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R, R? H#—AMAEMRLA H. A, -(CH)-Ar REH 23 6 A C RTF#
R,
R'FzR? £—RAELA 1 X2 AN, OFf/K S BFHEHAF LK,
ZA H. A. CFs. NO,. H#%. OH. OA. NH;. NHA & NA,,
AXBA 138 6ACRTFHKE,
Ar Ak Z E B RIRRGEL,
BE%F. ClL Brikl
n¥ 12
2. R 1A AR Ky ib I7 FEALA-Mh o4 Al 1€,
3. RBERA K 2AE, A EETRAXN RGO LLE
b TR 04 RN AR A FARA B R R R IR 6 I ERALE,
4. BRBERA) LR 2 Fo3 IRE, RRHEETRRAATESDRL
AB Y THEH—FERBEHNBEARTENZRAERRGERE
MeAL o
a) = FAR-[2-FHE-4-(F E-4-5Be A 8524
b) [2-(2,4-= 8 FE2)-4-(F E-4-5c B A 8o 54 | = F Bk
) FE[4-4-FERBIE)2-2- R FH)wEnd -5 KAk
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d) (4-F AR BEA-2-AR-F R Aol -5- 1) F R

&) F A-[2-(2,4- = RFH)-4-(F F-4-HBLA k- 5- K Bk
H[4-F w2k 2-(2,4-— FFE K )oBuk 5K )F B

g)[4-F A -2-(2,4-— FR KBk -5- ] = F R,

5. BX T LE FHEH PRV E R G RBEEHHF TR

6. HERA)ZK 5 69X AW AE L6 97 AT Bsath 2 HH H
VE R, FTE R QIEHAT R, WAT SRR, RIEWARE, FrARE.
WERFRR, WILERF, MERRESE. MEEEMERL F
EHER, FTERRKANK. 438 HERLEEZ I CKRE
Mo, BBATHRA B RAIE,

7. BH PIRAYE RRERGGHEN, TRARN QS E S —FK
TACE-H 3 3 2 72 b ST 4 % 0 —FF 3L B A L.

8. A FMERANZERLTHEHHMNGT &, A EeTHXIRL
MR/ R LR TREG—FHERBEHNLS S £ —HEKR, RIE
KF R EAND BB HNHRETHMNEHRX, LR ER, T
B —# R S AL EERA A
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A K i I7 AL At By B8 K o e

AER T BAE A 7 AL sh B X | #93B e Bk e K L A
BEETHESHESERLS.
Z
s
]
A N I,
r—N~ O |

\
Rz

xF
RLUR? H—AMERIH H A, (CH)-Ar REF 25 6 NC EFH
I, |
RIFR L—RALF 1R 2A N, OFo/Rk S RF ey Lisbfo L7,
Z % H. A. CFis. NO,. B#%. OH. OA. NH,. NHA % NA,,
AXBRAH1E 64 CRFHRAE,
Ar A 7 3 F A FK,
BEHF. ClL Bril
n# 12,

AE R —F W RAE X, | BB R e B AE A8 7 WAL S 89 B
iF,

ARPLFEAX 1 BB EL F R4 PR ZA4ER
84 2 M1k ) 84 iR

— £ X T REW N TEFRTGERY,. B, X I8
#)&-#3i& F V. A Chervonyi %, Ukr. Khim. Zh. (Russ. Ed.) 1991, 57(4),
415-418 &5t B F V. A. Chervonyi %, J. Org. Chem. USSR (%#4K)
1988, 24, 401 ¢ V. A. Chervonyi ¥, Zh. Org. Khim. 1988, 24(2), 453-4

-1-



10

15

20

25

......

................

