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. WITNLEHIEREONRITRDLILOOL LT L o7z Faa
T BITIEE > TUI VDo T,
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FLELTHTa— LTI D THOHR SV N RKEITHEETDHIE,
WL BAE DI MN AT a— LTI DIE R ES -5 3 AN
o THEMANERIRENFREINDZE, BT =0 95 L O
RBS—F U AEGEREIZ S > TUIMNFRRIR DR 3 & BN FLL
WAL TODZEOFT LIS L, ARBERE —REEROR I
VEBEOBEMENE R DITOIL, RSV KON ORIERYEIC LD
PRI e 233 B &z,

LLZeii D, =% R S E R e BRI D A LR E SR 33
K — MBI T ey 7S, BN ~D AT+ ThnZ En
O, EEL TR OAEERKRTERYE Téhd DOPA OIS AL,
1961 - Birkmayer HIZLDFHFRIEDIZNN, 1967 4, 1968 21X
Cotias BIZELDREEWIFIEICLVNER T2 R OELIL TN RD S
TorR—=% R =X AEGEREOIE BN SR, B, SRR okt
L TELWRD RS, Bodl RIZHL, AR ERL M RR s 25 O E
TEAH D7 IRV IV K THHZEBNHLMICENT,

ZI5 L-DOPA (LR R2X) O BT ZE D% B [E CTIAGBRS L, —
O EERIEEICL o THRERRS A, =3 (B — = 3LHR) B94%
ST D =LA TEMR)ITIBV T 1962 4212 L-DOPA (LR R /X)
DAERNTEEIL, ZhvakE 1.CN 2B U CREORKRHERH LT
HEEL TV,

1968 A0 = LM (B2 — = 350) 12V CH ELAR-IF I8 5 L. 1969
AR [ Y B R BB A S L 7 SR L BT R S DL 2 e
1971 4F 10 A L& AR IR E -T2,

2007 4E 11 H RIS L, 2008 4 12 A IZERFES G 1D D
e BB ELT T2,




2. BADRERFH - REIFH
i

1. RS2 DOIBEE L RR /X (L-DOPA) DRLHKITHD,
L= R PRI DN N2 U U SEERE SR M ~ B . 5 0R

W, IRERICZR L, B AR AU D,

. FOMOBEEER L2 RA R TS,
4. 6,901 B OEIEREF COERBIER X, Bl -TEM: (31.18%) . &

BRARE (14.68%) . RNBEE EH) (6.93%) . FEHHER (3.42%) . R
(3.39%) . 5HA (2.16%) . 18 (2.04%) . HF(1.97%) % ThH-
7o CBTBHA 3L ORITER O FL (£027) ™)

2B, BERAREIVERAEL T, Syndrome malin B ASHH) | §EEL (BAE
ARH) L5 (1.00%) . #1152 (0.48%) . BBB-+icBEENE
b (BEEEARBY) | A B i (BRI | /R D> (AT |
ERMER AP NG ST,



0. &MY HEE

1. |RE4
(H#¥ 4 R/RAR®4 7L 250mg
RS AR @8 98.5%
(2)% % DOPASTON® CAPSULES 250mg
DOPASTON® POWDER 98.5%
Q) BHDHAE NG|
2. — g4
(W# &@EaE LR /3 (JAN)
(2)¥ AR Levodopa (JAN, INN)
B)RT L —dopa: dopamine receptor agonists,dopamine derivatives,
used as antiparkinsonism/prolactin inhibitors
(P —F 2 EGERE SR E L T I SO R SV 2 B AREE)
N O R FFERIE/ T T o F R E )
3. BEARITRHERX CO:H
HO
OH
4. RFRRUADFE SF =K CHNO,
PFE:197.19
5. £ 4 (fF4iE) 3-Hydroxy-L-tyrosine (IUPAC)
EEES
7. CAS BHES CAS-59-92-7




. BT HEB

1. YELEZHMTE

(1) 587 - 1K

(2) Btk

(3) LB TE

(HBRIEER).HRA.

BE R

(5) BRIE B AR B IE 2

(6) 7T BLIR %K

(N ZFDMD T4 RMEE Y

AfE AT D TR 5T O 3OS f SULHE kOB R
T AZBWIEAR,
AT FRICES O3 AKRITERT KL, =2 /=1 (95) IZIFEA LR
AN
AAIIAERRIZIE T D
BHEE (B70)
pH1.2 18mg/mL
pH4.0 5.0mg/mL
pH6.8 5.1mg/mL
7K 4.9mg/mL

ZN
a,

P

1FEAERE ML,
0.4% (40°C « FH>6HEE 100% + 96 HF[H])

Ah K 275°C (O fiR)

pKa;: 2.1, pKas: 8.9, pKas: 9.9, pKas: 12.2

pH L2(HR., % 1R 6.8(HJ&. & 2 &)
S3EifR% (log Pow) —2.5 —2.4
Pow= (424 ) —NAHDOVRR/SPREE /KFHDO VR RSP EE)

(7T A= REDR)

WEYEEE BLC(280nm): 136~146 (#4:4% . 30mg. 0.001mol/L ks
J&, 1000mL)
FENEE () —11.5~—13.0° (&7 Hh1%
50mL. 100mm)
FAFKIEIR O pH 1T 5.0~6.5 TdhD,

2.5g. lmol/L Mg ek .




2. B S DEFESEHTIC (1) RIERME VB Lo (A7 288 )) <36 » H ., Bl (H

BITEREM BREE A5 2HR) +24 # H )
SN W E | B SRANIN AR MV, e, g a~ b
T BRI~ N TT 4= ZOERT LTz, BRI (5 2 4F) (R_1F
Tl AR BN A O —FAAR0RLBAL T2,
FROREBRICB N THIZEAE ZEITRD SN2 T,

(2) INVE NI FRRE (40°C - 80%RH - 12 [ - e Lo, R LG (il
BT 2@ ENR) , RV =T LR EL O, 40°C - 96 IRFfE] - 31~
100%RH - IRt (BEE A7 A8 i) )
40°C-96 H¢ft - 100%RH BEXUEFRFLIZH DX, MBI DO TR
UK A2 > To Dy ZOMDEFETIENTOREBRIZHB W THIZ
EAEEAITRED BN T,

(3) JLIEFFRRERE (7 =— R A—%&—*1_ 3, 5 W§fi] - ARV =F L A8 1)
W OB Rb xRS &g L TR EA E B ITERD LR
STz, ARG 1 BRI B SRS 48 FER B YEMREHZF Y 575, )

RRKETOREN

7K 37°C. 24 FEHIX L E TH D,

pH2~pH6 (23T, 37°C. 24 FEI 2L E THD,

e (pH) pHS. 37°C. 24 BRI Th M fi Z 385D 5,
¥ FERIRIE R O} 0.2% KU R CLE T D,
3. EHHS OHRHARE (1) A DK (11000) 5ml (2= ERYSBK 1mL 2407, A¥s

T3 MINETALE RITRAE R T D,

(2) AR5 DKEERE (1—5000) 2mL 2 4-7X 7 FE V3K 10mL 200
ZTCIRVIEE A EE RITREaEET D,

(3) A4l 3mg % 0.001mol/L HEEAFWK AN L, 100mL ELT-HRIZ DX,
SRANATRRAWE Y BE B VA S ZO UL AT MV ERIE L, AR DAY
MVEREEDB AT MV E T 2 E | lFH DA VILR—
R DEZAIZREEDIRE DV ZTRBD D,

4. BB DEEEK Y AREERLEL, ZTOR) 0.3g ZEHEICED, T/ 3mL ([ZENL . HEfR
(100)80mL #HN%.., 0.1mol/L I FEE TR ET S (Farn3E: 7URZ L
PNAF VLY RRIE 3 ) o 72721 T E DR ST DS N ka2 T
RO AH X LT 5, [AEED H1ETERBRAITO., #iET 5,

0.1mol/L @RS 1mL.=19.72mg CoH;NO,
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1. %
(O FIFDXA ., SRR UMK

(2) BFIDE

(3)#AIa—k

(4)pH, 2 BEELL. JEE. HLE.
EEOERY
RER pH HF

2. HE|IDOHAK
(DB CEMERS)

NEE

(2) FHmp

(3) D1tk

3. AR, FLA DAL
XNTHEE

R % % B &= ®l & 0 HNEY
T 572 LA .
T = o T R \
AN (] ) %ﬁi‘fﬁ”' rigy | EOPE
HF+JL 250mg 77
FA 17.8mm, &£ 6.4mm, EX 390mg
F‘/\"prgﬂz ﬁ'] ﬂ? ﬂ‘ ﬁ @: %E.I
98.5% Al 1B E B OO & T A
RS2 98.5%
BIFESAR 18 BHERE 0%
18 FiliH 30 55 1.1%
140 538838 53%

A (BT ) 42°
FEFE: ) 1.7mL/g
#hry  1.2mL/g

KSR AT EIL 250mg: K/ AR 250 A — T

F/SX k28R 98.5%

BN

: OH-280( L EE R 2R DT YU FKIR)

K/ISRFUATEIL 250mg: 1 7B HFLARR(HJE) 250meg %24
K/SRI 81 98.5%: 1g FLARR/S(H JR)985me 254

(AW S DA J%
250mg

TR N = A=l R A =E AN O LN
VBT Z TS TV VR TR A

R/SR 28R 98.5%

tRef v 7 e tera—2A

BA1PANA

L0




4. HHEOEFREBTIZETS
REM

(1) RS IR A2 ek

K/SARhT )L 250mg

1) SRR (e Lt G R «21 » H)

SMEL WSS | BB SRANRIN AR IV g ra~ T o— A
AT TT 4 —IZOEMB LI AR, W oRBRICB O THIZ
EAEEAITRED BN T,

2) RN RREE (40°C - 80%RH - 12 I [E - # Lo, IR Lot (18

i) RV F LA BN %, 40°C 96 KFfiE - 31~100%RH -
IR (18 k) )
RVZF L UARITEEL 40°C+80%RH T 12 L= 01T 7
TV DO TINIREA LT, 40°C+80%RH BRR T 12 IH i
L7260 TN 40°C+100%RH * 96 REfERIREL 726 DX H 7 2L D448
(CEALERRD . WA TINIIK Az H 070, & akBRis 11
IRFEAEEARITIRO BT,

3) JIEFFRIE (7 = — R A—=&—"1_ 3, 5 K[« ARV = F L A &)
W IO FRERFE b 3 R L L TR EA E B ITB O B
ofc, Ok ARRUR 1 IRFIELE IR 48 I H LU Y 575, )

4) NE:PTP (AR 7B Ly 7V A FH T VI=0 LE) | S EE:
TNRI=T LR F L TIR—MMEE 40°C - T5%RH T3 5 H KL
ToRE SR MR (D7 v, WEW) | feadalliR, frgEalir, & &3t
BRER AR & LB N L AL 2L 23R o T2,

R/SZ 81 98.5%

1) SRR (B Lt G R «19 » H)

B WSS | BB SRR AR L, g ra~ T 4—
AN TT 4= \ZOZMET LT  W I o i B ki ffTL & b
B L CELIZRD BTz,

