X207 12 AT GEVRRD) (_ © ST &R

¥20164F 9 A kiT (3810/R)

R 53
BIZE, A EEER
FEE—EMSE O %

RNZ O D.ZRGRIEENE

L¥YI 5025
L¥FY D s

H AR i B 5

871169

WKEOFRTZ L) D*|| j’®
o o $E2ng
ReQuip’ ablets
O E=n0—)LigsigE
0.25mg#E 1 mg$E 2 mg#E
7K B % 5 | 21800AMY10125 | 21800AMY10126 | 21800AMY10123
St I K 20064E12H
L . e 52 B 4h 20064£12H
B ik EIRAE | P A A A 20164 3 A
AR @ mEICRR B2 FE 19964E 7 A
(= - 3) LFvTEE2mg
RIJK D7 WIRFEIIRIR e VIR A3 5115 2 &M 0., sy - GR guﬁt'j'”;jﬂ_t};&DL—T)LZﬁi%s)iﬁz.zsmg
KZRFERIRIRIC K O BB R 2 Z U 72 fihisis & ZOZAANAO—ZF N T L. AFT >
NTNDDT, BEITEHOZIEWMEIR i CMAEIRSE 12D o a |EXTERZULA HBDKRYL gEt)Ln—
WTER<FHBAL., AFIRATICIZ. BHEEOMER, B . A, BTDAD—R, <70 T—)L400, fi
DHAE, BT EESERE D AT S e LD T E e
HET D&, ([EEAEARNTER] KOTEIER] S AL " - = u :
H&) Z
S o1 * e AT -
WA= K| g B mx) | HE
[ BIkom#cRELanIy) - @) | =T
(1) AHID RN U BT DBAERED & % B 4893 155mg
() ERSUIIEIR L T B aREME D & 2 i A ([1EhR, P 7.6mm #14.3mm
b, RAFFENOEE] DIESIR)
[%h8E - 2HR]
(#ERK - T41K] IN=F 2 TR
(1) LF v 7§E0.25mg
Wy - ag | BENICOE =0 — L0285 (A% - BE]
(BE=o—)b &L T0.25mg) WHL, Ao E=Zo—)LbE LT 1[E0.25mg, 1 H 3E
ZOZAIIVAO—=AF NI T L AFT U > 1 H&0.75 VSRS, 1T HE &L TT0.75 3
‘ W7 F oo n. Ak, eeyn_| L HE0SmO M SIED. LS 1 ARE L C05mgd
womom L h Ao % =0T La00. D#EL, 4HEICT AEE3mgs T 2, LIERBEERL
UL R— k80, LTS > B, BENRU, 1 HEELTILSmgd D 1 EKLL LD
o B |BABEAATEOT VA d— N MR CHEL, MEEERIHE3~Img 2EDH 5, \»
4t ¥ TNOHREGEDEES 1 H 3 ENCH, BOEGT 5,
m o — % B i) e BB, Fin, ERICKDEEERT 22, oEZO—)L &
’ (EF) (22) LTC1 HRISMgZBARNWI EET 5,
s i - Bi% - AERCHET 3R LOEE 3
7.6mm #143mm () AR OBEGIETHE - AEICEWDED SIED, H
) Ly e m ‘ {ERRIEIR CELO B2 | I £ 2 OB & o3I T, |
O = U e 14 R RS S HER IR LIS T8 ICH A |
W AR | Getn el cimg  BREEDBIE. F ARG ILEERET
7ijj)b)<m_x.j_l\u,7b‘ X?YU\/ 3 5%@0:%9%7@35%1@—;6;&7&%@33—?T_cl:o ;
(R AVINEE R 7 7N 1 A e Q) —BICTEERHE S ITB W TEL, RS OMLEE |
B oMW | A EFOAD—Z, ¥ OT—)L400, ‘ RO < BT AN D D720, BEEGNE |
bF% >, BHEZtEk sR_57I =3 FLU, 1
N
- Kl | RERAAMAIEO T 1)V Aa— ME
st ¥
s # . i .
HATE | G gz | HE
4;22 @I 156mg
7.6mm #14.3mm




(ERALDEE]

1.
)

©)

(€))
)

(5)

(©6)

BEERES CROBHFITZHEEIRGTD I L)

25, ZREOBMIERUIZTN S OBFEOH 2 H
FUERNHEE IR LT85 0B 5. ]
HEDODEEXIZOAERED H 5 BE [(AANT M
TEFD 5 DA T &2 29 alfeEtED %, ]

