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1. # 5- ERBEIRITHF 1A GlyT-1 #H]F 69464
WA T & HMmE M Rk, TRABYELSNA TFEFwmME. &
5 EERACHARR, Sl ghE R, RAREAR. RiAMHZ
kA, AWEHER. 4455 AR R AERA. #HRXA
Bl BAE.. REEACHE. BWHE. CHESH. AR EEAE.
NFoMEFR, A EHIE AR, EEASREYHTERLE. BAHMHR
AT HE b1 L 5-52 B AR BRI ) R 6 A
10 2. GlyT-1 4|7 A FHEB WAL AR, FrRBAWESY
5 5-# &I B R EI R BRI .
3. GlyT-1 #7 %A 8 T Hl-&4ha by Rl i, Prikehmmsi R
F 3B A/ R Atk BBy 5-F2 € B BRI B R 09 57 &L
4. BA)ER 2-3 PR A, FLF AR 5-5 EBFRERTH
15 FRFiaRwmE. BEERLEHARS, o 2HERE. K
BMAR, RAKPZEA. EHENMER. 4155 MR F i
REEER., #AX AR WELE. REEMICHE. BWE. Sk
Y. AZW%AE. ALBRR. FHBHER. ZRHTETHT
BR . KA RAEAT L C AR SR 6 &5 .
20 5. MAER 1-4 PAE—Rey Mg, L+ SRIi& A SSRI.
6. BAER 1-5 PR A &, L F SRk f HEE 2, 4Rk
Lo RET. AW MTEIT. FRYA, XFEF. EBAHIT.
JESTIT. HIAAER. Ak, Aokd. EEXEHITARAKMNA.
7. BAER 1-6 PAE—REG A&, XL F GlyT-14p5HL A
25 1) N-(3-[5-fA-1-(4-RFEA)-1,3-= 8 F Rifekd-1-K]-1-A A
KPR T,
2)  N-{3-[5-fA-1-(4- R FKE)-1,3-= &H K i eked-1-A]-1-A K }-N-
FAH KRB TER,
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3)  N-{3-[5-fAk-1-(4-RHEA)13-= 8 K iekg-1-R - 1-R A

£,
4)  N-(3-[5-fb-1-(4-FEL)1,3-Z £ K Hrkrh-1-2]-1- 5 % }-N-
A,
5 5)  N-{3{1-G-REA)13-ZRF EHrkoh-1-A]-1-5 £ )-N-F 3 H
£,
6) N-(3-[1-G-Z fF £ KHL)13- = 8 F F Ak th-1-2£]1-% % ) -N-
P AR,

7)) N-{3-[1-G-Z R T EAFL)-13- =K 4 KHekwh-1-£]-1-H K }-N-
10 FEA-ZH)H A,
8) N-{3-[1-(4-FEXKHE)-13- =K FHkwh-1-A]-1-AH)-N-F &
H R,
9  N-{3-[1-(4-AFKE)-1,3- =2 Kt ekh-1- A [-1-A A J-N-F 254
2B,
15 10) N-{3-[1-(4-AFH£)13-=8H FKHekoh-1-A]-1-RA)}-N-F R &
2B,
11) N-{3-[1-(4-RFH)-1,3-= 84 K ekri-1-A]-1- R A }-N-F & (1-
LAHRER,
12) N-(3-[4-%-1-G-F £-4-REK)-13-Z &R Xk vh-1-K]-1-A
20 A }-N-F R H 284,
13) N-{3-[4-F-1-(4-B &K 2)-1,3- = 85 Fitehvh-1-4]-1-H A }-N-F
AR,
14) N-{3-[5-R-1-(4-RHF£)-1,3-= &5 F ek h-1-4]-1- B L }-N-F
ARRE,
25 15) N-{3-[6-R-1-(3-F £-4-AFXH)1.3-— &3 FHokh-1-K]-1-R
AJ-N-F A H R,
16) N-{3-[6-#-1-(4-8 &K 2)-1,3- =& Kok h-1-2K]-1- R A )-N-F
AH R,
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17) N-{3-[6-R-1-(4-F A RKK)-13- = 8 H K Hfekh-1-£]-1- A X }-N-
¥ A H R,
18) N-{3-[6-f-1-(4-F RAFL)1,3-Z K FFHkoh-1-K]-1-B 4 )-
N-F 1A H R,
S 19) N-{3-[5-fil-(4-FKA)13-Z 5 Aok ob-1- 2] 1-8 £ ) -N-7
A H R,
20) N-{3-[S-#-1-(4-F EAFRK)-1,3-Z KR K itehrdh-1-2)-1-R 4 ) -
N-F A H 2R,
21) N-{3-[5- = & F &-1-(4- R A)-1,3-Z 8 A F ok vh-1-£]-1-5
10 A }-N-9 3+ R,
22) N-{3-[5-Z R FH-1-4-AXK)-13-— KA KAk h-1-£]-1-5/
A}-N-F AR,
23) N-{3-[5-RA-1-3-FAEA-FEL)13-Z 8 R Kk h-1-£]-1-5%
A }-N-F R HRBL,
15 24) N-{3-[5-RA-1-(4-FAEFK)-1,3- 83 FHekp-1-2L]-1-R 4 )-
N-F 55 & 2B,
25) N-{3-[5-fL%-1-(4-F KA RK)-13-= 87 K ifekd-1-K)-1-7/
A }-N-F R HRER,
26) N-{3-[5-fH-1-(4- RFKH)-13- = £ A4 R ekvh-1-24]-1-FH £} -N-
20 A H R,
27) N-{2-[S-RE-1-(4-BKL)-1,3-= 874 Kt ekh-1-K] TA}-N-F
A H B,
28) N-{3-[5-R-1-(4-F-F L) = &2 -1-4]- A A }-N-F L H £,
29) N-{3-[5-f-1-(4-F-FHE)- =8 F-1-A]- AL} -N-F A H A,
25 30) N-{3-[3-2R-1-(4-F R HEA)-13-= KA K ekd-1-K]-1- A K }-N-
A H R,
31) N-[3-(3,3-= F -1-F H-1,3- = R-KH [ & -1-£)-B £ }N-F
A HEH,
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32) N-[3-(33-= F -1- K £-13- = S F I [ ED-1-£)- B AIN-F

P T LY
33) N-(3-[1-(4- - K £)-33- 2 F #-13-= K-F K Hokh-1-£]- A
R N-F R R,
S 34) N-(3-[5-i-1-(4-FER)I 13- 87 K vk rh-1-£]1-F£)-N-F
A£G,

35) N-{2-[1-(4-F-F K)3.3- = F K-13-= K-F K5 ekh-1-4]- T
AJ-N-FAH 2B,
36) N-[3-(3-F&-1-KK-1H-#%-1-3)- & K ]-N-F A H 2B,
10 37) N-[3-(5-R-1-E%-2-H-13-Z S-F X5 ekob-1-2)- A K]-N-F 4
LEY®
38) N-[3-(5-R-1-Fp-2-K-1,3- — f-F K ek vh-1-K)- R A IN-F A&
(1-TH)-H 2B,
39) N-[B3-(3-F A-1-KA-13-Z A+ F ek h-1-2)-AX]-N-F L &
15 KRB, '
40) N-[3-(3-F #-1-35K-13-Z -+ 5tk -1-20)- R K -N-F X (1-

TA)-H R,
41) N-[3-(3,3-=— F A -1-FK -1 3- = &-F RHrkwh-1-2)- T A)-N-F
AR,
20 42) N-[3-(3,3-=F - 1-(4-F-KE)-1,3-Z - F X ifekm-1-20)- LA
N- ¥ 3 & 2B,

