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-/\“HCI
N /hf\/ '
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FRPBRFOAIEAWERBEENS
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HMATFST R TR PRASRARLNEH
. XEEHRH—ERAHEMNRE, ETHT
BITFEROMRRE, Mo R R
NENERS, XETRT LSRG EREMN
RrEEAREmRlem, AnBEEFHmL, X
Bt 0 By RE LA 4 R R A 200 O X 48 Uk B 4
R o, FSMANEWHHBIETTIERMR
o RE, WA, @B, XeBrBER
FRABREEEIBGWRIYE PR SMELGE
40% %1 80% 2 A% ft.

AMRFAMURAELIE, CARHE L5

AERFEHHERGBRAIIRER, PO
MERHMEFREAE., SEKIRARE, B
SR, BREIEBMBRK HRE,
Simpson Angus Scale,Barnes Akathisia Rating
Scale 1  Abnormal Involuntary Movement
Scale(AIMS)R £ A7 /& &ty ¥ & W 0k b R IER RO #
E. REETRATFRITHADRENHY, HRK
PASHERE AR A BEMey R E R, B4R
FolRXEMKNNRBIEM, EREXAPHE
ARERM/ REEEHREFBARGEPER
HITH L.

XeHmhHIFE RANKER, HXERD
KERIER W T A A LM, BV RES S IMARLE.
EXLEMAT, KYEAXHADEFBATEN
R, Fign b wHR 218 B Rz FHRERFALE R 7% 1R
[ZEN

I TZ A58 JT1 0 Dot b s Y SR e B AR R A — e
#tp, M, EVSIERAKSRERHIER
&, HEMTRESIRBREDEE. EX, KFZ
KPR AL P22 -EREEBRHUEH
Y, XPARARKSRER. HEACDRE, &
AWML LRA PSR MRt ZE, XHHR
£ BT RE R 42 v B AR D iE, BHEEBE
E A RREE R BT AR S 2 FEM,

MEMENEAYN S - REEXR A
1533235 AL B4 XERLABEERAT
TR e S P

A - HE AR S (-
R-2-HH-10- @-HFE-1-REE) -4H-rEY}y
#D,&whsm#:ﬂ%ﬁ)aﬁﬁﬂm$m
ITRA R RIER M B E O IERBITH B,
KWMEERSMARFTHERB (U.S.Food and

Drug Administration)dy # R, ¥ H B K
nzmzmmmm%zmﬁmmxmggéﬁ,
RATERITHAE D, BERMARTET AR
Tem N, X, BNEE DA SRR
BRULRREF (CPK) FnfiFle, mika—E¥K X5
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(SGOT) M ike—REEM (SGPT) Kk
ﬁTE#ﬁ.ﬁi%umugﬂﬁﬁaﬁﬁanx
SR RAROMATRE, MRMIRLITFR
K, SARE—FAMMRE, TEEARA,
EAMTH AL BB RTFE,

PR 7 A B E MR RR RS, HE
T Lib AIMS REREH B &P REIER.

RERNESRA—H 5ARE T RICLA%
ottt AR AL REBT BB MELILS
¥,

ERFHLABEAER (1) HLABRE
M—HRMANRE. R (1) HLABR 2-FE
-10- (&-FE-1-REE) -4H-%% ¥}
D&mkmﬂﬁ#ﬁﬁgc

S
j: -7
b ‘

AR
o~ RN
S .
N

FRU\GLAMEWRFABRBRFHLER,
KR T XE MR, ZRATREPRELS
REEEH LKL EREREIRE hFkeE
R&EW, EOEABRSFEHLHKIT KERAH
PR R K KA.

HHERReERExY, FRUNLAHE
D-1 # D2 R4 L ESOENHIFHK, HEEH
mt%gﬁﬁmummﬁﬁ,#ﬂﬁswpzﬁﬁ
BURAERKUGESE, CLPE LREEN %
i, ZitatbARRANEE. XLEERY
EitAmRE—H AR WML NE, BABHRILY
B MM IBIE, EfxRTMeR, &
S NE, M NUERRSEREERS
Rfh. AT RS RERT MM E
$iEo

in LA, FRBGLAMIER MRS RN
MmEENEKEZ PR RANEEY, BRER
BRIAMENRHERBAHEHEE SN, R
BRiEm R KT ikt AR 3SR LIRRHR
ERRFRUGTEE. S ENERRGHRER
B, RLAHEBEPHREMRSC et
REHHLL, EiRLABNT DM RE A4
BZAZEEIFERENERT EABHBAHRMY

_2 —

¥#. B %A, Bl Brief Psychiatric Rating
Scalc(f%j 8 ¥ #4 5% 1T £ #& B )(BPRS)(Schizophrenia
Sub-Scale)f1 Clinical Global Impression(CGI,
KRR ER).

