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1. X 18 - 4-(RE-N-REX)RBPLAOHIAEBF LT
Fhy

H:

R.it B 0SO.CF.. 0S0.CH;. SOR;. COCF,. COCH;#= COCH.CH,, % R,
T TR X;

Rk B C—Cobtak. WAA. CHCHCHF. CHCF;. 3,3, 3-=fALH
4,4, 4&-=Z AT &,

R,it B C-C.5e4. CF A= N(CH)..

2. RAER 1 694A%, £+ R it 0S0,CF,. 050,CH;. SO,CH;. SO,CF;.
COCH; #= SO,N (CH,) ..

3. MAIER 1K 20900 AP RAGEAERTE.

4. B, L 4B AER 1-3 HEE— RSP F—F R,
3 F 8 F LT % 6 BARIMBH .

5. MA|EK 4 ik ey minddn, BFRA T O RLHHHIH.

6. AA|ZK 4 FTRG T WAL, BRFRH .

7. AR 4 FTRQ B WA, R RBRE.

8. MAEZK 4 TR H MMM, TbRA T ERLHGHE,

9. MAER 1-3 EF—RFREGNKASWA THESLTLHERMS
FEREMSRKE. BHEA, RAXEFBTHREOEHH I
R,
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10. MAIER 1-3FE—RARAKESHA FHESLHFMEAREY
By A,

11, BAIRR 1-3E—FARELAHR THELFLLERMS
FEREMAFRARLIEEG B WA iR,

12. BMAIRR 1-3E—FTRGRESHA T HELF ik BB
A AT S R ENRAG H e A&,

13. BAIRR 1-3E—FATRAGLAS A FH &85 ik f A
Fo B BREHHFRG B AR,

14, BAIRK 13 69AE, X PAle s afl ARk H EH#W
ARIE. WAREARIENE HATH KR,

15. BRAIZR 1-3 E—REGHSWA TFHELCTF LA EE S
. WIREFeilde ot SRR B eh A i,

16. MAIRR 1-3E—FAAR S H A T4 &6 577 RREEAR
HE R &,

17. BAER 1-3E—RITEHLASMA THELT FERRKAER
B E B AR,

18. MAIZK 1-3E—FRAR AW T4 E55 5 B IAR
BB AR XGHRADL ARG B W A&,
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B e 24 8% A

ARPAPHE H 2000512 A 22 B #9 B % F) ¥ 00818257, 4

KaEPH, RYFHXBLAN “He) 3 CBRAFBHERBIH |
XA,

AL GBI S CBRABHERMTH, £ IR0 B RN
4- (R E N-BEK) KB 4- (XX N-BR)RZAKXAE,

XARX

BEeBAKBYH—FHHBRE. R E+ 5K H IR
ERAR, CBAKBT S CBRGHERTT KAFL. £4HE, 84
PP CREQIES. Ade. BE. HEREH ZH FRK. AR,
BIRA AP D REAGKBARHIANAFTE T REFR LR, B,
st CBREARBTRITRAANTEAF SR Y AKBHEHER.
FEL AERAPHAROBIAARERTERBPHSCBEALS
SeBLARNMEER.

BERREBRNBUER TR E CBREERGBGIRETHER
Fodki i, Pl R REFHFSRE, BWRBAI NS CBREH
HEEFPEHIER, Hlo A 3 CRREREANESHAHH BN T4
AR R B A Fo R B HRAE, R S CRARIINEAMER
K7 8] 35 0 = L35 SR ek Ab # . BF 3 F B 6T MR TARSAR
. ATRESCIRERDHI/E, KV SER, FRETHRHRARG S
EER AT LA BN R AA KRN eBRTRiAk. £
AXF, EFLT 3 CBRLABGHRIBIIN, FFat S CBIARIFT L
A2 H T ARSI B A SR $ B ARBUK, YR | R A
PAR: S G R - SRS N E AN L SR RN S E AN S
K.

AW ELRET BTRAN 4-(KE-N-RE) Rfdf 4-(KE-N-
SR R R R S d, EXBRASHT, H—EE CNS FRAFM,
H—RRLE S-RERMERRL S-REME/ S CREEHBME, HH—
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BRNSCBRESERAAREFARGLIFENS FCREEGEREN
HWFHH.

— 24X EnR A - EERRA S8, AR EH 4 Costall
¥ A%y European J. Pharm. 31, 94, (1975) # Mewshaw ¥ A& Bioorg.
Med, Chem. Lett., 8, 295, (1998) . ik 49X 34b4-4 2 AR M
4% A%k EMPHXEFR 2- 3-K 4+-REXERRGRENLL
A DA B & B ML he.

Fuller R.W. ¥ A% J Pharmacol. Exp. Therapeut. 218, 636,
(1981) ¥ A 7 &MAE T 5-5 & BB M BIvdl 5-% & BFK
HERRNG%E B 1-(A-Z/RPEXL)%E). Fuller RV. FAL
Res. Commun. Chem Pathol. Pharmacol. 17, 551, (1977) ®A#F T
I-(REB)REFKEXB T3, 4-—BEE LRGP AGILRLR,
# Res. Commun. Chem. Pathol. Pharmacol. 29, 201, (1980) ¥
THXEAXBY 5-BEASRLRRAGPRGIELER.

Boissier J. ¥ A Chem. Abstr. 61: 10691c P A # T —HBK &
%R, FREXIEROWRELETIRES. AHaEY. G EBHH
HM Fo F 1A B RN I B,

CEAFTHEHEHD 5-HTu RARKG RARRGRE, A
Glennon R.A. ¥AE J. Med Chem, 31, 1968, (1988) ¥, Van Steen
B.J. &£ J Med Chem, 36, 2751, (1993) ¥, Mokrosz, J. ¥ A4 Arch.
Pharm. (Weinheim)328, 143-148(1995), # Dukat M.L. £ J. Med
Chem. , 39, 4017, (1996) ¥ #fi£. Glennon R.A. E B % A ¥
W093/00313 F= W091/09594 ¥ 2 7 T &-# Bk, X P RA MR R HoX &
Bk, A RERATRITHoLhRERENEASALERA >
AW RAEARERIANRE ONS BB AR FHIERE. Ao Ls
RAZATHERTA T, BHELREAFLGEERGoT KERH
BW234U( #k *F & ) #= BMY14802 #8 % ¥ 7 (Borison % A, 1991,
Psychopharmacol. Bull. 27(2): 103-106; Gewirtz % A, 1994,
Neuropsychopharmacology 10: 37-40).
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% 31, W093/04684 # GB2027703 £ #3& T T A F# 57 CNS & %655
R R G%R%.

P4l %

AXNG AW RBENGAAHBERGHAH, BAIRTH TS
AL SV T TN Ry AL ) 3] S, L LX)

EEARERAG LAY, RAEERBAEHFROHRERE
B3 CBRABRENEROBR. KLMEAFNE L HEL, &
ATRAAT St WET. XXPHRSWAARIARTOH
AN E S CBRAERRLE: SXBHABLFLEEMTREMNGH
A, AEFHTHAABRRENTFRIMNGHER, ELENLLEDE
kAT HLAATH 8.

B, AXRFRHEBIXNFEETREHEBIHHH -
ARt 4- (REA-N-RE) %% o 3-RRH 4-(FE-N-RE)%RR. 245
A e SRS EL T PR L.

AXREG—A B R —F A T4 57 534044, F 4504
—HRATAYCEAXBEAGRLDI KB T S CREEkZHLES
#.

EERHGF—AB G RRB—F oS BAEFHERGLLH.

R, AEXPHANEX 16 -RAM 4-(FE-N-RL) %%
R4 (FE-N-RE)RRAAHFETRSHE:

X
X#AN CHX C, e 3o Mi R 04— &8, X AT

6
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AR C;

R;i% B 0SO.CFs. 0SO,CH;. SORs. SO:Rs. COR;. NO:#f= CONHR:;, }t ¥ Rs
TR, FAEXRCHHXCH, RETUZH CR. CN. F. Cl. Br
# 1,

Rt B C-C. 5%, W&, CH,SCH;, CH.CH.OCH;. CH,CH.CH;F, CH.CF;.
3,3,3-ZRAAE. 4,4,4-ZRTEX-(CH)-R, X P RWTHEL;

Rt B C—ClRE. CRENR)., b Redo L&A ZL;

Rt B CColrin . 2-wEA %A 3-w &,

AXRAHHESHEARATSCBEGRRE, TRATETFSHPHEMN
BEARER, CHENARFHBRER.

