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AT VHIZROMIL - TEEEHT 5o
ARBANANIEMG & LT HARERHESHHK (T
F v 7 AP EHSOMmgH 42mL. T v 7 AR
T H120mgH : 30mL. T F v 7 A TFiEH
240mgfl : 42mL) ZRFFL T2,
AREBLIIEF N A TV R OERRE (HRESHARA
DTLTANEIY D) bbb,

BRI I

(134 7)) (134 7v)
Ty 7 AR T| TV 7 AREERIE D-v>y= k=)
1 H80mg (FHLY 27 AL LT882mg™) |2205mg
Ty 7 AT FH LY 7 AFRERYE D-vv= k=)
FH120mg (FHLY 7 Ak LT1280mg™) |160.0mg
TFy 7 AT |FH LY o AWM D-vwr=hk—)
HH240mg (FHLY 7 AL LT2720mg™) |194.5mg

MRS OW T DR LE T ZEEB L. 1354 725 Er®E (80mg.
120mght 0°240mg) #5550 0w e &H T 5o

3.2 BF DMK
AFNZEABOHRIAIIE T, HERAR L THW A
TUENHEATH 5.
e AN T
KH) 1 NA T % it o HARSE R 5K 5%
L72& EOFRMBATIEE., pHE NREEIE TR
DEBNTH b,
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BEERGT A0 4 BRMRE TR 2RI AR
TAHLY) 7 AL L T80megx MR HE L L, 1
AANZR TG %0 128 M HE TG 2#0 Ed
ik, THLY 7 AL L T480megx MEFEE & L.
1 1ty 720 240mg "D IEHE 2 A ATIZE T %5 %

MG - 1 s 720 . AKA1120mg/ XA 7IVIZH
RFT SIS HAKSO0mMLEEA L, AR HER 12
30mL% f F#%54 5, BO0mLTHEMT S L2k
V. 40mg/mL& 7% 5.)

MERFHET 4 AMMB TS T 5546 AFI80mg
INA T IVIZH AR/ HESHKL2mLEZEAL, &
%R 2 1240mL % 2 T 5§ 5 o (4.2mL T fE
FT5HZEIZED, 20mg/mLER D)

MR HEL 12AMMR TG54 0 1 b7
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42mL%EA L, BFEEZER 2 1240mL % %5
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7.2 ¥EFE R & L C 4 BRI B REG & 1208 M RS-
Y0 B2 oA N eI L T
(VRS

8. BEELEARNIEE
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1.3 EMRAERLPITIRG T 5 2 &o KA 2L 1
E DL OB S % & L TESHE AR E SR & 15
CENDY . TORRK, EYORMEISEEEL RIT
TBENDDH D, [7.1 ZH]

2 BEIREGIFDEE

2.1 I 5#21%

BT ESHZOARBHT 5 2 & o RANIERPESG &
o 22X D AL B 2 L s BRIRIESTC
L IMEEZHRET L2 BLNDDH S,
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MEFRFH & % 4B MR BR T8 5 L 7227341 H 5741
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TWwahY, RHF % 1EU RS L7z EHNERRERC
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16. EMENRE

16.1 MeERE
16.1.1 R1EHRE

GEHE % 4 BREBERE THRET 2545

B ARE R E 2T A L) 7 28 0 #240mg  (40mg/mL)
R 2 AP TS Ly PS4 Hf% LD, 482
LWZTH V) 7 AMEFRHES80mg (20mg/mL) % JEER 1 4 A
RT3 L2 ow % 54 OSEEIRE /ST A — & RO
Gt 1 F M oM REHERIILDTO LB TH D, W
F$5-1%. B2 1 H RS MEETREE (F75ng/mL) 12:E L
Too F7o. MEFEREAG R0 ICERIREICENEL (&Y
SHEH)., HLBMGHE1ERD T 7 I3#417~18ng/mL
THERE L7z MEEAREOHER O A CTEREIIRED b A
T 7206