ERERRNLaDATHBINEEENHY
KREZOAFRRD, ECEPKROTARGITHS
LEER, EORAEEIAMNBRHE 66% 2
B7%MFEE, & BPRS B iFE, BXOHNRE
Smg 1 30mg Z (. #H185B5 3 ABREEERFTA
ERXBHWBERE K, LITIEXTIFHEAFR
B DURTRETRE FESRHR B ERNR
BTRE, FnTEEXGHREND 2.5mg T
Smg 2 fiT,

sehb, HIRITHIRBITHEE RA L RANITF
R & T R L, H B8 ADLAL B A
(CPK) ty KR T EARREL oM, &
ZUMIALAHERIERARBMME, S5t
i fE MM inngsatt, FRBHILAHRASI
EHEIMESROHFBELD, EREVERH
fitax ARG TR, FASIBRBTX
HUIL BRI TRE BB, ERKHARHE
=k - 3=V Ealicl 43N0k 21

fER—#EHAUataY, B 2-Z%-10-
G- -1-TRUER) -4H-5% H([2,3-b][1, 5 H
ZH A LA 8mg/ kg W RBEMOFR P,
WREE S Rk, 4 RApRENSEEE L
F, mAAREALAYEE BRAESROE
il LFt,

i, Smiik, ERKMETHELHALE
WREWEHR S, CERREY BEAHHRERTR
Eaf RN, HASRENLAWRA
T FR B A E

AR EMCA YT AL R A IR th
BHEREN. MAMRERRZREN, ERAGE
RUMk bl 2% LRI R TR, Bk
EHEME, BT, nEs, ZEs. HR.
AR, RNERAIA, InAHLRARA LK
M, FRRAKE, FinZiem,. Dkeg, B2ELD
XM, BEM, ¥RM. B8R, FERRILE,
ANBMETE, flnPERR. CERR,. -2
CIERRR, AP ERARE -8, BRAELWT
BEROMA MR, R mRes, flin
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B RO 7E R Mk b A EMA MR LR, il
el & &% LR R MR IRt kAt 7T LLFE 2 i
#*, RETRATFHRERGER, EEEERRA,
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(D) ftAHpRXBAMELROHFE, EHEL
#,

(a) EN-FERKERX () L&BRE,

C

/
¥=C
7 \\ \'f)\> (i

R (D v, Q&—#EFHR&EMEH, R
() R (D HABREAFRRE

0 N/\"-"CH
N S NS
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74
@ D tn
o N < CH_‘;

MEPXEFEER, REHERHAEHRE
£EMEEMNER Q.

ERE () vh, £EH QWLIE, Flin—1K
EiE—RES-RERRHEYS (B RERR
EEZEAA 14TRET), BE, Bk, &
EF-ANEYEEA 1AM BRETHRESE, R
B ZmitE, fnTPaAERLEATE, £
TRERF, EHEEETF, QREEBERE
(-NHp. BERERE, RRZORAEE. R
BIF1E 50—200C Fite7.

4 QREERM, X (I Wik prTLAzE
EREOHERFE:
nH
|1

—HE—C

i QRBERKBEM, X (D M+

AT AR B R B B B B R A 18

C S
. i

— 0 H—C TS At

A (I Pk (QR—NH, WLIZHME
R, FlamEyLss:, mERLY, HHEE—FHF
BLhl, fomiEEk, Bk, —HETRBR T
W 5 N-FEME R B, RNEERFE 100—
150C W ERN.