43) N-[3-3,3-=F &-1-FKE-13- = K-F FKjfekvg-1-K)- T A)-N-F
F-(1-TR)HAB,
44) N-[3-(3,3-=F A-1-(4-A-F 2 )-1,3- = f-F R ex - 1-24)- T 4 )-
25 N-9#£-(1-2A)H KR,
45) N-[3-3,3-= TA&-1-FA-13- = &-F Kt ekng-1-2)- A A-N-F
ARHEAH,
46) N-[3-3,3-= T &-1-(4-8-FKH)-1,3- = &-F K ek - 1-25)- R K )-
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N' ‘?Eﬁﬁ‘&)
47) N-[3-(3,3-=TA-1-(4-R-FH)-1.3-Z K- F F I erh-1-)- R K-
N-F 5 H 2B,

48) N-[3-(1-FA-1,3-Z &K [c]B%-1-)-RA]-N-F A AR,
5 49) N-(3-[1-(4-8-FKHL)33-=F K- K FH-1-K]-RA)-N-F R H K
AR,
50) N-{3-[1-(4-R-HKK)-33-= T HA-13-=K-# K Hehh-1-X]-A
AY-N-FE-RRE,
51) N-[2-(-F&-1-F - 88 -1-30)- TAR]- 2 ) -N-T 25 5 2B,
10 52) N-[3-(1-K#£-(1H)-2F-1-£)-®A]-N-F -5 2%,
53) N-{3-[1-(4-F-FH)-5-(4- = BT A-KH)-1,3- = &-F K5tk h-1-
- -N-FAH R,
54) N-{3-[5-f-1-(4-R-FKL)-— &5 -1- K ]- A E)-N-F LR,
55) N-{3-[5-f-1-(4-8-FL)-— A% -1-K]- AL }-N-F K- R,
15 56) N-{3-[1-(4-8-FKL)-5-(4-= A F A-XHL)-1,3- = f-FF 5ok h-1-
HK]-TA}-N-FAAH AR,
57) N-{3-[1-(4-F-FKK)-5-(4-F £-KH)-1,3- = K- F K ek d-1-K]-
TA}-N-F A-H 2%,
58) N-{3-[1-(4-F-HFHK)-5-(4-F A -FKH)-1,3- = &-F K ek h-1-
20 A]-TRYN-FE-HAM,
59) N-{3-[1-(4-F-K £ )-5-Q-EA% £ )-1,3-= R-F KA ok -1-K]- T
A )-N-F R -H 2B,
60) N-{3-[1-(4-F-FKHK)-5-(4-F £-K3H)-1,3- = &-F- K ekh-1-28)-
R} -N-F A -H R,
25 61) N-{3-[1-(4-F-KL)-5-(4-F A -FKH)-1,3- = -5 K ek b -1-
A]-7 ) -N-F A -H 2B,
62) N-{3-[1-(4-F-FH)-5-(4-Z BT A-FKL)-1,3-= &~ K H ok th-1-
A-A A -N-F AR,



200480030453. 3 /A FE ok P FEe/9IW

63) N-{3-[1-(4-&-FKK)-5-(4-R-FKHE)-13- = &-F Kt ekh-1-4]- T
A }-N-F R RER,
64) N-{2-[1-(4-F-KK)-5-(5-R-E-2- £)-1,3- = &-F K ek vy -1-
AK]-TRY-N-F 54 28,
5 65) N-{3-[1-(4-F-FH)-5-(3-F - FKH)-1.3- Z &-F K vkd-1-K)-
THR}-N-TF 3R -H 2B,
66) N-{3-[1-(4-F-FKH)-5-2-F H£-FHK)-1,3- = K- 3 Kok -1-4 -
LA }-N-F 5 -H 2,
67) N-{3-[1-(4-R-KK)-5-(2,5- = R-KHK)-1,3- = &- % KXt ok -1-
10 Al-THAY-N-F R -H 2B,
68) N-{3-[1-(4-F-F)-5-G-Z R FA-FH)-1,3-= §- - Kok i-1-
A]-THK)-N-F A -H 2B,
69) N-{3-[1-(4-F-F£)-5-C-Z AT A-FHL)-13- = 8- A Kok h-1-
HA)-FA)-N-F A -HABR,
15 70) N-{3-[1-(4-F- K L)-5-G 4 —F-EKL)13- =& -5 X Hrkvh-1-
AJ-THK]N-F A -0 28,
71) N-{3-[1-(4-F-FH)-5-(4-R-FKH)-1,3- = 8- F R wkd-1-4]- &
A }-N-F R -HRER,
72) N-{3-[1-(4-F-F£)-5-3-F - K H)-1,3- = A-F K HFokrg-1-14 -
20 AL }-N-F A -H 2B,
73) N-{3-[1-(4-8-FHK)-5-2-F L-FHK)-1,3- = K- 3 K Fexb-1-K4)-
RA)-N-F 2 -H 2B,
74) N-{3-[1-(4-R- K K)-5-2,5- = - K K )-1,3- = &-F K H ek vh-1-
A)-FR A )-N-F K-H 5B,
25 75) N-{3-[1-(4-F - K &£)-5-C4- = K- FKA)-13- = &-F Kk oh-1-
AR A)-N-F A2,
76) N-{3-[1-(4-R-F£)-5-2-=Z R T A-KH)-1,3- = -4 K okvh-1-
A]-F3E)-N-F R -H £,
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77)
78)
79)
80)
81)
82)

83)

84)
85)

86)
87)
88)
89)
90)
91)

92)

93)

(+-)-{4-[2-(4- F FA-FAA)-F AR K-2,5-= F h-vkd-1-2}-
LB,

(H-)-{4-[2-(4-R-FAL)- KA R K-2,5-= F -9k %-1-%}- T
AR,

(+/-)-{4-[2-(4-B T AR )- R AR X-2,5- = F A-okk-1-2 ) -
LR,

(H-)-{4-[2-(4- F- KA )- KA R X -2,5-= F -k %-1-4}- T
AR,

(+/)-{4-[2-(4- T H-FRAA)-FA]-2-F Aok R-1-4}- TR,
(H-)-{4-[2-(4-F- R Jh- AR )- K AR ]-2-F R-vko-1- ) - TR,
(+-)-2-{4-[2-(4-# T A -F AR )- K K- R X-2,5-= F K okk-1-
A}-AR,

{4-[5-F-2-(4-F FA-FAA)-RAL]2R)-F A%k %-1-4}-TH,
(4-[2-(4-F B -FAAL)-FA]2(R),5S)-— F £ -%k%-1-A}- T
B,

{(4-[5-R-2-(4- F A -FAAE)- K K]2,2-= F K-tk %-1-4}- T
B,

(H-)-{4-[5-F-2-(4- Z BT A-FAh)- R A]-2-F A -kk-1-4)- T
B,

{4-[5-R-2-(3- F FA-FAL)-FA2R)- F A -%k%-1-4)- TR,
(+/-)-{4-[2-(4- K- KR EI)- KR ]-2-F Hokr-1-K)- TR,
(H-)-{4-12-(4-F B-FAL)-F AR X-2,5-= F A-kk-1-4}-T
B,

