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R N R AR AT AL, BT X0/ T B COT/3) iR A FIL A 15

P,

FHD1-CRABE-3—6—A—1,2 X F Bt —3—K) T &)

41837

 GOmumol F 3 C o 415694 & 4, 160mmol 7 8 LA A

350mol P X 4R A& 24 0, A HE T XEM IN Lk,

IN BRI 2697 %, |

03— ((6—F—1,2 R FEop—3—40) 7 RIntdde
58mmol % D b 411369104 4h 0 260ml  48% S8BT 90C

modh 1K, RIEZEM 5N SRR G B I 15 3005 2P E 4

b, |

$14 C.3—((6— R —1H—"4"2 —3—K) 7 K It X8

I A1~ RO~ R 1=k —3— £) 7 £ Ieb i
64m.mol $ & B &) 5% B P 41369404540 64mmol 7K 4 BHAL

200ml  1—TEER 7208, AHAREE, AGHENZLT

%, AIE Rk, RIE, KGR ARAE BT, — R TR/ TH

/8K (96/4/0. ) 69 RAB R, A EG T 40,

3 B:3—((6— R —1H—75]"4—3— %) — 7 RInd by,
FRATHFGZWAECHT, T 4T 10%5e5 45 ML A

BIEAMF L, | |



R 1 5 {2~ U—U— AR TRE) R T RICRA) 1,4~
Rt Bl E s
PR AL FRA—1,4— K5 DEE

1.42mol I—FEEAPK B}, 1.57Tmol 1, 2— =BT, 1.
42mol K EEAT, 4¢ Fply Ao 150ml o €5 4E35 403 &40 T 1101C 0 4
15 B, HOM B RAWHN LK KAa U8 ER, CRRER IN
B Rk, TR ER T RHG A,
FRBS—EA-1,4—- K4 Bk ,

F B AP HAFHIAIE S00ml 48%45:% S8k A 800mL ok
UBYER, AHEREIS RGHENUAT KhALRE
B, &FCREHZLEN, REHNERAEMRIL, LTk
My 1
FRCS5—Q-RUAD -1, 4— K =58

£ 500ml LN 49 CF 4083 20 500mmol 5 % B #11#
WGPt 160ml LHEGER, ReWEA L IHELEL T2
500mmol  1—if—2—E UL A 150m! LB R, RERAHE
2B, AHZERE LR, KGR F AR, 5
RSB, |
| 1 .3.73C
FRD: 5—(2—UU—U—REAPRREKR T RICHARK) —1,4—
. e A4 3



L
-~ e

21mmol F B C 411365 &, 17mmol  4— (4— B F L) %ew
21mmol BB 47 . 2 mg B4R 50ml 4—F A 2— KBRS W
@ik 18 N, A2 B AR KBRS M P e 50ml K, Ada B &P
BRI, SHAME, ik TR, HEH R RA BATRAL,
SR FPR/CE(I8/2)RAERGER, FES, AR EAR, HHER
) LB, 8 m N 5B 60 10N 2 54 89 CBIR ot , 4 40 3 54
B BB, R AME, A LREN TR, |

4E.%,:152C

F S C% H7, N7 Cl%
it H AL 62.63  5.97  3.32 8. 40
KA AE 62.49  5.95  3.18 8. 47

B R, BEEAN 1 RAN 2 E 86~
.
g 2 5- (2-[3- (4- RETHRTE) g -1-RITR
£} -1, 4-¥FFoEgniad
FIE A B.C.F%#AM1F8FE AB,.C,
5 W DA 3—(— BFE T RO AR AR d— U— A EPE

