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W& RRANKBBEACE WG 7 %

AWHZPiHAA2000F 3 A 308, #5545 00104832.5, &
PEMRA “BEHRARBEBELSWEFTE AEAHPHHGLE T+,
AARE

AR\ FEFEFKRANRBRERAS W F %k, HLSHTHTH
BEFHEAZRERARTARBAS D BT BEASY, Ntk
wHE L(G-HT) 4. HHR 5-HTu A 5-HTp ST —FH X HHHe kS
BB AFeFERA, THTET TG R KA. WAARE T A 5-HT,
BAMNKBRANBTETOLCER.

B & F) A5 434,561 (199146 A 26 B )28 T 7-m 4.
AR F R BRG-1-(4-BRG-1-RE2 L) - 2o, o2
5-HT, A M A RN, TAFEABLRA. WA, BE. AL Ei.
ERKRE AR,

Bk M & F) A FF5 343,050(1989 4 11 A 23 BAF)RE T AK
5-HT, B4k & 77 M 64 T-RIBA., g RPF RERRG-1- (4-B R eg-1-
k) -EKiLeH.

PCT 2 #5 W0 94/21619 (1994 5 9 A 29 A A ) £ 3| T A 4 5-HT,
B AR A G EATEDY.

PCT 7% W0 96/00720(1996 % 1 A 11 B »-F) 3% #| 7 A 4 5-HT,
BHMNPRERMNGELZLESD.

B & A A5 701,819(1996 3 A 20 B A JF) 3 3F T 5-HT, ¥
DR FeE RN E 5-HT FRIBFH A GBS SR

Glennon ¥ £ A XF “5-HToeF 44K , bAEDHARLRE
(Clinical Drug Res. Dev.), 22, 25-36(1991) ¥ 3% #| 7 A 4 5-HT,
Bikey T-FaE-1-(1-%s L) X,

Glennon 8§ X & “hiF £ 54k: 5 K% %” , Neuroscience
and Behavioral Reviews, 14, 35-47(1990) ¥ #| T 5 h x4 2
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KRAXNGHEEFHAR, CHELBIH. BERY. LT /BhEH
A. B, HA4R, BE. WA B2o, ek, TEZHER. Wi
ARRAPRETRKENSR.

HFR% 4 ¥ 3 W0 95/31988(1995 4 11 A 30 H A7) 323 T 4%
S-HTuHH ML 5-HTu B RAKESERLEF CNS ERIp AR, 2
HEE, BRE. T2 E. X2 E. BRiEE. S48
K. WRIBER/, HEBEREFHEELAHIE,. MEAKRK.
RABZHEHF, AL SBERobBELlEL S, 2FET (HEHHNLE
hE)VRGhE, FRIIFLEEREGRHE LR, L iEEE,

G. Maura ¥, 2454 E (J. Neurochem), 66(1), 203-
209 (1996) 48 8, 5-HT, TR K 5-HT, Fo 5-HT,p & A i 36 35 0 35 3 )
TRAKEFADNEREFEAAGET, ZERZ—FHSTGHEL
e, BEWEEAR AL E.

BRH £ R A5 666,261 (1995 8 A 9 B AF)RA TTHTF
EHOABENERPARDRITLED.
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EREFE1HMRAE 1Y, BRXKVELRRACE., %L TLESR
-RALBREFERTEMN L TEGAETRAE, BHBERAGE RS
WA BB 16 DB E 2408, KA 200K, AABEX VA ER
AHEEAMENX IVAASS, L+ YRA. &, NHXN-C&
%x,.

EREFEIGRE2Y, B3% VI AZEHN AW A%
REHER, REEBAOALESDALKEAELEMER T EHN 4o
LEHALETRE, al IVALEIHTIRAENX III LAY, B
BAEZ 10CEH 20CHRETHT, KLY 15C, REHEHG A 2
DB E 4R, 4 3.

EERREFZEIHWREI T, BdTREREX IIILSHHET
BRARLGX IT4EH: 4, % Il AR EALFEERELRT.
ERERTFTEMN W CEAAET. EH0CELH 20C, 422 10T
B mE T ALY 0.5-2 . ik 1B, ﬁé%%ﬁﬁ%?mw
AW BTMANRBERITREANL. BEERAWEEREY 2
B EZ 4D, i 3,

EERREFE1IHGERE 4T, AR I 5IT TN LEEFEAEFX
TS HTIRAEGX TGS, BHRGRERESY Mk
25 0.5 B E4 208, Kk 1 E.