¥,

A KB B R F RSB TR I A MR, it
R INAE 38 7 VAL B Fo ) BT VAR B A% R BB Ak Tk AR Ky 08
IF E M ALA-th Fa/ X A F N e,

BATER, XIS MA RS F L EM LT 5S-HT6 $HhFE 5N
EASBEMER AR RIFHG S, SATZIE S-HT6-FERAEA X,
5-HT6 #5h4E A,

5-HT6 S#HMA 5S-HT £HRY—ANMERK, WREF 5-2EEK
(5-HT), &#AhhikE, CRRBPH—AEZNAFTALER, £
1 RAF 8| ke, ER W RRKE, BEhESH 13GEE
gL — /BTl

SRR T 5-BER 5-HT6 SHRNBEXEEAETRIELY,
¥ 224 (nucleus accumbens). KRR, HREEE L CAl-3 K., X
W ERRBE LS B RARE X, AR RRBIetiit 5 2 X
AR, I, RFW EBRANIIE LT 5-HT6 R L FEAF B2 —F
ITH S, ZiFSiEta S T 5 MM IR ER, F5 BE
ARFIEEENMSEET S OGN EERERRGIEETHOE
MHEEN S CRMEH). TR, CRIELTEZRWARETYSCBRKER
RALAE AT, ISR B P R — Ik O RGBT R T X
AR, TR ETRELES S-HT6 24k, ATtz h
R 64 BARAT KT 8 (e REF) A 23R4I AR (G TR B,

Foh, EFHHEBRMAFTEAA, BY 5-HT6 AL Fesmat e
2. PewAes A TIiLIlL AN R R T2 Eb R,

B AiX R E, TIRE 5-HT6 $HhSHA AP ERFHE
B, e R RS R, WARER TR MERA X,

B I WAL AR ETREFGEETHY PN ZEEE
Tt e ST ERALE ., X I REMARA LR LTS ERENLY
R ESR T AR, Havs L E, BIEWAE®B. L Roth ¥, J.
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Pharmacol. Exp. Ther. 1994, 268, 1403-1410). 74k (D. R. Sibley %,
Mol. Pharmacol. 1993, 43, 320-327). # & %% (A. Bourson ¥, J
Pharmacol. Exp. Ther. 1995, 274, 173-180). itz HE&. the K 4o
1B, MEHGEMEEL, FEMEER, TERAESH (A ] Sleight ¥,
Neurotransmissions 1995, 11, 1-5). £#kid 8. A BHELKEZ LT
MRAAFEFF, RIMITA R A BT 45048,

AEAGBRAEA ST EBRNGHA X TSI RA LR ETHS
8 3 R E .

AR BARA ST ERASIHX I hS LA m TS
84 & RIE LA 649 A .

AEPRE—FFRX 1AM RILEE LTS EREH S
YA P ARAY 22 R R IR 08 F AL S & B,

BiZEBX 1 W ER i RIEERENSFEX I 460
#med, BACMGMEIEI] ABBRmeH. EXNCHA B 4o
SLAKA 0 HERALH) _

STHARE—RGHALR, W Z XA FHNCNHELEAR
Bk,

ELEXFTXP, eREAFINRHABA, LB R
R, ZFn AAAKXTE VI ¥ATIE86543L.

ALEXT, ARSI IBREFAA 186 AMNCRT, #i2 1,
2. 3RANCRTF. AZIFATER, ZALE, &k T FTHA
MTEIRTE, FSLTAHARE 1. 2-XK 3-FETH, 1,1-. 1,2-
H22-—FHERE 1-CEARARTE, HAKLETA,