2) RN AR (40°C - 80%RH - 12 I [E - # Lo, IR Lot (18
i) RV TF L AR B %, 40°C-96 K -31~100%RH -
IR (1 k) )
40°C+100%RH 96 WEIRZIZIVANBLN DT MITIK A B E i O
D3, & BB ARG TII BR S L b U CE RIZRR O BV o 72,

3) WEFFRIE (7 = —RA—=&—*1 3, 5 FFfH] - RV =F L B4 &)
WAL ORERAE b X B Sh L PR U CERIZRRO bR o Tz,

(k AHRET 1 BRI B SRS 48 B[ B YERRETICFI S 45, )



(2) RHIRAT R

R/RARUHTEIL 250mg AL | 25+27C
AEERE | PTP- T A m— 37« B
=N FRIRE A 24
B st 2H—k | 12M 24M 36M 48M 60M
No.| v | (iqin)
s Bl A WA A A A A

AREEERER N N N -~ ~ ~
L (B~ i) (53) 7(6~8) | 6(5~6) | 7(6~9) [11(7~15)| 7(7~8) [9(8~12)
& &%) 99.4 99.1 100.2 98.4 98.2 98.4
s Bl pay A A A A A

AREEERER N N N - ~ -
2 | (e~ i) (53) 6(6~6) |8(6~10)|8(7~9) | 6(5~T7) | 8(7~9) |14(10~19)
& #&(%) 101.5 98.4 99.0 100.0 98.9 97.5
s B e Sk A A A e

AREERER T N - N - N N
3 | AT~ ) (49) 6(6~6) |9(6~11)|8(7~8) [9(8~11)|11(7~15)|12(11~12)
& &%) 100.6 98.5 98.9 97.7 99.0 97.7
S BLBSERARBHOI SV ABOBRKREFTIE LIS 2K
HREEERER 20 /Y LI
4 B8:95~105%

K/ hotk 98.5% RESM | 2522C
WEEERE | - RRA -
B FRRE A %K
BE| B 22—k | 12M 24M 36M 48M
No. | 151 [ (Hiir)
P ) A e B e e
1 PRLEFER (%) 0.1 — — — —
& (%) 100.3 100.4 99.6 100.8 100.6
s 8l A bRy A A A
2 |[hrE R (%) 0.2 — — — —
& (%) 99.8 100.0 100.0 99.1 99.5
PN o) E A A 1A WA
3 [RLEERER (%) 1.3 — — — 1.7
& 2(%) 99.8 100.2 99.9 100.6 100.9

— BRI
Zh BLIREAL AROMRIE S TR
hiEEEABR (18 B8 30 S4%88) (5% LT
& &:95.0~105.0%



REER NRRROREL

(3) AR REIZ 1T DL TE M

KRR AT L 250mg
MR G (%) |FrEERER (4))
RERORBHO Y 7+
AH—] T, BEOHREZFHEL 101 9(7~11)
V% 1|
DRIk 222 Mk
PRIFSM: w® OB E H
R PRATII LRTN Ea (%) |BEERER ()
WEROARBHO DT+
40°C 3HA |VIC, BEOMEREREL| 1%ET 9(8~11)
T-HE 5 7 LA
ZENE © © ©
) MB35 BN
RIS OB I OH
IR PRI MR (%) |EERER ()
RERORBHO Y 7 &
25C-75%RH| 3»AH |V, HEOHEKEEFTEL| 1%KET 9(7~11)
V% 1
ZENE © © ©
3) JelTxF T DL EM
PRAESMF: B o H
ot PRAFHAE PE R Ea (%) |BEERER (D)
WEROARBHO LT+
(ot OB e meokassl 1%ET | 9G~12)
" 7 W57 VA
ZENE © © ©

LM [©: 4kl ]
[O: ZAbdH DA, BN TR L]

WAy (@ 5UN

BA=19AA

s i CRIEDY ]




6. tFlEDEEEIL
(MEEFIEIL)

30°C RH92% T, 2NV IV =2 ZRERFTNILD T oA,
T AR =B RIVLT T BT AT L T AIVE UG
AN 72 L L DR A IR ECE DT D R CTHY, 7LD IRiEILANT
Ko THfRENHO T, LA, B2 Hl7e L LOBLAIC i&‘ﬁ“
%0, FOMAEAIREDENBIDRLTWERK TN L OO TR AT
EEZETD Y,

R/SR B ER 98.5%

RoSAR A 1 A8 (1g) SHRECAA] 1 BIEAIRAL, 30°C-92%RH: -
B 20°C-75%RH -+ hf, 5°C+52%RH:-++- & B M OE R TRl S
B, 1,2, 4,7,10, 14 B OB 2 NIRAOICBIZ LT,

) e
DAL B L E TRt X ma%aEL .
(=) AL NEGROLNRNE D
(£) B AL DOF RN D
(+) BANC LD AL IRD HIDH D
TR 14 H COIMENGLL T ORI E S THIELTZ,
O HREFRMETH(—)or(2)DHD
A .EPF’Eﬁ*ﬁDT(—)oﬂﬂ%%%ﬁﬁf‘(ﬂwb@
X* i BT (—)or(£) HESEMT (+) Db
X i BEHETH(+H)OH0

gl B il A& | CHIE %
23 F E 23 10% (Z3k) 0.3g A |@BTMP
s AR A B — B 10% (Z3E) 0.1g A | @A XYV T
o h— L 10% (B H) 0.25¢ O |@7alyTEREF AR
= h— L 1% (B H) 0.25¢g O |@7aro TR AR
L 1% () 0.2¢g A | @TTESRA
A B3 10 fE 0.25g O |@Efr/arravyy
L AR 50% 0.14g O |@LvARATa~Tr
(Z#EY VT 7—)
LA 10% 0.7g O |@LihATu<wyr
(Z#EY VT 7—)
U2 100 ™ 1g A | @AF VT z=F —}
H bR A [SM 1 (Z35) 1.3g X *
AR R lg X |N@AZTABET NI~ 7
AN

VARG (T AT T A)| 0.5¢ A | @A T T AR
X Ua—U# (B | 0.5g X* |@AF NAFF = A R=7

LT AR

EEEN (A7 SVAVIN 0.3g X

IR~ 7 2T L 0.5g X
RO 7 =T 1% (VA A )| 0.3g A |@EBN AT T =D

7 X R 0.2¢ A | @HERRE YT
e ZIF] [ELFT 10 R 0.12g O |@EfTarz

L AKX Sa—T Ee* 0.6g X* |\ @VIVF N 72 ER T
=D VAR R (=) 1g X* | @= T A

L2 Le 2g X @iy

wk TIRSIL TR

10




7. BT

8. £YFHIHERE

9. WA DHE MM DHE
AERE

10. REIPOBEYKST DEEE

1. 7 &

12. [ BEAT SFREE D H DAY

13. EBAREGER-SHEN
R R HRICET S1FR

14. ZDih

B H
H KSR 7 BE S B 35 0L AR K S0 L IR BRIC 5,
B AU

Ko 5 TE R AR

250mg 45 53 85%LL E
HE A
A
H AR SE R 7 40 SR S RS B8 =L AR R N HR R BR 12 LD,
B B

Ko 5 TE R AR

985mg/g 45 53 70%LL 1
HE A
RZH LR
A7 VA BHIED
(1) BESE

(2) RO ATARE E BE 7 15

BT VA B L
SO AT A 15

AANFTIGF R ITRE S LRV,

o7 kY

Friz7zL

A YPRRL

11



V. BRICEISHIER

1. SEERIFTHER

2. RERUVAE

3. AR RHE
(M ERERT—2 1\ —2

(2)ERERENER 2~

(3) B PREETHEHBR

() FZRAER

P AL [ AT NILYAPZ ey 3+

HHERALVARR/RELT 1 HE 250~750mg & 1~3 BT TR
bz n&hb-32%,

FD% 2~3 HARZ 1 H&E LT 250mg sa &L | SEHIE | o i 5
EOHEFF RS TS (VR & 1 B 1.5~3.59),

728 A SE RIS Gl BT D,

il

EEERL

AFN DA FERIT, 68 ftigk, FaAEB] 549 B/ —F2 7 K OV —
XUV PEEREE R RICE SN, 2O, FE SRR OEL T
BELUT-5A 8~ E Tl 81.1% (330/407) . f3&MAITIT 79.9%
(401/502) | #REE Tl 64.1% (300/468) Dk ERA KL TRV, A
W21 85.9% (472/549) DE NP ELIT,

AHNIHIE] 250~750mg/ H 2>BBRAAL , A% 2~3 H I 250mg/ H 37
OMEEL TS, MEFFEIT 1 H 2~4g Bixd RV HE&ETH -7,
Flo N XV UNF L N U SEERE e i B LT Bk PR AR R
DOFER AENOH HAERTED BT,

A YPRRL

MERF B N OV B &l 2h S

HEFFE LGOS 285 BIICOWCL AR R SHERF B D 45 i A 22D & 3.0
~3.5g/ A (30.9%) ¥ xH %<, 1.5~3.5g/ H TI% 206 1 (72.3%) T -
7o Fio, BEHH1 549 DS B AR L OB~ 7- 430 Bz OWT, BRD
a5 ERNRT &, 1~1.75g/ H TliX 75.8%. 2.0g/ H LA ETIX 85
~90% ChH o7,

HEHEEDONH
Behs(g/R) Bl K A (%)
0.5 F 6 2.1
0.75~1.25 19 6.7
_____ 15~20 | e | 232 |
2.25~2.75 52 18.2 L 723
3.0~3.5 88 30.9 !
U 375~425 | 33 | 116
458k 21 7.4
7 285 100.0
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#5 & (g)

" O = (%)

i 10 20 30 40 50 60 70

80 90 100

0~0.75

o0 7777 | s00

1~1.75

oo |77 75

2~2.75

sonor |77/ 69

3~3.75

uene: N7 -

4~4.75

s YW | e

5Lk

oz || s

Bl &0 7:88 [ »ean

FHERIBITEHI =R

BIVEH 2 B 0 FH &3 HEZR 243 Bl HOW T 1 H A EEEIWEA R BLR
ZRDHE 1.25g/ H UL T CIXEWEHORBIBEE L 4.5%&IKE TH-T-

REERHMR

73, 3.0~3.5g/ H Tl 31.3% L H M T 1T m< /2 o7,

REREERARRE
BIfERZRL-HE ¢/H BIVEHFBLUEE 2 (%)
0.25~0.5 1 41 (0.4)
0.75~1.25 10 51 (4.1)
1.5~2.0 50 151 (20.6)
2.25~2.75 43 511 (17.7)
3.0~3.5 76 41 (31.3)
3.75~4.25 39 #i(16.0)
4.5~6.5 24 41 (9.9)
# 243 1 (100)
2N SR8 Bl It ]

549 FIHHCRHRFE B ETO HE ORI/ EHOH D 128 HIITOUWNTH
He JERICIVERAZDENEDOT4 B BOSOTIL S B H THERN
FELI-HIHH0, @m0 2 BRELLNIZS RO N LT,

