT A AT U METF L,
BARRIRONATEZR DR ERNET D AR R Sz, [2.2, 8. 1&K]

(6)#&=FL1m

9.6 2% Lilﬂ?
LI LenZ &y AFIRHAFITBITTD20EARHTH S, (2.2, 8.1 &

(7)/MR

9.7 MNRZ
INREE IR G L2 & ANREICKRH BaliniE2e <  NRE AR RS E LT AMER O
Mt b U R ER I T3 E L ey, [2.3, 8.1 &[]

(8) EkrE
BRE STV

7. HE/ERA

10. ¥8E/EA
AFNT, F& LTCOYP3AM TR#@END, [16.4.1 BH]

(M HREREZTDER
BE STV
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(2)HREE LT DER

10.2 HREE (BFRICSEET S &)

G ik ¥ 257 EEUZRAEZIT O Z L,

AN E ERATER - P E IR BT - falRIK
CYP3AA PHEEHA AT 284 | b 0FEAIE OPFHIZ LY | CYP3A4 12 & 2 AH O
U M e g AR OMAPREN EH3 20 | [REIND,
[16.7. 1 &#] HEMERH 5,
8. EIEH
11. Bl¥EF

ROBRWERBZH oD ZENHLHDT, BEETH5IATV, RENBO DN HGEIZITE

(1) EXGEMER & HEIR

1.1 EXTEEA

FFHEERESE (1.5%) . #E (BEER)
AST, ALT, B UL E YO EREZMH S IFEERESCEERN D b d Z E03b 5,

(2) ZDDEIER

11.2 Z DD EI1ER
1%Lk 1%Ai BEE AN

W HE EAERZ T LR =S, FEE.
Z D FERE. BRJMMEVRIE,
i 1 V2 e

FEPRFRE T U v Mok FEN R F Mmoo, WREE

ARRKRDY | ghEARe, HEEE (k| HHEEE FEER . BENR

AL REE YL, HEW, B

I, FLE AP

B i EBIE (IR EBLIE) |
% EIE

TH{bgs JE AN PR T A

Z D U 1o CK 4 n

g

If

i

9. BRERRERERICRITT S
BRIE STV

10. BERE
BRE SN TR
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11. ERLEDFE

14 BHAEDEE

141 ERRFEFOTE

14.1.1 PTP GLEEDFEHNL PTP & — R B L CTIRAT 2 L 58835 2 &, PIP & — L DA
RIZE Y . WS IHAEEREA~FA L, B2 B 2 L CHtRIAREDEE 72
HOHEZ T 22 LD3D D,

14.1.2 71 72 )V ONEWH DRI 2 RIS 2560386 5 DT, A7/ /VITEATZY B
EOETICRASEDLZ L,

12. ZOMDEFE
(1) EERFERICEDCIER

15.1.2

15.1.3

15.1 B&
15. 1.1 M EEIRABRIZEB W T, 18~b2 i DR A CRAIRE 27 Bl 7 F &2 AREE : 23 1)

REEAIZE D 1B

ZRIBIT, 52 M OB GBI K O 24 B OF 5% BHIR 28 LT, AH 0. 5mg/ H
DR 2 B A 34T L7z, %5 52 # B2 205, Rk &M O+
EEIEROEG-HIED D OFIDFE (77 v RO GAME) S OB THRE) 1%,
T 23,26 KOV18%ThH D K FIRE K URE T EE~DOREIIRO b o Tz,
AEIFEZ BT DG T 5O B GRIED & ORI 1%, 24 B OBERIR%Z B0
TH2%DFEEThHolz, LOLARBL, WTNORMEREICIB N TH, & TORFIK
RT A= OYEEIZEFEHANTH Y . FaNHE LRI EE 2L H) (30%)
IIXEL R -T2, iz, RABED 2 FllcBWT, #4552 # B IZ&GATED D 90%%
H8 2 DR OB 035880 BT A8, JBHF 24 1 B U7z, AR ORR M K
ET RN, H 2 DBEOZIEEICH L ED X REERNERZ LOIRHTH D,
TRZICB W T, RAlZ &G INZBE CTHELE S #ESRLTWD, TaX AT
REBHHAFE ORI L OREMIIAHTH D, 2B, 2~4 FM OUFSMFRRER (4325
Bl) ICEBWT3BIOIENRE SNTZ, ZDH9L, TaX AT U KRG S T-E
Tk 2B CRBHIF 10 BB, 115 H), 77 BROLNEEG SNAERTIE 1 FlRE
SNTWD, [ENEERHER TOMEITR,

FINZ R E LT 50~75 5k @ F M 8231 1l (AERRIT & 0 BISZ IR 3 B2 2D PSA fi 2. 5
~10.0ng/mL) Zxf& & L7z 4 RO EBEILFERER (BHARAN 7 filzETe) 1B\ T,
Modified Gleason Score ™8~10 DRINLAREDFBIEN T 7 vARRE (0.5%) 1ZxF LA
HIEE (1.0%) BN TE2 -7 (FExtU 227 2.06 [95%FHE XM : 1.13-3.75]) LD
Wb 5 20,

1) SRR SR B oD A

(2) FERRREAERICE D < 1FHR

15.2.1

15.2 FEERRFERIZED 15

T HTFFNOMMERINCT = X A7 U F%& 2010ng/VE/ B £ THARNE 5 L7z fE 5%,
2010ng/PC/ BEE (A& ZRA L7 BHEORERK 5mL 24 LT 100%I & & RE LT-
BT, REE 50kg DACMEAMREE S D HEE S KIURFE & D 186 [5IZHHY T 2) Dk
LB, ARIEE & OBTEYEII AR CTh D03, JIH - INVE O REBRENGRD H iz,
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15.2.2 7 v bOBAFMERBRICE N T, SR EAHRICRT 2BEROK 141 £5) &5
RF G BRI R D BN 2 S LTz, Las LA 6| RSB QR K ONE I Rl 0D FE 3
WCERT 5T v FONZUWERDO E S A~OIMBHEIMENZ L6, b MK HRHIA
JEZ R S D ERMEIRWE B2 6N TWD, B, v ADDARHERERIZEB W
TE, T=a2# 27U FICEET L B2 NG ORETRD bhRiolz,
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(1) ExhZEBAER
(VI BEZNFEBICBI 2 THE | OIEBR

(2) REMEERR
DR L
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MR L
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10)

11)
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7)

8)
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25)

26)

51 Rk

FEPNERL B
FENERE AL E MR
BARZRENT D - WIRALEL. 2009 ; 55 : 209-214
ENSE TAHRER (7RL7 7L 200947 A 7 HER, HiEEEMEE 2.7.3.3)
Tsukamoto T, et al. : Int J Urol. 2009 ; 16 : 745-750 (PMID : 19674165)
ENEIARER (7R 7 72009 457 A 7 HAZR, B BHlESE 2.7.3.3,2.7. 6. 3)
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