BBl G- DIEMBRE/ ST X — 5

N Cmax Tmax® AUCo-28day Casday
(ng/mL) (day) (ng-day/mL) | (ng/mL)
136 | 75.03+45.25|0.96[0.73-2798]1| 735+306" | 14.43+5.21
a) el (/M - o] I + AR A
b)n=135
(ng/mL)
1204,
100]
i —o— 240mg (40mg/mL) / 80mg (20mg/mL)
% 80 (PR iR )
AN
N 60
R
i
&
=
20
0 4 8 12 16 20 24 28 32 36 40 44 48 52(H)

AN G- R
GBI FEROPYIMME T 77 LY 7 AREER

(W% 5 4 B OFEHERS T OHEF B3 5-150 - T 7ikE)
MEFHE 2 128FEBE TRE T 21548
BB B 27 LY 7 240 [ H &240mg  (40mg/mL)
AR 2 AP TG L. PRS- 4 A% LY, 1282
LTV 7 AMEF T E480mg (60mg/mL) EJEHEL 2 4
T TS LB ombfk5 %k 0 4 B EH (#5408 H)
DHEFFH R GHOIYEHE NS A —F IZUTO LB TH
Lo MFRINEHG %, BPXE3IHCHRSMBETEE (1
120ng/mL) 12 L72e FH LY 7 ZAOMIER 5 7iED
SR, LT L) 7 APUREE B C I HER = G- Rl
RLPIZEFIREIEL (%5168 H) . #16~19ng/mL Tt
BL7ze =TI LY 7 ZAPURBEERI T, Pukg Tz
LR 1 FE b7z TFA LY 7 2A0IMEM b5 7D
FMEMEZ R L72DS, ZORIEIBBERLEETH I &R
ﬂf:ﬂo

MEFEG AR 4B H (%540EH) O

HEFF IR G RO BIEE NT A — %

N Cmax Tmax? AUCY
(ng/mL) (day) (ng-day/mL)
a5 | 115 | 6208+2826 | 2.92[1.71-6.94] 761 +295
MRS | 96 | 11946+11393 [2.99[1.85-84.01] | 3380+ 2423
a) il /Ml - d it ] P + AR

b) @l K OSHERAE G- 12DV TL N ILAUCo-2saay S VAU Caso-s61day
L LCHRR

16.2 BRI

VRS i I PESOPIIZ #ed i & L C3.7~494ug/kg % 48
T ] R PR A4 G- L 72 B oD LA P 8 T O H AR T SZ Bt

16.

16.

16.

16

WEEFL1ABNC T A L) 7 AW A E240mg (40mg/mL) %
B F#5- L. PIndG 4 Bz L), 48817 LY 2
AMEFEHE80mg (20mg/mL) % F2 TS L 72 B o I i
L N HARNBISZ R BTN T L) 7 AW)RH =
240mg (40mg/mL) %K TS5 L. #EkS 4 8MZ L0 .
12227V 7 AR #480mg (60mg/mL) % 572
THeE U7 B0 M5 R & B 72 BHE SR B RE AT 12 B
W, NAFTNA T T 4 ORHERIEIGIE., &5
7320, 40K 0%60mg/mLd & &, TN 064, 0428 V027
EHEEESNZY, B HARNADLEEE OB O
T = Z XN SR L 72,

3Nt

fEFER AT E6 BT L) 7 A30ug/kg % & Bk N FRiE 1%
G L PG 1 ~24BFNCERI L 729 TV A L
7zex vivod BR TId, MAE 7 L) 7 R A3383~
98.60ng/mL D &I |2 B 1T 5 M4 & A A 21385.3~924% T
Hote MEANT—%)0 In vitroiRERIZ BT, FHLY Z
ANFZFEET VT I v RO a-BBHEEEE A L 729,

4 X

In vitroRERIZBWT, TH LY 7 ZIZCYPIZ L DIFE AL
R sh$, 7077 —BIZLAMMKGHRICE > TRTF R
IR E NS LHEE SN0,

5 BEitt

TS N 246012 74 L) 7 Z215~30ug/ kg % RPN FRGG
BEHB Lzl E, FHLY 7 ADRPREACAETET 12172
~198%Th -7z F/z. BHRBRABESHIZT ALY 7 A
1 mg% BIRA GG L2 &, FHLY) 7 ZAD R
ZALREIR1331.2% Tdh > 721012 (HEANTFT— %),

b RENERERTIEE
16.