HMERFEEH
H %% Bl FEBLHR (%)
CompnN | o | 547 |

2~3 i 20 15.6
3~4 i 26 20.3
4~5 i 4 3.1
5L L 8 6.3

? 128 100.0
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EUIEIIEYES

FEA AR XA ENOIREHE LR G HIRBICE OHERZIBD
&L DRITB GARREE LB IC B R L FRCE BT G HF 9L e
(ZHIIN oA C DT,

1007
a0+
gl (EW+HH+HPrERD)
701
607 (&xh+H3%h)
"
Zh
= 507
(%)
4071
a0+
(F3h)
201
10+
0~ i~2~3~d~5~6~
w5 HE (B)
MBI R
IRAER I -1k
3.0g (12cap) —
e EEO
(250~750mg/A34AR)
y 2}»2-530?"}%'&12 ® i i (1.5~3.5¢
1.5g (6cap) — H285fil#72.3%)
' i (L BHES
i) o EROTLIZIEUT,
0.75g (3cap) — WEMETAILN
OCHIR M RAE L
D= O R
1234568 910111213{151617181920@) (H)
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RGBS

S
= % %ﬁ 1p 2p ap 49311;?35(6?) ?p sp gp 190

® W ~ E B 330/407_31,1

moE A |40 s0; [ 5 o

5 i | 300455 | o 1

A% E B e E | 199 N 7

% 7 B ¥ ”4/240_72.5

2 T B = 61/111—55.0

E B B |10 N o7

2z & B % |75/ [

eI

@ # B w37 —46.8

8 x| 2/ [ 7o

fe @m| 610 —60.0

E % 4 B % | 3856 _s?.s

A v—vo#E | 72 _SS.O

mow E % |39/ | 75 5

1) ARFN OG- HEI X A FE AL RR/SE LT 1 H £ 250~750mg
Z I~3 AN CTRBREDIR OG5, D% 2~3 HfEIZ 1
HEELT250mg 568y &L, JERIE ISR 5 B2 EOMERF R
2 (EAEHEFF R 1 B 1.5~3.5g), 7235 FEM - SER 1T U Com B Ak
1%, I THD,

15



(5) IRAEAIEABR
DEEALLITRE
AERE

2) LA BR

A TPRRL

b8t PR A BR AR

P 538 A BRIk fE

KRR | ZHEWH MRELS LKL LT THP (R A~F LT ==

TR FERI He ey D) 2mg L, ZAUTMA TR/ SRR

(THP)? X7 TR ek ELEGAOERD R %
B 5. 2~4 B% O FZIEROHERE K OEHT
OB LR E LI FE R, &5 4 0%
WCBW TR ZSANAR SN A BICESD (&
B 0.5%LLT),

K2k | ZHER REFEIT 5%, tEE HEIC LS I

TIERY | yuRA——ik BT 0.1% L FOGMETHEZEEZDL-
TRSRAN AR G IV B e g 03155
TN,

K2Ry | ZHER B Rt O A FEMICH L SR O R

T7RR Y| BRI B ERE 1% THEZEEL> TR/ A
WHBENER ThoT-, sERMBIER DY
BRI T2 ER L - L BHE TH o
77

N S - =7 THP % JEfE L LT 7T B R EDOBER Ll DfE

T7RR Y| BRI R ERNC LR AHE, FERBIZN R L

(THP) TN IR =N RO I, K/SAR & THP
OOFRIE THP Bffge 512 g LT, /S —%
U ARG DRI T B R DMER
TV,

RS2 | ZEHER BRI FEE T, RSAR BG5BT THP

THP? i) mel v FS BEIZHEL, 4 W R CTHERICHELZD,

18 % OFRFIERIT 622K, BITEH OH
BUHE I3 ANE IS BT T,

2) B FRSCHED  BRIRSEEE 2 (1), 14-23 (1971)

3) FH EZE: A 30 (5), 907-915 (1972)

4) NN IE R T B ARE SR No.2453, 21-34 (1971)
5) Mg FIFH: NE 29 (2), 335-343 (1972)

6) 7 R MEE)>

16

PR ERR 14 (2), 163-200 (1972)




3 TR

4) B R R A FER

(6) A EAIfE A
DERRERE-REERA
R E (FrRlAE) -
SLE R ST R ER R SUBR
(AR R ER R ER)

) ABEHELTERFTED
RAEXIFEMELI-EAERD
Bz

FEH#& 541

VARR SO E & G5, VEUL &G LB 132 EDTen AL E
B 108 B E S7-28, AMEROBMEMZRLTZ 3 (56 1
PR EE OB B, oD 2 BB IPEDI F AR U2 EE O
Wrie LI BRICSE L) B Z2/R L7 1 6 GRIEREL, ~E7 1
EUE, S~ Uy ME TS O(K T 2R Lo IRIEO LI
BRI E L) RBEFE EAF 1 B (S—F i cEm i E
SEE B R E2Z A PEL TR SRBD ST, AFMEDIERL, &5 1k
W ZRDEEMHER E DR BUTFRO B o7z,

RHBREHEREFMR
BT | M| B | D ) | HERER: () A AT AL
6~9 %A | B | 28 | 24~77 | 0.75~6.0 FHL
K5 | 4 | 35 | 26~71 | 1.25~4.5 2 Nz A I ER P ) P
9~124H | % | 21 | 48~80 | 1.0~5.25 L BllCIRFZEHEE L 5H Y
AR | & | 11 | 33~73 | 1.0~4.5 1 5 [ i ER s )
Bl 4 | 47~58 | 3.75~4.75 B
> 1 BNZARIMEREL ~E7me
12 ELE | 9 35~67 | 2.56~4.5 ffi, ~~r;ZUyMEKT (& 1L
i) *

1. BEROBAME M Z R LT 3 FlDHH 1 FlIZEE ovEm), o 2 Flix—
WEPEDIR T 2R LI ANRE O Flre LI B SR SGE,
2. JRFEEFR EHO 1 HEm i) EE LB R 2E 5 0L Tz,
3. Al AR U7 1 BB TEREO R 72 LI B 2RICEE,
4 ARTFYEDIE AL, Be G- IRIZ XA ZEWHE IR E DR BUTRO 5T,

B HJIFD IR ELRBR 13 (3), 388-394 (1971)

8) W2 H1F > : Geriat. Med. 9 (3), 321-328 (1971)

9) B o AR, HFIASE 29K 24 (3), 371-377 (1971)

1) ARFNOAGR L HEIZNEF AL AR /REL T H & 250~750mg

Z1~3ENC T TEBEDICROK ST, TD#% 2~3 HEIZ 1
H &L T 250mg S8 &L, SERBIE I Cil & 5 B2 EOMERF &L T
% (FEHEAERF R 1 B 1.5~3.5g) , 723, 4R - JEWR IS Ul B I
T%, I ThD,

AEDRRL

L0

LR
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VI. EEB(ICETHEEB

1. REZHICEEHHIEEY
XTI &R

2. EBEEH

(D ERERGL-1ERABF 10) ~12)

(2) EHZ R HHBRBAR

LARRR
RSS2 AR EN3E

PN Y P RIE TN B — R RIRIC BT AR I E B TS

ERL TS, LARRSIER S ORTEEME T, D512V ik —

AR BE 2 @ UM NI EUDIA FAL, E 2 TR SIUVITHE S U T IULED

NESDR NIV G EEED | ARERICBITAR NI D) A IRRE

(D1, Ds) & Dy ZHAKEE (Do, Day Dy) D=7 27 X — &R UGESHE TA

R EEZ TR AESHE, N—F 2V U IR OB ERR 1S | iR E, Rk,
WATIRE | BRI EEMRIESED,

XERTE H RO

1. y 8= —m (x5 |Cla B REMEN BRI, 1g/kg po Ty ~bias H
EH FEMEDEME R 28Hz H35 16Hz IZAD &K 1
1) AU LE Z— VR | B R
AT DR Y lg/kg po CTRINEE, B EENEF, /NIXATHE, AN
(r=-f20) HAERIAIZ D y —bias DR ZAMHI,
i) BEREBNCKT21EM (Lo LRHER Fc ko REIC U CTERE T,

) LALRORBIE Ly | e | 2 [ | R Tiein
bias (£ FAZK T 5 B | AT | RRREIR | R T
EH GElb i 60 50 50 50 50
Hz | #5:8 | 120~140 | 80 80 120 70
#eh1% | 60~570 50 30 30 70
1, 5v, 0.5m sec, 312Hz, 56imp

i) Ji % X B D vy R e A7 |1g/kg T extensor digitorumlongus % 400g @ tension
Bt 2> A 50 FRAZ B AE | TTHIIE S T2 v ~bias HFEHXFEIZ, 12~13Hz % 8
JEM ~9Hz |ZH|Z 1~2Hz 12D S/ 5, F7z2 1g/kg po

TRREZ (3.7V) | B EEBYEF (3.8V) . HMHEAR IR

(0.8V) PRI LD IBREMEA 4 2 4.8V, 4.4V, 2.8V

EHRIES,
iv) muscle spindle (2% 35| Ls~Ss ICDO M FELARE Le~S, ORIRELIN, %
YEH 400g @ tension TH|iE>72REO PNAUBENE A RO

HEHEDO Gla O BEFECEIL 1g/kg TELET,
(S1 AR FLEKk)

2) MEFRFE BRI T ISR
HIER YW (R=-#iE)
(Pallack Davis %2 B

BUEREA)
i) BB DR L LTS, BARZ BN L L AR 2RI, KA D[R
il —TATANNG 2 DD y 3RO T B L

ZE bk, w1 TR TLARR YT 67Tmg/kg v T
dynamic y —==o—ua O BHEKEZIHIL Static
y —==a—nr O H R EEIRE,

i)y EH) =2 —m 2% 100mg/kg iv T Sur DH—HIL TEEL T2
T 25— YR O MEREAED | dynamic v —==—a OTEEYEALHIH],
DO R 100mg/kg iv T Sur G-S OH—fIcLAETS
a XML RED R |static y —= o —m 2 O SUR MG B BN A W5,
b AR MR IEEF ORI |100mg/kg iv T GS Sur DRILIZLY dynamic—static
y—=a—mZ 100, 200m FOUEERE oD KPR i
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BRI H

RO

2. T DEN

D #E# =2 —nr~DfRE

LRI DAER
(=)

(Pallack Davis [ E1Z
)

(R % 1 TR

2) EATPEREES ~ DRI
THIER Y (R #iE)

3) —USRDPERGHE R IS H7
RY, 1y T Y (S E R
i) BVERER (B fir= -

%)
i) B PEFER (R #FE)
4) TN SRR ISH S

HIER Y (ra- k)

3. BRI AR
(Sherrington 74)
(R EETIRO)

4, BifutEERR AR P
(Pallack Davis %)
(o FEIEIRE D)
5. BBz izxt9 A ER*
1) 2T IFIV AREEEEA
(9 5E)

2) TALHEWIEEA
(R SUTREH)

3) 12 FE A 2 A 22
(THF -k, &0 U3
MHEEN)