EH AL RH R, 2-K 3-THE FTHLE #THL H4
itk 4- B, FRIHERS-THEA S TaFEARTHHINRLES
E- 3

ArRitAk Z —-, Z-RE-BARMEE, X+ Z T H A, CFs.
NO,. K#. OH. OA. NH,. NHA 3 NA,.
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Bk, ArdEsEA, 4F-, M-FA-FEERE, 4 @-H-2K
FA, 4R M-Hab-mAFEE, 4AR-. H-Ha-FREAFE, 4R -
FH-RTEFERL, M. jE-fe-fLFL A E-RFNN-—FL
BAFERE, AR~ H-Ho-ARER, 4. H-HaT-BAEE, 4 [
BT PEA A, AR, M-RaT-TAAEEL, AR F-HR-ZEAFL
FA, AR B-HA-REFE, 4B B-HoF-R K, 4R-. E-Fat-ig
&, BIMEE23- 24- 2,5- 2,6- 34-H3S5-—FEEXE, 23-
2,4~ 2,5-. 2,6~ 34-H35-=FKEFE, 23- 24-. 2,5-. 2,6-. 34-
H 35-=HEL, 23 24~ 25 26~ 34-% 35-=HEHL 23
2,4-, 2,5-. 2,6-, 34-FK35-ZFFK, 23-. 24-. 25 2,6-. 34-%
35-—FRAFXAE,

stF Ar R, HAKREL, AR-RA-PEEE AR-HAF-RE
A, AR EE, A-TRARER 24-—FFL,

F-(CHy-Ar ¥, Ar AR EPHKLEENZ—, P nTL
A 1K 2. 5 TF-(CH)rAr &3, Al FR,

Z % H. A, CF;. NO,. H#. OH. OA. NH,. NHA X NA,,
A AFRELARTEAPHLLEESNZ— ST ZH45KLH F
AR ERTFERE

nfEiEH 1 X2, kit 1.

R'#2R? 4854314 H. A, -(CH)-Ar RELAH 2 5 6 A C BT
A, LF A Ar, 85 E P n LA LA 694 RAF R ik
A2 —,

5 RIWR —RAALA 12 24N, OF/% S BTFHEM
fafa 3R,

R!#s R? —RMKkAwE2-R-3-%hE. 13-Z8KRF4-E W
£-2-H-3-Emr A, 1. 2-3K 3-eb A, wWH-l-, 2-H-4-sk X w
£-1- 3-Hedtbrd K 1.0 2-0 3-F AR, 1o 2-0 3-H 42 EA
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ERFRE 2- 3-H 4ok, WH2-, 3-XK 4-kmhE, 1 4-=oBLk
1,3-=780%-2, 4-%-5-2, NE&-1-. 3-R4-HBA. KNE-1-. 2-, -
4-R-5F AR 1, 2-F 3R, HAMEE R o R? —H 1k
AR 4Dk,

ATARLRE, X 1685 ERASHReMgLe LT
B ERERIY, X1 RESWRENGEE ETR S HREN
WA AVEH & 97 EMAA M MR EZ I PRV ZRGERG LD
MG AL, BERHNRRIIHGEX 140, EPEVHRELR
Z—EA A LI RN R LA 2 —, — ikttt
TARAMEFXIWUATEXaEIc AT, MEPAREFEBPBEHL
AEAEX] PAIRAHEL, 42
Ela ¥, RIFR? H—AHERIAHH A -(CH)Ar ZLH 2% 6
A C BT o485 5,

A ¥, RIFeR AXIP—=RKN 1904

(CH,),-0A
Ib
%
Elc¥, RIFR? £X I F—&H 47Ok L,
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x T I, BBAEL 1 6 AERANKLX Ta. IbFoIc #9TF 5

o4y

AR 2-F A (T R AR )R -5 2 )