(+/-)-4-[2-(4-F- R R KA )- R K- R X-2,5- = F A -7k m-1-K }-
g,

(H-)-{4-[2-24- = F - F AR )- K AR X-2,5-= F K-k %-1-
A}-T,

(+/-)-2-{4-[2-(4-] T - FAA)- R R ]-3-F Fhokk-1-4)- R EL,
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94) {4-[2-(4-F A A-FARL)-FA]-kR-1-K}- TR,
95) (+/-)-2-{4-[2-(4-F FH-FAH)-FKHK]-3-F H-vk-1-K}-A B,
KA T HZ B A 3.
8. —AFEhapLa b, PR AH 24 5- IR BRI 417 6
5 feidhAeh GlyT-1 3947 694004, VABAER 6 T4 % SRR
R
9. BA B R 8 tyhdpsas4h, H ¥ SRIik f SSRI.
10. RAIER 8K 9 e92h4pab4, o GlyT-1 34 F AR
®eg “PCH-HRBIBRY BB 25 E ICso T 20000nM, 4| 4edkF
10 10000nM #3744 A .
11. RA| &R 8-10 #4E—F 64 544044, 3 F GlyT-1 445k
B AEAT — AP AR B R T 4930 Al
12. RA) &K 8-11 PAE—F by 2hpinbdh, HAFMELTFATA S-&
ERRRIRIT IR L A BHERRE L, REES. ABIT. SdHk. MFH
15 9T, AARIVEA. LEEF. RA®IT. BARIT. $IAER. Ak
B, Rkdk. FEBITRRKMNA,
13. RA| &K 8-12 #1E— R4 sdh, RS HER T
AR R BT 482,
14. RAIER 13 9544, AP R EMRS O AR —%
20 AR P,
15. A& K 8-12 ¥AE— M 4o, FrRAEMER TE
MR IR R T .
16. A2 K 13 Fo 15 PHE—RGHWEEY, LT AREHER
SOSESBHRE T,
25 17. —# 254, MRBE QLA 5-2 ERBERITHF 9104
Fo A GIyT-1 # 4| R) 644054, VA BAE L&) 35 M 7T % BUAK AR
18. —He A E. BREALCHRERG T X, Bk
. BREALCHREAFI ZRARE. FEARER, FiAM
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BRI, SHERER. A6 LR BRERAARERRA. #R
KRB e BAIE. REEAFEMIE. BWE. SRES. AGWNES
. AFERE, FHEHER. ERARETHIEREE. BAH
M IAEAT L CrA R 5-2 EBRBERIFIA G RRK, AT R8T

5 AFEHANEFTABRENA S-REBEBRRWFAN LS
GlyT-1 47 4| A 891084 .

10



200480030453. 3 iﬁ, HH :F!" H1/250C

R T 6 T WARIE 6 5-32 & BRI ) H) Ao
1 W HRBHE T QWA GRS HY

5
RKLEPH R 5-# CIRFREBFI R (SRDA 1 M RBREEEEG
(GlyT-D)dr 4l Al 69484, AR &, REAAPRELLSHEAE, vA
BEA 5-# CRBRBITHIRF F WA GlyT-1 #4)7E Hadt o
40M ) T o6 97 Fr AR IR Fr 208 69 1 R AT
10

EAHF
WAEN 5-F AR R A (A TARA SSRDE 28 A & 57 #7
ARE. RBRM G EREAAAREWIEGGLT R, BAHENH K.
W %M, Ao 6y ZIRAIPAR B AR ML B BT,
15 R, K TFIPAEA R RRE G R TR T, SSRI L7484
%, Z&HE 30%., B, ERIARETT T FFARLAG B E AT
M, HatE AU H WIS IT IR A B IEZ KA.
B, SSRI W93 KALRLR, AWMALTHFE—AERLEES
T, B, MARMEAZIA SSRI £ H A, IiF kX
20 AL, FPARGEFo BUBIE ) B MY RN T R AR AR
AT RARICH, AHAPFEFANRANEERRE, RIFARST &
84 3% 5% 7T A8 i BBl 4 F 48 A4 A ) S B BR AR K = A TR AR R &
B R AR A A SR,
1993 £, Artigas ¥ ARGE T 18 5 78 R 4938 3% R 94 (Trends
25 Pharmacol. Sci. 1993, 14, p 262-263), Artigas ¢4 /rk £ -F S e A
MEM R, ERRLE, Bk Blier foftu ) T Aoy T RLEMB LG AF
BRFRTEYR, RIFABEF K EGERA 5-BERE T AR
% 41 BLAA £ (Blier et al. J. Clin. Psycipharmacol. 1987, 7 suppl. 6, 24S-

11
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35S). BB HLT 69 K4 E AT, SSRI xdda#edihat f & LAR(S-
HT )0 % ommh] T 5-#2 EIRE XM R R BHR, BibaXs R
H S-ZEBRBRMEHER. XKEMEHEBIHFTZRHL, TR
7, WEHF SSRI 514895t 5S-HT ¥ heifhFI T 5-HT,, A F %
Ak 3 3% 3% 2% (Invernizzi et al. Brain Res, 1992,584, p 322-324 and
Hjorth, S., J.Neurochem, 1993, 60, p 776-779).

EEJUANFRR F 46 T BRAL T4 5-#Z EBRBRERRGLEY
Fa 5-HT,, % K3E 37 49 2 F (Innis, R. B. et al. Eur. J. Pharmacol. 1987,
143, p. 1095-204 and Gartside, S. E., Br. J. Pharmacol, 1995, 115, p
1064-1070, Blier, P. et al. Trends in Pharmacol. Science 1994, 15, 220),
AR LN, 5-HT,, ZAHRFERA H R G 5-5 E BB RRTH A
FlAety 5S-G 2B EARLS S, Bisd S-HRERGEELRE
IRk BENE TR .

CRRT AEAFH, Fade 5-HT, HRAf 5-EERFE
BRI )7 6 2RA~06 9T AP AR AR 69 ) (AR L) 4= EP-A2-687 472 #= EP-
A2-714 663),

B —Fe3g KA S-HT 4 k2@t 5-HT,; H %4k, X
RAGEM LA R T, —AFEEM 5-HTz AR RA GMC2-29 Ao
R BRE LW hnis D X S-HT 69 RCEL.

HERRTIAER S, H @3 SSRI A= 5-HT, FHush) 3
B F) 414 (WO 97/28141, WO 96/03400, EP-A-701819 F= WO
99/13877),

PEBABAREZYXSNANZER, ALETRIARPFN
BRSNS THRE. TR NMDA %445 GABA #4142 7T,
5-BERRRAZT. ZERENZAFT LBRERAZTHS AR
4

NMDA %4&%HRBMGEMAT. itk NMDA KE LY
# NR1 fe NR2 B HELEAT R, L5 50H B RBMAL LB R AL

12
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Z.(Danysz W & Parsons C. G., Pharmacological reviews, vol 50: pp597-
664 (1998)).

12 FabARAP 2 IR F a4y GlyT-1 332 % 448 % NMDA %4k

ZAMP BN REHZBAKF, Bit, 4] GlyT-1 #:E% 4 8%

5 H R BRI Ao fe NMDA & 4Kk # 7% (Danysz W & Parsons C. G,
Pharmacological reviews, vol 50: pp597-664 (1998)).

FARE(RR M E BE ) AR 2 B R /)66 KATAER & B 7 A

NMDA 4k Z &4 (Novak G. et al., Polish Journal of Pharmacology, vol

58: pp365-369 (1998)). M H, AEMEZEEHER b H KB L4

10 HoEHH BT T RIFAAE R A (Papp M. & Moryl E. , European
Journal of Pharmacology, vol 316: ppl45-151 (1996)).

KAHR
RELSATTRELR, GlyT-1 #41H43% SRI 698K, LE
15 # SSRI #+peLst 5-HT K-F a2 %K.
B sbig - SSRI F= GlyT-1 #7415 69206 3R4% T 5-HT FARIR7 %)
Bt A GlyT-1 #4869 R, wfakis A SSRI A #3567 &A=
FHRe B,
B Sb AL A AL
20 GlyT-1 #4157 A T4 &H MW R, LHHhushie 5-
# BRI HI I (SRDEKA
AERFBEALR A 5-#2 CIRBBIRNHIR e91ebFh GlyT-1
FrHIF) 6 B —FLad, FEHMEEMABTIHME. BREEAR
AT HAER, fldey 2B RE. RAKRER. RAMAVZ KA.
25 AMWAHRER. S4B EHHEEARA R AR, $ARH R 4
BRE. REEMICHE., BWE. WHEH. A2WEESE. A
$olER. FHEHER,. ZEIREPHLEREE. BAHHKR
AT HE A L 5-5 E BRI B 7 6 & 4.