67mg/kg iv T GS ABSm Sur Bz L0 S, Bt TR0
FINDF T A G E A, SRS EL T T AR S

HEREIE, COMENTT =/ F NP
(20mg/kg) iv CTHIH,
st | mnscntn | wegrasr | CRT SO
(67mg/kg iv)
pl G-S PBST fiid@ &l b I HNH
Q G-S PBST Pl Pl
o I L7RR /% (40mg/kg iv)
e SHIPERAL E713 18/kg po DIES
— mG-S PBST 1 B 7 AR
Saphenous nerval Es ik
Q mGS MSR il /E w7
Q PBST MSR @ Gla #iil& Glb {2z
TERE

50mg/kg (3 5 B AT RO ERSHE . B2 R SR DM e
7350 DSCT SCT. VSCT ~D3EV ViR 2y A4,
50mg/kg 13 GI f 3R D MERRAE . B2 I RO HED S D
® DSCT VSCT SCT ~D T sy (B 77 2 4)
A,

67~100mg/kg TRz J& R LE#HE G-S PBST COH
MEDEAR BN ZANHI L7203, Gla, Glb i sR.OPERE
HEDDDOZIR BN 2T,

33~67mg/kg CJ Hhi SR SR OPERRHE (FRA) 22500

AR RN A,
VAR GRS |, | ATRSO .
me/ke me/ke BAENL S FRR A
100 [NSD1015 50 |#phld-3* Sur DP
100 [LEBAES 5 [#0dl3 | nilEd [DPG-S SD, ABSm
5 | FATT~AR M il Sur PBST
50
48 |y Tmed|P AR RS PBST COH
~3 DHHIZh
FATHERL
100 |x#54K5 |VAFR 73 PBST G. S Sur
DHIZh
FATHERL

20mg/kg iv X% 1g/kg po TEEHIEBLVESN DMK
BORWZE S 30~60 /1% I12 1.25~1.5 {28
.

60~100mg/kg iv X% 1g/kg po TEHEBLVELND
R OIRIBIC 2% 5.2 77,

EnZe =3

OB EENE O H FE M IEL AR RS 37.5me/kg iv LA
ECRERIEE O 0 31 dose—dependent IZ burst
1t IR DRMI 1T 150mg/kg iv TR DI T,

10mg/kg iv X% 1g/kg po T post sig Gyrus (Z
600V @ burst ., VB D 0 WITELET,

20~150mg/kg iv. 1g/kg po. 1mg/kg ivent #%5-12 %
DB ORI LR A B RN D — U N AR
EELATEINBIZE, K830 40mg/kg iv IZL AR
DENRBHIT,
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AERIE H FE R oo
4) FE IR (A FEER) ARG | T RS IR B % 5 2 . WA
(DX -F50E) 2L DM FE . SHARAkEZ T after discharge

5) I EALITKT T HIEH
(Bl = B SRR
M)

6. FRHIZ DM D ULE (2 LED B
B, IREE, 7 B R UL
T H1EH
1) Lk
IBESGREIb ISy
THIER
(r=- JEHERN)

i ) BEH) T DIEM 1
(A HEIEN)

i) AR IRAR T, B TS
S HIER W
(TobfEn)

v)IRig TERIZL T —
W BER
(Fvh-R0)

v ) BEB) 6D RARKE N
Wi 5*
(T b R SUINN =
)

Vi) f5 B IRTLE Ik 9B 1E
A (GyhgnD)
2) L'y LA
i) MBI DIEH
(=R M)

i) fREE 6B
(= 280)

3) A AF I EEN K
THEA (TR #210)

4) a-AF LT
(Shuttle box)
i) S alE S Il skt
THIER 2
(Foh-JEHER)

i ) JREAIC RT3 DR 2V

(PIL-fipiE)
5) Z DAt

1) MG IO IREE I 5T
ERAY( R
(VL)

i) ERAZINHNC LD T
xR ER
(Fvh-R0)

DB R 2L AR R /< 40mg/kg iv T 3 i 1 Bil4E
E. BIREHRIPLIC LB KA B D spindle burst 1
AR/R 40mg/kg iv THIHI (3/4) o

40mg/kg iv CHRERMIZELDRILH T BALICE
BE P, 40mg/kg iv XIX lg/kg po TZEUY
0.3mg/kg DR LN 2,

75~100mg/kg ip CTHRIGEFEOEREZL 2L
0.1mg/kg sc (285 19.3 B0 S 7.0 FIZEHE,

100mg/kg ip TLE/AEL 3mg/kg ip (ZLDEEH]
HNZHEPL (knoll E®ENE, Schlagin 1EHNF)

300, 600mg/kg po TLE/LE L (1~5mg/kg sc) il
LAMRIE, MR T 2,

300. 600mg/kg TL &/ (2mg/kg sc) IZLHIR
e FEIERAICEEE S XL 7 — R,

LARR N 100~300pg @ ivent X% 30~100ug
DEPENE GV bmg/kg IZL5DH
FEIEB ORI, LU EBNTFE P,

lg/kg po TTYMNERHOL /L §HEFE (10mg/kg
iv) 75 B R U A I

800mg/kg po ThL-EV> (5mg/kg) sc D H i &
O,

1~2g/kg po T7 L=V (10mg/kg) . RLEV
(20mg/kg) DIEEEAHIHIHET,

lg/kg po TTAV ATF 73 40ug DN EIZLD
ERiSE U=y QE Itk v AR S 7

100mg/kg ip T7 7 =43 0.5mg/kg &[RIEEAIHE
B O 24,

30mg/kg im o ~AF L F B N L DHIREEC B EA
i,

d/-DOPA 1% 30mg/kg . d/-HTP (% 2.5mg/kg T
& YREAZANH,

500~1,000mg/kg “CJRIREZRNEIC LD T #T ) X
D REA 20~40% 5o
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(3) 1E FA R TR B ) - 3 5 B T 2 S AE BiLIRE ]

549 Bl CTRIRFE B E TO B EORAMEREEHEHDH D 128 BTN TH
HEJERICIVERDNENED T4 B BOHOTIL 5 i H THHEN
FELI=HFILHH03, @500 2 A LLNIZ R OFBH N AL,

MRERBAH
A3k Ik FHLE (%)
Compn | 0| 547 |

2~3 i# 20 15.6
3~4 38 26 20.3
4~5 i 4 3.1
5L E 8 6.3

i 128 100.0
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VIL EYVBEICEYHER

1. MAREOHRS - BIEE
(AR EFADGMAPIRE

(2) &= M R B E I R

Q) ERFREER THER SN T
.[tﬂ.q:lEE

i EE X AR AL T DM REIR (CSF) IR EEAS S —3F Y L5
(R DI EMBI T DS THRY 2| mAE R E (Cmax) A3 3,693.2
+1,140.2ng/mlL. @ FE, CSF & £ (Cmax) 1ZZ D 1/10 (234.4 =
51.5ng/mL) LS TND 2,

F7- . MR EE (ECs fif) 1% 640 =260ng/mL EHESL TS 29,

PR—=F V= RN 2 51(69 m%. T1 5%) ICLARR /S 1.0g A& A& 5L
72 2~ 3 I 2

Elin =% PR A 5 B (T1~86 i) IZL AR R 7% 300mg 2 22 REA%
5. L7 84464 4Y (mean+SD, SME ADF —%) %

IN—=F V= RLEBE 2 (69 ik, T1 #%) (2, LARR 3% 10 H T Cli
G LT1 H 3.0g BehLUT-t%, 1 B 58 1.0g BOLHRR/ SRS
UM TR EOHEBZ R LI RIILL F O LBV THY, LARR /R
1T 2~3 % IC e — 27l 2.23, 2.41pg/mL 2R L7- 2,

LR AR
fEfl4 718 &«
(pg/mL) (pg/mL)
4.0% Lag T 0.70 e 4.0
m
2.l Ka 1.00 % 50
g 3 Kel 0.70 s
L sk (Area) 7.79 X 20
S k4
A P
= 10f n 10
g x E 1 L 1 1 1
0.0
0 2 4 6 8 10 12 661 2 38 4 6
fEFIS 60/ B
(pg/mL) {ug/mL)
4.0% LagT  0.70 40
% sol Ka 0.70 %
E : Kel 0.50 4'3
* 20f (Area); 12.40 N
5 =
210 b 3
E x ;-4 Pn g
00 1 1 1
0 2 4 6 8 10 12 051 2 3 4 6
429 (hr) BFfE (hr)

LARRABREROMAP LA/ GRE (X - FAE, BHE - ERME) RPFAIVIR

EiERS

Lag T:#& 5% L0 M PR ED EH LinH 2 ETOREH (hr) |

Ka : W IS8 B 7E 2K

(hr'?) | Kel: I FE w4k (hrt) | [Area] | : J2EE AR F i fE (1 g-hr /mL)

. e — 7B OR L T fEfiE (0~6hr)
%‘J LARR/X | RS2 | LARRR/ | LARRX MRS | LRI/
pg/mL pg/mL | #AR S | pgrhr/mL | pgehr /mL | ARSIV
4 2.23 1.92 1.16 6.51 7.64 0.85
5 2.41 2.47 0.98 7.80 11.29 0.69
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20~23 mk DIERE SR A 8 151 K T 68~T75 1% D b (et HE S a4 9 Bl
LARR N 250mg $EA ZEMEIRERR 1 56 5- U7 Re D S FR L AR R SR BE O HE
BAILL FOLBYTHY, ElinE Tl Con LV AUC IZBWTHEICH
fETHoT- GHEADT —4) %,

5 Smscane

5

5000

500 ‘f

1000 1111-%1

B3 (hr)

BEEEE (@) RUEHEREE (O)IROFkEERD
LARR /4 B FE — BEREEE AR mean=SD

R SR e n e R RS A p
Crax (ng/mL) 1,077 +577 1,842+901 <0.05
tmax (hr) 0.8+0.6 0.910.8 NS
ty/2 (hr) 1.5£0.4 1.4+0.3 NS
AUC (ng+hr/mL) 1,056+282 2,512+588 <0.002
MRT (hr) 1.8+0.4 2.3+0.7 NS

mean®SD Wilcoxon #i7€ NS: not significant (P>>0.05)

T1~86 kD i/ S —F 2 iR B 5 1]} O 22~ 34 ik O RS FEE
6 2L AR /X 300mg FEA ZEMERFRE 1 2 G- L7 RED A L AR R /XD 3K
WENREF Y RTA—ZITLA T DOEBVTHY , Elii/ S —F VR HEE T
13556 IR EIZ DL ARR /IR B (Con) L OYAUC IZB W TH EISHEE T

(4) =

otz FHEADT —4)2,

Bl S —F ) R RS HEZE
Chax (Mg/mL) 1.78+0.68 1.33%+0.80 NS
tmax (min) 84+64 35+20 NS
ke (min' X 1072) 1.08+0.19 0.9940.28 NS
t1/2 (min) 66.0+11.1 74.0+18.1 NS
Ch.enr (Hg/mL) 0.13%0.07 0.02+0.01 P<0.01
AUC~(lg*min/mL) 234.69+84.70 82.33+31.00 P<0.02

meantSD Mann—-Whitney U-Test

EEERL
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GCIBE-HAZEOZE

(6)BEH(RE2L—3Y)
FRATICRYHIBALT=
EMAENBELHER

2. BRMEERB/SA—E
() PRI 7334

(2) MR R FE TE

Q) AFTRAFE YT+

(4)HKRRETER

®)ITSVR

(6) T ARTE

VI 24 (FRLDOIEF)ICEHISER 7. HEERAI OHES
A

WO

HEERL

K YPRRL

0.72440.075 hr'! (mean£SD, /$—F 2/ L5 ) 2
M. P REQHR-AEE Q) ERKRARBRTHERSNOPRE] D
HEbB M,

IN—F Y R BE LB D SAF T _RATE YT 1 2
33.3%£4.23% (mean*SE)