)%kt

M8, :134°C

&5 C% H7% N% Cl%
it EAi 62.63 597  3.32 8. 40



5B h 62.64  6.06 3.16 8.52
% A4 3: 5—(2— (14— Q- AR~ G — Ktk —1— K)ok
FRICAK - L d-Fib B d e s
$ W ABC:Fl54H 1 +465FRABC,
FH D, M 1— kg —4—%)—2—CGH)— Rtk 4 —
4~ 4— R X TR %RR
fis.8.:155°C
AF AT C% H% N% Cl%
it 61.18 6.07 9.73 8.21
5518 61.07 6.10 9.71 8. 14
5 A 4y 5 {2~ (N—H A —-N—Q2—U—RARXTHAL L]
RAICHRA) -1, 4— K B e dha s
$% AB.C,F AN 1 F6 5% AB.C,
D, MA4 A+ HROBRAE d— (- KX PRIIRR
B3, 147C
Ak C% H% N% Cl%
A 60.20  6.43 6.3 8. 08
KR 59.71  6.53  6.33 8. 27
AH 55— {2—C—U—AXTRTE)RER—1—RICRA)
—1 4=t B B, () Frth ik
% AB.C.Fl 545 1 6 5% AB.C,



% B D, Fl #8844 EP389, 352 697 k#1449 3— 4— R £
TELT Rt (H) FMRRE d—U— B X PRAEIRZ,
ERER/CEGO/SOGRSERNTAF L ETHLRGUHER
15 2] 6 R 3L AR 2R BR 3L
%.8.120—122°C
# X (&)?h=-+4.15°(C=1%, P &)

E S C% H% N% C1%
it AR 62.63  5.97  3.32 8. 40
KB 62.65  5.89  3.31 8. 41

S 6.5—(2— (3—U—RAPERT R)nbR —1— RICEL)
—1,4— XA 0TI L 8L & 49 (—) Atk

$® AB.C: Al 45 1 ¥495®AB.C

% % D. Fl#-+#] EP389,352 657 th 4l 489 (—)3— (4— %
TEL T )i g R 4—d— B RXPBL) %K,

R F ST iEsE LR

1.8 . 120—122°C

# A (@)h=—4.75°(C=1%, P &)

b o C% H% . N% Cl%
AR 62.63  5.97  3.32 8. 40
KB 62.59 5.8  3.37 8. 28

E#H 7.5—{2—B—(6—R—1H—"%5|v—3—£) 7 £ Iwbddx —



1-FICRA 14— B M

F % AB,C.NEAH 1 T8 F K ABC

5% D, Fl4%& C ¥ #keh 3—6—R—1H—3%—3—K)7F
Rt KA d—(d— RA PBLA) TRt MAEATRALT 4,
T8/ P 8/ AR C95/5/0. )i A5 Rk M, 137 & A A K 6 P E >
Ak, ¢%  H% N% A%

it i 61.26 578 9.75 7.40

5k dh 61.33 6.05 9.14 7.35
500 8,5—{2—(3— (6— A —1,2— R 3 Fpvd —3— ) T At
g3 —1— RICER 14— K5 g s

$ % AB,C;F %44 1 T4 K AB.C

B D, M3 & B ¥Rk 3—C (6—f—1,2— K ok —
3I—R) TR e RA - U—RAPRRIKok, oo MaiiE
oA, = P50/ 9 8 (97/3) A5 Mk, 1135 B AT A b
FEER,
KN C% H% N%

itJL 60.76  5.56  6.44

o3 61.21 5.54 6.49
FA 9:5—{(2—U—U—REATBA )RR TAICH &) —1,4—
X2k —2— PRLIR LB

— 24 —



FHAS—A 14— R 2BR -2 PHLE

1A 0.8mol 1, 2,3— F 288 LA CBRUBBR T o 2.
dinol B ST, BGHMm 2. dmol  2,3— R RBTAE, SLAHER
15 08, A ERERR, REM A8k, RERE . KRG WENT
B, URELRZEHRE AT B,

% B.5— ¥k —1,4— #5288 —2— TELEE

350mmol FH A P HFERHE 1.3 BLAKNREHE
BRI 18 MK, A, REWIEN 300ml LEZT, B &R
o 3T 3%,

FBC.5—Q—-RURL) —1,4— Kt B —2—- Tk

BEAN 1§ % CHMRGFRb L@ TR B MG 5N
M Ed, .