6.1 BHEEREETEE

HETME R R TS 306 L e G- & L C3.7~49.4ug/kg % 48
S T T IR P 45 510 L 72 R oD AR o i 8 OF H AR ARG 7

RERELABNC T H L) 7 A9 #240mg (40mg/mL) %

BETHS L. #oi5 4 /ML), 482771V 7

ZMEE I E80mg (20mg/mL) % B T 5 L 72 B o I 4 i

BEL A NS HARNB A BE BB TIEIC 7 L) 7 AW R =

240mg (40mg/mL) % K T#5 L. WA¥S 4 HEE LD

12T L7V ) 7 AR #480mg (60mg/mL) % R

THG L 7B I h i i % BV 72 B4R ISR B REARAT 12 35

W, HEEARERIE A B (eGFR) 123DV CTEEREE 55

B, BHBEDIRT AT ALY 7 ZAD3YBIREIC J 1T o8

BRE L7, B (60=eGFR<90mL/min/1.73m?, 136%1).
HEEE (30=eGFR<60mL/min/1.73m?2, 57%1) & OV R

Behels £ B # (15=eGFR<30mL/min/1.73m2. 3#1) T,
B REIE R (eGFR=90mL/min/1.73m?2, 19%1) & T,
FHLYZADY )T T ANTERET R E 5% Ty

17.8%. WEERE - EEERRRERE E B E TlEFI930.7% K & 3

EEINY, B, HARNAEBRE OPUEGIER O 7 —

FALIRNT > S BRAE L 720

6.2 TR ERE

TR AR O JFBR AR E R 27 L) 7 2 1 mg % BHIRIN
FRffe 50 L7 & & OEYEE/ T XA -7 IITEDOEB) T
HHW HEANT—%),

Ju N Cmax AUC tl/Za) CL

HoE gL | gbvml)| ) | @Wm)

. 574 | 322 166 317
BRA 81 Lu77| +452 |[128-2521 0472

BT HiER a8 | | 488 | 292 189 349
(Child-Pugh T 76BLF) | © | =104 | +421 |[158-2401| £0476

AR R TR RE R g | 400 272 179 384
(Child-Pugh 23 77~9) | ® | 513 | +598 |[140-248]| £0.894
a)FIE (/M - i K E] I + BRE (R 2

i) RHNOKE SN2 G IR TG TH %,
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17 . BRIRE A&

171 BHERVLEMEICE T 555K
GEHEZ 4 BREBER THRET 2546

17.1.1 EIAZE T HRER
B SZ R B CE & R S ) B % 240mg (40mg/mL)
PR 4 8 2 & 1 2HEFRH 80mg (20mg/mL) % 1 4E[H]
B5 L-Boamtt, #ettr et L2y,
FBER CPUEBER (B T TROLBY TH 5,

FHLY 7 A
94.9%
EhFa)b)
i (130/136431)
95%CI 90.9~98.9%

a)Kaplan-Meierik & F v CHEE L7z, & 5-046 4 8 H »
LH2EHFTEHEL AN (METAMATHE V=
05ng/mL) ~OIMHIAER & 7z EE OEE

b) RBR D FEEEMIH H X R Tld e <. F5-0aG 438
H2 552 H F CHEBL AN (IMETAMATH H=
05ng/mL) ~OMHPER I NZBBEOEAETH Y.