ErEAst S Ok RAARYHERGILSDERN TLFGE
FRAEELRXGER, XBNSWHTH TR EFH TR PAFE, A
FTREBIE. EMNTATHZBITRERPE T AR T ARE X BIR
B EKR LN iR LN RTEL

AEXPHRLSDTRTRERARCERA I REPRAIEE
HERAABN B FLGHAERG A ER. KEXAHIEHTE TR
THEFEEERSH. LERXFAMSHERGITAERAR L3
ERGER, ETAREETERHAworL. SNETATEFERY
BTV E L F AT

BETRERERAGNE LT EEPRBE. ARERPHN
PR R 52

TAREFNOHABHRER R OETERERRBPRLCEDERAL
WHBFERANEDER. ETRARARXXPHLEBEFT S IRPAEH
RAABZRER. CNETAXERSERETHHAD RPES
HERARAKGMEEARESE, cNETATRERRARBHEN.
CMTRATHTRR ARTRELTHH XA GHRRBRYG B S B8k,
m BCN TR TEBAIAERARIEGRR P OAR.

th A H s K I T A B A T AR 8 5
MRtk &, SMBHAXBE ey £ (indices), A RBHRG S OB
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FHEM SR, et $ CRA MBI 0 H X

K, 3CBEERBANERERBIHITAED L LFELBE
5, MALRHLS BT A EBHEHZAXRAARGWRAKER. 18
R, €M Rb#EXATH &L, B &G B GIES)H et AT 42
FipF AR A, X $ B R i M AT R 692 R An.
ITAERRARS, RARD) ARZ MY 3 CRERHINAAELNE
HEXRHGEE. F—F 0, KAGPREE D ARIMNEY S K
#ESBC 30 ) By d— 7 M e B 30 B o 80 5 ML K K.

B, AXPHHEOWAARTREFTARGNE $ C kAR
Bk FXBABLFEAEMTFREAMNGER, S EEHFAHRAR

A ERTEIMNGHER, R ENLLESRARGRAT AL

AipRAER. RRERFTENT S CHREDRLAGATHER, R4
RERETRERFWRGCoNOWHHERRER TFREXLCIHF
SEHRBE S CBSAREMN I B NANSGERRLRE.

WTSek5REH ONS SRPEATSCBREROAAGHS
RS A X, TAEW, EEFL ONS HBAAE XL ER. &
R ERF G, AXNTREGIEFHSCBEEBIHNETRAAY
Edm il $ C R A%,

LEBEALEREG — RSB AASARTHRFHBRDI NS
Bk, OHREHOREDTHAAR, B, SMEATHE RS .
AARRFRAFE AR KB T8 5 OBtk & LA XAHER G
HEH I8 .

AX R FmiE

nwy

HiERENERARPHBRP, NS YOABRERITAT. £
HEHAT, AR LEIMLEREY, TRAREATN S E
BXRORRIBINAGHRLT, BRARRIENG, Afds
T EFERNSCHREHEED (D, D D D D) AAABRHHHE
P B THESES, AR RERA, AV aH4A.

8



200510119466. 4 o P 5E6/361

AXPRBZ —HETESCRKRAMIERGHHLTNE. £
LBt K BAZUEHERL B D, SAhGRENAM. 5
BWRAN S CREEEEMNMIL, XL WG i X HaEHTE
FIRAARGWBHER. SN TREZATHERL, AN ERGE
HH R ETARFR TSGR LB, X £ e iblshH AT
FEXGERM. THERRARY, AAXHABEX MBS $ SRk
WM HERGERM XA GRE. SART R, KA EFE L
Rt ARKNBG S CHERDIMNY &-EARPAXBHERGE
2 P, 28

ko EMAEFT G RELFRRE. IFHLEHG—ANTFRT
BB 3-(1-AXRR-4-2)XER, T o LEN 14 FHF. EXE
%, K F i 50umol/kg HALS M SRk P 3, 4-—BRE BN
1265174 (2} R 41) 3 m B) 3208+236ng/g A 4%, H BAEATH ER A BAN
WK, ATiE# 50umol/kg M, #A7H EHR 1485+328cm/30 £-4F (5
F4R) 3 X 3] 2126+240cm/30 5-4F, n=4. F— AR EHEX B I
TR 4&-G-FRBEEEL) - 1-AX %R, #—F A 5kM 6 PHTH
Mk, ARAT, K TFiEH 50umol/kg ES Wik sk b 3,4~
ZREXLBMA 914119 (R B4) 3 D] 1703+19ng/g L. BXH 3
CEAMEE 3 2 B A ERIE KRG, A 2030+299cm/60 44
¥ Xk 3| 2879+398cm/60 2-4F, p=0.14. A I K FEHEHGHH T,
BT &4 50umol/kg £H 6 P AL b5iLAH 4-3-FREAXE)-1-
AA-vkv, BATHEMK 4761279cm/60 44 (3 B 41) 3 fo 3)
1243+72cm/60 %-4F, p<0.05, n=4, EARE T 3, 4-—BRELBMN
975423 (3t B 40) 3 B 2074+144ng/g LR, p<0. 05, n=4.

%5, ThM 6 PHEGLSY 4-G-FRBARL) -1-FRRW
A AR ARG BEY d-X & K (I.bwg/kg, £ F &2 ) #
dizolcipine (Mk-801, 0.7mg/kg, MR iEH)#H L 47 H & BALH
e, BT aH 50umol/kg kM 6 PAE LMk - BBRFL
M e L HE A 10694+2165cm/60 4-4F B4k %] 1839+344cm/60 44+,

9



200510119466. 4 o P /360

p<0.05, n=4; K T4 50umol/kg # dizolcipine (Mk-801) # & #547
%A M 32580+4303cm/60 44 M 4K 2] 18197+1389cm/60 £~ 4F,
p<0. 05. ARk, K#kM 6 PAHEGLESWAXR T 2 R AW A)
A K (F) & 85%.

55 W091/09594 ¥ $hik ¢ RALE-W R F, £#M 6 94064 4-(3-
PRABEER)-1-BERR o hKBA i, £ 10umol /L &5 HF o,
5 [H]-DTG 55 Xk LR BE &5 4 3p ) $<50% (¥ /8 Shirayama $ A4 1993,
Eur. J. Pharmacol. 237, pllT Y HEHM oL L8 F k).

ATEVEEBLSHHLARTHER, XX XN — Lt
508K Piamishifs 7T k. B, AT55XM0iL4%
RATRBEHUARRETAAANSH, BACSNRAAREHR
g,

WRERH 1: 4~ (- FRBEEXE)-1-HE%RTA LHWHN T 2+
BERREELERGASY. A ZHFRBHEE, 4--FRBEEX
E)-1-BERRAERETH 3,4-—REFXLREA YR, sSTRAY
988+70ng/g AL, W BLF A 50pmol/kg B % 928+51ng/g L. 4-(4-
PREAXE)-1-RERRTRLA AL,

HRE#H2: ATH—FifmitBFHFR EGERAN THEGR
e EEN AASAALBEHXAAITARB P, EET4+-X4-1-7
BRREZAER, A BAK 36611494cm/60 -4, £H EH 33umol/ke
B % 2553+471cm/60 94F, p>0.05, n=4, ¥ LAA S F LR PEELT
CxERE T 3,4-—REAXLRAAEH, FEAN 1027+31ng/g
M, f AT EH 33umol /kg W4 1190+70ng/g A%, p>0.05. 4-¥4
~1-ARRRESZ I ENHY c-XABRBEGTAHEHGES (d-X
B4 17295+4738cm/60 44, & M ¥4 33umol/kg W A
13764+2919cm/60 44, n=4, p>>0. 05.