BRI RTLAE S ERA TR

NC
HN s CHy

Ry (LA SR ERHETHRA %D
#, BARTER-HR, FNSKREET, £—
Fhoge sl e, B0 72 PO &M B IE T 2 4 70 PO 2k
M, RERMERIEEE - PERNE
IR, sl LR A SR
RIS EERETEERAE FTROMHE

B, -

GBI TLAE MGl iR L S S EES
7K B Y iR R R A R R SR R B, AR R
AR (D BB, KERB-WFE, WETHE
A/ R SWCE KBTI, BRETREL
P P B2 3 FEE TR B

M QAEREM, R (a) BIFERNMILEK
FIETFEr, MELKES N—FEIRIR R B
ER—Fe R KREAD. e RRits, %.
BRAHE b TEAMER. ERMETTLERES
Fil, Bk, RKETK8HTHST,

B—HH, EREBFTLAEREEREANE
My ik N-F R, REEANERE
$RREY, A4EHEIEN, FAnPRREE
B MERMAR, ELAES—-FEIEMN, BY
ERESHREHRER - HTRERSD.

MELE, TUERLEREE, ARz
200C, DME#RE, #TREMREEEEERE
80~ 120C,

A (I (QZ-OH) fyrpa AR KFTLLEH
BRIk (Q Z-NH, L2RMEH%E, RETLIH
A V) kAt AR ERE, £R
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, RRE—/EE%, BIFRC ., HKRE, Tl
PSR REAS, T LAGE P dn A O AL AL R A,
FE—RhAFENEN h, Fiinte =P ER PEET,
B, TUBEERAM_—KEER T K
(DCC), TE—MAZHEN, HlinTeryEmmHH
{F SR RO L A7 PASR BB R B A RE k. BT IR A0 R
FimeT CA s ER AR, B RS, Gl
S AL TR B R K 1R,

A (I) (Q&-SH) MARE., EEK
B, EESRESARTEE, SFSAn bz
EEEE QW ikATEdH T 5 N-F EWma K
FRRBREELRN, HLEXARE TICL, &
SHA RO B, B0 M0 8 E 0 R B A AR R A IR
.

R (1) (QR-SH) HyBEA MM LAE it 1l
TR AL =B A0 B R B A9 BR7E KRR A I ) it i
M, (IAnTECRE PR IEME Bid, R, BB
PASEIL A ko, R R, RES
& Q RN AT 4y, XMHHEILTLLRTM
fooefy IR MRS SLACE KRR, B, M TFHEERE
Bk, "TEARAML Rk,

A (D tyEeaty, Hd QR—ATLL
REmEE, RRRLH P QR&-NH, -OH
B-SH Ry iafb ALl R % Q 2 ENM-NH, &
B, ERGPRLADRFHILAY, Blkis
R F— A F H.

XFLBRRE (b), wEAHE MG MR
ek tE S ML MR BRSO MAER (ID &
AWt T HRRE, RERFE 100—250T
F, fHlmfE 150~200C FiEfT.

A (ID WHPREAHRIFREETR (V) /Y
fLa8p 5 N—F RO 0 X 57 K 30 35 ) 4 i A i A7

ﬁ.%" i R02
I
N S 3 .
H

— 4 —

R R Rt a3 30T 0 120C Z A, Hin#y 100C,
fE—MaEeEn famm &Sk, HA TiCl, &
hfefeH, R RE—/I0E BFRC &
%,

R (V) BitA ThR (V) BEEHEEL
L e

‘02 Rozc
<i§L\/Ii§\EB v

B

LR (V) Mt SR FHILAHHARE
RUEM S -AHE, R B-AEE, B
(ORI 5 -F -

WMBRATHE, XHHELAWEES N-H
HORGER B Z R, TR MR (V) &
B X (V) Bushilib A TLUELR (VD fomE

vy RO_C
/ \ (v)

2
H, s CHy

SRR MERE, L MERnERERMRAH
EXmORkD%E, ZHBAREAREEL THS
f, Glfn (a) SALWIE—FfHN b, FnENK
BEWE e, 7E-20C E 0C F#ARE, ® () £
ARBRR R R MR —FiRH s, Bt e =R
B, 7E 90—120C FH#ITRE, R (V) thiksh
Byl L& i Bl dn i 1L 38 SR AL 238 MR H LR A
(V) #yibaty, FbMiLR= e /&, B
RAILEET FH T AR ER AL KIEH B
RIRIE, RBKMLE, RESAKRMAEPIHEE,