[2-(2,4-= R FE)-4-(F F4-5h B )rEwd 5. 2 ] = F i

FA[2-24- = RERL)A-(F R-4-25 B )oZrk .5 K Bk

F R [A-(F R -4-FRBLA) 23 T R Bl 5.2 Bk

F A [4-(4-8FERBBA)2-(2 4- = FE R ) Erd -5 2 B

(4-F A Be AR -2- 1] - 7 R e 5 25 ) T B

[4-(4-RAEABEA) -2-2F-F F B -5- 2K | = 9 B

(4-F A BRI -2 AR - F Ao 5 )P Bz

F A -[4-(4-FFBBA)-2-(2- RAE L )rEr 52 B

[4-FABLAE-2-(2,4- = F R )8k -5 2 ) F B

[4-F A Bt -2-(2,4- — HF L )Erd-5- K = PR

[4- AR B2 -2-(2-HOE A )l -5 K | = 9 Bk

1-[2-(2,4- = RFERX)4-(F E-4-58b A 8ok 5 K Wk oZ

1-[4- A B A -2-(2,4- = U F A )rBrd 5 K R

1-[4- AR B AR -2-(2- FE A )rE k-5 R R

4-[4-(F F-4-5x B0 K)-2-5F- F F R eBnd 5. X Dok,

4-[4-(4-BF WA )-2- 55 - F K ek 5 R | Hnik

4-[4-(4-RF AR BEAR)-2-F K vl 5 K Duk;

4-[4-(4-F Bt R)-2-(4- 38 F AL )rE e -5 A Do
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4-[4-(4-F BB R)-2- 1] - F7 3 H vl 5 |7k
4-[4-(4-F B BLA)-2-(4-F A E K Bl 5 K Dok,
A-[4-(4-F BB I )-2- 3 K v 5K [ololk

AR -(4- AR BEAR 2 Ao Brd 5 ) B

4-[4-F R BA-2-(2- FE R Bk 5K Dok,
(4-Fagme R K eBed 5 20— PR,

(4- Bt AR -2- 1) - Akl 52 — 7
FAER-FAA(TEA4-HBA)EE.5 L | B do

F 24T E 4B BEAR)-2- 1] - F 3 Fheok 52 Bk,

Xk FTX la, HKikEH TR sl bWtk h it FFiEiedd:
PR [2- R A (T R4 R 5 AR
[2-(2,4- =R FHK)-4-(F K -4-RRBLE B ok -5- 2] = F Bk
FA[2-Q24- T FEA)4-(F F 45 B A ) 8ok 5- K B
- [A-(F FA-BR B )-2- % - P K HheBek 5 2 R
FAMA-A-REABA)2-(24-Z R A )b 52
(4-F BBt AR -2- 1] - vl 52 )F R
[4-(4-RFHBEA) -2-5F- P H K oBod 5 K ) = F 2
(4-F AR B 248 - R Aol 5 ) T
F 44 RERBA)-2-Q- R )Beb -5 2 5
[4-F AR B A -2-(2,4- = FE K eBrd 52 | F B
M R (- B -2 A el 5 ROV
(4-F BB AR -2 Hheked 5 ) = R
(-2 F ARk SR = TR
FA[2-H A 4-(F R4S B Bk 52 B
FEA(T FA4-BFA)-2- - F R Aok -5- 2
[4-FAk B -2-(2,4-— RE L) Bok 5 4| = F fcfo
[4-F AR BeAR-2-2-F A K )rEod 5K ] = TRk,
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X T Ib, ikl AT 5 sty IEWAE A 8 57 7S M4
1-[2-(2,4- = K A )-4-( T 45k 8ok 5 R
1-[4- 5B -2-(2,4- — FE A )eko 52 o vz Fo
1-[4-F AR BEAR-2-(2-F K A )Bod 5 KRR,

xF X Ie, WAL T 5| G40 MWAEH & 55 &AL
4-[4-(F F-4-5rBEAR)-2-33- 7 E A vBed o5 2 Dk,
4-[4-(4-FF AR )-2-3F- F R Kol 52 | Dok
4-[4-(4- R E B )-2- F Bl 5 A ok,
4-[4-(4-F A Bk )-2-(4- i F A ) Bnk 5 K | Bek;
4-[4-(4-F Ak BLK)-2- 1] - F K A Fed 5.2 uk;
4-[4-F B 2-(2- R A ) End -5 2 P hyuk;
4-[4-(4-F B )-2-(4- F A F A B -5 Aok Ao
4-[4-(4- B Bh 2R )-2- K FheBond 52 | Dol