WRFERH 3: BXR, 1-]E-4-FHE%kEMEH W091/09594 + 4%
R LS T KRGILEH, EAZRALINHBGITAEDERY T,
BT 4t 33umol/kg W, Mt B4 33704227 & # 1923+204cm/60

10
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4%, n=4, p<0. 05, Bk, k2 - Ed M.

HERESH 4: FEABRRA 1-Q-FEEXR)4-HE %% 4
T —#4tS-4, AT M 50umol/kg KA SR P 3,4-—%
AXT MM 102819 (3 B4 )ng/g 4453 Mm% 3836165ng/g AL,
p<0.05, n=4. RERFTHWH, EXRAKXBHELRY, ATEH
50umol/kg 4% 47 % # MK 1651+300cm/60 24 (B 4) & ¥ 8
67+34cm/60 44, p<0.05, n=4.

WEE#NS5: AERREGHRRESR, K TEH 50umol/kg #
I-AR-4-Q-ZRATFTEXL)REESRETS 3,4 — L XTLBM
1066446 (% F& 41) ng/g 41423 3] 3358+162ng/g 4445, p<0.05, n=4.
R, BRERFTAHH, ATEH 50umol/kg #4745 FH M
12444341cm/60 4% (2 1B 4R) &,V %] 271+137cm/60 4-4F, p<0. 05, n=4.
B b, 82 A K B ATiE R oG M6k,

HRERHW6: %5, KT EH 100pmol/kg 4 3- (4-H i %Ek-1-
E)F S RE T 3,4~ L X TRM 1432457 (R B 4A) ng/g AR
B m3] 4498+243ng/g A4, p<0.05, n=4. B & T iz # 100umol/kg
% 5-F R w5k LB 63016 (3B 4)ng/g SR &, ) 3] 484126ng/g 4
®, p<0.05 n=4. SEMALBHAZEHNRITHANY, ATaEaH
100pmol/kg 4% 47 % & B A 3959+688cm/60 £ 4F (23 B 41) & ¥ )
634+266cm/60 4-4F, p<0.05, n=4. B, k2 KK BATiE KM k.
-(4-AERE-1-R)FHAATHBR: BE: 159C (FL%E); MS
n/z (48 2+ 3% &, 70eV) 229(M+, 28), 200(bp), 157(27), 129(22),
70(25).

WERE#H 7: BREEEHH —AMTENE 14, SHERET
83,4 —REXTLREAY%, KT EH50umol /kg B, 4 3, 4-—£ 4
XLBHAKFMN 1121436 (sFR M) ng/g A5 T 4.5] 1169+42ng/g L.

WEFERH G: BBERLHIREG LR EH Rt THREGHE
LRBERN. BAETHREAEARRE, A 1-X24-4-G-Z4 7
AR R) %%, 4 W091/09594 # W093/00313 A ik 4k h o5 4 Be4k, © 3+

11
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SREPH 3, 4-—REXTLRA—THBH, KT EH 50umol/ke ¥,
# 3, 4-— R FXLBHAFR 852433 (B4 )ng/g AL X 43
1406+77ng/g 448, p<0.05, n=4. ,{2R & T &4 50umol/kg ¥.48 K
Hbeg 5-BEBIR LB 358120 (2 ) & 3| 289+16ng/g ML,
p<0. 05, n=4,  H A T &4 50umol/kg f& 5-# & & (5-HT) M 379+10 (%
FB4) &, 3 282+6ng/g #14%, p<0.05, n=4, IR KX A RMBHHEA,
12 53R 8 & 5-HT\ 48 IC:o 42 20. 3nM 484 (WO93/00313).

g LAN 9: R, ERHR LA FERARES 1-FE-4-3-
FRRBEEL) %R -(1-FEARRA-D)EREKEAREENE X
Bye) -REBKRAIERRR. KT EH 50umol/kg #9 1-F
~4- (3-FABLE R L) LSRR8 -2 X8Ik LB 428420 (3¢
B4) 3 m%] 48T+Tng/g AL, p<0.05, n=4, B K& T EH 50umol/ke
4% 5~ & B (5-HT) M 442115 (3 FE41) &%, ) ®] 345+18ng/g AL, p<0. 05,
=4, F BFEX S-REBRFAZRLEGC-REBETARLSEA AL
Tricklebank ¥ A4t 1985, Eur. J. Pharmacol., 106, pp 271-282 ¥
FE), F1-FREARAR)EBRAAEFRELNRY: KTEH
50pumol/kg, B4 SR A F 89 5-2 K|k LA 404110 (5} 1B 41) 3 e 3)
492+26ng/g A4, p<0.05, n=4, F B K T iEH 50umol/kg 4 4 8 K 3%
T4 5-F & B (5-HT) A T3448(xy R 41) & ¥ 3] 677+20ng/g A 4%,
p<0. 05, n=4.

WHREHN 10: 5% 2-[4-3-FHRBEER)%RE-1-2]1 28] (&
GB2027703 P Ak ) st R L RAEF S B ETH EREARPHE
X PREFR, ATEH Bumol/kg # AT HERMR
323811089cm/60 44 (xF B 41) X 4B 378214962cm/60 44, n=4,
p>0.05. EHBmERKPE 3,4-—REX TR, K TiEH 33umol/kg
#%3,4- =2 X ¥ L&KM 11584126 (3B 4A) % 42) 1239+162ng/g
A%, n=4, p>0.05.

AXRHNECHRRERTEHFPBEAZEAER, LAER T2
FECBENFHER. H, SNTATEREEERGRER. HARK

12
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AEMNATEMEMLCHRER A TRER LD RPAXLGHEE
L, AFREEXFTERA AN RNpPENY{HLEA, A TRERFS
AEFHATRAERABRCHARGOHAER, ATAENEDE
RAZR TG HGHARGEME, BT RYBRERH. ok, X
WM. B, RAEBBFIIRLGER.
B, AL WG HTRTEAARTIRE:

- HAS R RSP CHAR, Wi RKE, HAELE AIE AW
HES RS EE, RASLERAR, HESABAR, T48E,;
B 2P AR 4k B (Shared psychotic); B F— BB F A X
Bife/H 451 % 6 EF &4 7 = LGHAR;

— B ERR, IR, PR ZEOHRE; LRER, R
BB I NAR, BRI BEARPRAEEERAR, B—ROVA
WAF /A REFEGEFFHRTLEGRELER, oo RFEX G
3 ¥

-BRRE AhEBERE ZABREALG BHBWE. H—KH
EFEFHFEORERE. —ROBARE, BUAKLEHHER. FAH)
BRHEHBEE. FF¥AT HBWEHBRE. CIGEREE. ¥H
BB, LB HEPHREFLGERE;

- AR, HBRER. AEHRTRERH;

- BRE, ALBREA, b SR LOBRER. BEAYEBRRE,
ohliE, XMRE. XFHERER “CHHEZRE ;
-BATRENLGFDEBGER, AR BEXEER. BEFE.
AHENEE, AXEFKLE,

- ARBER, ARl WA AEIRASRANER, RS0 E
. HTHER (borderline). AXAEF B TR, PpRBE. KRBE.
BROASHIT AR,

~HMELNEDER, PR HRASERGMSERE. HAE
HERESE. HAWHG ALY EIRPREREK LR, HAWHY
FENHLERRE. FARHEALNREUBEIES, EHAEXNE

13
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L P PR ). 2

-~ BHREXRGER HeBR. K. BEE. P& THEERE
AR, FAXBOHEAR. HEER ARRESE. AERBRER.
ABRBEEER. RS, RRER. AW Sl T oRERBH.
FARXEAERXBR). dB. KAk TFH. &M, BEAHM.
Ak, XM K. (%A Z (phencyclidine) (REHRAZEWEK). A2
M. EBRHF/ KB 5] RN

~WFRAERS. LERAFARSH B RGER, Ao L TLE,
31 HR; BARBER, WAL THAER; AR, ArEd
REER. BTHER EBEHCARARP L, LBRGETER,
¥l Asperger &%, BBE. LEMI LS Rett BR; ZEH2T
FXRBATHRR, A EE 8T H/HRARE. THERPELR 5
RGN REFERER, ARl ER. FLHR. RAER: 2
Fi, AREEHIXFTEEERRBEHRSE; LS. LEFR
FHRIERER, ot BB S PR BIE AR,