I EAE O B DERNENT D2 ENH D, ]
HEOBEEEZLYFZ o2 UT T2 A30mML/SHk
W) OHDBEFE[AFILTEL CTHIETHHE NS,
F/z, NS OEFETOMHARRITAR LI m
MINTWRW, 2B, MESENTEZT T\ HEE
T LT BEHTIC K 5 HEFRE OB /RN, ]
fFiEEDH 2 HEE [(AFNIEE LTI TR# S N 5.
£k, IS OEETOMARRIIE < ZethidmE
SEEN TR, ]

FinE ([EIRE N0 5] DESZR)

2. BEELREFANER

(M

©)

(€)

)

©)

ZEFEMMERIC K0 BB HEEiCE K Z Uz plnHis S
NTVWBEZEMSE, BEITITREFEAIER M OEIR S
WCDOWTKLSFHBAL., HEHEOMHEL, HEE O BAE
BHMERSEREEDERINEEI T RVEOIEE
THZE, B, WPV TEENERZEZZ L
THEFI DI, EIR M E DIREK DO L S 7aaiik
RDIEM o =1 B W% 5B 1 FDL BB L
BRI TREL flbHEsn T\ s, ([RIfEA]
DIEZR)
ENTHRIMENABND T END DD T, AFKIOHE
HBIZDENSIHD, DFEN, LBELHH S5DE
S DT AR D BUEDRERDFED 5N 7= HH1TIE.
P, ARSI G IIEF O ILEETTD &,
AENEMOPISN—F >V HIEHALEEE. DX
FRY—. LI, SEAFORMEMANFEHL LT/
LE[HEMEDN D D7D, NS ORIERND 5H iz
LEITIRE, KO3 59 1R O ) /e dLiE &
152 &, ([ERWERA]DEZR)

A D&, P IEABTERIGET. T A2 &, (A
e EXIT R IEIc LD, &2 EHEE SE0
EEE., AREEES. > 3 v 7 E RS O L E R
MbobNdZEND5D, ([RIER]DEZR) ]
LR ROXSOT RN 2 BIRMEBE DK 512X 0,
I AT (N B9 216 O A 3855 D 1LY AR FI7n i 3R
ERICHENDPDS T, FEENICF Y > TV ERD
RIRER) . RIMEAOTIE, MEEIEE. BRSO
FHEEENRE SN TVDLDOT, ZDXDRiER
MEHLZHEICE. BEaX 3RS E2FIETHRE
WY BEEITD 2 &, Tz, BEROFREICZ
D &S I EhHIEREE ORI D WTHIAT S 2 &,

3. #ER

AFNTEICCYPIAICE DR E N5,
HAEEEBEHHICESE TS L)

HEHBE

ERARAEIR - BB A

Hrr - BREAF

A58
PURE i3
ArrnarZ
IR
ZIVEY REE

AF ORI 2 2 &
nNdH o,

AHENT RIS >
EB# TdH 0,
BF T & 0 R
Al E A3 HE 1
TEBENNH
%

CYP1A2FEEE

REFT2EH
oo
Y
I/FY¥ >
TIVRFH
S

7o roFgrE0H
FHIZED Cmax L TNAUC Y
FNFNHKI60% K 184 % 1
U7z &Ml InTns,
AHFNFE G 205 DK
B3R IET 58
B, BB TAAF D
HEZRHETSLZ L,

N5 DK D
CYP1A2IH % E
Mick 0. A
D i E S E
H9 B Al gtk A
b5,

X 4.

ERRE BRARAEIR - HRE A B - BREF

IZAMOYVE
HEH

HHREOIZA OS> B
5 U 7= B AR O i i
B EANASNTZEOHE
M BDDT, AEIFEGHIC
FHBEOTZANOY V&%
GRS IET 285513,
IR U CTAAKIO HE %
T DL,

B A

BIVER

HRERIRF & T D A NE 61723151 Fr 498451 (68.9 %) 1 Bl R AR

TR 2 5 ORIER RS S Nz,
HEOO3961] (19.2 %)

FDELZRD DI,
8 F W63fi (8.7 %), CK(CPK) 1

ne3s (8.7%) . %IR53M41(7.3%) Tdh o 7= KK .
IN—F V) IR BN SR & U T R i A R A E
52741 142451 (26.9 %) IZRIE MG S Nz, 2D

F2b DI,

feE HR4541 (8.5 %) . (2861 (5.3%). %]

sl (3.4%) TH o /= (HEEK T,
IN—F 2 B E E NG E U LSRR R PR Al B
JE 1 236 H6761 (54.5%) ICEIEH NG S Nk, =D
Tl b DL, EIR3061 (24.4%) . BB (73%). 4]
T8 #1(6.5%) Th o7z (HELEK T,