FEPR—F T RAARTHRESBREMNG—FAE L TH
Z ) E KB A R FIRAZ ARG R R G ERLS % A
iE:
a) =W RH-[2-FA4-(F R4 B )Erd 5K )-8
b) [2-(2,4- =R H)-4-(F F-4-sh 8L B ed 52 ) = 9 i
0) FA[4-(4-FAEBBEL)2-(2-FE L) Eod 5 KB
d) (4-F AR Bk -2-4R- 7 F A erdk S0 P B,
e) T A-[2-2,4- =8 ER)-4-(F E-4-5R B2 )eE o 5.2 B
D4-F AR -2-(2,4- = FFE 8ok -5 | F B
p)[4-F Ak B -2-(2,4- = RE A )R -5- K )= T

XISHBE TRLH LR ERFRERAT SRS LAY
4% V. A Chervonyi ¥, Ukr. Khim. Zh. (Russ. Ed) 1991, 57(4),
415-418 &R F V. A. Chervonyi %, J. Org. Chem. Ussr (F#i#4K)
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ELBFAFHGRFEY, NIHRAE =R LB LB FIFIK
Sl NI FEERABRIAEEFMESX VY EHBRARALFAE
XN VIFATHEER, ZRaBid s X VII #98R B RAER) X 1 #8%
Bheled g X TS, XI5 VIIHERAL AL Z, RIFZREAF N
AT 45 2R 69K L K AF B K i 652 3L,

SRTT R Y TR R 4938 B R B A4 LAFH A4 V. A. Chervonyi
%, Ukr. Khim. Zh. (Russ. Ed) 1991, 57(4), 415-418 34 B F V. A.
Chervonyi %, J. Org. Chem. USSR (¥i#§4X) 1988, 24, 401 % V. A,
Chervonyi ¥, Zh. Org. Khim. 1988, 24(2), 453-4 ZRAFREHE Bdm
Houben-Weyl, Methoden der Organischen Chemie [# ALY F 3],
Georg-Thieme-Verlag, Stuttgart. Z3AFRT, LTATEA, Ak
TR FAR M A, 22 AR —F Hmdik,

TAR—FBREX 1 BRI A B R L, HlikF S
TR BMAEREN L LB PR EHMERA. TFEELRE, &
EHBRAANRAE A AR TS ENR B, TARALM
BR, JeBiBR. AHBR. AR Bieism S0, BEBde EAER. RA S
B, TR, HARBA%. FEREN. araliphatic,. F&
HRLFRER AL, FBRAR, FlTER. L& RE. X
B, —LALH. RHoB T E-8K FLE. DLk L.
AL, ¥RB, R, DB AXoiR. Mg FHEEKR. T3
BRX AR, *T-FEARE, RERIRBRR T AR, S48
AT BRPT A Hde BokBR B 5T Bl k5 B Fo/ B 44U X, 1 1LEH.

BRBUATHHEAEX 11LeHE 5-HT6 $he) 44
W2 d i 1mM REEET DMSO VA S£%4E + % (20 mM
HEPES, 0.1%4t3 28, A NaOH 8% 2] pH7.4)# 58] 5 26958 (0.1
nM %] 10 pM).

20 pl B AeuEkAE 37C5 80 ul H-LSD & #(TRK-1041,
Amersham Pharmacia, Freiburg, spec. Act. 80-90 Ci/mMol, ##t% 1 nM)

-11-



10

15

20

25

------

qqqqqqq

#2100 pl B & %% (5-HT6 $4. RB-HS6, Biotrend, Cologne, 25-30 pg
EGRBE 1Dk, BiEA 0.1%RTH BEKREZRALAE 1 DEHes
GFB & 2 (Whatman)iL J&E R S %447, A 3 ml FBEAZRERER =
K, W& B[sic) 4 % 2 A #L (minivials) 7 3F £ A Ultima Gold
(Packard, Frankfurt)/&, A —ANRARARITHEER Z487E %, A RS
(BBN #4228 ) A ¥ (in-house A2 A 7 ik AT PR 4E Fo 1Cs M 2.