13
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AEPH B GlyT-1 #r 5| R) $1 & dhmbhey A&, ZEeW
ATzt ash 5-2ECBEFRBRTHANGTE. mEL, KLN
F A GlyT-1 343 #1 & WM R iR, ZESMA FIHER
Aol B3 5-#2 € B ARIRIT IR 6477 2

mH, REWPEA 5-# ERBRBITH N 91eMAh GlyT-
1 340 7] 40 A 84 20541 & 25 4 48B4 3K h SR 25 & (kit-of-parts) #4
A, ZESMRBERN TETWME. BEERLECHRAER,
Blde it BB EE. RAKREE. BAMAZ XA, SHERER,
RIGE MR ERER, #HREAF R E. REE
FofepEE. BWa. SBREY . AL ReE. ArER. F3hi
HIER, EEARETOLEREE. BERAHYIETHLEAHL 5-
#2 E BRI FI R G R,

Wot, REPHRA 5-# ERBRBRITH A 91b-M A H GlyT-
1 #5IF oY & EN AR, ZHERTHAWMAE. BRE
F L e ERARER, fle AR, FAMAE, RAMNE
KA. EMEHER. QG EEBERERAE L ARRER, 2K
RbdeBRE. REEMEHE. BWHE. SBRES5. AZTES
JE. A ERE, A B ERRR. EEASREPHIERSLE. KA
B RAFFT L E AR 5-F ERBARIRITHI R 69 KA

EF—FOALPTRAMELSY, oK 5-RERBRK
R e Feh GlyT-1 #4lRl 64 5 —Frie ey as-, ARAE
i &4 25 ) T 3 % W) BAR KA FE A

EH—FARAKAGRHE, Lash 5-%ERFHERH R
Biea-dFed GlyT-1 #4764 5 — - eh a8, ABRAIEREE
T % 6 BAR KA

B/ —ANFEORELATBE TR, BERERLEHHER
R, Hlde B BE. RAKREER. RAHFZLH. EHE
BIEFE. A5 6 R H R A AR, #R KA e BRI,

14
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REFEAICHE. BWE. SHLYS. AW %REE. AsmEH,
AR, 2EARETHLERAE. BAHHIIETLE
N S-REBRFERITHANGERRGTE, BFE0LTAEE
HEZBTHKENA 5-2 CRBRBRIFHF 9sHAA GlyT-1
5 I H R e 10 e-dh 69404,
EH—F @, AE\FEIBFTIWRE. BREERLCHIEAR
BB, Hlhe gt B EE. RARAER. BAMAZKE. EHEHK
s, A5 6 LR R BRRR, XA RLE. R
REAEME. BHE. SHEYS. ABWEEGE. AR, &
10 HIEHER, FEATETPHLER &, BRAHYRAETLE A
B 5-#ERBRBRAFNGERG T %, BF 0L THEEY
Ak F GlyT-1 34l R 691 bt A 5-F G BB 417 19106
Y, RARFEIOI) 5 ERAKTE LA GEY.
EF—F &, KEPFRIEEM/ BB 5-# EFERw
15 FIR R EFHIS 5-F2 EBKTE LA M TR T %k, &
7 ik Q36 GlyT-1 W HIF - FREXEALR 5-7 ERARI 457
RALE FBICI) 5-# K LA GE WG 5T AR, XFAMR
Rk ZA, FlaeFHRAk, LE. RAREEA.
AFEFERE: AAE. BREERLEOHEARR, Hldo
20 MR EE. WAKEE, BOMWNEZLE. SAHERER. A4
GRS MER feit X B ERA, #RXXASRLE. REEMFE
Bk, B, SHEES. AW REGE. AR, THEHRE
BB, 2BAXREPHEEREE. BRABEHIAETELEAE SRI &
RARHAERABIGERFE. A, LT ERLE S+
25 RA, EiRPEA 6 EE BT T RRY .
FAATRE 32 2] 35 B AR GlyT-1 #p &A= SRI &3 B2 5 #7ARE «
BREMRLCHERAER, Fll/ 2HE8E. KAKER, &
MEAYZ KA. EMAMERE. Q45 AR X RREAR,

15
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HEX AP BRLE. REEMEHE. BWE. WHLEY. AL
MEAE. AR, FHEHNER. ZEATETHTERSE.
BER BT L ERE SRI 695k, s, HE. BFH
skAe T b7 BB AW E R TR R ERALIRG Lk
5 FE. MEH, ALBANHEERRET A GlyT-1 #4H 5 SRI # A
. BaEsY. BE. BRI EABRR TFHFEENENLESY
AR F ik —REIEERRY,
E—ANEREHRTEF, SRI Zip#HEH 5-5 EB-FEIRITHH
(SSRI).
10 EF—NERE#RFEY, RERALARA | W RB4EE
Ea BAmBEMHG GlyT-1 417,
AEPH BB MR B ETHRAIRFNLHLT. ALY
RiE “FIoT42h” $84F GlyT-1 #7413 #= SRI ¢4 i /d) ia) fg RA& L 15
a4, Blieik % 10 547, Blek$ 5 5043 Fle& % 2 4. GlyT-
15 1 #p4|FiFe SRI TR QAL “Bl—REHE” X “oBGHE” +,
A A A ARE “Fl—FFH A" $5806.4 SRI 46,4 GlyT-1 #74)
FAFA ., KA HRIE “BEOHNAE” 38 GlyT-1 #wHFH 25—
AR SRISAEH—FA R .
Bl BF4-F GlyT-1 #7415 = SRI TT4Fig 5 4-F ANAA] E44 GlyT-1
20 R LAl T 1 £ 1R.2K.3 KK 4 KLFANER B4 GlyT-1
wHF, @ “FIa225” ¢4 SRI A= GlyT-1 #4IH) T 1 X2-F 1 AKX
2R, BleHER 1 REPHER2 K. FAEH:
a) THR 1 KBIER KL HL T GlyT-1 #4lAF SRI, mAMLHZ
) GlyT-1 #4137 1 RBF 1R 2K, 3RKR 4K, Hldel X1k,
25 2RK3I K, BldeBR1AR2K, BllofR2ARIPERL K,
EY
b) THK 2 kiBitFE L HLP GlyT-1 4|74 SRI, mAMAHF
8 GlyT-1 475377 1 R2-F 1k, 2k, 3RR 4K, #ldel £ 1k,

16



200480030453. 3 I R Y ALY

10
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20

25

2kK3IK, FlBER1IR2K, HloBR2ARPER 1K,

KA, REZPHHYELHEABHEBTRRLHLT. AL
R RIE GRRLH” BAETHD 1 RRERANEH GlyT-1 #HiH)
Fofi B 1 ARZAFEH SRI, HRAHZMeETAEBEIT 15 4
Arie N F 4 0B, Blde KT 2 DEHMRANT 4 0B, Blde KT 1S 5%
feF 2 0B, Blde kT 1 BT 2 i, flde KT 30 4-4b4R
BF 1, Bl kKT 15 o4 T 30 54, TH A% E SRI K
GlyT-1 #4|#). GlyT-1 ##|H 4= SRl &4 FHBHHNE T, ik e
ASFER—ABXROEF. £, THEALT 1. 2. 3. 4 K 5 KA
¢4 GlyT-1 4\ %) Ff B 1 K 2 kF) 49 SRL. AR HY:

a) THEX 1 k4T GlyT-1 #74)# 4= SRI, GlyT-1 #WHIFT 1| X4F
1k, 24k, 3k, ARRSK, Bl l K1 A, 2R, 3RR4AR,
BlhefE R 1k, 2RR 3K, FleBER1K2K, FldER 2 REHM)
dofE X 1K, K

b) THX 2 R&F GlyT-1 #74|7 4= SRI, GlyT-1 #&IFT 1 R4F
Tk, 24, 3R ARRSK, #ldml R 1K, 2R, 3 RK4 R,
Blae 1 R 1k, 2R3 K, HlBER1IR2K, Pl&R2RIE
R1K.

AE Y, AXPHEYEEH NG ETER TERARLHF
iy, RTERTFERRNORREYE. SHHBEVWRBEEAT
FIMLtn, EZHANTOSER —R44AMNE Y., LHMHAESHN
BEATRALHN, FUHATOASESBAMNE Y, FeeT
Fl—RBREEF, KEAY “EHRa” 3% SRI X GlyT-1 #74!
.

