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2.1 FAIDREIIN UBBREOBUERE D & 5 B#H
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3. #A% - MK
3.1 #8mK
HR7E 4 L % v 7CR$E2mg L ¥ v 7CR$E8mg
1gE 15+

BHS |oE=u—)LiEREE2.28mg | o = 0 — LIEREIES. 12mg
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6. FERURAE

WE. Ao Y=—o—)L e LTIRIERmMg? 5k, 2EH
ICdmg/HET B DREBEELANSS. BEICE L. 2mg/
HISLEMMN EOMRCHEET 5, WINoBRE5EDBADL]
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%8B, Fl ERICKDBEEERFT 52, n¥=g—)L & LTl
HElomgx#BAZWI L LT 5,

7. BEMUHEICEEY 5FR

7.1 KADO#% 5136 HERCHRICIEVWDEY S0, HILEER
(BD. B, MEFOBREz+9ITV. BEEALYHE
HIEBLEE S LICHEYAERBEEDD L, Fio. FAKRS
IR ERE T 2HAICODEDP ORI 2L 2B ET S5 L.

HIRT HATREED B H7-0 . BBREBEENEE L,
7.3 KRNI TE AR CHEEICRAT AL H5EET ST &,
7.4 REIOBMETEERSETH 5 [0 =0 — LIERIESE
0.25mg. [lmg. E2mgl EE—TH2». HELUHENRE
BRAHIEIEETHIE, T2, n¥oo— VIERRIERE (FEK
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HBED, THICBEOREEBET S &, TDBZICELT
. 17 EBREBEOEEZ S EICHEBEZRIRT A2 &,
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8.1 ZEFRMIERIC LD HBEHKZRLZ LI REshTn5
ZEo. BEICIIERNERL OMEEZICOWTIFHAL.
HEEDER, BHMOEE. BFEESEREEOFEICRES
SELBVWEOEBETHIE, B, BB W TEFRIER %
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B o1 H B VITRERIRBIED R L 7RIS THR
LflbEshTnsd, [1.. 11.1.138E]
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MOIED. HFEWV, ILBEL 5H, S5O XFDOREKILED
BIEPTERDERD SN-EEICIE, BHE. REXIIE SRS
OEY 2B EITH T &

8.3 AFIOWE. PIEADELIESIE. WET 5 &, 2R
BXIFIEICED, B BREE, SEOMEE. NHEEE
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(] ARG O BB D HAMICAF 2R 2B 2D S
T RRICE v > IV EEDETREE) . ROERTTE. B
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SIERBHEBELBEICE. BEXIRS2HIET 5% 85
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AENZEE L TER TRt SN2, £/, ThHDEFEZWNR
ELUBRRBIIERL TV aVL,. MERERZZ T TV EH
1L T BT K S FEHREE OMERIZ R V.
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10.2 HAER (HRAISERTSDIL)

KEFRGHIZI NS DHE
Al % B 5 RE X Ad kg
BHBEE. BREICS LT
AEIOHE LTS
o

HHIZE FEREEIR - fEEAE | BF - BRREF
oS3 UHERA [ ARIOERPSETT 2 2 | AKFNE K293 U 1E
PURS e 3 EDH B, BETHO. A
ANzl 3IR IZ K O EER OE
ZILE) R HP#Ends6%2

NnNdH 5.
CYPIA2IEEEH o —u— LEMEEE Y 2 h & O EH D
% BT HHEA FazaFysrEOM|CYPIA2IHEEH

vFuzuFH AICEDo_u—Lollck ., KF O
NV CmaxMUAUCHZFNZE | HBREN ERT 5
TIVRFY I | NF60% % U84%IEN L | I REEN H B

& el EMHESN TS,

IZbur el
A

SHEOIAOFr V%
‘5 L-EBETcur=no
—IVOIMFRE EFA A
SNTEDRENDH S D
Ty KRS HICERE
DIAMay v E2RE5H
IR 25413,
MBS CTCARIORE

TP AN

[11.1.2%H#]

T B AR D B 7
By NS OREIERN S
5 b NI IH IR,
RIS 343 55 S O 8
PrMBETS L.