K It S-HT6 LA TR ESD, LW EFKICs
{4%F 4 umol/l.

AEPR—F I RBX | RSB ELFLEHNTRFZRAEERY
Yo ) ) B 64 A AE,

AERRE—F P RIEX 1 WA T AT R RN
B R AR, HAY SRR, BRIEWNARE. WAGE. WEER.
ICHERR, WMEeRRKLEESIE. MEHEMERL, FEHBER FE
MKESS R, BT E, HEEAMEE XA CRAHER, BATH
KA B 5 A,

ARPRFBAEH PRV ZRAERG BN, L EHE
EVran—#X 1R A T & o REA L.

LIE R T AEAAR G I BN A EHER. BAH T A F M
MY, CIETTFHELYFe o RED). §HIL TR EH
RUGHRE#MESMEL, FlimR, Wb, X8, BHRAE B,
RLoB, Hd=EBE. AR, BEeBREh. BRBRE. F
EFE#H. FA, B, aRxF. KE BN BHN. BREA &
TRBMNFEHNA T oRESE, BANTATLHSY, BRANEFLH
AR EA B SN, SLERRBARTHATEHIES, mEFAH.
LEMNK KN TR THIHRLE. TETHLESHFRAFE G %
T, ik FEHRM. PrEH N TVlE &R E P/ T REA BH
Fl i 7B A RAM, HEMF/RBEN, LR, PR EEGH,
Bt EEH. ARHf/RECHERNS Y —FREFELEE
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REPLTRBN G XL MR MO F %k, ZHhEOHEETHX
[ MR —FAEREETRESHEREMNYE £ ) —FFE4K, RIK
RFBEABADIBHAHRETOHNEHRX, RETTULE —
Fe, B A€ EA S A

N [ AW B KA R TR S8 B SEM T A TIH) b4
B RGERE.

BBAL AU RAELBFTREBEREALLENERYE 1 o
500 mg ZEI M L, HANRESH 100 mg 2. AFHETHLE
0.02 F2 10 mgkg R EZ ], TREMNEH W EAN ER A THAEL
A&, Bk TATRAG LALLM AR, 5%, KE, EEK
R MR, SR, BB, FRETHEME BEOAHOHE
REBFTETT EHBRG T EN, HiLTREH.

VAT 384 17 B 25 M) ).
EHkM A EH DA

Pl 2N H 8536 100 g X, [ B M Hdo 5 g BB S =4 3 1 SUEK
Pk pHA TR 6.5 EXKE, ENEHDKT, ELELG
THRTFHAE TER. FIEHDEAH 5 mg HHALSY,

k4 B: A/
#20g X I #EMHLSHE 100 g ZIFHEAS R 1400 g 7T T RS —ALHE
&, EANBP LR A, H44e R4 20 mg FHALE.

F#H C: B

A 940 ml MEAKFHE 1 g XN 1 FHiLsHm. 938 ¢
NaH,P0,4.2H,0. 28.48 g Na,HPO,.12H,0 # 0.1 g. #4t benzalkonium
Bk, ¥HAFE pH 68, AR 1 LB T4ERRE, HERTAME
iR R AL A .

-13 -
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E£#kpH D: HEHN
BT T4 500 mg X, [ EHRALES WS 99.5 g LA

EHEH E: AN

BRERF W 1 kg R T FWRAESY, 4kgdlie, 12kg HHEFR
B 02g BB 0.1 kg EISBMENRSHERY, BE5K 2 10mg /&
PS4 .

ZH F: GRH
R TE#BE BE, REBEBEAT ERAEE. HAERS.
B o. EERAEEH G RMHRITOR,

Lk G: KEHN
RERF k% 2kg X ] EHALSH R A B AL T, &F
¥ 2 4 20 mg FHHALEH.

L34 H: £

¥ 1 kg X1 EHALSHE 60 ml MEKRERTERE, EAKHK
¥, EABAGTATAAE TEH. FLL8E 10mg FRALSH.

-14 -
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