Q)
)

2)

BEXZEER

ERIER, BEOMER : fiJkO R WZEFEIIIEIR (0.6
%), M DHEIR(0.1%) NHS5HLNETENHDHD
T, ZOXIRERND SONZEEITIE. HE,
REXNIHZ G IEFEOBY) BUEZTS> 2 &, ([E
T HARNEE] OHZE)

8. 18, BE, §#Il. BEX 5 6GI%) . =M
(1.7%). BE07%). $55L0.7%). E=03%)
HEDREMERND SONDTENDHDHDT, ZD&X
SIIEIRDID 5 b N HEITIE. HE. KETE
HpFEO@EY R NEETD T &,

3) BHEMREE (0.1%) @ AFORGRE, HEZ IR
®IC, WA, EEE SEOMME, AHEEESD,

2

TavIERENLSDODNDZ T ENDDH, TDXD
BIEIRD D b b HEITE. HGHRBH oSS
FEHIEL, £ kG OREEE - ko
LA —HHEOREEICRE L B EEIZHiE L.
REH, KOWHREOMUBUEZTTD 2 &, 2B,
BRI RBOIERN S bbb 2 End 5,
Z DD EIER
RDOEDIIERMND 5OND T ENHHDT, B
MRDH LNHEITE, BEXEHRGE2HIET 5k
EWUIREZEITD T &,

5 %Lt 5 %Kik SEEARBE™

(K1

B (A
s
UER—JUE  [JEERAEE, oR
wowE HEEEE 2
B
IR (8.7%), | P AF%I— | hth
e R F 11 (5.8%)
% B = T VI VE {65 1 I

BlbkEE

0 (12.8%)

W, EE.
N NCEA

z 0

A2

FEE AR L VIR X T ORRIRAUBR, 4 ] e fetion & e OV i
eI DR R 2 SO TR L 2.
) HIEM A UMD A TED 5N TWDREIERNT DWW TS

EARH &

L7z,

. BREANDKRE

B PR AL BRI 35\ T A i & 1T 438 25 DR R IR A1 % <
S5NDT, BEOREZBRLANSHEEICHEST

5T &,



6. Eim. ER. RIA\ENORE
(1) IR L TS AR D & S NITiZ#& G L
BNz &, [EER(S Y b) ThREHEE (RERD,

FECEIEM B R DAY M SN Tn 5, ]

Q) BAPDOEANZIEZHRKEGE LW I ENEEL VRS, *
ERETHRGTLHRBEIRAZBISEL I L. [

PRidBR CARIF G ICIET 705 0 F 2 REOK

THRRD N0, T fifl s nsB2n
Wb 2, £z, HYFER (T v N) THITHITBITT
LT ENREINTNS,]
7. INREADRE
INBERIT TS 222 EPEISHENT L Ty (fF R ER 237
W),
8. BEKE
A% - BB AFOBBERGITE D RN AEAICH

HT DR OFEENTHIND,
B MEE. BUEET VL. LEIS U T, MYt
SERHEZEITD 2 & RN UREPIEE (PUR MRS A b
70752 RE)FGICEVERDBEWMT DI END 5,
BB, MRBITIC K DBREOHRIZOVWTIIRHATH 5,
9.@%1@&%
EHIZATEE : PTPELE O EAIIPTPY — RS D
bf%%?é&o%ﬁ?é L, [PTPY — bk DEMIC
O, WA EERBEAF AL, HITITFEALE
B2 U THEMR A G DEERAGIHEZ R T S &

HEINTVD,]

10. ZDM0EE
T EE (5 v ~) T1.5~50mg/kg/H D 2 R 512 &
0., KHleydighifg OB K. BRIEDFEHENHE
KERICEMLZ2EOMENDH D, 2B, YT AT
AFEIZFED TR,

@%ﬁ*]
. MApBRE

fEERABEIcOE Zo—)VE#EE (0= 0—)L & LT0.4mg)
ZZe R AR O 5. L = o0 ¥ oo —)L R OEA#Y 05