EERFZE2HRE 1Y, @it VIII 5 X R'H 44669 £ 5%
AEETREHA VIIIEGHEHETRAEGX VIILEH; £ T,
AXVIIIASS T, QRETZGELE, HloRE, it X2
. £. K. B, B &AL CCOxi. BA =ZRPTE. (C-
Ce) &, -SO. (C—Co) 3o 2 (- F t 52 0.1 & 2). -CO.R® 3 —-CONR’R";
EFR. RAFRMEIHL AN, CCORE., FAREK, X
PR ERARERTARFREE —AREAMARREARR, A&
BAREZ I 3% AR, K. £, B (C-CRAE. (C-C)EA
A, ZRAFE, EEAF-SOCCOEAFEFLKRAO 1XK2); PR
. CCorkAk., REREE, EPHEEAIERATUAREMRW
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H—AREANARRENBRK, AEARKREALABE I HE AR, K.
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FRBERAH C-C)A, [(CCIREIFA, HbaFhssy
RFER, REARLFA-CH) o~ AT &FEARSEGREE. F
sedk, XSk, RibEe R R REASEFFELRE, q
20, 1. 2. 3% 4, FEEFPHEFRAPLFARLS TRARENL
B—AREANABRREABRA, AERRKEAFARIBZEDR. K.
B, o, (CC)RA. CCI)RAEX. ZHFA. £1F-50,(C-
Coltd, AP gR0. 1X2 REAA. CCorwi. [(CC)k
RIFE, AP FARsAEXE, BRI LFA-CH) .~ X TH
xAHsdkamw ik, FwE, Fi%e R EiER X
ol Ko X FoEed X, r 20, 1. 2. 3% 4, AR FHEF

EARF ARSI TARFTREE AR EARKRENER, HHFRK
RERIE T AR, K. B 8 (CCokE. (C-C)RAR.
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ZATFHE. CE0-CCli. RAMA-SO;(C-CIE, ¥ j &
0. 1X 2 RFRFREE-RHEA24ANMENGHE, REAR(C-
Co) e, & R 3% (C-CORRERM G RERG — AR R
FEHGRERLEATELELENRA —RS —ARERT XK LR
FRINELATEASLEGRERTY (C-C)EBEEN XNGCHER
f. B, SOXKSO; XRHAKLEGY P, HRABGCFTAAELH AR
FXG. G L CRCTFHERRAT, LA ENL., HARBFAE
# 25C 545 140C, Rt HAHBRET, ERBEERTFEN =T
EHR, NN-Z PR FEBERE. NN-ZFPRACBER N-FE-2-9%)%
B, HEN-FHR-2- g B PHT. EEGROELKERMA.
BEAT. SANLAREAELT, UA KRR R. = LEPRE.
3% KK B B

ERFEFE2HRAE2F, A3 VII#THEREG-HERRM,
BXVIILSHHERAEAX VISH. RS ST, B X VII
o hE X Ieisd

9
N |
(R%*@ WH
b = O

ERHEETRE, AKX IXMOEETRAE

THZFREY> Bk, PAAREAR—RAESTEFHELI LKA
ERHTRXVILS Y. X XS BaAVINERETHHTH T L
RETUARA—FX$A>MFEHTHERN, AlHk EEE (TLOXS
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ERAREE (HPLC). AXEH AT, TAXHEEES E ¥ @K IX,
FEEBAT, TARKARBEARAAR #doth 7 BT RAFX IX
AT R X VIAASY, Hle, B IXAEDEENLE. F
XX _TFEPHEREBUZUOEABRBRIATERBRGHEET m#
ZRAREFRARBEMEARGK. AR KAFT EOELALT
WA S RS A P R B i B S

BMBEEASRNEABFTAREN pTARTAR. FAEARIWE
kvl b, AH-T8CEAH BCHBETHA. AAZRLEW Ak
dF k4 25CTF#AT. ATEHEEATRGELHRCKE AR,
RTES., — Rl —CETPEAPARKAEA/R- (=T
AP AAE. K- CTATAERE) REAH. BESESL
KT “AMAKASRARE” , Herbert O, House, % 2 h&k, W. A. Benjamin,
Menlo Park, California, 629-682(1972)#=v3 fy 4k
(Tetrahedron), 38(20), 3059(1982).