“EXB. BR, REPRAEASLER, AT EHBE X5,
Creutzfeldt-Jakob % #%. HAEH4H4. FERANHE. HIVER. B
*F RS fo MOl Lewy KX,

- ALK ;

- SERERAXGER, HiwiEHH My EEL;

- HMEEREPBXGER, i 3 K HE RARES, dikhk ZRBIL,
BARBHDRESE R D248, T E ERAR; REAKEEIL.
o o P b2 AR K

KW, e BEE. 56, Bkt PERGF B ER:

— kM, Plietl k. BHAR. FREBLRPELE LA,
BRI EHER, pE—ROEFEH TSGR LFTRE
MEEHEHRR. KEBE. FAADE BEARKBBEIEL
BEHRA, KAHkF 5, Ekbom 2% (S3M); ARBER: =
MRz 5

14
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- REBAT, WA TR ERG XA HRBRY EHEL;
~ AR KT BIE K W A6 5 F 6, Pl LT SR . B AG BE
BeE. ROANRRPHEARE, XA
-~ 5EA LR F KR AR SR ELNGETHTERTAG
AR RA X ER.
&R

ARXBHREBNERAEBERTERAE .G LIt M e 5
FitATeg. B bEk#, X 1 PLoH o R aEE—FRIEARL
o RS —H R 2 HREHHRREIRET ARA:

R1

X
k/NH (2)

—FF RS BAER P F ERER—HRRREE (A 1-
BRRAR). B ERTRAERLELEARARE TSGR EELLH,
PR BEBE KA TREBEATERREE. ¥ £#REPR
KL EHRAEETTRGRARNALETRE. FRAGRALERLE
ARLEABRRE RREEPERADIARGRARN, — AN
Bt Z I e e Z B R R . R B E B BT A R AR
THREFRGEAFTRGAREMN, TARACHE. B LRUESF
FRREHEN. BFRERERGHBE TR, W EEBER
BRASWGEABET, H5 2 50C EX4 100C 652 & T47.

SRAXPRASWNF —FFRGFET AR —F X 2 648

15
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R1

Q,

L:k(m

E-HBARE-RAZREMALREMELAX = CRELEME
AETEAEZRBREME L, X5 RERATE R o BT ML KA
#3MEHX 1 His%.

R F X=N#§X 3 65424

R1

SN

(3)

RBEEX 4 5464

NH: (4)

5X 5 LS HE B niFa:

16
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1\

Z/\/NH

(5)

RP IR —FABLEA, oI SR TRARELEEAR I GRS
BEEH, AbRRELE HARTHRREELTESREL. £ ¥
HBEE Y RS S EGBREETFTRARKRNAELETREE. ¥ 8%
iR EAARLERERE RRE Lo 8D LA BGBRARN,
—EANBHA I R B ZRRELR. R AE—HSENENH
JET B Bl K2y 50-150C F ek dw ik 4769,

FF XN 1 654eBb Ttk X 6 6gbddh:

HQ

R2 (g)

ER-ABRLEARKGX THFE:

o

RFIRAETFApE, BER X 5%KE LN -0S0,CF, £ -0S0.F,
E—HBF—HERHLREAMANA I Pd XN HAT, B84
# % % (Tetrahedron Letters, vol. 37, 1996, 4463-4466: J. Org

Z (7)

17
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Chem., vol. 61, 1133-1135) 5K m§4F.

HEALM, 32 PAd BB AREAL W B A AR RE. S
B oy Pd HE4L M 2 Pd; (dba)s (3 F dba A= £-F X %HM).Pd(PPhy)..
Pd (0Ac). &, PACL.[P (o-tol)s]., % #% & Bk &4 3§ % BINAP, P(o-tol)s.
dppf ¥. FRANRALBRLEIRLEEZRYE. ZRALPFHL
# (alkyloxide) R A M B A BN, — AR L= REBRF =8
B, BEEGBEENRTAZERERH T HREHEGETT RN
AWEMN, TREATHE. FE. —&5. NP N-FE-2-wt858).
DME(—FEEATKR). DIF(N,N-—F X F&A), DISO(—F R ER) o
THF (W Sk ) EAEN. AFREKARHHRETRAT, ALEER
ERERASMGEARET, HHA50C £X%120CHEE T #A4T.

AP X=N#9X 1 9o TRAL#E X 6 5LeHE —A&—A
BEEHA (AR FRCORRGFRE-FEEXGRALETEIFLS
HFRIEBRE B DPE.

AP X=CH 9 X 1 S HETABTEMBEAAR QR
A B8 X BB B # 4o Suzuki o Stille BB M H #F.

B R TRAEX 8 65i54:

Y/
| &

AP YHet —REMR. R EMR A MK (43 BEt.. B(OH). (&
KT RANE)) X=RE (B4 SnMe;. SnBu,), 5 —AELE AR
Reg—#FX THFE:

18
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EEL
Z (7)

(Z HEXSLH @) XM E—FHob—HEHTRLEBILHAL Pd
B Ni HET, BR o6 5 ik (Chem. Pharm Bull., vol. 33, 1985,
4756-4763; J. Am Chem. Soc.,vol. 109, 1987, 5478-5486:
Tetrahedron Lett., vol. 33, 1992, 2199-2202)i#47. %4}, #HiEe
%2 85 % 3% (Tetrahedron Lett., vol. 33, 1992, 5373-5374:
Tetrahedron Lett., vol. 37, 1996, 5491-5494),Y & T 24 %4
4 H (e InCl,. ZnBR.. Znl,. MgBr. MgI).

AN, & Pd A8 B RS SMF B K LR, Bk,
BAeER G oW @ATE.

Aok, TREBEAG IR B T8 B 2t & R A (opposite
substitution) F X :

R1

' (9)

BRAR—ABLEARRGX 1009552 /55 %

b4

. N
~ (10)

19
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B—HBFe—HEHHIREBBAHN W Pd X NI AET, BBH—
B PR e kit 47
A 11 654684

R1

:NH (11)

TR N FRRT Cootddi ik, —BEM4e/%. Pt0, X Raney
Ni AN, T —EE PR ERRMALELEHE. BRE
BHRENF LRI LRI T, AAREA —H R TRAPLRAE
RALTHT. SRRERK—AREFLH, KT UH0AMEAR
KAEM E AL R 0T w9 SR EMM, B4 TR —F kb
a4k,

A —#HFRBERI T X=CH 65X 1 oWy F kb TREIAR
EaiMveTAE, #TEESRTAE £ TEES Mg(B KX
BR) E—AEMN PR X 7634 5t kit

é
Z (7)

EPZRCL Br& 1. AEHENOEAPLRI DAL, Kk s
k. ERBEAKRH-1I0CEXEY 0CHERA. TRELRG T
AEERETIERBETFAE T E5—HLENX 12 HELEMNA
M

20
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RGN
A (12)

AP ABRELA—FHFEPERAH t-Boc(RTHEEBZER). Fnoc(H A
FTEEZL), Chz(FREZR) X —HREH L FL,
ELje A B X 13 ¢ iatk:

R1
g
No
WG R & AR E X 1 #9443 (X=CH).

R TRAREERRIRTF O LA F kX —H4T. Hde, 7T
A& —HAREET LY Pir—FRRRE), KA AREF %
ik, ZEREABRBEARAR Gy, 55, TR RSB BAL=T
RaREBRBEHAT RAMP=ZA LRI RN RITERER X
A EREBTAARKS XBITRELE—HENF KPR &
T A HFTERRAIFAFT A IEBERTA—HLEH B LR AH)
WP EEXRBREILET. REA—HEHHELD R EsER S
HEAH. REX—FRERDIE—FHERENF LRI WE LD
AT,

H—HERRAN T kIR — AN Burgess & (J Org.
Chem., vol. 38, 1973, 26) 4 MBLK L R —Fr 813, REH# A —#HH4L

M#dode/ R, EiA 4 TR BALEA. T 0@ AR ort P
L L TR RN T FY T IR T L0 T

A (13)

21
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RPEA A REABBERAARCGEAEHTR LS. #
Jo,t-Boc H I RBLBAEH A LRAZ AR LRE AT
Be & BBy 7 5 AR IbEAT 65 . F-moc 490l -+ Rl id 48 A 438 6 A e ..
ok R X, Dokl F AEAME M e DIF o TP HAT6. % A 2 Cbz XF
AW, TREBRULEAEH T FRBIECTIE L. L TRAN-BRES
FHT, HlRERPRa-ERCESEERNEFE (. Org. Chenm.,
vol. 49, 1984, 2081-2082).