BHRETLH &,
MOHIS—F 2 V| VAFHX VT LE. | EEARHA
A BLEORIERPRE LD

1. 8ER

WROBWERD HHbNBZENHHDOT, BELZHFITTH., BE
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1.1 EXZEIER
11.1.1 RFEMBEE (1.8%). {BEOEER (SEERE)

Bk D 2 WZERNER, BEOERSHSDLNEIENH 5.
[1.. 8.1&MH]
11.1.2 I8 (13.7%). 8. BE, $§Ei (WINHEERH).
EE (0.6%)

. ZE, BE, il BESORBRWERFSSbNEZ &
BdH D, [10.2%0]
11.1.3 EMGEREE (0.3%)

AR OHEEG®%., HERXIZFIERIC, SR BilEES. 5EO
MEE. FNEEEE., >3 v VERENSHODNLEIEDDH 5,
COEIBRIERD D 5 bNIFEICIE. BHEHBEUHOBE X
FiEL, £, HERETROHEBEE - FIEEOE&IE—HD
EOBEBICE UZBEEICHH L. KIGH, KOFHREDHE
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OB ENDH B, [8.35H]
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13. BERS
13.1 fER
RIS UAERICEIE T 2IERPFHIT 5,
13.2 L&
RS UHITE (FIBMRHE, X hraor5 3 M) 510X
DIERPEFT D 0D 5.
14. BRALDEFER
14.1 FRIRMAFOER
PTPEEDEHIIPTPY — b SWMOHE L TIRAT 5 & HFEE
5L, PTPY— FOEEIC LD, FEOSIALRA AEREA
FIAL. BICIIELZ B L THBIARSEOEE R &0HEZ 0
HITHIENDH D,
14.2 EERZSEHOER
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15. ZOfthDER

15.2 FEERAREHBRICE D < &3k
BYESE (v ) T1.5~50mg/kg/HO2EMBEEICLD, &
Hleydigififan B, MIEDFEESE A HRIRFERICHEML7:
EOFENDH B, 2B, YT ATEDPAFREETFED SN T,

16. Z4EHAE

16.1 MeiRE
L-dopa®dFFEMEH 0/ —F >V REEHIIC L+ v FCREE2~ 16mg
FHEEEAERICREROKRS Lo EFHo=—a— Lo 7 78E
IR IR 72,



&1 L-dopa®iBIEGHAI/\—F VY VRBEICL+v TCRE~16mgE S

BREBZICKEROKS LROMRELOEC=0—LD M S TRE

#5558 (mg) Bgs (1) 7 7#E (ng/mL)

2 61 1.81+1.76
4 58 3.53%1.75
6 1 3.82

8 61 7.60£5.51
10 17 9.77%£3.24
12 12 11.97+7.21
14 9 12.58+5.59
16 12 15.47+8.29

P + (R
16.2 IRUX

16.2.1 REOXE
L-dopaflFIFEGtA D/ —F V) VIREELHIZ RIS, LF v FCREES
~lémg® &% ICKER OIS LB, IR & T o o —
LVOENHEICREOHEBIHONLE D STz, HERBTHIE L IMEEH
0= 0 — LB E IS4 7REICCmax (1.63£0.46ng/mL/mg) 23
L. AUC024328.28+7.88ng - hr/mL/mgT®h > 7z,
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K1 L-dopaBFI3EHARO/IN—F Y VRESEICLF v FCREES~
1emgZ REROZS LcEomMREP O - O0—IVREH#R (85
ETHIE)

TIE+RERE (10~1161)

%2 L-dopaBFBEHED/\—+ VY VREEC L+ v FCRES~16mg
ZRERO’ZS LBOmMEPOE - 0—ILOEYERE/NS X —5
(52| THIE)

I in Cmax (ng/mL/mg) | AUCou (ng - hr/mL/mg)
BER 1.63%+0.46 28.28+7.88
MET 1.64+0.61 28.91+10.37

SFME T FRRERZ, 10/

16.2.2 NAATPRASEUF«
BRI S—F 2V URBE2MIC L F v FCREED8Mg % | H 1[H4~7H RliE
C#%5 LB OEFREICE T 5 Tmaxd hRIEIZH6EHTH . LF
v 7HE (HREE) ©2.5mgZ 1 H3E4~7 HiEO#%E Lo miEfo ¢
ZU—LVOBBERIINT S L F Yy FCREOHENINA T T7RA T8 7
1 1388WL ETH 572" (HEATF—%),