BEA X VIRAHTAE § 8 LM A IR R EFFF 6
., BRANDIDLENALELERTHAY, REERTEAF
FEEH X VIS E AL ALEGBIXRRAEREH T4 B H
k, REABBEAANLERLBERFERNLES YD, REAH#E
BT R T A SRR &, B X VIS &G B R T A B
BHELA D AEAAE L ETHATANBRRANBLEKRERN FRERE
BANERN P PHRERXCETRAEFTEEHAF., DOREARENE,
HFEMESBAERG R,

X VIS Y EAETHRAEUTLKRA “EFHALEH” )DZAA
B RmEF S, AR kiEE 1AG-HT,) o /XK o7& % 1D (5-HTw)
SHRG B RN/ ZBERFN. ZERLESDTRATAETGRE,
WA, FERAEER BRHE(HBEEE BXBWEREALRE
). G E R MER. REMARKER. RAREF H T R).
BABERGEERLSPHZHARER). M. LEH REH (F
wiEE. TEFH. #% 8. 2eiE REFTHEZHIARBE), %
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AWkm. kR, FEHRER BaAgE, BR. BRLIEF @
R, BREE. 5REAXGAEES T B (ARCD)). W42 &K% (4]
e EHERBRTHER. BHLLHRIROMEERRPRLE
EHEFR), AT EEFHBlrhElid ). T2 T EHN L
hEEE), MeEFEA. FHEERRFRFI Ao EHKE).
WAL REGABRER, 2 %44, Fbronyalgia Z4-4E. B ¥
i BEHFRELE KLB 258 ME £& @Bllw
A E)., BHEABREIAF LR (BLERBAX).

TABRBRIRTHEGFAAFERALESKXBADZX VILA
Mt & EE-1 SR ERE. 5-HTLE AT LA Hoyer £
FiEMZ (KA R (Brain Res.), 376, 85 (1986)). 5-HT, & #
PE T VA Al Heuring #= Peroutka ¥ F M2 (HLEF £ & (.
Neurosci.), 7, 894 (1987)).

TAER THEMNEZX VINESHE S-HT L A1 5 54k iE
M, ¥FEKBZHFHLFEFE 204K P 7.7. 2 & 50nM
TRISSHCL(Z [ TFTAIEAPREBRE)GEFRT. REHOXY
A 450006 & 10 54F. A LEFRFI BB RARB ENREF A
%5 20 4K# pH 7.7 65 50mM TRIS-HC1 & #4%F. RE, Hizii%ER
T 3TCHRE 15 547, KB H & F R0 450006 & ¥ 10 543 F &
rTFE. BEAGRRY (Y 1g) E#H &5 £ 1500l 2 A 0. 01%4 3%
B (REpHA 7.7) % 10uM £ B T & 4nM R 4L 45 (CaCl,) &9 15mM
TRISSHC1 & # & F. EEAW, ¥ iZzEFREKLEXEZE Y 30 04.

REHERBLTHZRAHAMN. ARBRIAKEKEFTEERE. & 50ul 20%
= 24K (DMSO) /80% &4 K & & F mA 200ul M AR 5-F & k& (2nM)
A 50mM TRIS-HC1 & A& v 895 &, MAEFRAA 0. 01%4 3F f2 B
(pH 7.7). 10pM A& BT, 4pM §4L45. 100nM 8-% K DPAT(—& %
£ tetraline)# 100nM mesulergine. ®iZ B4 F A 750ul
FRRAL, REXHARNAEAFRERRIUARBRYINES
R, REREFRAEARFGIKETT2CHEIOLH. RELRE,

16
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W B R A BT 4E K (# 4o Whatman GF/B-filters™) i j&. &K
E ¥ A4 A 4nl 50mM TRIS-HC1Z #& (pH 7. ) #b#& 3 K. K E
P A2 B F= 5ml A 4% (aquasol 2™) —R MmN WA P 52 F it
B, TAHENASDEZHNETHHHELSH., RETAAHHE
4R AL F i FEE ICs.