TOEIVER) O REHER S Ey B AR LZ. OE
Z—O—) L3 5% 1.6F#12Cmax 0.68 +0.38ng/mLIZE L 72,
—o—pnEzZo—)b
17 —eo— (Y
. 08 . C T AUCt
IS BT B (ngr?r?wa) (??)X (ng*hr/mL)
é» 06 1 O¥=o—)) | 0684038 | 16+05 | 140078
@ ’ FERBY | 056+010 | 16+07 | 333+1.10
2 (FH£SD s n=9)
£ 04
&
=
0.2
0
0 6 12 18 24
55050 (hr)
-1 fEEERR A B IEICAHKI0.4mg 2 BEEIRE D $ 5- L 72 K5 O 1fiL 3%
R EEHER &SR EhhE
N—F >V IRBBECKBEOHSERTH S 1 ~35mgz 1 |

3L BRICKEROKRG LR T 7EREL, H5RITK
FLTERLUZ, £/, #EBFBICBNWTHREEZ s E Tom
W RS 2 E U 2B (n=10) TOWRERMIZ. 5
B Cdh - 7z,

20
*
2 15t
~
2
et *
i L
2 10
N * *
N - .  J
L 5 r s s s
<* PS & *
<
. 3 . ‘ R
o 1 2 3 4 6 7 8 9 10 11 12
feFrE (mg/ H)
-2 IX—F 2V DHREBEEIHEFFEERE LR N T T RE

BEOFEBONEANDT —%)

1H3 IEIJ:V)TQQ%E%’?JZIE‘L‘

A Wi L.
IT& D, ZENER R O RR O AR O I B RE & M L 7z,

2 mg.

DN—F >V 2B IZ0.5mg,

1T Z &2 1 mg
1 H 3 EHE 5K

1.5mg, 2mg&

2. 7OAF—)N\—ik

JELETR

5 TCl3, Ze 8RR 50 l:l:’\“CTmaxz‘)Q.SH#FEJJEL L. Cmax/?

#2596 4% T U 7 A%,

AUCIZ

DB i?‘;b\&%iéﬂto

IF LA EE

BEO5NT, AFE

F-1 N—=F >V VIHEF IR RO BRI B O S
U 7= K¢ D 3£ B g
BRI (n%n/qfr?L) T(?ra)x (ngA}JVE?;?'nL)
ZE MR 5 6.53+2.10 1.27+0.36 201+ 9.6
joxi 3R 5.01+2.09 3.75+1.42 25.9+10.7
CE¥fE+SD, n=12)

2. - HER

ek A BPEIZ, 0.1, 0.2 0N0.4mg % Bilm k1% 5 L 7= D
B 515245 £ TOARFI R O ERFHY QIR FHEMRIZLIT O &
BOTH-7,
#-2  (EEERANBIEICARF0~04mgZ %5 L 72K O R i HE
#5- B (mg) oE-o—)L LA &at
0.1 6.4+2.9 35.3+11.2 41.7+£12.1
0.2 9.7%5.8 40.3+13.9 50.0+13.2
0.4 3.3+0.9 393+ 6.4 426+ 6.5
FEE5EICHTS% o O— LB, FEE£SD, n=9)
f@EER AN BRI, “CREERAR0.6mg 2 B[RRI #2 5. L 7= 0 #% 5.

1&48%?‘1if@f’ﬁfjﬁz%ﬁaﬁﬁtﬁ%j\ RHI286.1+£3.1%, #h
120.6£0.5% (n=4) Tho7=WEANDT—%),
3. EDMDOEYRERII/NSA—F

I 3 G

x(ﬁf PR X #5]
. L-dopaBI it FAI CEATHA/ S —+ >V Vi 8%)

B 1 35~42% (in vitro)

L-dopa® FI Of F i (EE 17 18— F > >R B 241451 (A
12161, 7t R12061) 235 & Uk “HERLEGBRIZS W
T, AANT T SR & L, UPDRS (Unified Parkinson's Disease
Rating Scale) PartII (H % A= TG EhE) J OPart Il GEBNHE )1 i) &

AR EAREIC

EL 7=,

EJa

2.88mg/ H CEHAfE£SD) TH > 7z,

HEIECRE T 2 2R
DU ER (KB EHE S NIER OEIE) I
EWEZR L, wearing-off, on-offfi % &4 3 2 EHIIC
of fRFFE] D R N B BB B N7z,

PBWTHEIC
BlF5

& arfiiy D% G &3 7.12+

£-3 ARV

B E H BRGHE % R R RE
UPDRS oE=-o—)b 120 —2.7 p<0.001
Part I /b 5 7SR 119 —1.0 (ANOVA)
UPDRS oE=o—)b 120 —9.5 p<0.001
Part I J > AT AN 119 —4.5 (ANOVA)
or—o—) 120 55.0% <0.001