HEOSE —FEAA L GlyT-1 4l fF =242 A A4 SRI
A, RBBLALAR—FF AR,

EB—FhFEF, GlyT-1 r4lHlid s W00208216 +F#
fE—FEA B dy, BlhedE—Fr Al FALE4h:

17
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1y

2)

3)

4)

5)

6)

7

8)

9

10)

11)

12)

13)

14)

N-{3-[5-fE-1-(4- B R K)-1,3- = 87 Kok -1-A)-1-A 4L o
B LB,
N-{3-[5-fHE-1-(4- 8K H)-1,3- = &4 F ek g-1-K]-1-A A }-N-
T AH R TR,

N-{3-[5-fK-1-(4- R )-1,3- = 875 F it ek rl-1-A)-1-A 4 ) H
R,

N-{3-[5-RH&-1-4-REKL)-1,3- = &4 K ifexvh-1-£]-1-A A }-N-
¥ AH AR,

N-{3-[1-3-f K HK)-1,3- = KA Kk h-1-2K]-1-F K }-N-F
2B,

N-{3-[1-G-= A F A RKK)-1,3- = & F Kok h-1-K]-1-R K }-N-
FAH AR,

N-{3-[1-(3-= £ F X K K)-1,3-= 83 Kt ekwh-1-K]-1-A L )-N-
BAQ-TRA)YH AR,

N-{(3-[1-(4-F A K K)-1,3- = &4 FHFerrd-1-4£]-1-AL)-N-F &
H &,

N-{3-[1-(4- ALK 3 )-1,3- = &4 Kt ekob-1-4]-1-F 2L} -N-F A+
R,

N-{3-[1-(4- AKX K)-1,3- — & # Kifexodh-1-K]-1-RH K }-N-F A H
R,

N-(3-[1-4-RF 2)-1,3- = &4 Kt ek ok-1-2K])-1-% £} -N-F L (1-
LAEYH 2B,

N-{3-[4-f-1-(3- F 2 -4- B K K)-1,3- = &4 KA exb-1-A)-1-A
A }-N-F 8 H 2B,

N-{3-[4-F-1-(4-8HAxK)-1,3- = &4 K rkng-1-£]-1-R K }-N-F
AH A,

N-{3-[5-F-1-(4-BHFHK)-1,3- = 8+ K ek vl-1-4]-1-R K }-N-F
EREEK,

18
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15) N-{3-[6-f-1-G- F 2 4- R R £)-13- = 85 K kobe1-R]1- 8
E\}'N‘ ?Eﬁ--ﬁﬁi,
16) N-(3-[6-fi-1-(4-FHFK)-1.3-Z K H ko 1- A ]-1-A ) -N-F

AH R,
5 17) N-GB-[6-f-1-(4- T AR R)13-Z 87 Kbk h-1-£]-1-% 5 ) -N-
LESTE TS
18) N-{3-[6-fi-1-(4- F RAFKL)13- = SR K Aok h-1-2£]-1-% £ )-
N- T 2 H U,

19) N-{3-[5-fi-1-(4- RFEA)-1,3-Z K F K Hokb-1-2£]-1-F 4} -N-F
10 AH AR,
20) N-{3-[5-#-1-(4- F BRI FKK)-1,3- = K4 Kok d-1-K-1-R K ) -
N-F & H 25,
21) N-{3-[5-Z & FA-1-(4- R EL)1,3- = &4 Kok d-1-K]-1-7
AJ-N-FAH 2B,
15 22) N-{3-[5-Z # F A-1-(4-REL)»13-— A4 FHekwd-1-4)-1-8
A}N-FERERK,
23) N-{3-[5-f-1-3-F A-4-RRKE)-1,3- = &3 Kok wb-1-K]-1-
AA}-N-F A H R,
24) N-{3-[5-F-1-(4-FE KK 3- = 874 K feki-1-A0-1-R K ) -
20 N-F X R 25,
25) N-(3-[5-f&-1-(4-F RARL)-1,3-Z 84 Fiftekh-1-4]-1-F
A}N-F A H 2R,
26) N-{3-[5-RA-1-4-RKH)-1,3-= 873 K Hehdh-1-4]-1-FH K }-N-
T AH A,
25 27) N-{2-[5-fA&-1-(4- R K H)-1,3- = 3 Kok h-1- 8] T AR J-N-H
AH R,
28) N-{3-[5-f-1-4-f-FE)-—AH-1-K]-RA}-N-FEH AR,
29) N-{3-[5-f-1-4-F-FHE)-— & F-1-A]-RHE}-N-F LA KK,

19
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30)

31)

32)

33)

34)

35)

36)
37)

38)

39)

40)

41)

42)

43)

44)

N-{3-[3-2R-1-(4-F £ K K)-1,3- = 83 K vkd-1-4]-1-F & }-N-
¥ H R,

N-[3-(3,3-= F & -1- 3K -1 3- = S - K [c]Em-1-£)- R A ]-N-F
AHEAR,

N-[3-(3,3-= F £ -1-F A -13- = & - K [c]E%-1-14)-A A]-N-F
ARER,

N-{3-[1-(4- F- K £ )-3,3- = F -1,3- = &-F F it ekvh-1-A]- A
A J-N-F A 2B
N-{3-[5-i£-1-(4-FHR A )-1,3- = &3 Kt ekvh-1-K]-1-FH A} -N-F
AHER,

N-{2-[1-(4-R- K K£)-3,3-=F A-1.3- = &-F K HAhH-1-X]- T
A}-N-F A H 2B,

N-[3-(3-F A&-1-F&-1H-%-1- £ )- A A ]N-F R0 2B,
N-[3-(5-F-1-E%-2-K-1,3- = &-F Kok o-1-4)-B A]-N-F &
H R,

N-[3-(5-f-1-E%-2-K-1,3- = &-F K okrb-1-8)-R A]-N-F &
(1-TA)-HEAR,

N-[3-(3-F & -1- K -13- = f-F Kok -1-8)-ARX]-N-F LA
2B,

N-[3-(3-F & -1-F £-1,3- = -7 Kok d-1-24)-F A )-N-F £ (1-
LA)-H AR,

N-[3-(3,3-= F £ -1-F K -13- Z f-F K ekod-1-4)- TAN-¥
ARER,

N-[3-(3,3- = F £ -1-(4- - R K )-1.3- = K- F F it ekb-1-K)- T
A-N-F 4 R 2B,

N-[3-(3,3-= F £ -1- 3K -1 3- = & - K Ffekb-1-4)- TA]-N-F
A-(1-TR)H R,

N-[3-(3,3-= F A -1-(4- f- K K)-1,3- = &-F K ehh-1-K)- T

20
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AN-F4-(1- TR H 2B,
45) N-[3-(33-= T #-1-¥ 13- K-F X Hokh-1-2)-HA]-N-F
ARRE,
46) N-[3-3,3-= TR -1-(4-R-F A ) 13- 2 £-F Xtk h-1-K)- &
5 AIN-FARAR,
47) N-[3-33-= T A -1-(4-R-F £)-1.3- = K- F Itk b -1- 2 )- A
A-N-F A H 2B,
48) N-[3-(1-FH-1,3-= R-F I [ E%-1-2)- R K -N-F A 85 2B,
49) N-{3-[1-(4-F-FH)-3.3- = FA-Z R -1-K]-A A }-N-F X H &
10 B,
50) N-(3-[1-(4-#-KK)33- =T E-13-Z &-F XK Rh-1-4]-A
A}-N-FE-R R,
51) N-[2-G-F £-1-FE-— R 5-1-5)-TR]-RA)-N-TF L 5 R,
52) N-[3-(1-FA-(1H)-2-1-4)- A A ]-N-F 4-5 28,
15 53) N-{3-[1-(4-R-FKH)-5-(4-Z AT A-XH)-13- 2 8- K5k h-1-
H]-A A N-F A -H R,
54) N-{3-[5-#-1-(4-R-FH)-= &2 -1-A]- A A }-N-F 2-H R,
55) N-{3-[5-8-1-(4-R-RH)-= £ -1-K]-R A }-N-F 2L-R 2R,
56) N-{3-[1-(4-F-FH)-5-(4-= R F A-KH)-1,3-= 85 K5tk -1
20 AI-TA}N-FA-H AR,
57) N-(3-[1-(4-F-FKA)-5-(4-F £-KH)-1,3-— &4 F 5tk wh-1-1 ]
TA}-N-FA-H AR,
58) N-{3-[1-(4-F-FHK)-5-(4-F AA-FH)-1,3- = 8- 5+ F Ik -1-
A]-TA}N-FA-H AR,
25 59) N-{3-[1-(4-F-FH)-5-(2- 8% £)-13-= &- 4 F R h-1-K]- T
AJ-N-FA-H R,
60) N-{3-[1-(4--FH)-5-(4-F A-KH)13-Z K- F KA okd-1-K]-
AA}-N-F A-H 28],