20~23 M OMEFEEREE 8 5l &L N 68~T75 kD &t Be S R4 9 fillc
LARR/N 250mg HE% 22 RFRE 0 % 5-L72F (mean=SD, /ME A DT —
)%

RS 41 16%

R R SRR 1632 12%

0.533hr ' (t,,=1.3hr*")

M. P REQOHBE-BEE Q)BRARTHERESINOFERE O

HEL S,

FARISARAAE (LARR S/ L E R 2]EBUH]) £0.710+0.0868hr ™!
(mean=+SD. 12 fFlD/8—F 2V JF B IC 100mg i 2~6 §E/H
RO h)%

BRI

(%)

20~23 R OMEFEEREE 8 Bl ) 1Y 68~75 D it e EREE 9 il

LARR /S 50mg Z RN 5- U7~ (mean = SD ., #ME A DF —%) 20

RS RE# :23.4+4.1mL/min/kg

Bl EE SR 14.2+2.8mL/min/kg

FARISARAE (LARR /A E RS 01.0340.144 1/hr/kg
(mean=+SD, 12 D/ =1V KT 100mg 8% 2~6 §E/ H
e uE R

Y ERRL

(%)

20~23 R DOMEFHEEREE 8 Bl ) 1Y 68~75 D infd e EREE 9 il
LARR /S 50mg Z 8 ARPI P 5- L= (mean = SD ., #FE A DT —4) 20

A FESRE# 1 1.6510.39L /kg

e R SRR 0 1.0120.291L/kg
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(MHMBEQKEEE
3. % v
4.5

(1) I % — A B P @ 1

(2) 7% — FR AR RAFT @ 4

) EiT~DFATIE

(4) BB~ DFATIE

IFEAEFEL LR (5~8%) Y,

VAR ANIEA 23R IGE & Lo/ MG B BZDIZE AL D REBh %L R (7
RS R, L OE T AT L) A LTINS LS8, EBR I 2R
ITTDETITHLE RN O G EIR L-7 el ik el & TR (9]
[l 2 HR) SHLD 3239 Zhuile, LARR S OWRISGE FE 1T E kR
HIRD pH 728 DEEESZITD,

<HBE>

Z o AL NV — T FEERIEIC X LR R R i T K OGS Rk~ DA T
PEFHRDE LARR/NE 30 43T 90% L ESRINESAA, L-7==/1
TV KRN LTI Lo CHES U 39,

VAR R 7 SUE ST AR SRR B9 s 170 i 126 R 2/ L C I iR — M BE P9 (BBB) % 18
WL, PR RNICBITT 5, TOEIIERGED 1%L TS T
l/ \6 30)O

728, LARR AR ENZ R ST — B B P 2 L7,
<HEZ>

FyMZ MC-LARR /X 60mg/kg AR ARG LI-5A . 1 B4 (i i
JE 12.06Ug/mL (ZXF LT, 3.10ug/g (B —2fE) (ZHH Y T DSt DO %
TNROENT P, =TV A T TT7 44— TOBETIL, JRIREE, Bk
~DJFIEDRDH BTG 39,

JeAR SR O HALTERY | I m ~O & 5ITEE BB ELEI TN
6 37)O

<HBE>
FyMIBWTHH D WOIEIRB IO T 077 F o D I H ~OilF B ]
TER A S TVS (100mg/kg. i.p.) %,

B T g 89, 10)
IR—F = RNBFE 3 BICLARR S 1,000mg A% O G- LI X008
IRHRASIUAREHERBIILL T O LB Th o7,

(ng/mL)

50 +
&—e I K/VZ b 2-250mg
-===- LK F/¥1,000mg
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B) ZDMDFBB~ DBITH <HE>

ZMZ MC-LARR /N 60mg/kg Ziff A 452 5-U, A liide PR B 2 R RF RIS
HELG A, 5 1 BB IS ORI R &m0, DR EHE

IR FLZ %,
pglg (Ml pg/mL) ne/g mé?&::;;g;ml.)
500 T
3 it
g !J\g g ““:\‘
% g .fj\ﬂg Y
o L 1
100 - 5; N
S Pﬁi::::‘ i
“‘ ‘:Y.L \‘.:\‘
il AU AN
3
10 01k “:.‘. s
%
k)
1.0 0.01 as
' | 0.005 " .‘L

0.5 —— } | t 45 ,
304 18FR 3k BRFE 245ME 96RFfE

LARRARDEZRA S (Svh)
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5 K
(1) RBIERL R VR B R

HBER AL >

LARR/N—=R /3

AL | I, BN, IS & DA

NARZ

Jibd

LRR/R—=3-0-AF LR X

FHFRR F M 2 DR

R

LARR /RO BRI IR O T, RN — 1 ik B P 2 4%
LU CTHIBATUAERZ R 3253, DOPA iR IEEEE & TS ZR
ANIUTHIR AT SR,

A7 3—--0-AF I

Ho Q F522717—+H (COMT) 0
OH MeO
HO 2 o NH2

levodopa H
3-O-methyldopa

l BENEL-T I/ 8K e RE4 3 (ADD)

HO:@/\l T/PIBALBE(MAO)  HO
- CHO
HO NH. j@/\
HO

dopamine

KINZ p- KB EBESE

W) oH
HOD*/NHE
HO

norepinephrine
(noradrenaline)

HTFa—IL-0-AFI
Y rFAT715—H (COMT)

MeOm
HO NHz
l MAO/T VTR K FEBEFE (AD)
MBOID/YO HO 0
HO - HO
homovanilic ~ 77 3—/V-0-*F L DOPAC

acid(HVA)  MZ>A7x3—t (COMT)
LARR/NEER B

TIL TRk FEEEFE (AD)

IN—F Y = ALEFE 5 BN 0.5g, BT 1.0g DUVARRANZR OB GL
ToWE, 24 FERJETORFPRZILME, KOG EOL RN S5 2|
KT B (%) IZLL FDLEBY THo72 2,

LARR R RS DOPAC HVA Total
0.26+0.08 9.5+2.5 17.2+2.9 15.5+2.9 42.4%8.0
mean+tSE
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Q)RHIBEET IR
(CYP450 &) D5 Fi&

() FEEENRDBEERV
ZTDEE

(A REMDEEDHERY
iz

(5);EMER B D EE R
INTG A=A

<HE>

ZMZ MC-LARR /R 60mg/kg %8 N5 60 531 DI M O 24 BREfE]
B ORPHEHEM XL FO LB TH 72 1Y,

10 20 30 40 50  60(%)
7 7 7] 31.8 (HVA)
#5609 #0 eoiome
BrstimmLL 108 (K/%)
5.2(K/vzx)

= PSSR
ROKSUBE  V777///77/]18.68 (HVA)
ROFRPREE 6.62 (F/¥32)
DL | 6.30 (DOPAC)

T0.73 (K7%)

[ BB B UM EBIE R 01, KBRS,

VAR 2T e I EE @ A R EZ T D E M ES TR,
AUC,/AUC;, [3MEF G- B TII/NEL, mix b5 B TRENICRE Mz

R IR BT,

VAR R/ — I B P 2 @i U X ~FBAT 327203, I T DOPA
Il ER BT 3 | Z JD AR ST R R MR ME IR TH D,

il D
0

VAR —— | 7 | | P | m— /53

\ i A (RH. R
= 8
FA3 —— -3
P 2
= | it
G R
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6. HF it
(1) e AR AL B U R B

(2) Bt ==

(3) HEitEE

7. SV RIR—E—IZBH9 B1EHR

8. BN FICLDIRER

FLLTETHY, FEPYEMNE 1%L FTHD 20,

58~TT IR D/ N—F LV AR 6 HilZ "C-L7RR /X 500mg HE% 1 [Alf%
M5 (Z2MERE 5 B, Vo7 Ty —fEEE 1 B]) L7=FFo 48 FER
FTORFBIHEEDO P RIZLL FOEEBYTHY, 24 Kiff] Tl G-
D 85% PRSIV, FEHENHEIT 2% 257272 7= OE A D
T —H)1,

1007 .
r'&‘-
8ot 3
% -
=2
s
¥ e0f
5 — PEEE
g om-o AHEE
B aof
I 14
= ;
(%)
20t [ ¢
i y
0 2 4 6 8 23 a8
¥ 5 R (hr)

500mg LARR /5% 5 1 48 Bl CTORPMETHE S
(BEEICHTH%TER)

0.70£0.06hr ! (mean=SD. 73— V¥ ) )

AL

A YPRRL

29



Vil. &% (EALOTES)ICEISHIER

1. BERNALZOER UL
2. RRNBLTOEA [Z2](ROBHEICFBELENE)
(RAZREZESL) (1) BAZERBfLENIED B RE F 2RI, RN E453s
FNdbhb, )
(2) ARANDOE AT R UABBEUE DB ERE D& 5 B
(feai)

(1) LARR 7D —EI R TR Lo TERIEMEAZH O3, &5
WZVT RUF U T RUTFUAZERSIND, VT RUF I3RS
JEAR R AE 2 U, BE FLEBCR 55 DS UHE S B KR SR &
NAHZEICEVIRIED EH-L, SENEAEEISELBEN1HD, L
RRARE~TADEENER G THEOBENZBO L TR 19
(MX. JEERPRERBRICEAT HIEE 1. REHER 0HSM) | #lks
ELITIREDS EH 5,

(2) — M ZHRANC LD BBUE AL LT BRE I CHER 5T L EE R
BUEAELZ 3 ATREMEDRN DD,

3. HhEEX (FZHRICEAET D B BANA
FREDEELEZDER

4. RERUVHE=ZICEET S YL
FRALEDIELFDOER
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5 BEERERNBRLEENDER

1. BERES (ROEBFHICIKREIRETSHIL)

(1) FFXUTE RS OH 2 EE (BITEH ORI D20
05, ]

(2) BiG. T+ HRIBRIGOHLBE XIZOBIEREDH LB
VERDEL T DB ENDHD, ]

(3) Bl PRI 8 (M BEE D B R ZFHERL, A2l bRz
REEDHLEOHE DR DD, )

(4) 0 TR R R S0 B LT IRIR O H 5 B
VERDEL T DB ENDHD, ]

(5) M PEBH b A fk N B O BF (IRIE ER 2L EREAL
THRBENDLDD, ]

(6) A7 72 EFEHIER DD BE UFER BT 282
NBH5, ]

(fif5L)