16.3 916
In vitro COIMBEEABERIZIS~2%TH -7z,
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16.5.1 EEKRASBHIFIc o =0 —)L0.1. 0.2%00.4mg™ % BEE 3%
BLr-BoBE#4BME OO0 —LRUCEREY (HSoEL
1) ORFHEHRIEUTOEBD TH 727,

X3 BEBRABECOE=ZO-/U0.1~0.4mg%%S Ui D RohHktt
£ (B5EILHT5%: Or=—0—)iRg)

#58 (mg) | o¥—o—L | EREM BT OELE) &t
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 39.3+6.4 42.6+£6.5
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0.5%CH->7 FHEAT—%),

F) RAEIOEZHEIR, [EE, FAIC3o=o—)L& LCIHIE2mg
»oiad, BEEIC4Amg/HET 2. DIBREAREL 2S5, REICE
C. 2mg/HE S LEMN EOMBECHET 2, WIHOREEOEHS
HIHIERORS S 2. &b, Fi. ERICEVBEEERYT 27, 0
Youo—)LE LCIHElomgEBA LW EET 2] Thb,

17. BRIRRNAE

17.1 BNURURLHEICET 55

17.1.1 EIREE MABHER
L-dopa®u#Ipt Rl GETH/S—+ >V VREE) 30261 (L F v 7CREE
1566 L v 7FhE GRAGE) 14661) 20HRe L —EEMHEERICHE
WT. ¥ v FCREEDUPDRS (Unified Parkinson's Disease Rating
Scale) Partll GEBEENHEE) OBFERPEILFy FHEEHE LS
5%V ENRENTz, F7z. UPDRS Partll &t L AR Y & —H,
UPDRS Partll (HEEFEHE) AFtEKOEDIEICET 52 8E9 7%
ROWEL (YEBEL L EHESNIEFOEE) KBV THLFy THEL
FEROEE %R L. wearing-off. on-offli %G9 SREHIIC B 1) S off
R OFEAERIR (2. 83 DIERE) LR ST, BALFHIERE (24E) o
5 8139.21£4.05mg/H (F9ELSD) Tho7z.

=1 UPDRS PartM&5tsupiA E (24:808F)
HBE5R Bl [ R—2F1 | ABEABDE | 95%EHEXET
L% 7CREE| 141 2.1 -10.8 LaL 200
LEo 78 | 133 2.3 1.1 e
i) EBHET—T U 1d2.5& Ly OSWEFHEXME O _ERA 25RO, JES
e Ui,
K2 ZOOBMTHEIEE (2486
FHmEE 5 RE i TER
UPDRS Partll | L% v 7CR#| 151 81%
VARV Y =R L ¥y T 139 78%
R=251> | 1.7
UPDRS Partnl |V F77CREE | 1l e o | 2.6
BEtR - R—RAFA 7.6
VERVTER |2 e o | 2.0
S L% 7CREE| 151 63%
¥y 75 | 142 61%
oy | ¥ v 7CREE| T8 76%
of RO KE Lo THE 77 69%

1) UPDRS Partll &5t £74520% 0L L5 U 7-ERl o glé

1$2) of R A520% L L5E#E L 7 ER 0 &l &

F7o. ARBOLF v FCREEZEH Q4E, 532H) 1ICBWT, REIC
RTEBOLFy FEELPS LF Y FCREEANIH (1E) TUOEZ/-EC
%, UPDRS Partll % UPartll O &FTEICIEE A EELIE L Aotk
FHEF SNz, Fo. LE Y FCREEZ MG L - BEE B L CRIEH O
BSEEIFEETHD ., BHEICHLEVITR» 57,

3 LFyTFENMSUF Y TCRENDEIVER

V¥ v FHEIHESE (ng) L ¥ v FCREELHE SR (mg)
3 4
4.5 4
6 6
7.5 8
9 8
10.5 10
12 12
13.5 14
15 16