21
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61)

62)

63)

64)

65)

66)

67)

68)

69)

70)

71)

72)

73)

74)

N-{3-[1-(4-f- K 5K)-5-(4- F BA-F A )-1,3- = &+ K 5ok h-1-
A)-BA)N-F A -H R,

N-{3-[1-(4-F-FKH)-5-4-Z A F 2-KH)-1,3- = &-F K Hrkvh-1-
A)-FA)N-F A -H R,
N-{3-[1-(4-F-F H)-5-(4-A- K 2)-1,3- = f-F F i ekb-1-4])- T
AIN-FE-H 2B,
N-{2-[1-(4-F- K A )-5-(5-R-E%-2- K )-1,3- = &- 4 F I ok -1-
A THAYN-F X -H AR,

N-{3-[1-(4-F-F K)-5-3- F A-K£)-1,3- = &-F F Hfehvh-1-4]-
T3} -N-F 2 -H R B,

N-{3-[1-(4-R-F H£)-5-2- F K-F1£)-1.3- = &-F Kok h-1-1]-
THR)-N-F K -H 2B,

N-{3-[1-(4- - K HK)-5-2,5- = K- K A )-1,3- = &+ K ek -1-
AT }-N-F A -H R,

N-{3-[1-(4-F-FA)-5-G-Z A F £-KH)1,3-Z 8- F Kok -1
AT A)N-F X -H 2B,

N-{3-[1-(4-8- K 3£)-5-G-Z R F 2K HK)-1,3-= £-F FHokh-1-
)-8 2} -N-F A -H 2B,

N-{3-[1-(4-F - K A )-5-G 4= f-FHK)-1,3- = K- F K Hfekh-1-
AT E]N-9E-HRBR,
N-{3-[1-(4-F-F 2 )-5-(4-F- K K )-1,3- = K- 7 Kok vh-1-4 -
A }-N-F A-H A,

N-{3-[1-(4-F-FK3H)-5-C-F A-FKH)-1,3- = K-F K ek wh-1-4]-
A A}-N-F A -H 28K,

N-{3-[1-(4-F-FK H£)-5-2- F £-KH)-1,3- = &-F K FeAh-1-K]-
) -N-F A -H 2B,

N-{3-[1-(4-F-F £)-5-(2,5- = f- K K)-1,3- = £-F K H ek h-1-
A)-F A )-N-F8-H 2B,

22
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75) N-(3-[1-(4-fo- K R )-5-(G A= B- K £)-1,3-= B K ok -1
A]-HA)N-FEA-HEAH,

76) N-{3-[1-(4-F-FKHK)-5-Q2-Z AT A-KK)-1,3- = &-F FHfkvh-1-
A)-AA)-N-F A -H 2B,

5 KRB Y THZ I,

EH—AFkFET, GlyT-1 #47ik § WO03/053942 & AF

WAE—FR AW, Bl h TALEW e =T —FF:

) (W) (420 T RB AR R K] R K 2,52 F o1 )

LER,
10 2)  (H)-{4-[2-(4-R-FAA)- R AR X-2,5- = F A-k%-1-4}-T
B,
3)  (H)-{4-[2-(4-I T A-RAAH)- KA R XN-2,5- = F A -vkk-1-4)-
LB,

4 (H)-{4-[2-(4-R-F A )- R AT R X-2,5- = F A -vkk-1-4}- T
15 AR,

5)  (H)-{4-[2-(4-RT A-RAA)-FA]-2-F Ak 1-4)- TR,

6)  (H-)-{4-[2-(4-F-RE-FHE)-FR]2-F Ak R-1-4)-T8,

7 (HR)2-{A42-(G-R T - RAE)- R K] R X 2,5-= F Avkk-1-

%}"ﬁ&?
20 8)  (A[5-H2-(4-F RA-EAL)-ELI2R)- T A-RA1-L)-T
ﬁf’i,
9)  {4-[2-(4-F RA-FAL)-KL]2R),5(S)-= T sk k-1-£)-2
B,

10) {4-[5-F-2-(4- F RA- KAL) K AE]2,2- = FA-%%-1-4}-T

25 B,
11) (+-)-{4-[5-8-2-(4-Z 8 FA-FARL)- KA ]-2-F A2k %-1-4}-T

M,
12) {4-[5-8-2-G-F fA-FAAL)- KX L]2R)-F A-%%-1-X}-T

23
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B,
13) (+H-)-{4-[2-(4- R B-KEA)-FE]-2-F A-skok-1-A}- T,
14)  (+/-)-{4-[2-(4-F £ -FAAHK)-FK]-R K-2,5- = F h-rk%k-1-K}-T

AL,
5 15) (H-)-4-[2-(4-F-A K-RAL)-F AR KX-2,5-= F -7k %-1-2 ) -
B,
16) (+/-)-{4-[2-(2,4-— F A -FHAL)- KA R X-2,5-= F K -%k%-1-
£)-T,

17)  (+/-)-2-{4-[2-(4-8 T 2-FHL)- K K )-3-F Kokd-1-K}-R L,
10 18) {4-[2-(4-F A - )- KA -k R-1-K}- T B,
19) (+/-)-2-{4-[2-(4-F FH-FAHK)- KK ]-3-F K-vk%k-1-2L)-R B,
KA BT 3% b B Ak B
AALAGAE 6 “PHI-HRBER KB P A6 GlyT-1 4 & A
B 7 & T 20000nM #§ IC,,.
15 AL QIR XM F kS E e GlyT-1 4R, mIRHRFXL
MR T ik .
RBAKA, doMEAFEMNELY, CANELELT 5-£E
B BRI AR R ARG, WHELTF GlyT-1 #4iH A 5- EB AR
A EFAR BTG AL S-ARERKPFHREEK.
20 RBAZY, FHHEL R 7 GlyT-1 #4)7) T4¢ 5-% € BFIEIK
R ehe R R BE B, JFEARER 5-5 & BRI A 6
BRA
1 GlyT-1 Fp4|F| Fo 5-7 € B 4RI 1 H) 9 48677 K K EHK
B ERLCHERARELTY S-RCEFRRTHAAE, S
25 B sbilV d 5-52 6 R ERF A Tl R ER . LRIt B
%844 SRI Fo GlyT-1 47 %I 4948-6-7T M4k SSRI 7| & 64 H 2h f 12 7%
7o B AR 5 A 80 AP
WELTF GlyT-1 #rHlF|fe 5-# &M BRI HI F LT A T8 77