X VIt 5-HTu &R ATAERETHZHAMZ, KX
ABEFRBAG RS2 AREN lgtiHR, KEA 1048 0.32M
BEBAERAE. REKEFRML 006 F 1054, o EFEgHFf
YL T00006 A B 15904, FhbiEk, FREHEHLFE 10
A A% 15mM TRIS-HCl 4 ##& (pH 7.5)%. HEFKR T 3TCHKR 15
Sk, RAERBRERE, HEFRV 700006 B 15 08 FkEF
., FRIAGEZARMDENEFAELSA oM LS 0. 01%4 IR
fo B #5 50mM TRIS-HC1Z #% (pH 7.7) . KHERT-T0CT A& A
FAEL SR, TREALANYEAsHEE, A IOUMEETHEFRA
y: 2, Sl

REWHEERLTHEHE. HELSHHNTH 0ul R, I
&) F] K B AR (1%DMSO 3R B ). #Z &R T mA 200ul 1. 5nM & A
DPAT 4 50mM TRIS-HC1 £ ##%& (pH 7. 1) P %k, MELEFRALA
4nM RALE. 0. Ol IR B A B T. REAEZEREAH T mA 750ul
W HFBHROEETRARKRGIAARY Y. REREFRERD
Kb F 37TCHE 30 424. KE, FEkTIE, A 4nl 4 154nM
£AL45 65 10nM TRIS-HC1 £ 7% (pH 7.5) 6%k 2 K. A AEM.
HBRBEAEZFAN BT THHRAN TR, A8 o 8E FiH 8
ICso.

X VI 4% 2t 5-HT,, Fo 5-HT,p 2 4K & B3 7] Fo 3 40 5 & B T 2R
BB THrrREmfeRk EdTRE. FHH Hartley B R B K JF
Mk L d & 5-HT, &4k, % 5-HT, £ 4RELE Mcllvain A5
BAEASSMMAFAETA AT ELEEZREFE. FALA
FHHEH-Teflon®4) XA 4 A InM EGTA(pH 7.5) # 5mM HEPES

17
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ZhxETHL, REWL 35000 x g FTACTES 10454, BBy
FHAFA4LA 1oM EGTA(pH 7.5) 45 100mM HEPES £ & b, % &%
KEHFEE 20ng(BHL)X Sng(ER)EZ G K. WMATIHRAM, Kk
5 b i B A M A A 2. 0nM MgCl,, 0.5mM ATP, 1.0mM cAMP,
0.5mM IBMX, 10mM %% & PLEZ, 0. 31mg/ml PUAER A% & 3L A%, 100uM GTP
F2 0. 5-1 & B [*P]-ATP (30Ci/mmol: NEG-003-New England
Nuclear). HAZMAINAALEHARETESE (—X=ZH) FF
B2, TI0CTFHREIS4. AEF P 20pl A%, 10pl %4
RE Ak (LREW 10X), 10pl 32nME I MR E A&k (LR EH
10X), 20pl £0 & (LR EH 3uM) fo 40pl R R B REH. A
100ul 2% SDS, 1.3mM cAMP, 45mM ATP & & abfkim, AL E®R T
A 40000 dpm [*H]-cAMP (30Ci/mmol: NET-275-New England
Nuclear) vA M @ M A F B4 65 cAMP. X A Salomon F #5757 % (447
4 # 4t % (Analytical Biochemistry), 1974, 58, 541-548) 4 &
[P]1-ATP # [*’P]-cAMP. B AW HET RS ZAHFHATEZE. A
10uM (R) —-8-OH-DPAT # & 5-HT. &4 & &k K4, A 320nM 5-HT
i E 5-HT.,, &6 & K474 . &K B #4E (R) -8-OH-DPAT 3} 5-HT., &
&5 37 %) 4 AR 3%, 5-HT &t 5-HT., & A 65 ¥ ) AF 31 L X A0 540 o 3 )
T, A3 32nM BB A 654 AT F S RUAT SR 69 1 Bl £ A
0 A% 3 BR 3R A B 5 PR B AE R 89 14,

TAEBTF HEEKRA TR XX VI L4 5-HT,, 8 3 7 5]
R R IR GRAER 6K A ERE.