(1) AST(GOT) .ALT(GPT) FH-ORIER N HAHNLZ LN, ThEE
D&H5BE TORIERHORBENEINT2BFndH5, F#iE,BUN
FHORWERNALNLZ LD, BEENHLBHE TORIWEHD
BN 28NN HD, — IR UTEIREZOH S H
FHCTILEED OMRH, HERE N ME TL WD THEENMLETH
Do

(2) WALMETE S T Z OB OB 5 B8 Tl E st E 52
EMBHLOTHEREEZET L (BIEG -+ HEBEEOEL LD
NHZENRDHD, 18. BIER (2) EXGEIEREWEER oW
ZH),

(3) LARR AT EARLEL OB WINE EIZ EAT 5203880
LNTEY, KERLVEATIA Y 2D LHRBTHCHE R L T bl
DD, BRI EGOFL QOB EBE TV R R 512 X0 fofE
DOarba— IV RREIND, LRR SO ERERRHLESNDE
T 13 JEVEFE A7 o MERE DR 5 5 B 0D JiE (1] 3 TR A5 SIUTUVND S, AUE
ORI M2 U< <, N AUE , 5 JR 35 M2 780
MR DR IBIENEL 2D L TR B ERRICL DB
MBD KA HEIZ LVE B MR & DD 2 & 7= L IR DK 43 53
RS~ BN L AR O Bl K 23 FE I HEAT LT IRBEL 20 D 2 8 Th
% (=3 EEATE ) No.18:1976.4) ,

(4) LIRRZERMIZB W T /AT RLF IR T R A ETREE
NDHZEMBD, BRI NT-/VT R ATMO T4 ER-SH
FIRE G Z B EE L iR RLRE S B2 B LS5 1]
HEMERHD, SHIT, LIERIZHEET D a, fLET XTI/
EELINOLITa— VT IVBNEAL, IE EFSORNENREZ 5| &
EZTZENEBZLND, £ AN TEBLINTZRSIAIHIKR T
W — FEAEERICERT2Z2E8B 20N, ERLEL 55U
JUE, a7 TF A | N WMERNZZE LA Z 3 T RENE
N5,

(G) 2. ZGARELZNER (RAZRFEDL) OEEASH,

(6) FEFREIR D& 2 B CAE MR BB 0D B3 TG AR 72 S
DRBLTDHZENZ N, —HOBETITIHI O EIZE(LL TH
DFEENDHRONDZED DD,
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6. EELGELRMIELED
BRRUVLESZE

2. BEEGERNEE

(1) FAEBAKRNEOC B ZNOHLLGE L. MAKREDHDLVIZIR
JERAEZITHOZENEELL,

(2) AFIDOBGI1L, LEMSEIRL . B4+ ITATWIEEICHER?
EECTHETHIE, FMHINOARENCEINZDGEITIE,
fAIZER 2 (I E LR DO ARAZHE E T 200 FAITHD,

(3) REAR G B LA NHN O R 51280 IRD JH70BL G 08
HobNDHIERHHOT, WMYIRLEEZITOIZE,

1) wearing off(up and down) BiZ&NHoHbN-HEIZIZ. 1 B
HAEOHFHHN TR G EIHAHESCTHEOLEEZITIZ L,

2) on and off BIZ 3 b N5 12, HEFFEO MU IR
AT FERBALICEEL T, 2O H S—F 2 Hl
DOPFRHEDEZITHIZ L,

(4) RIIED7RNZERSHIMEAR | AR, FAEIREE K ONEE -2 .
KR RESE DI TR ZHZENHDHD T, KFNRGH OB
(213 B B O EER S fE R A OB O B E I I e g0
JOEETHILE,

(5) BLXVU RS (B Bl /7 U LB R R EA]) EOOFH
IZERL T, RN LT B LR BRI S O A 5
MTrzL,

(6) LIRS SUFR AR S RREBN SR OB 512 X0 | RO RE T8 (fE
NBIAETE D FREESE DAL 2 WA R 228G a2 B <IZh bbb
T, FRRERIICE v T VAR IR GOIREE) | IO TERR L, 5R
B E | BREEOFEIHIHEENREIN TS, Fo, b
AR ANZEGINTBE BT, EEfHEEE I LR
RNZ VB B A2 RO DRI R bR B ERE D Hh S S
NWTW5, BE KR OFRFEICZNODIERIZ OV THAL, 2
NOHDIERPEHLUTZGEITIE, BE X IEG 2 135708
WEYIRALEZITIZE,

(figa)

(1) BAZEMAFNIEDOBZNDOHHE A1, AFIEGIZIVIRE A
R L RN LT 5B E N nb D,

(2) LARRSE, 8 &% DIEBNZ L > TR DI 2L NCEWER o HE
VIR0 DZEN B LD, BEEAE NI E > THE RV M H
REA1GHT2D  FBWERZ /N T 5720 —fICITHnE &5
FRAELVEEICBEL>OEE., #E RS RE TS,

(3) 78—=F VU GEERE) 12K L, LARR - SEEII N IZE D E B

THHLONEL, LARRITEE 1 B 3R EZIT RS L, 15
Ih 1 AFELNTIE L BEORRE 5~6 BT B Ege L. &K
IR ETIERDOEENTIZEAE RS20,
LU 3D, EEIEERIZIE 1 HO9H TORBRRIER OB
(up and down BH)ZADSBINHELL., FICIXABITAE R 23 AL
L, — EREZICAICIHEE T 584 (on and off BIH) D& TS
HLONBHD, LARR REMPFEE CHB LG 6 L ARR S BLR BRI R
BN O PF FRIE IV EE 2 B LR DL BN/ v b —
ILRATREL 2D DL LN RN TH NI ha— /L O EEL22 5T
OHLHBILTLD P,
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1) wearing off (up and down): VARR/ IO REGERINTZAT
A EFRE L FET R B B DR T EMEOHEITIZMHEIR
INIUVRTIRBE DD NEHALIZ I T AL AR R R FRRER D
HE VAR SO I R FEAR T LA RSO JE A S WU - AR 35
DEALPFIERFEL THIT BTN, EELTE 1 HHE
DOFIFAN T GBI 578 Tho Y,

2) on and off :LARR/ XTI M — L SFUTUODIRTE TZIRGN R
YR U BT ED 2D FEORBTENF 72 DR BED T
5 1 RS R ICIRR T A2 & LIZ L DIRAEIC R A Bl 4
TR RED RN A L T T AZR I BT H— D
ZPEDOHER, UL BBLIAL T HDW TN, L AR SR N B E
FACT E IS FIERE P L CTEIT BTN D, ALEE L CldiER &
O, LV Al T~ 2GR, 7 ae ) 7 F 7B tho
Pk—%o VU FIEGERL, 2 THEER RS AR W,

(4) ThET, THEEZREARRIER ) OEIZIRA, #EiEE B I OER
T ) OB REZE DR TR 223D D T, HERO#RIE
WZII RIS E R WIOEEMREZIT > TE 2, AR SEANZ BN
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ANELAANZIBNT, TR S PRI EAE R ORIE RS 2
SN2 &, RN OB SCEOFLER A B EL . FMEEOE
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AF VR NIV AR RS OIR SN SR B FTRE I 23 5,
RERE
T2 )F TV RBIOTF a7 2 0 RAE TSRS B AR
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4) FIMEE M AR | /MR BEEERBA) « v i i
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(4)IEB AIEIE A RIREERE
ERUBRKRREERE-E

LS.

TRFRIRFIZ HRFBIRELLT% -

% & DA DA "

I - S § #E 89 #E 384 E 473

oA OE B K 1,023 5,878 6,901

B OE A o M OE RIVEFHF B (%)

< It IR R >
oM E R 50 (4.9) 186 (3.2) 236 (3.4)
~ i 83 (8.1) 151 (2.6) 234 (3.4)
il = 18 (1.8) 49 (0.8) 67 (1.0)
Bl 3 - 5 (0.5) 28 (0.5) 33 (0.5)
= 18 4 (0.4) 10 (0.2) 14 (0.2)
3| " 5 (0.5) 64 (1.1) 69 (1.0)
3| B 2 (0.2) 2 (0.03)
pel e 53 3 (0.3) 17 (0.3) 20 (0.3)
% =3 P 2 (0.2) 2 (0.03) 4 (0.06)
~ % 3 (0.3) 8 (0.1) 11 (0.2)
B & Bl & 2 (0.2) 2 (0.03) 4 (0.06)
ea vy = 6 (0.6) 10 (0.2) 16 (0.2)
L) = n 2 (0.2) 4 (0.07) 6 (0.09)
IR i 1 (0.1) 1 (0.02) 2 (0.03)
& oE B O K 1 (0.1) 1 (0.01)
K owh YE E) # ) 2 (0.2) 1 (0.02) 3 (0.04)
BE Al 2 (0.03) 2 (0.03)
= P 2 (0.2) 1 (0.02) 3 (0.04)
B 5 1 (0.1) 2 (0.03) 3 (0.04)
(O G | PR ( 11 (1.1) 18 (0.3) 29 (0.4)
Mo e B 1 (0.02) 1 (0.01)
S A S 4 5 (0.5) 19 (0.3) 24 (0.3)
Hwow B 3 (0.3) 8 (0.1) 11 (0.2)
P - . ¢ 2 (0.2) 7 (0.1) 9 (0.1)
o * A 44 (4.3) 92 (1.6) 136 (2.0)
T~ b B E B 88 (8.6) 390 (6.6) 478 (6.9)
Bl L o) 4 (0.4) 22 (0.4) 26 (0.4)
i B OB Ju i 2 (0.2) 4 (0.07) 6 (0.09)
" H 10 (0.98 11 (0.2) 21 (0.3)
A b o % 5 (0.5) 15 (0.3) 20 (0.3)
g I 41 (4.0) 108 (1.8) 149 (2.2)
L O A 1 (0.02) 1 (0.01)
H N 5 (0.5) 10 (0.2) 15 (0.2)
BE E & 1 (0.1) 5 (0.09) 6 (0.09)

<M ks>
HoOL g et 502 (49.1) 1650 (28.1) 2152 (31.2)
=R G N 229 (22.4) 784 (13.3) 1013 (14.7)
T I 4 (0.4) 40 (0.7) 44 (0.6)
{5 Fik 31 (3.0) 93 (1.6) 124 (1.8)
H ) 27 (2.6) 114 (1.9) 141 (2.0)
B - 85 & 6 (0.6) 31 (0.5) 37 (0.5)
(E I S N V4 7 (0.7) 47 (0.8) 54 (0.8)
e | 6 (0.6) 29 (0.5) 35 (0.5)
B+ BB EE 1 (0.1) 2 (0.03) 3 (0.04)
H e 7 (0.7) 76 (1.3) 83 (1.2)
WE R S Wl % 13 (1.3) 24 (0.4) 37 (0.5)
5] M % 10 (0.2) 10 (0.1)
B 5 E (GEIR) 17 (1.7) 83 (1.4) 100 (1.4)
[ v 7 N 4 4 (0.07) 4 (0.06)
5] B 2 (0.2) 7 (0.1) 9 (0.1)
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BB H o O RIVE R B (%)