RiEEE, R (1) MAtapESTTLI2EYH
Kt MG ey e (L B ik

LAk, FRENEADAEARKN R
SREEN. SHEHCEA-H1T2REHHT B
MLGESR, B, &tAHOSHLTMIURRTE
P bRl Rt AT T IR, EMET 10mg/ kg
Hu A, LA BTE/DR RRER DL B RN M
R REGTH G EEEN R R
(  Moore N.A.ct al.Psychopharmacology 94
(2),263-266(1988),snd 96,539(1988)). %L a4
KB #$ (EDg, 4.7mg/kg) HRERTIL&R MR AT
%, HETRF—-RitAYH, RERKNE
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(EDy39.4mg / kg) Bt 5| EMIEE. EMHILAFR
RSN D RN ADLP e 5 R
B, &ILABIEEK PR KTTRES B% &I REIME
Ao

AR WML AR R EER R A h G
BEHRETHRED, LUET 10mg / kg ANk
BRAEERN, FXHRRTNELA DD ILRER
BN D, SHEEREXRA N-ZERYE
-2-Z W #¥-1, - (EEDQ), #EEKER
$& 8k f£ M ( Meller et al.Central DI dopamine
receptors,Plenum Press,1988) 1§77 24 /MG 4
M, EMAREXNRLAHED- 1R D2RHM
R BATEE,

Wi, CRRAEXRUNLAYE - LRMIR
TANEAIT PR RIFNEES 4, BT
ERMESHBREGEARK.

S5EFAREPHURBMERA -, &
AWIEZER D-1 f1 D-2 RS MEE X
B, XSy BIE *H-SCH23390(Billard, W ct
al.Life Sciences 35 1885(1984)f1 *H-4R Ak T ¥
(Seeman,P.et al. Nature 261 717 (1976))f) & & 4
FRRAET 1um B IC, Fo%,

%1t &®WAE Yamamura,HI 1 Snyder,SH 7E
Proc.Nat.Acad.Sci.USA 71 1725(1974) #f iR &
3JH—QNB &2 PR AT 1um 19 1C,, X
(LA W AA A EE R—IUERIE I, 1
5, KA S—HT—2 SHELBRRABXIE
e, EXFHEET, HKEAHUBMH ERNREM
ARWEERESRH H—BRHE®T X
(Peroutka,SJ- and Snyder,SH Mol.Pharmacol.
16,687(1979)). ELAWIE S—HT—IC kit
EHEEN,

XFER MR TN ZERE ST AOTEER
RECEHERB HRBBAGEEBRR, XREY
AL A S TEX MR AT PR E RN, BT
REFR W& RBIER,

EREGHLEADEREHNRLERNERE
M, AEHAERNEERBERTHRETE. B
in, TERITREAR, BROFETH 0.05—
30mg, WHER 0.1 —20mg, RETHEIFES
K#d, HEXER-KNELEHH. X FHRT
BWEIL, EXNHTHEMEN 2-15mg, BEH

10

2.5—10mg, ifixt TRMMERE, WE AN
B, Flin—8H 0.1—5Smg, #tEH 0.5—Img, &
MPBAKBHENELERAEMNAER, EAE
BRAEETUREGR 2—15Smg HBENE R
#, EERERNE, REENEREIHEX 05
—lImg, EMBEREENRRERAERAHLA
it, FEERFRARAY, BHTLLETEBE
5 ExHEfb Al RRITE R .

FRUN L AWER L O MBS ERE,
Mt A A, ELahENLADEAYHEARE
Ao

HAixzBaFE—Ménaaty, 24498
BEHBEHAIHR (1) LABRKEHE LT
EZHBANELE, URSENGAERNEHE
LR EE, 7EHlE&ERVIHAHMTLUER
ERENELYHEA D RAAHERER. G,
ENAEYN SRERA, RARKRE, SR
TEkR, EMHZEETIARKIE, DR, Kk
Hts bt p ey . SBETLRBHL, BT
PIREG, B AR, XM
Horth ok, BEMRN IR, BHEELTUARME
RS, FlnE HBRERN LY
o EAMERKHREH TR, HEK, K
B, OLBmRY, HEER, k. Mhiakk,
B, AL, RFE, B, #R, PESS
. PEAREREXTRE, B0, EERER
V. MRTE, FRUEMNLAHTUIRR
HANEBEEABERAZFRBIEL, HE
R RCHE R R B L 4y

BREHAHR, ZASHTLAMR L, B
®. RipsrEMArESE, £ N6 R KRR
%, WM. ZHAAWETFRARMRENERR
Hl St A IESE > 0.1—20mg, EEXNHS
0.5—10mg.