P p
s 7SR 120 283% (Fisher)
. oE—o—)b 63 58.7% p=0.03
. *

offi Tl D12 75 R 57 38.6% (Fisher)

< offlRF 17320 % LA LS U 75 O B &



. L-dopaBFIFEH ARG (REIN—F 2V ViR EE)

L-dopaLAIIE O MG (LN —F > > R 2961 2 nf e &
L7z IEERABRICB W T, ARFITUPDRS Part I K UPart L 5§+
MEEEL, £z, BIMEICET 2 2R ROSERIE
82.8% (24/29f1)) T &b > 7=, Iek&FHMIF D % 5 §17.25 £ 2.56mg/
H CEHEfE +SD) TH > 7=,

. REARSHER

FUEIRFBBICEG S N2/ —F > 2 #1234 (L-dopafl
G & L Cospil, L-dopa®dFIIEHF I & L T58Hl) 2 K5
&L RIEEBR OS2 M O KM 5t (RA 1 H 3 BEE) 1I2H
W, UPDRS Part & &t sid, L-dopai&IHEH#], FEHFH G &
HIZkFEL, 10mg/HZEHBA 2 HEBICHWTHUPDRS Part &
FERDEGEENRD 5N,

#-4  UPDRS Part I & 5} sl /D B (Bl AT AMhilkg)

51 S Bl R CEEE £5D)
- L 10.5mg/HEL E 31 —5.8+8.76
-dopa R 10.5mg/ F A 30 —5.7+8.01
§ 10.5mg/HEL | 28 —7.0+8.03
- vl -
L-dopa A6 10.5ma/ H A i 30 421804

[E
1.
m

®)]

h & #]
N—=F Y VRETIVEMICT 2R
PUS—F 2V DIRIER?
MPTPALE < —Et v MMIB W THEBKFIC H I ED) % 1
e, HEGES 2 WwE L, BIZ, Ldopak fEH L 728
BIZIE, L-dopai i 5 & Ml U THIZICHFES) 2 80
Wz,
PR
IS I ZE B RS LI B W TR WTESRIERA 2 5L, 2
DERFEH BN TH > 7z,

2. 1ER%RE

M

(@)

FPRPE RN 2 D2 BIRIT R 2 1R

In vitroR BRIZ B WD THHRME RIS 2 U DAZ 8K R 1T @ W i
HZERLUTZD, DZBERRIITHMMEZ RS o 72,
OO HFHRPEZ BRI KTT 2 1EH

Invitrosk BRICBNWTY RLFU Z28 K (a, o B). &
O b2 Z2BKRG-HT, 5-HT), N2V P T7EE ZEE,
GABAZ KON 2 F IV Y UZBAER(LATY ) DWNT
BT EAERREZE RS DD /2,

(B ICET 5 E{EMER)

—#%4 - O E = O—) LR (Ropinirole Hydrochloride)

{524 © 4-[2- (Dipropylamino) ethyl] -2-indolinone
monohydrochloride

T T QeHaNoO + HC

Sy f R 1 296.84

&
H
N
O - Hd
CH2CH2N(CH2CH2CH3)2

Al I244°C (R

TR AR~ REAON R TH D, KITIETOTL, AY /—)b
T OEERE (100) IZ00R T3 <, T /=)L (95 I2%%
RFIZ<<, 722 MU XEPZFINIT—FIIZIF &

A ETETTRN,

(2 ]

L 3w 7$£0.25mg 1 1058 (215X 5)PTP
L&y 78 1mg :1058E Q15X 5)PTP
L¥Fw 78 2mg 10588 (218EX 5)PTP

([ ZE X k]

1) THILEAE S S &R, 24, 51805-51815(1996)

2) Fukuzaki K, etal. : Pharmacol Biochem Behav, 67, 121-129 (2000)
3) Fukuzaki K, etal. : Pharmacol Biochem Behav, 65, 503-508 (2000)

xox[EHEERE]
757« AIAY T4 kR EH
BRI AR -8-1
HNAIR— 7 -y —
TEL : 0120-561-007 (9:00~17:45/+- A ¥ H K SR H 2R <)
FAX : 0120-561-047 4l 2 A])

XXKI STV AZRIT514Y A&
RREBMIRIR 1-8—1
http://jp.gsk.com

REBIZFER