<PEBR#m >
T2 b bA (S K1) 95 (9.3) 271 (4.6) 366 (5.3)
m & & T 27 (2.6) 61 (1.0) 88 (1.3)
m = k HF 21 (2.1) 23 (0.4) 44 (0.6)
DETLE (%) 29 (2.8) 78 (1.3) 107 (1.6)
s o ik 5 (0.5) 8 (0.1) 13 (0.2)
i} I 7 (0.7) 22 (0.4) 29 (0.4)

<. ">
m o/~ W s D 2 (0.03) 2 (0.03)
= 1. 3 (0.3) 1 (0.02) 4 (0.06)
T 1. 2 (0.2) 1 (0.02) 3 (0.04)
IO~ & AN 4 (0.07) 4 (0.06)
H i BE 1 (0.1) 1 (0.02) 2 (0.03)

< i - T e >
F B s B F 5 (0.09) 5 (0.07)
GOT-GPT f# 5 9 (0.2) 9 (0.1)
e i 2 (0.2) 19 (0.3) 21 (0.3)

<Dt >
Rk OE OF 19 (1.9) 24 (0.4) 43 (0.6)
% T 19 (1.9) 32 (0.5) 51 (0.7)
Z % 14 (1.4) 31 (0.5) 45 (0.7)
i) Vi) % 14 (1.4) 9 (0.2) 23 (0.3)
% i 1 (0.1) 1 (0.02) 2 (0.03)
& g E 8 & 12 (1.2) 28 (0.5) 40 (0.6)
7 s % 2 (0.2) 2 (0.03)
it Ii IiE 4 (0.4) 20 (0.3) 24 (0.4)
2w/ % 4 (0.4) 4 (0.06)
% 2 1 (0.1) 25 (0.4) 26 (0.4)
»Hoow B K 1 (0.02) 1 (0.01)
7 Z 3 (0.05) 3 (0.04)
Mo B R 3 (0.05) 3 (0.04)
N = 1 (0.02) 1 (0.01)
B % W & 7 (0.1) 7 (0.1)
H 2 W 4 (0.4) 4 (0.05)
7.3 % 1 (0.02) 1 (0.01)
2O % o Bk 1 (0.1) 1 (0.02) 2 (0.03)
w® = W P 20 (2.0) 17 (0.3) 37 (0.5)
k = ¥ 1 (0.1) 1 (0.02) 2 (0.03)
BB BR B BB 1 i 3 (0.05) 3 (0.04)
73 =i 2 (0.2) 2 (0.03)
EIRBIEMEFE N 1 (0.02) 1 (0.01)
PEOBE R OB BE
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(A48 35 Ja) - R B LRI T R No.31) %

39



O)EHEEE. BHHE. BEE
RUFHOREEFERI
DEIFRARBERE

@) EMTLILF—ITHT S
FRERUHERZE

9. BlIE~DEKE

10. 145, EIR. IRELBHE~D
®BE5

1. INRE~ADERE

12. [RRIRERBRICRITTHE

PR RMRL

[(EZ]CROBEIZFRELGENIE)
(2) AFN DR Z UBUE D BAEIE D&%

2)ZDHDEI1ER
BIEFRDIEE
5% LA ESOTBEEARY | 0.5~5% A 0.5% A:iifi
WOE™ Y 5
2 E5EhIEd22L,

5. BlEANDRE
AN AR, L5 MR T EORERARHOONLZLNDHD
DTEET DL, (Ml T, EBEEDOK FICXIYLARR S
(DR MEIME T L TODILENZL, ]

6. 4TI, EiF. RILFEE~OERE

(1) # b SUFIEIRL TOD ATRENED & D NAZIT I G- L7 Z e
LELV, (B ER (=7 R) THIHIFE L~ DR N OR T 5
PERRO LN TND, )

(2) A O NTITTE G LIRNZENE LI, (L 2023l
SNDLBTNDR DD, Fo, BWEER (T h) TLRR OB
ITHRHBITND, ]

18242

1. BBRBRERBRICRITTHE
=ka 7V RFRIT LKRFI) ORRIR T — 71 LD IR A TIE,
N AR DB 72 D35 6 3 D,
(fEa)
=ra Y RFRIT K FIIIL R R RO T LIS L TR/ TS
EEZBN, LRI SRIE O RO XS 72D, LIRR B G o
TIET NARBE DML 72 D Z 238D,

8. BEEE
AR B 51280, B AR EES), REL AR, £
M5, M, REEREE DR DB EN0RHD, ZOLH72 G5
&, R RO D RE 2 B AR L7 3D B Ui S O U 2 LB &1 T

2L,

40




14 BARALEDZIE

15. ZDMDEE

16. ZD4th

9. BRLDIE
SFN A AFBE  PTP ALLEDFEHNTL PTP o — S B0 H LU TR
HIFRETHIE, [PTP ¥ —bhORRERIZED A A TR RE
KA~ L . FITIZ B ILAE 2 U CRERIN & & o EER A O
JEZOFRTHZENME ST,

2. EELGERMIE

(4) BTIE D72\ 2258 AR | AR, FH RS L VRS- ) -
A RERESSE DIR TSR ZDZEMBH LD T, AFIFK G HoBE
(213 B B O IR fE R 2 PEO B DR E I e FS 0K
IEETHIL,

(6) LARR /ST R S 2 RAREEN R O $ 51210 | o3 i g 1 (fi
NBYAETE O BB 5 DAL S AR 72 i A RLIZHL b D
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WA, BB Ko TRIO IR Z S BE LS5 T8
N5,
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IX. JERRREAERICRE S 5IEE

1. RIEER
(1) EhZIFHER (TVI. 23
EIEICEISEBIZR)

(2) BIRHFE A BR

) REMEIEHER

AEDRRL

BRI H

T RO

1. X ARRER ISR DB
1) fEIRANZ LA RRERE A2
x4 51EH
i)FA~_x—)L
(=R JGHEN)
i)y AR BRI
NN LE Z— L 19

(v A BEIEN)

2) SR EH]
1) B AR
(wU A JEIEN)
i ) {2 E R R
(woR-f%0)
3) RIS DR
(FwheiEn)

(7Y FHE)

(TY=F-fEn)

4) JEREIZET DR —
YEROER SB35
B (Cpa « W UM EER)

5) A E e b= 1
M (oA JEEN)

6) F &) 2 M IE TR
(v A BEIEN)

(Fwh#EH)

7) B Wit AEA
i) PrEETVILA
(oA JEIEN)
i) FLro, ThIY
— T WA
(TR JEIEN)

i) FLARYF =—FiF i
Ao (RTAJEEN)

600mg/kg TFF <% —/L Na(30mg/kg) iv D RER
R (4.1 43) % 8.13 43 ICA B ICIER,,

50mg/kg Ty —/ARBEXPEEEE (500mg/kg)ip D
MEIREER] (2 20) & 27 /MZICH BICER L7, ~
e 2 =1 (38mg/kg) ip DZ L (30 53) 11T
Bhd,

10~600mg/kg TR LA LH T,

30~1000mg/kg T 0.6%EEL (0.2mL) ip @ writhing
ZHFVH T,

300~1000mg/kg CHEGAIREZ LA, #5 2~
4 RO CIIxt B ORICE B ZEHY,

100mg/kg TEMGFEEZEKR G 1~2 FFHIZIZHTZ-
TEhHSED, (+£1.57C)

400mg/kg CEGKIREZR G 1.5~3 K2 dlz>
TEHRSED, (+1.57C)

10~40mg/kg iv 1% 0.1~1.0mg/kg =N 5T
WEBE DU HAL B = o — 1 g OV R 0D Jie
BEIEME A RS TN, 2O KT CTZ DBE
Hiidran o< (4mg/kg) iv T2,

100~400mg/kg ip TH4PN DA DK EERR=2D
WD 27259, 1TE RIS LM M R0 M D 1
j(o
B3 EE B4 100~300mg/kg ip THEEEIHI .
600mg/kg ip TG 20~80 /3=~ TH KRSt
60

H ¥ EE B4 600~1000mg/kg po TG 2~4 B
Mz > TR, XHBEEE DRI EEDHY,

10~600mg/kg ip CT(1000V, 12.5mA. 0.2 F>[E]) @
BEITONAZIGEIRT,

10 ~600mg/kg ip TXvVFL T hT7V/ — )L
(100mg/kg) sc DRI EHEITWILA Z 7,

10~600mg/kg ip TANF=—x(1.2mg/kg) sc D
SRIEME WA ZINHE T,
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BRI H

RO

8) behavior (2% A1EH
(woA-&0)

9) Stk [E15kE , WRBE R NI
EEA
(Shuttle-box )
(T h-HE1EN)

2. TEERAHRICKIZ TR
1) M EZk321EH
T FAEXT v MLEE
(Foh-#20)
2) MR i, O BT %
THEH (A X-FF)
i) I

i ) DK
iv) DX

[ E e e Y (!

1) i BB O B BB
DA R O Al k5
LEEPUER  (BEVh)

2) FEEIRT =R HER
(T HFE)
3) FEIR - AER
(Fob, THF FHiE)
4) =Tk AER
(Fvh)
4. PR — A IR 5
ER (=& 1)
5. ZDOMDOIEH
1) BEFLICHR 4 21EH
(10~16 fEERBEIKET)
(=R JEIERN)

(Foh-#20)

2) SERMER OREE)
(Fob-#&H)

3) FREE(EA (SEGE)
(Foh-#20)
4) fErEER (X FE)

5) JR AR A
(79 5R)

}1100mg/kg ip CEAH: [E158E S It

500mg/kg C. <~ AT, BEFLEOKR, EAERTIZD
EHL EHER BT HRIETITEIZ [EfEL . 200~
1000mg/kg T~ AX _EFUAEROMIZTERE, i,
U E ORERE 2T,

TR 52T,

300mg/kg LA EOFEEIZXY ., fiJEIX dose-dependent
12 B5 B 1~4 R, XERRBEE OMICHE B ZEHY,

10~30mg/kg ivCT31~45% DI E k5 (%555
%),

3~10mg/kg iv T 12~23%D.Caa % i,
3~30mg/kg iv TIREL S HE 0,

10mg/kg iv C 6 PUrR 1 PCIZIREE OJRMEARIER,

30mg/kg iv T 6 PLH 5 PLIZIRAPERIENR, %5 10~
IITHETE,

1X10"g/mL DT H BYREDHR EE IS,
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i,

10~30mg/kg C H BIHEA IR (2N,

5~30mg/kg T HBhEEL
1~10mg/kg T H BYEEL

10*~107%g/mlL DOPLEE T HBHEL

(BB ZT (TR,
(B G AT (V)
CRBL AT,

lg/kg po THEEAIROFINLIZLD mG-S fli DOEAE
A,

300~600mg/kg ip T 30~120 4z l-VE = K

(8

100~1000mg/kg ip CHiEhEfE A, xFRREEEDORICA
B,

300mg/keg po LA EDO# 5128 dose—dependent (Z
SERORRER A, B G 1~8 Bz 7o Tkl BREE
EOMICHEEZEDY,

600~1000mg/kg po THRE ~FH/RPEUE, 2~8 IF
SERT TR

LARR /% 5~10mg/kg iv T 5 PLH 4~5 PLITIRMH-35
F . R/R3 bmg/kg iv THIEM-E %,

K (2.5mg/mL) % 1 H 2 [\, 14 H MEG% 5
1 R E e 7 [, A E 2L,
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(1) EER5E 1R
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BRI H