24



200480030453. 3 oM P FE15/25m

XA ARGE, HlAeRETREEMLT 5-4 EBRFARRI7 4R &t
AT8 T AR, Rk, GlyT-1 9415 T AR ES + SRI A
RIS A ok, AR &4 A SRLG 5 kA< AR £ 40-60%
8 R AT B B A2
5 XY LHRAT SAEAR 5-7 BB EIAE A o4 iy AR
3. ATAKRINSBLFH TR ZALT S-RERAFEBREL
TN BRRGBEZZHAESY, THET GlyT-1 45 6438 &4F
i
ATHAH RS T 547 5-REBRBFRERWHF, CMNITAF
10 #-F GlyT-1 #6938 24/ ®EkE 2, eSS, KEIT. R-
AEIT. Sl T RIT. AR, XEEF. FTAIESE
F. ER®IT. KIEHIT. HEALR. REAE. AkE. N-Aik
AR B, weRiA. R RAR. A4EFE. Kerdik, 3
wp33BA . JEEEIT. FOkPEEA. #t48A(cianoimipramine). F)FFHIT.
15 HIRaE. EFHIT. WY 27587. WY 27866. imeldine. {#4&%iT.
Btk AREER. g0k, RAREL. enE4 YM 922, S 33005,
F 98214-TA. FI 4503. A 80426. EMD 86006. NS 2389. S 33005,
OPC 14523. M3/ Eg. Cyanodothepine. #h Kk a8, A 4atauf.
. FE . Nitroxazepine, McN 5652, McN 5707. VN 2222,
20 L 792339, F #%,%3|%&. YM 35992, 01 77. Org 6582, Org 6997. Org 6906,
BTARARM, N-SALFAFA. £ FAM,. CL 255.663. whvj|k. #ik
WAk, LY 280253, LY 285974, LY 113.821. LY 214.281. CGP 6085
A. RU25591, Athsked, —8o0F. =87, BMY 42.569. NS 2389,
sercloremine . Nitroquipazine . A% ¥ & KB . ® & & 9 .
25 desmethylsubitramine. didesmethylsubitramine. R/KRE HIZALER. 1A
LR GIAS W T A BRE B Y T &L Bk 3 0 XARA .
ALBPE 5-REBRBRRIFNAERABLIG KT R. M
Jty, ST HE—FFE R ET R EERRY.
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RBA MBI B ERE 2, RAEEL. ABT. R-ABT. 4
Bk, MEFEIT. AR, XBEF. FTAIEFF. EEH
T XBHIT. BEAAR. AkeER. AkE. N-RiFkE. b
Hhaeh . bdX . RERAR. REE. Rekdidk, e, 3
B ®IT. R FaRR . A RIT. B A £F &IT. imeldine.
FAREIT. BEE. BRFRE. ok, ARELEL. eddsb . &
35/ 8%, cyanodothepine. wyRtABH. £ 4athg. E-F. FEWF.
nitroxazepine. ¥ %£%I%. FIAEIR. N-BILFRER, & FHHMK.
whvs| W, EpiAdhAR. Athske. —R3F. ®=AA. sercloremine.
Nitroquipazine . g ¥ &% £ 88 . & A # 9 . desmethylsubitramine .
didesmethylsubitramine. KB4 3544 AR
N-[(1-[(6- F-2-F 35) F & J-4-vk o AR | R AR | 3K ]-3-wk o F B e (WY
27587),

[ X-6-(2-RFE £)-1,2,3,5,6,10b-5% S rikn&-(2, 1-a) e ok ] (McN 5707),
(8% dI-4-5h-F A -8- R - K H-(b)- = 2R [3.3.1] F-2-60(100)- =} )(Org
6997),

3 8 (d)-(50,80,,90)-5,8,9,10-v9 £,-5,9-#F T F 2 K H 2R F 3% -8-H:(Org
6906),

~[2-[4-(6- fi-1H-73] -3- 2£)-3,6- = £.-1(2H)-wtt=2 3] 2 3]-3- 5% 75 24.-6-
(FABHBA)3A R -1H213- X FE -%-22-— &4
(LY393558),

[4-(5,6- = F #-2- K Fexwh 2)-%= ] (CGP 6085),

W R [5-(4- A R - E A )-6,7,8,9-v9 £ -5SH- R HF IR A -T- 4 ]- B (RU
25.591),

26
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- (A 80426),

p, /O:)_(”
u/@E‘(/\/ 'r\l H,
~7 (EMD 86006),

&z (S33005),

27
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[+1]

(V"O/@
o

(OPC 14523),

A (MoN5652),

oP
N | oS
Z
CH
F
N—O0H

/
9

9

c (Org 6582)

VA E 32 BG4S T VA CA B B B M T 42 % 69 BRUm A% 3E 9 T KR

(YM 35992),
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A. ALBANE S-RERFRBRITHNA BERALBRYZAETE,
ARRLEY, CAF HE—Fr AL f R RT R RRY.

AEH—FH&FETY, SRILHHBE L, KRELSS. RBEIT. 4
Ak, T HIT. BRIV, XdnkF. RAHIT. HBEER. K
BHIT. Ak, Akt FEHTHREAKAMNA, Kt HeE 2
FARpL L,

AL AR “pHIPHIS-# € BB RANT E X KX R A
R Wi, BAE 5-5 BRI 4 H 27 H1&F 10000nM
(ICsp)HY 5-#2 G P BRI HIVEA .

£ETRAT GlyT-1 4] 7 6938 3R4E A 6476 77 AL S €35,
BRARR 5-5 CRBRRITFIA 2L 5] A R ARE R s S-HT K-F
LAY, —FREA A R AT,

AEL 6y, B SRI ZS$h3|Aefesl 5-% &Mk LIregiedd, &
AL IR KR e BN @ T KA SRIEA .

VA B3|tk oy 5-8 ERBRBRITHIA LT I AR 5- ERK
3 b1, T IT IR AR A IRH

RiEig M 5- 6B AR IRIF A (SSRIIE LA 4tE K G 6947
#H, B S-RERFEZTAHIHERALS S CBREETAME
WE LR EAHE R G I RIE R B3R, RIBALH, ARk SSRI
2 B2, keSS, AEIT. ARKRYA. S Wk, ERHIT,
R ALBAA T BT,

B sh
AEAGEFFERRSTARERN EXRE N ETHH XL 0L
F, LT —RETF, BT RHYTELGBRKNBEY HNBKSL T,
AERAH B WBEMTE B THEL G BRIKFBEANABRAETHLE
B4ty A A BB R —A, R FMNGIHE AP 4o Remington: The
Science and Practice of Pharmacy, 19 Edition, Gennaro, Ed. , Mack

29



200480030453. 3 oM P ZE20/25m

10

15

20

25

Publishing Co. , Easton, PA, 1995 ZAFF &9 A H) 41 7.

AW TR ARG HN R, B IEATE S 6 ELF) e 2 IR,
B, B M. B (A nERET). R BEA. BER.
Ml AE BN QIERT. A, A, FERAREN)REZLEH, K
WA REZ, LREMR, KRARBRRATHETELH—RFLF
S AR TT R R AR A BARE MRS RPTIR AR  E }iﬁ‘x

0 R4 25 64 25 M 40 A4 €35 B AR A B ) S A A %R
Ao AR R®A . BRAFoBad. &2, T&Rﬁzﬁﬁﬁffw‘] & %a
W7k, HEM QR e PhERRH B R —F K2 FFERARS
) J2 ik B (B e BB RIE KRB AR .

0 AR 25 e AR R AR A LA RERN . XA ol

BB B mb Y i R E M A Mk AR ST IEH 5
. R, BRARRILR, AREEANENEMRTFTALATIESN
BRI BRI BN R, i EDepot) T iz 4 4] A 4 @36 £ KK A
SERZA,

A eyEALBAR aEAR . REH. KT LEAR
JRA) . BN RBRRE R AR F.