{# Bl & B Charles River 694 M Hartley R A H T B £,
W R AR EHARE A 250-275g, KB E A 300-600g. FBF, WK
REFAFZEELAT (BAEE Ta.n. -Tp. 0. ) RFES TR, %
B, DB TUARERFLSH K.

TR X VIS RERGE AR Inl/kg 94 RL %, A
BARELS WO ERERKE. RBLSWEBEFTEL Y 5-HT, ¥
B 60 2T aRLE .o )ROFTHTALTELEH (s.c), ik

18
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S5-HT o B HH TAR, #lhe[3-(1-FHAudbt-2-KX Fi)-1H-%%
~5-3]-(3-AE A ke -3-K) -k, EALSW T AEE PCT A F WO
93/11106(1993 % 6 A 10 BAF) P HIREH &, L% H
5.6mg/kg, HTL%. AF —KAMNERETW, ¥HRAEZTEVRHB
HEBENFEEERFREI0OSH, HABESAREFREERMEKY
K. BAMNBHREE, $IVWADR—HEA. EHEAREKRE
W, A—RFHIPDFERBAZION. RAFTAIIURLAKFR
EHRMERE. ERKINFARAKE KRG F FRRBAEH K.
BoERELBEAHNELMA cn RAFEF IOFRAZTERBLT. K
BitE TRE.

EOoRBEEERY, E-9004HMNE ‘S84 HEBREAXR,
E-60 4 HLTREXSGHHAE-0SHHRRMNE. £ 0548
% 5-HT, ¥ F, A& 30. 60. 120 F= 240 54 B R K&,

ERTHZAZEF, 2-30 08N ELHTARELL. HXE
A4 = 5-HT, # Fh | B 6F 225, F£ 30. 60. 120 #= 240 24 5 &
TR,

B S 5 £ 5 M43, Bl A Newman—Keuls post hoc
SMFEELNE.

TRBEAER X VIS B AEDATF W E RS B RN
RERFFEIRVIALS AN R LML 65 &M [P.P. A. Humphrey
% . Br. J. Pharmacol., 94, 1128(1988)]. A ATH EXH
F(—HemhFERAN) Y. SoifFLHnETHTETRX
A TAEBRBEARFINRE G FTAGEFHIE M. £
Fenwick %, Br. J. Pharmacol., 96, 83(1989) ¥ # 74t & 32
R HegHEFER.

feFES-HT. EHAEFRETURBRI RIS RES XL RN E, &
5-HT. &4k, A XA KREA B, ['H]-8-OH-DPAT 4 2 &
PR [D. Hoyer ¥, Bk # %% 4 & (Bur. J. Pharm.), 118, 13
(1985)], *FF 5-HT,n %4k, ERAFEKRABHEHKE, PHloF

19
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FH A A S HEK[R E. Heuring # S. J. Peroutka, #2453 & &
(J. Neuroscience), 7, 894 (1987)].

HEFXVIEIE - FHIEHALCETHANBELSEA, Al
Fleg i AR M o R LR IP ARG (Bl k&R, BERAFE. $EF.
kBl THIK. KEMYE., wEWME, Bk, FEOE. &
e, EFHEARETHAK). L AAETHF B3 F kB,
FLUMREEFRARK)X S-HT FEBRIFH A (Bl g KT A. 4w
., RBITEAMFET)F/ARMEEARAO LD $ CBithm
EERBOLY BPlimkik$ €, k5 A BE B HH ¥ 2 8
FFHREBCHEAXE S CEEFHNBERST, LA LHEIIESHNEF
KA.