# % D, 5-—-{2—-E4—(4~ﬁ£‘1’%:§)9&%%£](_.?’h£}—~_1,
—F =B —2-PEiEARY

B30 1 F I Dk L § R C T
He 7,
#8.:215C
A& C% 1% N% Cl%

WA 59.42 564  6.03 7.63
5516 59.39  5.80  5.83 7.59

FaH 10, 2- 7R -5~ (N,N-ZRHLRK CALI-1,
— 5 —



-
aaaaaa

THAS—QC—RUE)—1,4— XA T8 R 2 HBATES
B X A1 FRCYHYFTEGRANI TR AGLEHHEH
ey =,
FBBS5—2—(N,N——RERETCEA) —1,4— X H# 8
—2—VPERLBE
T A F 4134 50mmol FH# 5 50ml =& fRégiE & T 150C
BE 1000, AHEARKXEZERN, ARG R 4R BT, =
¥/ B/ £ (90/10/ D)% BE, FF XA 49 & o
TRC2-BFE-S5-—C2—(N,N——RERIOCELE)—
L4—R# B emy
F AR, TR AR T 42 13. Tmmol S4bdeéade 100ml L4
&% F il 12mmol F B B ¥ HF65F b 50ml LEEHGIE
RERASHBHE 1 KB RB A EARERAM, 2 BHIE, K
WETH, R, BEFBERYZH, FRENIM LEF,ER 0
N1 HFFE, B E S ERNS0ml FAK, RE T SR80,
# Tk,
¥%5.%.:148°C
25 11.56—2—(2,3,4—ZFEAERXFTHRADOCALI—-1,4—
FH TR
FRAS—RAFTELLE-1,4— zi%e-ﬂﬁ



BT 42 0. 38mol 441 1 $% B T 413644440, 1. Ldmol
BB 47 40 500ml B8R 65 B35 P i 2 0. 76mol if LALE 100ml &
YRR, RERSHIES 1800, RBELERRSE, FREG
B,

FHB.5—Q—ALACER) 14— FH# 8K

B U REEAN 10 R C RN NG P

FHC, 5—0Q2—Q,34A—ZPRAXPRALCHAI—1,4
— Rtk
ERBEHTIE 4 Tmmol L5 44545 F4h 5 20ml — £ T %49
Bk P i 10. 5mmol 3, 4,5—Z PR KX PERASE 20ml {8
89783k, K5 A idime 10. Smmol Z UMY, 20ml Z§ PHREER. R
ERAHEIHHS 200, BRL, BRNk, ANETRIPER
ET, AGWENCRY, F RS NCH LA,
4.8.:128°C
KM C% H% N%
iti 1k 61.69 5.95  3.60
584 61.26 589  3.70
FAH 12 2P R-5—C—U—RRXTRAK)CRAI—1,4
— X3 218
FRAS—ARATE—1 - RADBR—2-THUE

— 07 —



@ 59 SR A SIS WIE LR S 11 55
ABT RS ERE G =D,

RB2-HRPE-S5—C—-RACHRE) -1 4—FH B

b L RGNS BEBEAN 10 SRC M5k, N2 5T
CERR LT RS LT N

FRC2—HPAS-C—(U—BXTHRALDCEL)—1,4
— R B

HEFEEWRA-RARATRE, BRREAN L1 SR C o7

ik HERZEEH,
1#.5.:124°C
AEM, C% H% N%

L 62.24 522  4.03

31 62.13 530 3.88
F AN 13,5—(2— (3, 4,5~ Z P RFRLLCHRA—1,4— % 5t
e dEg it

6. 3mmol 32364 11 F % C $143634L.44 . 19mmol ML T

REA 100m —fPRER 24 b, REBRNERERAWN
50ml 10% 694 B ERAKM, RARSHER 1K, Hf PR
ERZEANER ERWHE R, TR, AERE, KRG WM ER
R EATIAL, Z B PR/ TE( 97/3)5%%?5*]%%,4%%%&91‘?%,
R B RS ALAL, 56 O A,



Bk,

1 .. 149C

LA C% H% N% Ci%
i 58.32  6.36  3.40 8. 61

32

$U4h - 58.02  6.35 3.45 8. 44 .
FH 14:5—(3—B—U—AX TR T ROt~ 1—R)BH L)
—Ld—f kit ag s