FRUEM PR ENRE RS N, &
K WE&H 0.1—20mg K 0.5—10mg BIEH AL R
HPELTRTORE, B—-HRENNNBARZ
i, EMmE—-RUNREH 0.1—20mg 8 0.5—
10mg EXEAL2URLEDELTHEINBEN., #
SIFZEHE RN T A EH SRR E RS
A il

80 F PSR G B I B A K .

_.._5_
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HK (217.8g, 6.79mol). R (472.52.
587ml, 8.13mol) M_HEFBE (1350ml) A
BHRAYWET S AMATBERD, BER
PESSHEHR. SRNVH. KERETER
Wik, B=Z0 (576ml, 4.13mol) % 30 4+4H
WinBR M EENRNBES Y, FRAKE
FEROBEEREE 5—10C 2 H. EWmMBELR
B, iEERREE 50 4P RFHES) 18T, HERRES
BHEBEY. REE 0HAENRE
(450g, 6.8mol) A _FRERE (900ml) FM
WH, FERIMENARPERBRFLES
0T, ERNRELHEE, BRAYE 15—20T
FTHBMH 4528, RERBEHTHREEH
(TLC) 447. BEEBRHETHRESYHAK (4
) /K BF) B, XHRTERRHK=YIE
M, FE+2-PhE SRR M E TR, S
RUKEBOF SR ESE L EE, BK (ZET
K, 4F) ROVERSHHENBREK, REERS
PRI 70—T15C FTTRAH, SREBTHREL
A4 (585g), KM 100T,

22— Q—WAEXEE) S HERY-—3—

J&

EXRSHFPAERSETEELHN (144, &
M 50% 4 MM, 0.3mol) & XK VU ok M
(50ml) PEYEBWM 2-HWEE (28.2,
0.2mol) A 2-HAE-S-HEEW-3-JF (27.6g,
0.2mol) ZEX KM E KM (250ml) PHBH. B
A7 25C TR 24 i, REEERKLE, ¥F
WHERS _EKELE 3x500ml) F, #HEBHK
A%, BHINER (2x200ml) FK (2x
200m)BREBB, REHRRETRIAEBET
BREEH. RRYNZEPER LR, KETIRE
k&Y (35.28), HIE&L N 99—102TC.

34~ H-2-FHE-10H-RM 2, 3-b][EH
_.Ms{ L84

£ 105 HRAE SOCT, BEKEALS
(6.95g, 0.037mol) FEEkM (26ml, 5mol) HME
BERHETMA 2- Q-WEXEE) —S-FRE
W-3-B§ (3g, 0.011mol) ZEZM (35ml) HH%E

_6.___

12

. BEWAR TR 1 /e, ERETREN
HHAE SCHER—®. £ERMIET Bk, RE
RALEKBRE, TREFENORELEY (4.32)
MR T 250C, ARWift—HRANTHTT—
K.

4.2-RE-10—- (4-FE-1-KHE) —4H-B
Y123l S A .

WL 4— - 2- - 10H- w3
[2,3-b)[LS)%EH —HAd EELY (435 MA
N-FRER (15ml), —HETR (20ml) FMHE
# (20ml) HRHOBEEP, HEXSHATHER
20 /hEF. HIBAYWRHBEY 50C, REHEMK
(20ml), FHHEFPE SCTHR—K. TRH>
o, FEHNAZHE (Goml) 4R HURELEY
(1.65g), H#m&Y 195C,