ETREX 1 BT —FHEAARBEAF—FHLEAR, Al
Bl FRAAN(FHeARLIEETR)HTER AREARKR =L T
BBRIEXEE T (W RELAE), ARRRZ L FRRAR
(triflate) o {0 & F (P4 Pd AL 5 TRA LIS R 8 84 Heck K 1), A
7% BtB: (carboamide) B = £, PR X B & T (4 s f L 6g 3 A 4L
BE), A B PEERTEAREHBETED RN LB, BF
TRAH—F R E LA A8E 6 FRRIE (mesylate) R = A FPRMIE. K5
VR BRI A = BT RBAES $)38 0S0.CH;. CH:SO; &, 0SO,CFs. CF3S0s.

Bl #EXLBLSIG—RTEHR 6 A ELEHTAFX, B
ZWHAE T
FE1:

QUH Sl CLQ

X =N, CH.&C

22
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Z&2:
R1 R1
@\,.-H + \/8\, FRA @Q
k’ (Y 3% 23% B R2
X=NcHXc  XIHRE) X=N, CH,%,C
7E3:

2 z k/NH

E X%

R1
R1

23
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%% 5:

R1 1 !
Zﬁ,Y Z & v
@\ + U Pd fACH [i/\ AL AL é\(\’
ZHY N
ZRA—FHBXLLEHE, - N

Y £ Zn. Mg. BOEA),.
B(OH); & Sn(}t4)3)

R 6:

Zis CLBrEk, 1) 1 s AL E AL
N N
. % 3
. NH

XEZHAGRE CCRERBLH 1-4 ABRRTHETFHES
Xk, SHBZEAHIL LT REZRBHRE, AEFiaY
ARF L, APk LA AL Raid ETHE FTA
TR BTE RERREZBUFGIRRE, Airalk, KT
FRE. T,

XEHRGRE “RA” RBELRKENGL T HAE.

24
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BIMRGRE BT BRI RATARRARBRERRLITHE S,
LFBAH T REERGRIERLATHET. BF TR ERIMEF X
#47.

TRARAARBRFEANBRY ZEAX VO XEGHF ETRLH
Bhp k. ROW-THAR. AR #%. 48 H#ER L8 L%
BAR. KRR, LK. fA%%. T8 KLERLs=,
THR. BRBAPEATR. XELTAE Sl KRN0 F EH
%.

SREEBAS B BB LS HETACL A FLHEBHANGLE
FEABRAFRARGHR. IHGPRRAERARBEAAR R0, B
Pl TARBFLTEZOHHMN., KEPBHH.

ABAER P, AFHAtoRk. ABLHXERFX, RO #B
BEABFLETESHASN R EN i, LBE 28E £
AgBEH X GERAR AR —HEFLTRE R EGHHHMNY
XIBAR K AT egAca-d. BT R —H B4R, F B4R % k4 M.
BEEEDREEHMNETHO0.1-99%, #F L4k, 2 HAPHNEETY
0. 5-20%, &3 A T o k#2450, 2-50%.

ATEFORAGMNELABIGEAZLNGHHHAN, Thek
WALSdh 5 —FF ARG M i de SUEE. BB, LM, HER. Xk
Pl bR T . FARRIXIBRY. % /L. £SNH P
BARLHRERF—FAFN Ak ERE. RERS. RL_H.
B, BHF—RES, REEHARAN. bREZORGAN, WA —#
TSP MBI, BE. BE. —SHKFHOROBERLDER
Ly EPHEGBECOR. F5 TARETFT—HHELXGHNEN X
AMEMNG RSB PHEARBBRAAT OO REBBA MR, T
MEALOLRHTRAEHRARTEL AL REAGERDRIRARF
6 AL S a9 B A,

ATHEEREEE, TRIEERWEL P — A BB L=
R, RALERMAAG—FBRHNA LB, B8 LARS

25
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HEH. R WHPLARRE. 2ARBRLAER). 2 T2
KXW, TRieEhhRebmARBEE Y. ETREREXF BEK
SEL LS W L)) 3. & &

EABTHBOMNEEETARERIETR, KA TARARE
LSERAD A TREBEIRESRABORNBX, AL TARPR S
FRaAhPHph R L BGRASMG LB AEET X, oA R
MTARAEARREFRYXHE, WS RAKEY 0.2%- K 200E X
XEMAEGERBROER, CEABARLE,. K HhPR_HY
mAY. XFRERMNTRAERREOSEEHN. BN, ERPRT
A8 EHANMABN, X4 02 LAABRBARAR St L ERB M.

TREEBELEAHENEREHRRKERGERDRGHF
LTS EHKER, KL 0.5% K% 10%FEERAL. XBERET
AOLBEHNA/XBHN, FATAFRABREFEEHNETHEE
RBX. AREAREBREGFLTHRAL G TRAABREBRA
AREARERHALGF.

BEFE, REALOHHARIRRFAHENS X 0.01-%X4
500mg/kg &/ X, kA 0.1-10 mg/kg KR E/X. TRMETELEH
FXRBAEALBHALSW, el o REEBETFXMA. KEREFR
R 1-4 XM F5 XMAHEHNE.

ERBRBEARAR O, A—ARRTHBTERPERRALE LS
—ABRTFTHRAMEN X EBRELGZREUR B G TRE, £FLEEH
BEAREGS o RADAAE. IHEBHTRHEXAPRILELSH
MEfe. B, EABEHAT, ASAX | SFFREEHERREE
A AREFARELBHARETRERER.

ATae)ERNPFREXAAETH—F om0, AR X2 E%
PREFRDTREALVGRYLHE.

M1 1-Q-FHBEEXE)-4-HE%%

AZRTHRHE 1-Q-FastE X L) %% (350me) A B 4 05 5% 8 57

(403mg) £ T Ak (25mL) F 65 & i$ &, A 1-2K B3R (T12uL) B3k, BA

26
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ReHiTH., TBRRBREMAERETESZELRY. ARG ABRH
WA &AL, A TRE: R TH(1:30, vv)EM., KESH b4
EHima  KEEMN A8 1-G-THABREEL)I-HE %%
(220mg). B X ALRE ETH/TRP TS L, B 5:233C,
MS m/z (A5 3R K, 70 eV) 282 (M+, 30), 254 (15), 253 (bp), 210 (17), 70
(21).

BRE RHH 1 PARARUE F XM & T T K#EH 2-11 6544
.
Kk 2: 1-AX4-C-Z R FABEERX)%E

MS mv/z (AB*+3&R A, 70 eV) 336 (M+, 16), 307 (bp), 77(18), 70 (38), 56

(23).
k) 3:1-[3-(4-AA%E-1-X)-FE K| L8

A 1-(3-%k-1- A X X ) LW FkAEHR(@-pr-DAHRH, B 5
119C(FE 8 3%).
MS nvz (A8213% K, 70 eV) 246 (M+, 10), 217 (33), 132 (18), 70 (bp), 56
(41) ; Rf=0. 23 (EtOAc).
£y 4:1-H K4-3-Z RTEER) R

A 4-3-Z R TFEARXEK)-REARAEARK@pr-DH RF, &
%.:195°C(HC1).
MS nvz (3833 3% A, 70 eV) 271 (M+, 4), 243 (16), 242 (bp), 159 (13), 70
(49).
EHH]5: 1-TE4-3-= RTEELRE

A 4-3-Z RUF A R R )-vk o2 Ak K UE T 5 (n-Bu-Br) b RH, 1%
%.:222°C(HC1).
MS mv/z (#85F3& K, 70 eV) 285 (M+, 3), 243 (12), 242 (bp), 70 (51), 56
7).
£3#0] 6: 4-(3-F kBt X X)-1-8H KRR

#%.%: 200 C(HC).
MS m/z (Aa3+3& K, 70 eV) 281 (M+, 5), 252 (bp), 129 (20), 115 (20),