2HEROIFELEBIEHTO L F v FTCREEDEIEHFIBFEE 1Z49%
(76/156f1) TH V. EHEIERIZEDLI0% (15/156%1). EHR10%
(15/156M1) . %1B6% (10/156f1) . EHi5% (8/156f61) Td -7z KR
HEThHDLUFy THROBWERFEHEEIL54% (79/14661) THO. 7%
BIERIZEDLL% (16/14661). ¥ ZF 3T —10% (15/14647) . EHE10%
(14/14661) . 2D £115% (7/14661) THo7z. B, FEHERIE
M, Ly TCREEZEHROREREHA & /-520EMEZELTCLF Y
TCREEZ G UERNIC B 2 BITER FBUEE1L56% (41/7301) TH
0. EABERIEEL2% (9/7361) . HEE12% (9/7361). Y RAFHI—
7% (5/73l) . $JE7% (5/73(1). FEIIHARIMESY% (4/7361) TH-7z.
17.1.2 EINEE D 18558

L-dopa®AIFEHAF (R S—F >V VIREE) 6261 % R e L3k
SEEIEERABRICB LT, LF v FCREEIIEKEHMEE (16H) 1285
UPDRS Partll 2 UPartll O &t xE L. £-BEICET 224
M2 ENROBERIITL.0% (44/62(1) TH-7z. FHIHEEGE (EEW
- MR SHE) 1211.13£2.77mg/H (FHfE+SD) TH -7z,

#4 UPDRS PartI KUPartI &stripA E (16:80F)

SMEE e N—=254 > BOE
UPDRS Part I &5 sl 62 8.2 -3.9
UPDRS Partll & &t sl 62 22.4 -11.3

L& v FCREEZES2EMBSE U7 REFIC B 1) % B MEF 53R Z 1385.5%
(53/6261) TH V. EuEIEMIIMEKIS. 7% (24/6261) . BED27.4%
(17/6201) . {EF21.0% (13/62). $JH21.0% (13/62f) T -7z,
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18.1 {ERER
KENE RIS VDR BMEREHETH D, N8I VDR BER & T
HTEICED PFN—=F OV UREAEZRAT A EEIONS,

18.2 HiN—F 2V Viw{ER
MPTPALE~—Et v MIBWTHEKRENICAXRES 2 M. I
EEZWE LY, EIC, L-dopak fHA L7255 A1CIE,. L-dopaBiifi 5
CHELCERICERES 2N 29,

FRAMBE I E B I LIS B L TRLHIREER 2R L. ZOERFERD
R TH 7Y

18.3 SEZBKICH T Z1ER

18.3.1 iRt R/V= VU ZSEKICH I B1ER
In vitroFREIZ B W TERME RS VD AKRICEVWEAMEZ R L
7. DIRBERICIBENEER RS 2 > 72,

18.3.2 ZDHthDPIREZEERICH I B 1EA
In vitroBRICBWTT FLF Y UZEE (an o B). U M=22EE
(5-HTi 5-HT2). RV I TYE U ZEE. GABAZBAROT£F)La
U USEE (LAAVY) OWTHICHIEEALRMEE RS LA 577,

19. BRI ICET EEFNAR
—fgf%Z 5 - 0¥ = — LiEEsE (Ropinirole Hydrochloride)
£ % 4 :4-[2-(Dipropylamino)ethyl]-2-indolinone
monohydrochloride
4+ 2 CisHaN2O - HCI
7 F = :29.84
e

ZzT

O - Hd

CH2CH2N(CH2CH2CH3)2
[ R HB~RECOMEKETH S, KIBETFTLTL XY =LKk
OFE#E (100) 1I2RRBETR T ¥ =)L (95) 12%%
BT, PEFZPULAREYIFLI—FLIZIFEA
EVET T2\,
i H T R9244°C (53 HR)

22. 9%

(L#F v FCREE2Mg)
1128% [148% (PTP) %8l

(LF v FCREE8ME)
1128% [148% (PTP) x8]
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2) EVLEAZE & @ ISR, 1996 ; 24 © S1805-S1815
3) Fukuzaki K, et al. : Pharmacol Biochem Behav. 2000 ; 67 : 121-129
4) Fukuzaki K, et al. : Pharmacol Biochem Behav. 2000 ; 65 : 503-508
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