4’\5;5'}5]&‘)%%ﬁﬂé‘%ﬁ*ﬁ%#‘\iﬂﬂifzéﬁ?%éﬂA%TiﬁL&
fTiE L 2RF, Fldk AR, IRER . KA. BERHFHX
oAR, RABRMGHXGMINES. HTHEXIMFELSY, TRA
AAR CHo b 5 ik, @ BT RAARGBRA DT RAHETHSTE
S BAR . HEA . B MR HFmA,

B MRSt RA o RA) AL 0.001 £% 100mg/kg 4K E/X &
RER, KisH2 001 £4 50mgkgRE/IR, EMmKiAL 005 £
% 10mgkg RE/XR, vA 1 REXE KRBl 1-3 RANZLT. EHAOH
BRAFAEREFRLHFTN. FHEFFEOWA. FE, KEd
— BRI, AT RR MR fo B EARE ARG LT QT HRE,
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ABKABHEAAREBERGAOLERE.
stF B I B AB) oA . A LA FARMRE94 20
X, RAANERHZ O RALH AR FHH—F.
ALY HBFTHEARBMRRLBD TR HEA, —
5 ANEBI A B EA HBRGAE, BEHRESH
B, XA ATAGFXBLA LT L EOHYTHEZTHRL
B MRt B B R R R AR RS S,
5tF G Mo th, AR —FP R S A E MRS R B KSR,
AKEBEER . KGNS E BRRRE R RILEHER, R
10 HF, XFHSREREBEEF, @ ELRARBERN G LR ES Y
EXFHBHRFSY. AREBRALESTHEKA. LA, LT
FeER 2. BERABRBEARAR] o IFEEREGHHFAR
R E B2 KNR.
BT —FREFEERSFTRG RN ER T —HEH
15 ABEFNLELEK), AEEREFTEERR, RABERFKRLHE LR
YRR DT, THREES R ER, T RANRARA T A
AT B R AmA), BlreiK AR RN . REMAFSF.
a4 64 2 M Bk LIEHR B AR A ZAAAN . LH KRS

BAPA UAEF
20 Bk SR A AN, L. BB, K. BFah. 5.

Eh. FlEAAK. RIS, AHERBRAR. ZREH. 54
Eh. BaH. BAEEE. B, LB KRF.
T RETECEFTATEE. Fick. BAF A HHHEHRAR
MF), REBECAAERALS RO 6 RHE 5.
25 BARBARM THIAER. LA D, b, BEE. AR, M8
Brds . RETHMK, J0Me, FARXHEMNTIA LS KARA
E o WG IEATE B A AL, 4] dm AR 64 R L R iR Y 3228 A8 BRH i B8 %,
SRR B H R B
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Wit —Fr R SR ARK PG ERRSEEYTEZ G ERRS

TR MBS, RETIARESATFLHRZGEIFFNAF
BT, BT FAIRAN ke td 5 3k 7T 7 R AR A Az H) B

A,
5 A Z R B E M AT B A A AR LR R ARG S A sa A A
AZFIH

4o R O JRAH KA BAREBAR, FRHTRARZAA . ETFEABRK
E PRI X, RTAEE R REEHH X,
B ABKRGETHE KR, 2B FHE 25mg £4 1g,
10 2o R R RESEAR, BIATAZBEEAN . A . KDL K
B TiARAK, BldoKMH S 3E KRR B R RE R,
W REE, KEAPHHWEESNT LS —F RS FHEHALF
LECHERZEMMR, PR OBR.

15 MHL5 7k
[H]-# £ BHEK
FENAFR VT 8 69 M H BB IR G KB, 408 5 SRI 4 4= SSRI
B2 A 9 GlyT-1 47 %50
¥ AA GlyT-1b st ehtmpeiEft 5] 96 LR L. £I#T4A HBS
20 (10mM Hepes-tris (pH 7.4), 2.5 mM KCl, 1 mM CaCl,, 2.5 mM MgSO,)
b A ML, FREMLSHTBE 6 24F. 25, 4% 10nM *H-
HEBANLSILF, M F 1554, £ HBS Pikkmpmr, e
AW R, £ Trilox (Wallac) 9 Rt 2% 25 _E st Aot 4.
EFARER, ELERMNEP, b GlyT-1 H4IHQGILEHE T H
25 ICso 1&-F 20000nM #4937 #14E A, HRi%4&-F 10000nM,

st PH]5-# & B BRI X &K X AR A v #14E R
AR TEHNZ 5-2 CEBROEZER Y, %28 SRI #f 5-%&
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ESEARTR 47 R4 A -

B it AR R AL S 4741 CH] 5-5 EBARBRHN T E K R X
RpARE L, REBEMNG S-ZEBRBBEBRFEMA. BRER
Hyttel Psychopharmacology 1978, 60, 13 A& &gt 47

A FAREE, & SRI 944 £ Lk px ¥ B 7 & 4KF 10000nM
(ICs)#9 5-2 eI RIER.

9

A SEE R R Ak Wistar &R FF & X & R.(285-320 g; Harlan, Zeist,
The Netherlands), F K37, KK EEFFKTFBHEF(G5 x 35 x 40
cm), A WK, SHARFF 12 DR RG L 7 EF80).
T E M RFL T TH A3 Groningen X FHF L5 A ARMFZAH
PR W26 SLIF.

Y
2R TATHY: SRMEKE 25 LA L T4 M6 NFPS:

(LU 2736N)(Lundbeck A/S, Copenhagen, Denmark). 244 F & K F
KRBT M.

FA

R AR GHRARREE T a3k R EAT 4>d. 220
um, o.d. 0.31um, AN 69, Hospal, Italy)#y I-B 354}, #AT/HR 5-% &K
AN . F RITA R B S(0,/N,0; 300/300ml/min) kB X &, 10%
(m/V)#g B A % -FRA TAHHFARE. HRXRE TN L(Kopf,
USA), 335436 M4 (V. Hippo, L+4.8 mm, IA: +3.7 mm, V:-8.0

33
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mm)(Paxinos and Watson, 1982), A5, B F#H: B4 B 2484,

WEHT LI
REXREVIKE 24 0. ¥4H 147 mM NaCl, 3.0 mM KCl,
5 1.2 mM CaCl, = 1.2 mM MgCl, #9 A T3 - 2 B354 1, ik
1.5ul/min (Harvard apparatus, SouthNatick, Ma., USA)., # 15 -4+ #94%
FHATAE S E R AA 7.5u] 0.02M ZBR 64 HPLC /MR, #4T 5-% 6
PR

10 5-H DT
i it f ) #t A & (CMA/200 refrigerated microsampler, CMA,
Sweden)3 20-pl fiki% A7 Af FL i 44 3] 100 x 2.0 mm C18 Hypersil 3um 4
(Bester, Amstelveen, the Netherlands) ¥, 5+ A 2% 5 g/L #ABE —4%. 500
mg/L EDTA. 50 mg/L E#8% . 4% F B (v/v)#= 30ul/L = Z A, pH 4.65
15 WA FHARRFITHH, Aik#A 04 mU/min (Shimadzu LC-10 AD), ¥A
500mV & 3k #& & 4 2t Ag/AgCl (Antec Leyden, Leiden, the
Netherlands), st 5-# €t AT 33205400, AR FRAE 20p] H &
0.5fmol 5-#2 & (15516 A 3).

20 BB 69K LA HH AT
F 2T 20%8G W AN % R KB ATA o tE A AF AR A 100%.
HAB VA S e ARRS Tt B AK-F 6 B SR R R(#ME + SEM). 4ita
# k8 Sigmastat for Windows (SPSS, Jandel Corporation)i#t47. % /7
40 5 st PR AL e AR R E M B A F E 5 H(ANOVA)., BAK
25 /| Student Newman Keuls #%. A EEREWLAT EHN A
BaksE, BEM EFKERITAE P<.05.
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R
7 Bk 4 2 Fi» NFPS 14 ] % 2 5t E G 5 o 5- 74 & K- b5
vA 10pmolkg #97) T & T R4 T H ABREEE K a7 # 7 NFPS

(LU 2736N), stk &BEANSE DL by S-HEBKFPEAETREY

5 (X%,,= 5.45 P = 0.857). tF% T HekE 210 pmolkg & T iz 4)F4
BB 45 E G 347 NFPS (10 pmolkg & FiE4) R H Hi& T Hak-E
2tk B 5-72 6 MK e R (L7 4 F(1,9) = 5.35, P=0.044, 765748
vs. B 1A F(1,104) =2.12, P=0.033),
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