27
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70 (25).
i 7T 4-G-PHhBERE)-1-HE-1,2, 3, 6-9HRR

A 4-(3-Fam A EL)-1, 2, 3, 6-v9 EtR AR HRH KA.
MSm/z (AasFa& &, 70 eV) 279 (M+, 26), 250 (bp), 171 (6), 128 (12),
115 (8).
£#H8: 4-Q-FHBEXE)-1-LEAAR

R A--FRABEXRE)-RRARRKR LKA RH, BE:158C
(HC1).
MS m/z (4823 A, 70 eV) 267 (M+, 20), 252 (bp), 130 (10), 115
(12), 84 (20).
EHRM9: 1-FRAEA-C-FHREEEL) %R

A 4-Q-FHBtEEL)-RTHBRF KN EH, ﬁ&zmc
(HC1).
MS m/z (Aax}3 &, 70 eV) 281 (M+, 4), 266 (bp), 187 (5), 129 (5),
115 (5).
%364 10: 4-C-FRAREXL)-1-TEARR

A 4-(3-FHRBERL) KRR KR ETENRH.
MS m/z (#9sF% B, 70 eV) 295 (M+, 3), 252 (bp), 130 (5), 115 (3),
70 (8).
F#M 11 1-FTR4-C-FHREEE)RR

A A-G-FHRBEEER)-RRABRF TR RHA, BE: 212C
(HC1).
MS m/z (Fas$3® B, 70 eV) 295 (M+, 1), 252 (80), 129 (40), 115 (50),
70 (bp).
£ 12 : 3- 1-AlRR-4-K)-FH

ESOCHELARAT, & 3-(1-AERR-4-£) X PabE (350 mg)
#2 POC1; (326 uL) #5345 DMF(6 ml) Esdk ik 3 . RERHN, F
H—#HREHRGEGH, AW ET K. RUER B_KFRE
R, FHREGRE)ESHFEHANE, TRFAER. HRHOAGHEL

28
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ARG HSL, BPH: —RKFR(1:19, v/v)EB. KEL AN F
Bt LEREEMN, A% 3- (-AERR4E)-FH
(127mg). EBHTATLEE ELB/LRT IS, B & 122T,
MS m/z (AA*FEBAE, 70 eV) 228 (M+, 2), 199 (42), 129 (26), 70 (bp)
56 (53).
£k 13 1-HTRA4-G-FPREEEE)-%%

4a-G-FHBEER)RTERE (20mg). KT (4. 4mg) o 2-
THG.1 ng) BeE 1,2-—RZRG o) b. AXERTRAZLBRA
AmEANH Q3.5 m), EEERAALATRERLAREGH 5 W
G.L.C.oHABRECHITELS). AP RBEAKERTRLE,
BofPRERZH. FHRGRE)SHFBHAMA, TE, ZLEM,
B3 1-HTE A4 G-FRELERL)RRXHBRBEGH. FHAELR
k6,3 Ese4t, A CHCL, : MeOH (9 : 1 (v/v)) %M. KELS A B F
Mg seey, KX EN, F st (15 ng, 71%).
MS m/z (A8} &, 70 eV) 295 (M+, 1), 280 (7), 266 (bp), 187 (4),
129 (4).
Sk 14 : PR 3-(1-HERR4-2) XL &

je 3-(1-H A%z -4-R)-¥8 (340 mg) # = Tk (187 mg) & 20ml
—EPRPHERSHI 0C. REHmPRBE (194 mg) £ 10nl =
PR TFOER. ERARSPERANER, REA2CTHHF 2.5
. RERAKERERE. EAMES HE ., A 10%9 R &, REA
10%49 5% B 4 bk

FRE, ERETHRLEN. AGHESBES# 54, A CHCL :
MeOH (9:1 (v/v)) M. KEA A THEK 3-(1-AERR-4-R) ¥
A®aimy, EATTHREXEN, 52 206mg 47840590,
MS m/z (Aasya& &, 70 eV) 297 M+, 3), 268(bp), 189 (24), 131 (13),
79 (16).

BRE L&Y 14 THERNG T ABET T 5 £HEHM 15-19 6940
2.

29
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Lk 15 . PR I-(1-2E%%-4-B) ¥ %

A 3-(1-ZERR-4-1)-XR P FRABREN RH.
MS m/z (ABAF &K, 70 eV) 283 (M+, 6), 268 (bp), 189 (54), 131 (20),
79 (70).
2k 16 : FRARI-(1-TEAR-4-2) XX

A 3-(1-T A RR-4-4) -X8# F LN R A
MSm/z (Fas+# A&, 70 eV) 311 (M+, 3), 268 (bp), 189 (20), 131 (18),
79 (12).
£ 17 : FRRI-G-BE%R-1-2) XX 8

2 3-(4-HERT-1-1)- X8 TRERN A, BE: 143-144
C (g L&), N
MS m/z (Aax+3& &, 70 eV) 298 (M+, 35), 269 (95), 121 (25), 84 (30),
70 (bp).
44 18 : ZRPRE-(1-AX%R-4-L)XE&

2k 3-(1-A Rk -4-K) - X8 = £ F R A H RA.
MS m/z (AB*+3% &, 70 eV) 351 (M+, 4), 322 (65), 189 (30), 131 (20),
69 (bp).
M 19 : ZAFHRI-(1-LEARR4-X) XL

A 3-(1-TEARR-4-1)-ERH = LTRRITARA.
MS m/z (AR*+3B A, 70 eV) 337 (M+, 4), 322 (65), 189 (30), 131 (20),
69 (bp).
%364 20 1-[3-(1-HXRT4-K)-¥(X]-LH

AEAAA. TREAMRET, A=RA7HRR 3-(1-AE%R4-X)
# 2% (300 mg) ¢ DMF(4 ml) FER PRKRMAZTE(356p1). TRDT
A (823u1). 1, 3-W (=% EMAE) Hix (50mg) # Pd(0Ac). (19 mg).
REXRERS WD) 80C,2 PHEFBILRE. WA S%ERER
(6ml), MHESHEHIREH 45 24, REMA_R TR, 248, KB A
ZRFRERKE. TRARR)SHF AR SRS LEKET.
H 7= il it Yk €38 540 MeOH : CHCL=1:9, v/v). KES ARG >
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Heghaty, EEEM, ARG 1-3-(1-AE%4-X)-XE]-LW
(35 mg).
MS m/z (ABx¥B® A, 70 eV) 245 (M+, 4), 216 (bp), 100 (19), 70 (36),
57 (13).
kM 21 : 1-HEA-C-=HKPHABEER)-1, 2, 3, 6-WERR
¥ 4-G-ZRTFRBEEL)- %R (0.3 g)ET 1-KAERQ nl)
P, 100C Tk 2 M. REXLZBELW LAREHETHETAKT
B (20m1) ¥, ££-20C F i ma £,4L5 (340mg) . KRG iLRSBEAH T
2, LA ARSH PR 10%KKREAER (20n]). A_KFR
EBRAKE, TRERR)SHFGGANA LB HFBELET. A HE
it e ik &% 240 (MeOH : CHCL:=1:9, v/v). MKESH 46 =56,
ELuM, #3546 1-RAE-4-C-ZAFHBREEXE)-1, 2, 3, 6w
b7 (150 mg). .
MSm/z (4R &, 70 eV) 333 (M+, 21), 305 (16), 304(bp), 171 (14),
128 (14).
Rf=0. 55 (MeOH)
£HH 22 : 1-HE-4-G-ZATFHARLEEL) %R
A1-AE-4-QG-ZRATFHBEXE)-1,2,3, 6-w At A RH, &
BHE 9 PHEGFT E KT 1-AR4-C-ZATRBEEL)%
.
MSm/z (8*H3& &, 70 eV) 335 (M+, 3), 307 (17), 306 (bp), 173 (26),
70 (10).
53 23 : 1-HHE-4-C-FPHABEEE) %R
A 4- (- TR A EL) R Aol G ARG RA, BB LHEM 1 TH
R & ik e R B S,
MS m/z (ABx+R® A, 70 eV) 279 (M+, 74), 96 (bp), 82 (98), 68 (74),
55 (93).
Rf = 0.42 (MeOH), 0.08(EtOAc).