F®A3—(2,3— B4 XL) BB LA

M 10%4e B AE LR, ERTF, V8, MAABHBJ
Het. Chem. 26, 193,1989 897 ik 2,3— —J2 & X Pob414$45(2,3
~£&£££)iiK§£?ESA4t,

F®B3—(2,3—— £ X L) RH

WETHEGFHREAN 10 FRCHFT ML
e |

FHRCS—C—ABL)—1,4— F it B8

HDEFHEG D, BEAF L TR A GFEHEMBER
W,

FRDS5—C—ik L) —1,4— % 20k

8 °C, B4 T 42 36mmol L #4454, 58. dmmol w;¢ {t,
BAw 150ml = % P BIZ 4950 F 5 AN 58 dmmol Z % £,
RERAGH & SCHHE 2 00, KEMA 300ml kP, N L&E

— 29—



......

B UBL AT R B R KGR AR BATRA , L, P AR, 13
BHEY 24,

FRES—(3—B~U—-RATRTL)ng 5 —1— LA 4
gt 8% S & sl S 542 4. F

QEF RGP RA I (U— AR PRET R meeb 82, e K 5%
B 15 % D&Y F ikl & MBI =0,

Vo C% H% N% Cl%
itJLE 65.79  6.48  3.34 8. 44
e T 65.11  6.11  4.03 8. 32
FRH| 165 (2—U—U— R X TRA)DHARE——1— 1)
% ¥ SESWESY & 3313 T}

5 S—(2—RLUARK) —1,4—XH=F.7.8¢8 4—(U—£
APBA) 2EAF A2 L8838 (LT 44 EP38Y,352). 1¢ 84t
7.6 5 BKELEP 5 100ml &SR A & 100CHH: 24 0, RE A,
2RI B0 AR A, — P T B4
KCO7/3/0-3) WA RGN 13 5o, A B, =5 B/ LB
AR F] AL BR 69 P BLR AL,

% 8., 106—107°C
A K2, C% H% N% Ct%
g Xt 63.37  6.24 3.2 8.13

S MK 63.01 6,13  2.98 7.94



KRNty 5@ Bt %
KA 16: K LRI A 40 % kA

% | M. J. Millan % ( J,-F J. Pharmacol. Exp. Ther. ,268,337
—352,1994 X Drug News & Perspectives,5,397 —406,1992) $ i
WAL AR T ERL TR E B has 4T, &
ENUEPTRERINET b A5 % 40 ) M pKi £,



TAEBACDP K L)

= E Dy D 5-HT14 | 5-HT2 5-HTaC oy
=R 2 6.60 7.36 8.31 8.40 8.10 8.61
s P 5 6.56 7.33 8.32 8.48 8.03 8.19
EH5 B 6 6.69 7.27 8.44 8.62 8.18 8.93
5 B 7 NT 7.27 8.77 7.66 7.03 NT
5 55,9 8 NT 6.59 8.41 7.88 7.02 NT
i o B 7.39 8.73 5.55 7.08 5.24 8.01
gty 6.74 6.65 6.53 7.63 8.06 8.22

N T=3RMUE

- 32~



A 17 A ARl

R @At 7 & 6 MR AR AL T AL NS ey An gL,
iE v A. Y. Deutch ¥ (A, -F Schizophrenia Research, 4,121 — 156,
1991) #» A. A. Mengens ¥ (R,F J. Pharmacal,, Exp Ther. ,260,160
—167,1992) 4% s 65 /2 X5 ¥ FT A 69 R Fo A0 AL A R s RS L 6 — )
$ CIHH K K 69 & B 403146 T ( AR4B P. Protais et al. ,Psy-
chopharmacol. ,50,1—6,1976 4’#%:‘&&97‘;%)@}%#@#&(%#0&
RERARHO) K $ 693 6 W (I L& 7R 69 A. A Mengens %
k). |