X VIS EETHAEL 5-HT HHEIRWFH A (F 64 K
R, AWK, RBITRMFET, AESEHHR)XRETHEAERS
mBEESBX (A THIAVILESSE 5-HT BB H 7 o9 2 5 &
A CEWREF VRARAGKEARET G, TRTEAXRTEG T
MARES-BERRAZEEZEANRBELEAXTAEOAER Bl
f)E, WA, JREEREE. BN E. AIGEEERER. HETA
R, MARRER. REARF. e, KFEHREH. EARk
M. kA, FEHER Bz, AR, CRLIEF B R.
RERE. BREALGRILAFS). MEAKRRE Pl iR R
THER. HAELLHDIROBEERRAPREARBEZHER), A
SREF BB lEid ), AFTETHNARELEREE). )
RAFXA. BHEERFRD I PG E). BEELER
kb m(ERhEERAX).

foFFE (G-HT) BB H A (k4w 4k) st a8 LFhRK
B, BEE, OHEBR. JTREURERE. JHLBWE. LHBWHE.
AL BB ERNGERRER;, BidE, GBPBALEZFFLF
Y. QHEANTREARBGER, XIFLA BT EMNTRAMEYE
fEAR T e iF £ BRI,

20
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£HEH 4536518 A T4 MHRN AR, HWASHURAT
B ARENRE, ZXKELIARIHEAAE. PCTAFH WO
98/14433 F A M A F R A F AR A LXK AR BLE M8 B K
o, FlEXENLSHGTRK, SR LS DGLEDHBEYD
ABX LSRG EHER, EXREIINARIHEDLE,

TRAXATFTFEU)-WRMEZEREIFTEARWARGGER
UBAMEGLEFTRME, A FERRE T Koe, B.F, HBFHE
%% f 2 & (Journal of Pharmacology and Experimental
Theraputics), 226 (3), 686-700(1983). A4k #F, T h# T T
HrMEEr: EZRIRZENFREFRAGR
(Porsolt D& “ATAL 2 R%), QHEAAEAKANRER-EEKFT
P RATARERGRES, QEEARARRTAXAKEREE XA
Ja A fe i FHRZERGRS; o (4) X ARSI B XA E e dd
RABERAFE. PR LR ERFZCENRS. TRAHRELHE
4] 4,029,731 PHREGFELEDATARAMNZT EHE 7 HHLA £
T RGRIFEIRGERTD.

X VIS ES B TUARIFRAFTER—FREAFTH A
REE ., Bk, THEXVIGERLSHEARAToR, HHF. &
M. BB Bledikn., MAAXET)XRARL HEHXRET
BEBRANRIANL G BT .

NFuRsd, HWBLS MW TARBAIFTATEATH AR
P EBEANRBEFHBX, MEABRHBMNEZ, #id, HBEHN HF =W
BALEAER. BLERBARBAXEGATASEE); HAAAN H
A, WMEAEETREES), BREN Bl BERE. o
AiLa); BB BleLAZERRERLERA)RNEEF (B4
+to R ARBRA). TAEIARR A LG Tt ARATAR. A
FoRLHARKHMNTUARERN. BRERIARERFHX, XH
RATAGRATRAARELCEERAMAES TR SHHX. AL
R AT LA TR ERATH AR H b 8h R (B30l 587
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X, FTEAGEEZRENLLRAM); SLAH Bl FaRR T 518
) EKRBEKR HBldedid, BEBEBRXRLE)FHEN FHetEri
APRFERBERDLAER)fRH.

ATHRFLHGBSHTARAFTAG XEH G H F REH 6
%K.

THX VI TR ES D RFANRA TALIEHATEHIL Y
B, eHEEATHAAHEERRAIWER. EHAGHNTALZLA
RAFMGZLEFN EHZRN Pl ZH)XENEELEGHBX. 446D T
AREFEREKBEATHRER, ERIAILRGEX, F AT
SR ER, BREMNF/X0EMN. 24, FRAITAZLA
TEAGRATALEER K LE. LARAKRETHEOH LB X.

BTHXVIGEFRAXSDENRABASGBHOBX, flsh
FALA AR L TTRALCHHEOLNXBEGHEmA.