RO

6. MR UKL

D mHE (FyhfRn)

2) HIRAFE (A

3) KR EAAE (PoLe

1 H 600mg/kg 3#it 4 #H po CHIEEE R, SLE
ERL WRIEEH . LA DORIBART (EH TS
TOIERICPEE R BT,

ET) |2.5~12.5mg/kg @ 97 AT 7=5Eki % 5T, 15

BeHARIZ B IER EOWD | R, REEEIZZ T
DI RRLOBT | MM OREZ R~ T, 2 [FliZh
7= DR SE IR CEET IR BT,

B0 KFHEREEOehO PO L EBERIREZ DT T T,
@A /a@ EIZEWTHLER T, @eR23SMZ H 72
EERER, D 3 DEFEIEIZLCHEfE 456 B loF
5., 160~320mg/kg po THEHZ -, FLITLARR

PREBIRLIK72D,
LB L
LDso fifi (mg/kg) °”
EL7] <A b
RFVL% (6 %) SD % (7~8 #4r
B 50518 J ? J aa
% i 4,898 4,955 >3,000 >3,000
fE E W 1,189 1,219 624 663
bia T 5,012 5,188 >1,500 >1,500
Ok W >250 >250 >100 >100
(7 B EIDFETE 275 Litchfield-Wilcoxon EIZL0 L H)
mEEEERE
Z b b JE [ G- MR
BO#s
BB & 100+200-400+800-1,000mg/kg 6 H /¥@
—RRIER 400mg/kg LA O BEZHEIE, SEBNREIX T, MR 1E
RELL 800+1,000mg/kg FEIZ (A EHE AN DM
gk o5 B B F s AL
MR FHIFT R EY A
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S T fgg);i(ﬁmg{ékiff :gggfﬂéjm B R R R
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REEL ERL
ifkes 2 FERIRIE LR
IR 2RO T R BRI
BRRAEALZERIPT R, | AL
AR R, 200mg/kg FEIZHFHIARONE R, B B BE FEBICIRFE D2

o) I e NN
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9y BRARL R = R T R FRRL
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Zwb 26 JH R 5 iR
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B A ELY D

REZEA 400-800meg/ kg BEIZ A B N D1

ikt B A THREICE AL

fliRES Oz EIIRL

R AL 2RI P AL EIIRL

A O B ?é?ﬁ'?ég;{gt/f;é;fgﬁ%& BB REFRREOR
e S
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;E)?fgj% FEEIRL

B A ELY D
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iR ngﬁéﬁ#é RN B R ER OB LS A i
e R AEAL R PIT AL EIIRL
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(4) T DD FHFREN

R TAAEA °Y

REVL %~ AZRE T A 5 550k

BO®s

hb& 150-300-600mg/kg #T4E 7~12 H BE£T 6 H i
IR, R fF~Di % B FECAATF R E ORI

S NEZ A~V =T ZHHE

Bk RO 300-600mg/kg REICEHMALEAEEL DWW
EBIEE ~DEE SR B RO TFEIRER D B O EIE
ERENE S

b 50-100-200mg/kg #F4z 7~12 A HET 6 A fH

J&, SRt~

100-200mg/kg BEIZFE T IRIGFE 88N, -1
HOHD

SMESH F 32, SMIE  JEFRE | RIE TR, ORI
HHE RO 200mg/ kg FEIZRHEAL L OB

Wistar-Imamichi 527 B R 5-305R

BOks

hE 150-300mg/kg #FHE 9~14 H HET6 AWM
IR, SR~ 2 EEIRL

SR S IRE

B RA~DRE ERTL

EBREE ~DFE EITL

ERERES

58 40-80mg/kg 1FHE 9~14 HEHET6 HIH
IR, R~ D57 80mg/kg HHIZFE L ARG TEL M

Py Y FRIEZ 1D FURIE

B RA~D R YN

it 14 B MR AL ER . B AT RIS A
1. ZEHER Q)REMREHR 0HSM,
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1. REIX 5 HBIKY R SRR B 7 RV 250mg : LTSS 3 A T

RN 98.5% : JL S5 [ 35 i, 1)

LG A RIS R — B SO FEICIVFER T
BEhREST  LARR X B LW

2. HxhEARM XX E R AR 15 FH 41 PR
KSR+ hT )L 250mg:5 4F
K/SRAM 8L 98.5%:3 4 6 4 H

3. FEk-REEH FE{RIRAF
7V =R R BRERIIL L TRAF 528, )

4. EFIFRFNLEDIES
(N EFERTOBRYZLMZDLNT | Z4Len
(Z)Eﬁu STEFDEE (BEE | VI X2 (FEARALDIESE)ICETSER 4 EALDEIE I 0ES
[CBETARENERESE) i
CHBREMERLTAR:FO, <THOLEBY:FY

Q) FAFIHDZBEAIZDONT L

5. RBEHSE 72l

6. 8 % K/RRR2 AT )L 250mg 100 777"/ (PTP)
K/SR ko Bk 98.5% 100g (Jfk)

7. BREOME PTP: ARV 7 mEL Y TAI=D LA

AT T I @ EF vy

8. R—m % - RhE [ —R% 4y s B2 S AR #9E 25mg50mg, K73 —/LEE 200mg
[F % 3 LARR S/ L E Rkl &7
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RSS2 RRE R 3K
~YLIYR A VERYR -~ L2V T aE IS F AL
st A — VR RRYE IS — LR e K Fn
¥

0. EffSEAEF AR A
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11.

12.
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14.

15.

16.

17.
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RMELERHFEFAR

LA ESYES NI
RZERVAELEEMNEFD
FAARVEZDAR

BRERE. BIHMEE
AEEABRUZONE

BEEYME
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£fEa—K
RIRAH EDEE

BEIREAREAHEH H R
K/XR b2 AT )L 250mg| 2008 4F 10 A 15 H |22000AMX02376000
K/SAMER 98.5% 2008 4E 10 H 7 H |22000AMX02326000

(AR7e4 A HIZLD)

B R 21 45 8 A 31 AfEHyEIRIET)

LS T AARREH H R
KSR HTEIL 1971 4£ 10 H 23 H | 14600AMZ02128000
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197242 A 1 H CFER% 21 45 8 A 31 AFEEE MK T)

BA1PANA
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LR

AANTIEE TR ORE D S TR _EIRAERT D TV ES

mnZEZEH LR,

HOTO JEAE B AL YE | L N LR

I i 8 = — AT Ka—R
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250mg
FRRR2E 101188302 1164001B1034 620008661
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SEAENTUNE =Sy
K/SAR AT EIL 1164001M2023
(AW & %5 1164001B1026
Friz7aL
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1. FEHETORTIKR

2. BB T DERRIEFER

LR SEMEGR| 0 T2 B EI TR DO LRV TH D,
P /A4 BRFEE/ ZhRE N R
« Ceredopa/Ratiopharm: A~— A7) 7T /73— 957
+ Dopaflex/Medphano: KA /73— YV 5
* Levomet/Chiesi: A ZV7 /73— ¥ (levodopa methyl hydrocloride)
« Eldopal/Yamanouchi: 47 % //X—F% 2V 0K
« Larodopa/Roche: F§7 7V K[E ; Cambridge : J£[E /7 S—F% 2 L5
« Dopar/Procter & Gamble : K[E//S—F 2V 957
(Martindale 34th edition, 2005 Fi#ZH LI fERK)

K ERL

51




Z DO EE R

52




wemnz KRR MIEHRAZHE

(X #) ZERFETHFENSEE 121-15
TEL 0748-88-2200(f%) T520-3403
FAX 0748-88-2300

(RRAH) RRHHREBAGHE 8-1 EFEMFT—36 FE
TEL 03-6740-7701({%) T 104-6591
FAX 03-6740-7702




	表紙
	IF 利用の手引きの概要
	目 次
	Ⅰ．概要に関する項目
	１．開発の経緯
	２．製品の治療学的・製剤学的特性

	Ⅱ．名称に関する項目
	１．販売名
	２．一般名
	３．構造式又は示性式
	４．分子式及び分子量
	５．化学名（命名法）
	６．慣用名、別名、略号、記号番号
	７．CAS 登録番号

	Ⅲ．有効成分に関する項目
	１．物理化学的性質
	２．有効成分の各種条件下における安定性
	３．有効成分の確認試験法
	４．有効成分の定量法

	Ⅳ．製剤に関する項目
	１．剤 形
	２．製剤の組成
	３．懸濁剤、乳剤の分散性に対する注意
	４．製剤の各種条件下における安定性
	５．調製法及び溶解後の安定性
	６．他剤との配合変化（物理化学的変化）
	７．溶出性
	８．生物学的試験法
	９．製剤中の有効成分の確認試験法
	10．製剤中の有効成分の定量法
	11．力 価
	12．混入する可能性のある夾雑物
	13．注意が必要な容器・外観が特殊な容器に関する情報
	14．その他

	Ⅴ．治療に関する項目
	１．効能又は効果
	２．用法及び用量
	３．臨床成績

	Ⅵ．薬効薬理に関する項目
	１．薬理学的に関連ある化合物又は化合物群
	２．薬理作用

	Ⅶ．薬物動態に関する項目
	１．血中濃度の推移・測定法
	２．薬物速度論的パラメータ
	３．吸 収
	４．分 布
	５．代 謝
	６．排 泄
	７．トランスポーターに関する情報
	８．透析等による除去率

	Ⅷ．安全性(使用上の注意等)に関する項目
	１．警告内容とその理由
	２．禁忌内容とその理由（原則禁忌を含む）
	３．効能又は効果に関連する使用上の注意とその理由
	４．用法及び用量に関連する使用上の注意とその理由
	５．慎重投与内容とその理由
	６．重要な基本的注意とその理由及び処置方法
	７．相互作用
	８．副作用
	９．高齢者への投与
	10．妊婦、産婦、授乳婦等への投与
	11．小児等への投与
	12．臨床検査結果に及ぼす影響
	13．過量投与
	14．適用上の注意
	15．その他の注意
	16．その他

	Ⅸ．非臨床試験に関する項目
	１．薬理試験
	２．毒性試験

	Ⅹ．管理的事項に関する項目
	１．規制区分
	２．有効期間又は使用期限
	３．貯法・保存条件
	４．薬剤取扱い上の注意点
	５．承認条件等
	６．包 装
	７．容器の材質
	８．同一成分・同効薬
	９．国際誕生年月日
	10．製造販売承認年月日及び承認番号
	11．薬価基準収載年月日
	12．効能又は効果追加、用法及び用量変更追加等の年月日及びその内容
	13．再審査結果、再評価結果公表年月日及びその内容
	14．再審査期間
	15．投薬期間制限医薬品に関する情報
	16．各種コード
	17．保険給付上の注意

	ⅩⅠ．文 献
	１．引用文献
	２．その他の参考文献

	ⅩⅡ．参考資料
	１．主な外国での発売状況
	２．海外における臨床支援情報

	ⅩⅢ．備 考
	その他の関連資料