FHH 24 . 4-C-FHREELE)-1-(WESH2-AFE) )%
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A 4-(3-FRst L E L) %R P LW &M (tetrahydrofurfuryl
chloride) 4y RM, &R EHM 1 FRE K F ik SR AF 2 FMIE4.
MS m/z (#8s+# A&, 70 eV) 323 (M+, 1), 252 (bp), 129 (9), 115 (6),
70 (17). Rf =0.3(MeOH), 0.03 (EtOAc).

L& PRSP RS SRF ke TARETHE.
Hé& 1:4-8E-4-3-FHAL (methylsulfanyl) ¥ &) % -1-F &R
TAE

ARAAT, ¥ 1-2-3-FRAL ¥ (5.0 g, 24.6 mmol) % T-F 1%
THF (40m1) ¥ J 4-3p3|-78C, it iz M Bl miE T X 42 (12.8 ml, 2.5M
THRE®, 31.9 mmol), £-T8CTARHRLERESMH 30 24, REAS
SN REZES &S 0C, REKHKE]-T8C. BdEHBMA 1-
BRTAEEE 4% r# (5.4 g, 27.06 mmol) #-F 24 THF(30 ml) %
%, LR ERASMEIHNER, REHRH 1o, RE Rt S8R
ZBOml)FX. BLBRLUSERRAMWILK, TR (ARE)LSHFEHA
g, $EHF BELET. wROAGHALREE# L4, A CHCL :
MeOH(19:1, v/v)#M, 53] 4-BR-4-G-FHREAXER)-RT-1-FTH&
BRTEBE@OG g 76 %).
MS m/z (Aax}# B, 70 eV) 323.1 (M+, 6), 223.0 (11), 178.0 (7),
152 (3), 57.0 (bp), 56(30).
HE 2 1-FE-4-G-FEEAERL) %R-41-B

AI-REFRG @) 1-FE-4%TRG.5 @ ARH, BEHE
1 PRHEGFERIRAS 4.58 ¢ 1-FE-4-QG-FREXEL)%RRT4-
5.
MS m/z (4B3+R &, 70 eV) 297 (M+, 8), 279 (13), 206 (28), 146 (17),
91 (bp).
#& 3 1-FE-4-GZATEER) RR48

A -ZRFEBRE Qe 1-F A4 RRBQ. 1g) A RH, BB
R 1 FHRG T KT 1. 758 ML,
MSm/z (A%t A, 70 eV) 335 (M+, 29), 244 (22), 146 (19), 91 (bp),
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56 (19).
HE4: 4G FPHREEE)-1,2,3,6-9ERK
d-2E-4-G-FREEE) -RZ-1-TRRTESG.I7TQET
ZKFRG0m]) F, —kHRAZR LR (B0n]). BARSH 1
B, RJGA 10%RKMAZER L, TH (GRS, SEFBLELET, 755
2.07g.
MS m/z (A} A&, 70 eV) 205 (M+, 73), 158 (44), 129 (95), 128
(80), 82 (bp).
BE S5 1-FA-4+ G-FEEES)-1,2,3,6-9EHRR
A1-FE-4-G-FEREXE)%R-4-8 (L5 =A% (80n])
ARH, BREE 4 PHENFTEEKAS 3.5 ¢ 1-FE-4-3-F &
E¥4)-1,2 3, 6~ AntR.
MS m/z (48333 &, 70 eV) 279 (M+, 35), 145 (13), 115 (15), 91 (bp),
65 (22).
P& 6 1-FE-4-C-=AFEEL)-1,23,6-WaA%R
R 1-FE-4-G-ZRKTFEER)-RT-4-8 (1. 749) HRH, EE
HE A PREGTEGLH_RLR) RKFS 1. 44g HiFHLE .
MSm/z (AasF# B, 70eV) 317 (M+, 71), 226 (13), 172 (15), 91 (bp),
65 (17).
HE T 4-C-FRAEEL)-3,6-—H20-HR-1-PRTEAS
4-G-FREXE)-1,2,3,6-0EmRQ2 ) P=CUh(1 g%T
ZRKPHR(75 ml) ¥, 3% 0C. HmfNRFERTFE (0.968) 5 —KF
% (20ml) X%, RELR RSB EIIER. AEZRTHAL 2 Mo
Jo, A 10%8k ANk ek BB R4, T3k (ARR4R), iT 38, KRS,
HRG ARG A €% 54, A CHCL, : MeOH (19:1, v/v) &M,
#R4-QG-FREFE)-3,6-—£-20-%R-1-FRTLE (1. 4g).
MSw/z (A& B, 70 eV) 263 (M+ 45), 248 (89), 129 (83), 128 (bp),
59 (96).

HE 8 : 4-3-FPHmA¥R)-3,6-—H2H%R-1-¥RFTE
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f 4-(3-FREER)-3,6-—H£-2H-R-1-FRPE(L.4% T
ZR TR (15001) F, $4p3) 0C. Wi LERETR (2 48g), LR
THHERSH 3 K. B I0RRAZE R FNTGRAER, TR
M), 38, REORE, A8 —HbRGAGH (1.3g).

MS m/z (AAxFEE, 70 eV) 295 (M+, 19), 280 (56), 129 (70), 128
(89), 59 (bp).
HE 9 : 4-C-FomAREL)-wR-1-T8 V&

o 4-(-FHmAEL)-3,6-—52H%R-1-FH T L% (2.0g)
ETFTPHGA0 ml) b, wAkER (2 nl) F Pd/C (500 mg). EEKE
51T (50psi) S FHRE BRSSP, REHE—ACHitE#g
B, ELZTEXIEM, A GHilid ik &34 240 (CHCL, : MeOH, 3:1,
v/v), %% 0. 92g.

MS m/z (A&, 70 eV) 297 (M+, 54), 282 (62), 238 (bp), 115
(92), 56 (93).
e 10 : 4 QC-FREXL)-RR

A 1-FE-4-Q-FEREXEL)-1,2,3, 6~ R (5. 1g) & 900mg
Pd/C HRH, BREE 9 PHREGF A 1.7¢ 4-G-FPAREXE
)k, k69 &R Wl teik &% 240 (— R ALRE, CHCL, : MeOH=3 :
1 (v/v), 28 1% = L), 53] shiyAs AL 4%,

MSm/z (ABx+E& A, 70 eV) 191 (M+, 75), 160 (60), 83 (55), 57 (80),
56 (bp).
HE 11 . 4-C=fTFEEL)%%

A 1-FE-4-G-=ZRFE¥R)-1,2,3,6-mwant (1. M40 H R
#, ERHE 9 THENT ERKAE 1g FELA B ERE. B
202°C (HC1).

MSw/z (FAsF&JE, 70 eV) 229 (M+, 44), 228 (33), 83 (12), 57 (54),

56 (bp).

HE 12 : +-G-THRLER) %R
F4-Q-FRBEXR)-%R-1-FRFE .92 g) 8 P& (150) %
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# Ao 8M HC1(40 ml) R WA 12 P, REERZTERLRAY, 13
0.85 g.

MS m/z (#82+E A, 70 oV) 239 (M+, 59), 238 (50), 69 (20), 57 (79),
56 (bp).

#HE 13 : 3-pR4-A¥R

¥ 4-(3-FREXL) %% (1.7 g) % T 48% HBr (60 ml) b, & 120
CHRHEALAATEH 3 N, REXZLTFH HBr, MALKTHFA
AR, FRIAZRILK, 3 TR I-RR-4-2 58 x Br 894 &
(2.3 g). |
MS m/z (828, 70 eV) 177 (M+, bp), 176 (23), 91 (14), 57 (44),
56 (60).

#HE& 14 : 3-(-HERR-4-%)-¥X% x HBr

A 3-sk-4-E ¥ 8 x HBr (300 mg) Fa4X, iE &I (200mg) 5 R H,
BREEN 1 PRHREGFEEKFE 340 ng 3-(1-HA%w-4-24)-%
8. ¥4 HBr &, FkEMILE%.