ZRZ P G — A E M Ak T P I (mesolimbic) § TR T &
44 1B, F4o P. C. Waldmeier ¥ (},-T Eur. J. Pharmami. ,55,363
_373,1979) 4 L@ 31849 A. Y. Detttch 41 6 %38 A 1
EPRTRMG, KRGO HaRAEN S Rk B R AR T
%ﬁfwﬁo |
1 R0 Ak Bofk R 4 R 49 2 HALAEN

% 5218 ] i} CF(Charhes River) ) §,,-F39 % & 25g, K3 F
A 30 S A T M TN 5B &R H A F B A % (
B4 12cm, & ldem), B NFA £ 654 BArde 24 X F 69 4t
B T BT 2 AT 335 (0. T5me/kg) 522 K, 8%
ERERET. Tl 10 58D b Tu(20 AHEDRRXH 1 54



Bt R AL,
0 2 (epk & 30)
17O R GR LA, TRE2EA A4 L);
2HCPRGmBRRIERE S BT,
BRGS0 R 2 EAR, BEERNFHRITE .
WX AR FHEFEN
R K AT A ARM Wistar X (200—220¢) 5 20 3% V169 36 sk 8
BEE P, XA a gL (Systeme Labline,Coulbourn)it, Fig # 5%
Wigdk, Lot et et Bapy it 8L, SANE T8 A
Mo A FE B bl WTAF 1t 00 745, 4 0 BB AAZ A T
FR%. ARTATE) 30 2548 F#iﬁﬂkﬂi%ﬂkﬁ%ﬂ] Ty
K S i34 T8 K A, D% AR 2. Sme/hg) 12 5014
MONEH fo KIEZ)) & G2 1 M, B Ty 2] Tho,
AR YR FINT £



PR A o ull|.. — .
—_— EER CFTAMSEE ) 35 (R BB
Disg (95 % L.C.) Disg (95 % L.C.)
(mpg/kg) {mg/kg) (me/kg) (mg/kg)

Sty 2 .
=3 0.28 (0.17-0.47) 2.17 (1.44-3.28)
SEhe Py S 0.26 (0.12-0.57) 2.80 (1.51-5.18)
Embie 0.25 (0.15-0.41) 1.94 (1.05-3.60)
3K T, ¥ 7 0.41 (0.04-3.99) NT
P& C*) = 0.63 NT
R R BE 0.013 (0.008-0.022) 0.043 (0.03-0.06)
R 292 (1.70-2.90} 12.85 (9.25-17.86)

IDs5p (95% C.L)y= JHHH 1 7 2R E (95%T12R)
NT= SRl

) W ELElE

-— 35.—




Sl 18 k {18 7% 4

A TR NG > L BRK A RGN, BAT
XA S ik RABIRIZ 696 ) . BN L R ®F) nigrostriatad § €%
RAERGER, BB PEN S Ak B A RR T 65047
T4k,

7 ik

ML wistar X 8 (220—240) KA R, KR AT AFH LR,

FRBRIFN IS DAG R B EM AL, R K K696 M 2k, R
D69 8] M 3AF, R K ARBZ A B AL 49 8T 18], 224531, 7T K i 30
17 4r, %k R, P. C. Waldmeier et al. ,Eur. J. Pharmacol. ,55,363—
373,1979,

HEPRAEL IRBER, HMEBA 104 2R L0612
WABEKE N FRIE P AT 30 55, X 8L Tizdhik
A 69184,

BEKRELGERIINT AP

ARHBENE EDo H G H-FIYRE 5 HHGHNE, Wik
K B8 B K AL R E] (30 45 #) 45 50% 50 E 245 R ¥,



HEAE B

5278 B
DEgq (mg/kg) (95 % C.L.) (mp/kg)
S 2 > 40.0
S5 e By 6 > 40.0
RPN 6 > 40.0
UK UE B 0.156 (0.05-0.38)
£EF > 40.0

EDsq (95% L.C.) =

LBREHMNECI 5 W IETR)
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%) 19, i b4
%1 1000 5 &R P4 0. 1mg R EHEF

Siab i 2 694054k 100mg
Rkt g
Ay 10¢
L34 100g
L& R 3¢

wAL 3g
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