FIREH T WAL A NS

'HNMR(CDCI,):42.30(3H,5,4'~CH,),2,28(3
H,s,2-CH,),2.45(4H,m¥-CH,)3.49(4H,m,2’-CH))
,5.00(H, broad 5, IO—NH) 6. 23(H broad s 3—CH),
6-35-7—10(4H,m,6,7,8,9-H).
JCNMR(CDCl,):6128.5(s,C—2),127.8(d,
C-3),119.1(s,C~3a),157.4(s,C~4)140.8(s,C—5a),
123.4,122.6,124.1(d,C-6,7,8),118.8(d,C—~9),142.5
(s,C—9a),151.8(s,C~10a),46.5(t,2’—C),54.8(t,3'~C)
45.9(q,4'—C),15.2(g,2-Me).
RESHEREREA 3208 M A
m/ Z255. 242, 229 M 213 MEEH A B TF.
S 2
1.2-8E-5-FERy-3- AT M
FERSHPMAESCTHHEENNEZR
FRE (3.9g, 0.04mol). B (1.26g, 0.04mol)
ZZE (3.2ml, 0.02mol) EXKFEABEK
(12ml) FHRESBEMAFHEFHOFE (2.5,
0.043mol) XK _HEFKE (2m) TR
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B, HBEERREE45—47C, BEWEICTT
B 15 A, REEEKEKMZRZEFHZE
AR, AAKERAVERRE, H3IGETTFRNZE
Rt R GE¥EAPERLE LRAEELS
¥, REG—CRRK, B8 483 AMLEY.

22— (-WMEREE) S-HERN-I-KK
Ha

ERSKPREHEENELMN (22 EXK
PERkM (25ml) FRBBRPMA 2-HHE-5-
Fgtmm-3-RRP B (4.8z, 0.028mol) 12—
WEX (4.0g 0.025mol) AN EKM
(30ml) PHEH. BEWE 25T T H# 20
i, MESIEKLE, FEHE N ERNZRIE
FHZEAE. ARRETRAVERE, R5E
BUE T REW A E N ik R LR AR BE
&Y, ARERR, NZEPEEHEEeY
4.1g).

32-RE-10- (-FE-1-KEE) —4H-E
M3H(2,3-bI0, 51 H B %

£ 60 B / ot pOMI/R (Parr) BB A, HZ
M-ZRMZEPHB LA RKMERLN (10%,
200mg) *f 2— (-WMEXEE) —5-HEER-3-
BRBMFARE (3.7g, 0.0013mol) #iTEILAE, &
B MR Z G M E-R R
N-FEKE (2Iml) MEER (S5ml) HBAR
B, ERSAPHERET AXFHERmA L EL
g (3.45ml) ZEEEFM (15ml) FHERK. BEY
£ 100C T8 1 /hBE, ARSTREIR 48 /et, Mt
HA7 1-{2-Q- B EH R E) -5 Emu-3- K%
)4 IR IR R,

£V HT 0THE, MLHmMA 0%EFH
(10ml) AMRFEH (1om) HBESE. BEMAZ
MZ & (25ml). FAdBERELHUREFRK
(3x 25ml) WHBH. REHARRETRIFER
ETBREEN. Bl Gk ARk LR
¥, RZRMZEYER, BRENZE (40m) H4
R, EETHENLESY 2329, E5L
AR TE—R.

KRB 3
BE—mBN, WENERICERES SHN
R —BEA, REHREABREERP.
9 300mg %

14

ARBENLEY 5.0mg

5% f 29mg

R 292.1mg
KHef 4

fl&—FAA, HENEREBEAN 58E
RO, WA, SRR AN B — R SR
FEHATEM.

ERHMLEY 5.0mg

B 0.9mg

AR 4R 75.0mg

b3 A 15.0mg

T8 CTHEEMRE) 204.1mg
SEHHI S

E—F BRSNS KRB TR E
R, EFEANEEHLA-MSENEERBERRE
FREEN 10ml.
EEHNLEY
HEEEN
N #m%0 / 2% N &L,
LIS pH ZE 5-5.5
L6
&R T AEH TR, K
43 07 e R A — R IRORDIR V5 4 40 B R h R R 4
TR TR,
FRUMLEY 65.0mg
. 0.04mg
Z B 2ml
FHH 7
BE—MINTREER, HFERAEEEan
SHALRERNIGERRBE, FHERBER
x4,

20.0mg
20.0mg

1§ 290mg B
KERAMILEY 2.5mg
B 0.96%RER b 217.5mg
220 Wy¥T RS TE M
& W TR 70.0mg
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