945% (104/11061) Tdh o770 GIEAR T4 &k Bk
186, AEFRERIZL2HILT7H], Zofbdik 1 Flossr
2611 % fEAT IRAL)
Rl 44 124 2431 523
— 774% 90.8% 88.0% 84.5%
(103/133f1) | (119/13141) | (110/125%1) | (93/110f1)

o) [ 1 i O FERR A iE R sh F b 2 26 12 B 1) % Rl 22
%5 13CR (Complete Response) + PR (Partial Response)
DEHEDEEERT,

Bl N2 T AH BBk o0 22 A VR RFAME B 2136 B L R R A

FAESE % & CREH S BUER L1136 (831%) T

HO. b OZEFMAER 331%). 12TH

(33.1%) « 1EGFERAIAEAS (309% )« TEGFERALFLIE (27.2

%) PREBEI (176%). 2 (96%). 1144 EBA7NE

i (9.6%) . BIME (7.4%) . FEHHEIALZ 9 $ERE (5.1%)

THo72,

17.1.2 B4 5 MAEAER

IR R & F RS AR K] & ) 0] H #:240mg (40mg/

mL). P 48 2 & 1CHERFH #80mg (20mg/mL) X

) a—7nm L)y ARG LB OB RO

RIITEDEBYTH DY,

THLYZ A | a—=7aL) (k)
97.2% 96.4%
#a)
S (202/207441) (194/2011)
95%C1 935~98.8% 92.5~98.2%
a) Kaplan-Meieri: % Fi v CHEE L7z, 55846 4 8 B 2»

552 B FTHEBELAN)L (MEFANATO Vi<
05ng/mL) ~OMHFIAER S 7z BHOEE

b) %} & 1@%7@ Ja—70L ) EHRMNESEATH Y
[ A 3 541) 2D, TORMEBTH SN -HEROH
=it 4581 l [E] 75mgD AN G- TH 5, (.W@ )
2—=70L ) YORBHERCHEIZ4E121 M,
375mgD R T 5 CTh 5,)

GEHE 2 128RBERE THRET 2548

17.1.3 EIAZE MERER

AU RE EE234%) CORFITELL7H), AFHATELL7H) %

XFRIZ, AH % w0 E T E240mg  (40mg/mL). D12

T e HERR I E480mg (60mg/mL) iz Tt 1Y)

VAR 1S L BOERMEOKRIEITERO LB

‘(\\i) %5)0

FHLY 7 A T L) v R
95.1% 100.0%
FhEa)
ES (112,7117%1) (115,7115f1)
a)Kaplan-Meier{#: & FI v CHEE L 72, #5545 4 8 H %

LR2EH EFTCHEHBLANL (MFETFTAMATH  ES

05ng/mL) ~OIHIAER & 7z B EDE &
b) T LY OEROHEE, 108mgk 123812 1 BIE T
%5
G EVERFE IR 7RI, BRI A R E = & O Rl
VERZSBUEGNZ1166 (991%) THY. T b ol
BHIALERS (76.9%) « 1FRGFEALIERS (735%) « 1F440
AL BE (71.8%) . VE ST 3047 JE IE (282%). I TV
(25.6%) « THGHRALZ 9 K (188%) . F&h (17.1%) .
REH N (145%) . #E& (103%). A (6.8%) .
TEFHERALEE (6.0%) . WIE (51%) THo 72,

18. FExpEIE

18.1 fER#E
TV 7 AATERAE AV E RV E v
(GnRH) 7 # I=A N Th b, FTHEMAGRHL &7
y— LIRS T A L2 ) THREN S D
RIEARIVE Y (LH) OR %2 #fl 3 5 8558, i
MEDFANAT O EIHIT 5. ZOTEEN
PRAREEERIENC X 0 . ALY 2 AL RIS O Rl
T 5 EEZ LN HWE),

18.2 T EMAMEIR REBEINFIER
FTALY 7 A IEHEMET v N RO )VICH R 7 %
5925 2 ¢, LHL YIS vE >~ (FSH) @
MAEE 2T S8, M7 A N A7 O U EE GRS
FEE FRREE E T T 72010,

18.3 MEHEIEH
7‘77 L) 7 Zi&, v M ROk NEIEIEIRE £ SOV
WZBWTC, 7 ¥ a7 ARV BT % 5T HRRE 12
KL Ty AVERRYZ B & [ AR oo g e s A E ) 2 7R
Lf:17)18)o