MS m/z (A@=}#& K, 70 eV) 219 (M+, 21), 190 (bp), 119 (22), 91 (30),
70 (63) ; #&5: 181-184T (HBr).
#HE 15 : 3-(1-2EAR4-K)-¥%

A 3-s%-4-K X8 x HBr (200 mg) fodkRX L% (121mg) 2o R M, #
BEKM 1 PREGF EEKFD 120mg 3-(1-TEA%RR-4-R)-%8.
MS m/z (#8%33% &, 70 eV) 205 (M+, 12), 190 (bp), 119 (36), 91 (22),
70 (87).

#HE 16 : 3-(1-TRARR-4-%)-X8%

A 3-%R-4-% X8 x HBr (200 mg) H A E T2 (73mg) H K H,
BRERN 1 PRHENFEEKFS 118 ng 3-(1-TERT4-£)-%
5.

MS m/z (4AF# &, 70 eV) 233 (M+, 6), 190 (bp), 119 (42), 91 (26),
70 (45).

HE 17 : 1-C-958L 50 %4
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AEALAAFB0CT, & 1-2-3-FaBE X (0.83). %% g).
T #4(0.5 g). BINAP(42 mg) # [Pd;(dba);] (38mg) £ F X (7 ml) ¥
B RS w24 b, AHNERE, EFEN. A PETRI AR
&, 5eAL, D LM TR A, 753 0. 48g.

MS m/z (Ag%}3E, 70 eV) 240 (M+, 17), 199 (12), 198 (bp), 119
(9), 56 (7).
#HE 18 : 1-G-ZATFHAREEXL)-%%

A I-RERATRBREEAREHRHE, BREHE 17T PHRGF %
BT B A AL 2 4.

MS m/z (JAxE A, 70 eV) 294 (M+, 22), 252 (bp), 119 (32), 104
(10), 56 (15). (45).
e 19 . 1-C%E-1-2X L) LMW

A I-EXLRPREARA, BREAE 17T PRENFT AR
AL,

MS m/z (4833 B, 70 eV) 204 (M+, 5), 162 (35), 77 (30), 57 (35),
56 (bp).
HE 20 : 3-(1-AA %4 L)-XFVRFE

EEET, =R FRR 3-(1-mXR4-X)-¥58(.2 g).
=ZZE(0.9 g MeOH (5.4 ml). Pd(0Ac). (25mg) #= 1,3-m (=% 4
M) %5t (45mg) #£ 15m1 DMSO ‘g2 H 15 £-4b. ik CO RAMid
EH 4554, REXRBEBHESMEEY CORT, B EA 3
0C. 6 MG, LA BRAMWAHHER. REMAK, RLBRLEF
BAERS K. TREARR)SHEHANS, AX. AW ELKE
#% L4, i MeOH : CHCl. (1 : 9 v/v) %M. KESA AL
Wy, EATTHREEN, 75 650 mg FAL44.
(MS m/z (#A*+# A, 70 eV) 261 (M+, 5), 233 (16), 232 (bp), 161
(5), 70 (20).
H& 21 : 3-(1-HA%w-4-X)-X PRk

ARALART, £3-(1-ARRR4-X)-X TR FE (0.60) F T’
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Jic (320L) %5 DMF (9 m1) 255k Ae # 2] 100°C . 3 Jo 7 B4 5 7 BE2E 54 (30%,
7T70uL), 1 386, GCAMEARARACEERHEAT, RAKFBIEHZ
B8 M., ARG, MA_RKTR, AN C AT BEIEER, XX
F. b A Gl &%k, 458 MeOH : CH.CL, (1 : 3, v/v))
B, KESA AL BB, EATTREEN, #3 400ng
RS, A 182C (k).
(MS m/z (Jg=}3m A&, 70 eV) 246 (M+, 4), 217 (bp), 131 (19), 100
(22), 70 (63).
PE 22 . 4-C-=ATFHBEXE)-%R

je 1-#-3-= K F Bt ¥ (580 ng) Fv» 4R M & (275 mg) % T F
6 m)FAKLEG nl) F. AERAAT, QRS T RARRSA
(424 mg) #= Pd (PPh).(119mg). & 90°C F de ik i #§ &5 %44 18 1MW
RGN LT, AKEFEANA, FHRERE), I8 EXEF. &
G F Rt —F SR T AR .
MS m/z (Aax}#& M, 70 eV) 287 (M+, 33), 218 (22), 154 (bp), 127
(56), 69 (27).

AT 7K AR PGS AT 4.
RS T4

B THATAARE, R BALE AN LBHELEA 16 x16 A4
AW EF 6 50 x50 x60cm ¢ FEHH TR (RFEHEHHEAS, RXYIM
(16)TAO, Omnitech Electronics, USA) k, #t¥# 5 —A Omnitech &
FhEHI NP — &5 4&AKF KK (NB DIO-24, National
Instruments, USA) & Apple Macintosh XM 4. ¥l 25Hz &9 %4
MBI, R —FFTHABE LABView" B R, AFAEFHE
RUEREZFATRAEDIEE (F0) T4 EE. 4 RITERF D
RS EHF L RRHAETHRES FPOHBRAK, $HHF KL
FZHRABGHE. HTRIZIAENESD, AR —AHSFHeG#%
ATSEB R AME — AR 26 B A R AR LR R, K
BERERBENFEEMET ARG ABATESR AR HBEES
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RFHEHEY 10cn LR ESRG KRR LET A FoHBRL
. H TRATH T RS XA R%, ARAXBAEWZH 30 24F,
B EEDTERT. FRAAHRIMAFE 60 X 30 54, £ix
HRABUSHE LT, 4NEAIRGXE, FIRHXEAPAL
ARG XK, ARG HREER., AL THEHTEFRL
P A6 47 R85 2-4rW, AR TaEMFIALAERA d-XABLt
Bt K EMA 1.5mg/kg M E. EETHESHCEIBLARITHITH
E 5 90 5-4F %, £ AN dizolcipine (Mk-801) &2 i o X SBBE &
# 0. Tmg/kg # M E.
HARE: AT

EAAHEHWG, X KWk, RERE KB, E—HRESE
petri3gfm ., JeHFRAKEHHEE. LREK FERAPNLEHER
FoMH L RN BAE. REIWERFBRAR T EBERAEAR BB HS
. oW LBt HR ek (DA). 3,4-—RL %X 7% (DOPAC).
BEERMHVA). -FAESE(3-MT). 5-B &K (5-HT). 5-£4%+%
Z 8 (5-HIAA) =& V5 B¢ & (NA). i#it HPLC # Svensson K AL
1986, Naunyn-Schmiedeberg’s Arch Pharmacol 334: 234-245 &} 3)
AEEE R PHEGELFEMN T EARIA DR T O LRER
AT M.
HRARE: XEPHERDIHFE

A TMREAX NG RBASH 6 o A A K (F) ol R F XM (1),
EXEFHMTRE. EF—X, ERERRRT, EXLGFAHKRTEAN
—RIFE, ERIRFPEIAN—REE. AF =X, Aoy AXALH
BT EMRBEY. A8 IHA, AIKFERERZHR. K
RAEBIATHENR, B, ABCEHHARTRELRIHFBAAL. REH
i GC-MS(Hewlett-Packard 5972MSD) ® & A4 3% b X B 4L &% 89 K
F. #®M Sprague-Dawley #r&§ K &, K% 69 0 ¥ # 5 (0. 5ml) A 4K (0. 5ml)
&, M 30pmol (50p1) ((-)-S-3-(3-THBAXR)-N-EHBE%RR
£H WAF. o 25u] tafedg R B éhde pH AH 2 11.0. &6, A 4ml
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“RFRAGEE 20 2R ERMEE. EANEBSERBI—A £
HET, ERLARTRAEF, KRG EHE T 40pl TEF A T GCHS &
. B AT G RHS P A S EHTHXBLS %R H % 1-500pmol
EEANEANE, £ HP-Ultra 2 £%%4 (120 x 0.2mm ID) E, LA
ARG XEH 2ul, #176C. EHE, HFCREAWCTRHE L4, &
JGh 30T /44 ehik R A 5 3| R 4485 290C. HAHBRMEH/E. 2R K
B, KBS J 6 RALTHR MK — A4 1pmol/ml.
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