HTEHEALERBANLY, TUALIELZHFEZREFEZHRX
VI EBRREMAERRBEROBXER, REALEMNTEH
FOBIAMMEGEERRFETER HEMEERIFFEMR
AEEZAREN, fl A -—RAFR. Z&ATR. AR TK.
—EABRECETYAK. AMELEANGREALT, TR@EITHE
NMAZHNZLLEAERTEANE. PEABIXRFETULAE
MBS ERIBRER. ATREAZERRAZORKRERGFH (b6
AR R)SAX VIS PE TR R E R LBERITHGH
KRe%

ATEH—HARARFTOR., EMIIXAFLENLT LERE
(Bl AR) 6§ X VI F WAL HHRFHNEH 0. 1-200mg FH RS/
BERE, TAREXY 1-4 k4%,

HitdATE—RRATHF LR RE Bk km) a2 EH
HAXAEE, AAE—HENER— %" LENAA 20pg-
1000pg X VIt &%., A FMNH &858 H £ 100pug-10ng 4 5% B
R, #EATLHHKR, Hli 2. 3. 48K, K1 2XINMHNE.
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LEXVIHERLLS S 5-HT FRRIFH A (k4 wk) —
RATHAFEALEREHEEN, REEE, THXLLOPE
BALHIETHRAEA-—RLY, 2582 TAL L2245
FT—#, FEAALHETAAERNETXREHNETHAA. 2L,
TREREFTAERRARAGHN EHIL Y, B, TAKALE $HFT
HAMKEREKAANA. KE. BR. BN, #8. &5, HvEH.
KERER, TEHER., AN, BRXFHBARES. AES KR
ERHERNXELN, RASKEREPEHALFHANENE. &
g, FT A& BT v JR 25 ) F N & F R 6 Sk Ao / R Rk
W, BF, NINEWEMENEFTHREABLHWEEETHY
0.5%%5 90%, FPRARBEAEG LA T2, 5-HT FHIRIH H
(e mAR)ERMEMNBFHREADEGHEEENY 0.5%-4
90% HFEAAREMEHELANZY .

ATo—FBRARITOR. M. AMAFHRLHUALFT L
K 55 H N (BA X VI EEAS S 5-HT F 3 B 37 4] 7 65 4)
F)FAX VI ERALEGHGEEHZEIFNZAHY 0.0lng-2 2000ng,
#2420, lng-4 200mg X, I 9 FHRS/E4L4F 2, TAHEXS 1-
4 K%Y,

ATE—BARARTOR. FHIIRARLHALT LEBE
BEFHAF S-AT BRBRFFAANGEEFZIHN EHY 0. Ing-4
2000mg, it % 1ng-%4 200mg 5-HT AHEBRIH A /L5 HF, T
FEXH 1-4 k8%,

ATH—FAARTOR. BBIARAFLENET LERE
MEFHAT, 2oAhEX VIFRALESWHELGHAETRAY
0. 00005-% 20000, 4#3k% 0.25-% 2000.

HtSAATE—BRATET LR RESAFANE S H A A
RE, A F—HEHNER—H"AFEMNLSA Y 0.0lpg-4 100mg
N VIGERLSY, Kt Y 1lpug-4 10ng FiELESY. H 0 TLY
BK, B2, 3. 4HK 8Kk, HFXI1. 2X3IANHME.
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Hiksr AT AE—BARAFTE T LEREGRFTHF A #TER
B, A H—HEMNER— K" AFNESAY 0.0lng-%4 2000mg
5-HT BB H A, K4 dik, KXY lng-% 200m £ 4k. &
BT ssok, Fld2 3. 4K 8K, HK1. 2X3IAHE

4o A&, %3 5-HT BEBRHHM ke dHk) 5 X VIS
WBERAE, TRAEARWRER THT. XE448 5-HT HFRR¥ 4
Fl s @ HK) X VILESHG R RASHBFT AT HNEEH
2% #50.01lng-4 100mg/kg k& /X 5-HT H |47 4 #l (L& &
W), H&EY 0. lng-4 10mg & AR/kgKE/X; #%4 0.001mg-
% 100mg/kg hE/ X X VI 444, #i#£% 0. 0lng-% 10ng/kg h ¥
JEXVIALAY, PLEEZRENEFTEZIOREARMLEEN L
heBERMAE.

AT E#B P TALALSGHGHE. BEAKIE, NMR K
ppm (8) £ T H ARBHELEHN RAKEL, BRIEFARLB) G RAESE
5. UEHKANBHREELEEEA.