19. 5322 Y 2 IR{EFRIFR

—Wsh  TH L) 7 ABEERYE (Degarelix Acetate)

1bs:4 © N-Acetyl-3- (naphthalen-2-yl) -p-alanyl-4-
chloro-p-phenylalanyl-3- (pyridin-3-yl) -p-
alanyl-L-seryl-4- ({[ (45)-2,6-
dioxohexahydropyrimidin—4-yl]carbonylf
amino) -L-phenylalanyl-4-ureido—p-
phenylalanyl-L-leucyl-N®- (1-methylethyl) -
L-lysyl-L-prolyl-p-alaninamide acetate
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Cs2H103CIN1sO16 - xC2H402

1632.3 (EREIREE)

FTHLY) 7 AMBIEIZIHEBEOM K TH %,
K 5%V ¥ = b= VIKETIZ R R BT R
WA, 0.1~10mg/mLEL EC, B L mE I
A L TR D 2 WIZ B A 2 E D & A
LT VEKT %,

zo.m?&uj:@}i%
TN ALY — Wiﬁl(&f%é@f i HH B
TFa’ﬁﬁL&b\_ Lo BRIHIEF, BEFREOLND & éﬂ
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22. 3%
(d# v 7 ZETAA0mMg [HFAE (4B &) axl)
134 7V (H RS A42mLA Y 2V 2 1 REA)
(J#v 7 ZETEA120mg [EAERE])
23 7 )V (HBESHHASOMLAY 2 >3 2 KA
(7 v 7 RETEH240mg [#FFFHE (1282 &) 2]
25 7 (H R ESTIRA2MLAY ) ¥ 2 2 KA

23. FEXwk

1) Bidoggia, H. et al. : Am. Heart J. 2000; 140 (4) :
678-683 [R-05974]

2) Saylor, P. J. et al. : J. Urol. 2009; 181 (5) :
1998-2008 [R-05973]

3) Tivesten, A. et al. : Urol. Oncol. 2015; 33 (11) :
464-475 [R-07264]

4) FEPIHGE S BTSIRERCE - 55 TTHIEER (20124
6 H29H &Z2 CTD 2.76.20) (DIR120095)

5) AP R ORI R - 4 UM b sk B
(DIR180229)

6) LSS AR R - S THIRER (20124
6 H29H&Z2 CTD 2.7.2.22226) (DIR120125)

7) FEPNERGEE AT R - A M b R B
(DIR180194)

8) ALPIHE S ¢ MR R A T ORI I B - 3
BjEE (DIR180190)

9) FLNERERE v b - BEEREE (201245 6 H29H
7Z8 CTD 272211) (DIR120129)

10) #AEEE v MFEI z7 0 v — 4 - fRH (201248
6 H29H#&78 CTD 2.7.22121) (DIR120127)

11) #ENERs S IR MEER B OB AL N R -
W EIAE (20124F 6 A20H K38 CTD 2.7.2.2.2.3)
(DIR120092)

12) #ENERS S - EMEEE R - 45 T AR (20124F
6 H29H &35 CTD 27.222112) (DIR120128)

13) FEPERGEE RS RS - A TR
ER (20124F 6 JJ29H #&F2 CTD 2.7.65) (DIR120091)

14) #PEREE v FNGnRHL & 7% — - EHIEER (2012
4E 6 H29H & CTD 24.21.1) (DIR120130)

15) #ENERiSE - T v b - SEEER (20124F 6 H29H
#&#8 CTD 24.212) (DIR120131)

16) FHAERSEE - ov - EEIEH (20124F 6 H29H KGR
CTD 266.27) (DIR120132)

17) #PEREE 0 5y PROT v bR - SRR
PEH (20124F 6 FH29H A&38 CTD 26.2.2.22)
(DIR120133)

18) *hP#hEE © ~ AR O b RIS BREAIA - SEH
Y&/ (DIR120097)

24 XNHREERER U WA D EL
T AT I ABERA S ATUAINA Y THA—Tarkrs—
T103-8411 HEHFHIRXHAIEARN 2 THL & 15
7)) =% 4% 0120-189-371
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