H & B A
2- (3,4 —F KA RA)-LHRBELIRE

MEARTRHEE. BEH A Dean-Stark S K BHH AL
BRI ZHEEERF mA 100.0g(0.617mol) 3, 4-— R KK
500m] F . BHAGERA 64.401(0.927mol, 1.5 FB)HRE T
A, ke 28 %A (130C) 5 Fl B d & Dean-Stark 4K &
ek 20 R, REAHEETR. MALERLE (250nl), KREM
A 123m]1 INZE B, S &FHAMER 250nl KL%, KB A 500ml
BiBEBREAAKREREE, RELTREZARYSH 200nl. WA
200ml FEE, ¥EkBFAKREEZS 200m], A ILwERBHEIS
d . %ﬁﬁ%méL”%%&=ﬁ@&%ﬁ¢ AT A
1.73L(1. 73mol, 2.80 3 %) INME-w Ak HESY, HRERK
£ 10-15C. MEINFAAKE. FRERSHAREIEERFHHF T
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A, REKHZE 10C. F 10-15C F A 252g (6. 91mol, 11.2 % &)
EAKRAE 840nl HHER, AAIBETYAEIA THEHAMAE
BFABRRREEAR. TH-10CHEF1IHE, SEKERK, A
wa kg, L% FHREF 100.0g(62. 6%k &) G & B KiFA
{44, mp 185-188C. 'H NMR (DMF-d;) & 7.20 (d, J=8. 7THz, 1H),
7.01 (d, J=2.7Hz, 1H), 6.78 (dd, J=2.7, 8. 7Hz, 1H), 3.18 (dd,
J=6.4, 7.THz, 2H), 2.61 (& s, 2H), 2.37 (5% s, 1H). C NMR
(DMF-d,) & 146.02, 132.94, 134.90, 122.70, 118.09, 117.19,
50. 05, 23.07. HRMS (FAB) 3t & 14 (CH:C1NS) : 221.9911; S:®I4A:
221.9893.

T 1
4-(3,4-— F K K ) -B K Dok -3-&

OEAREHAE. BEHREAADH 3L ZF B R T o
A 100g(0.387mol) 2-(3,4——f ¥ A ERK)-CHBEERLP IL
IB-Z. 8. GHMARGEFR T MA T6g(1.35m0l, 3.5 % ¥) A A4
4. mBEIELEFEBEAFZTEY IHC. Kz EFRETREEHF 15-20
o4, KEAHES-10CH M 59.1g(0.425mo0l, 1.1 X E)BTLE
# 152m]1 2B-ZE xR A®E, TEREHFYS 3 IHE, ¥ B ERAW
AEREIRRY A 225nl. EXRANHFLHAEHT, WEEF
% P MmN 864ml (9. 15mol, 23.6 ¥ ¥)LEE, THEAITHEY
100C. EEAEEEABRSPEKIMK, REMKZE 105-110CH £
GERETIFRKEBEY. B4 MmAT, AR Z 1156C, AR ER
ﬁﬁ.«t-ﬁ'/}(%i@/ﬂulkﬁgﬁ%ﬁﬂw&n @il e, AFEZER
B, BRERASWEANALA 1700n] Kf= 864ml — R F A 69 5L =%
B KA T 5 T 20-25CH3 10-20 940, o4&, FAMER IL K
ik, KER L 10%E ALK AR KL pHIEX 3] 9-10. 4%,
BAWERABETR, FEREEARYS N 200nl. HEMAF
AARRGEALEARLE 68T, HEEZRAFRERKE_AT
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B, REHBERANIER. EHCTHABRHEBRRRR. BHA
MRREBEHF 200, SEREAKR, ARAARELRF T 45-50
CTHEZFRFE 57560k % 56.7%) & & B ARRAZHAA S, mp
81-83C. 'H NMR (CDCL,) & 7.44 (d, J=8.7Hz, 1H), 7.38 (d,
J=2.5Hz, 1H), 7.13 (d, J=2.5Hz, 1H), 3.93 (t, J=11.5Hz, 2H),
3.43 (s, 2H), 3.01 (t, J=11.5, 2H). “C NMR (CDCls) & 168. 10,
143. 04, 134. 201, 132.25, 132. 09, 129. 42, 126. 83, 53. 32, 31. 81
27.86. HRMS (FAB) 3+ F 1& (CoHsC1,NOS) : 261.9860; |44 :

261. 9839.

b
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