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L#E& S-RE - [clkmB e 7k, .3
)3 5B 2-FH [clekhBRs Ly X IV g B

H
0 l I ;o ° ; | éo
s AW X

o REZAH Cs Lk, Fo
b) AR IV BB A BLAK R, e fF 8] S-RAE 2-FHF [c]

ok 7 BF (V)@———-@
NC. : ; |
o
10 M e
2. BBARAERIGFE, £F S-BE 2-XHF [c]lhmmeti A X
IV & BeiE~T A8 it X VI &8 % A&

AV

15 AP RAECREAXER FEFRALEARAETAE ROLIAE S-HR
2-FFF (el f, MEH A RK Cs R ABBBAMALX VI 68,
3. BBARAMER 1 GFE, L7 S-BE 2-XHF [clkmMih
X IVEBEETRAETX VII ¢BRE AR
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Cl

0

e} A VIl

HH kA POCL:, PCLs. &, SOCL. 4028 5-B K 2-FF[clew®m, ME
FAERX C R ABBEALR VII HEER.

5 4, BBBFZBRIGT &K, P& 5-RE2-FH [clkmMmiEHh
X IV seacdid X VII ¢ BB A X VI 698 7 &

OR, I

Ao RZ CREAREE, 5% RMA POCL, PCLs. &K, SOCL: &% 5~
10 X 2-Fi[clkw®™, AR RO AIHEHBANKVII BBRAE, ME®H
FARK Cs e A BBLRAX VI 6985,
S BeBMABAER2GTH, AT HRAANWKRIE H AR,
6. BBARABRSHFR, AFPANMBIBHZATRZLENR, 58,
POC1s, PC1s &, SOCL..
15 T HRBAAER2 4, SREHFE A PRAFERTE.
8. BAHER 1-6 P —RGF &, X FIK b)£A QM
KA Z& SO0CL., POCls &K, PCls,
9. BBAAHER 8 &GF ik, L PBAMA SOCL.
10. #BRAAELR 1-6 PHET—RAGF ik, X P FR b)) R4
20 BANRALSZQGEN P AT,
11, BBAAMEBR 1065 %, ZPENRTFE, KTRITH.
1. BBAAER 1L GF%, AFEMRTE.
13, BBARAARK 10 6975 %, X+ 5 b) &M & BLAKA £ SOCL,,
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BEESHEMEG N N-Z FRFBAG PR PR,
14, BBARANER 1-6 POET—AGFT L, L FHRATRRT
-3
15. BBARFIZR 2 8F5E, AP 5-BEK 1-Fif[clkdm®mK 111
5 #oB ROHEPOCLAAETRE, FBX VI 988, REBFREE, ik
B S-RATBAE 2-X5F [clkh®, B SOCL, LD -5 L 2-
EH [clek .
16. BBAFER 1585k, L F ROHZLHRFEE.
17, BRAARR 1S5 695 %, FF S-BK 2-Ff [cl=xh@MmX [1I
10 FlBAEPICLAATRAA, FHAXNVIHLE REAFRBATHYA
B, iR S-RATEA 2-Ff [cl=kwM, A4 S0CL. L L %3 5-
RE 2-FHF [clhmm.
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P& b6-RA 2- F5[cIkhmag 5k

AXRAFTENE-RE2-(RF [l HFH7k, 5-RE2-X
5 FlclkhBARMNEALORWARGHREL I-B3-(FEAL) A
E1-1-(4-REX)-1,3-—&-5-F X kv iy, A &G F ) 4k.
RS FEF
HRELEZRANTERGFGN G RGALE, FATLEHX():

NC
N\

ES
10
CRAFEN PREERFF (5-FE K 5-HD HFHEA T H A, Bk
BAERWRER. BRESHGRHAMERRET X 2T HBRD, #
42 J.Hyttel, Prog. Neuro—Psychopharmcol. & Biol.Psychiat.,
1982, 6, 277-295 # A.Gravem, Acta Psychiatr.Scand., 1987, 75,
15 478-486.

% Bk & 2 5 B USPNe4, 650, 884 A FF 4 7 sk ¥l &, X P 5K 2-
R[]k pMATHTELOBERRAE, FoRlf 4-RRXEEQ4K
HE NN-—FRAEARARENLYDAE, AHFAG T AD4AS
o
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NC
H
N\
cH,

AR ARITXIERE.
% Bk 3 oG 3wk F- M4k T 2L i it USPNed, 943, 590 A JF & 7 3 #
5 &, 03X (I PRk, R Tavekd BN LR, 53
B & 6 5 w4k,
B 5-RE& 2-% 5 [c]k BT H & BHEE 2 6§ F 205 H4K,
B FBEHEIRIOENFTXURGTOARASALF R RATE
7.

A

10 & 5-F 235 [c] kv B89 5 % & £ A JF & Bull. Soc. Sci.,
26, 1951, 35 (Bretagne) #= J. Chem. Soc. , 1931, 867 (Levy #= Stephen),
T ERFE-AK2-RHF [c]hwFELE R, MEH CuCNR A
HAR ALY 5-RE 2-XF [c]k%®m, 5-RA 2-KHF [cI%H @
BAHFTEREBEMN 4-R AR = T8 A7 3.

15 MBS AR EE2RESREXAEMBKLHET Tetrahedron
Letters, 1982, 23, 14, 1505-1508 #= Tetrahedron, 1998, 54, 9281
i

ERASACHFHEIMT, ERAR-RE2-FH [c]khBT
AR 5-8 K 2-FF(c]k MBI FTRGENBELEG T HAFHF
20 EH&.
KB AF
B, AEXWRBLNR5-HBE 2-%X 5 [c]kd®H & 5-RA& 2-X
I [clk"h®A ey 37 &, e
a) ¥ 5-F K 2-% I [clkmMEAAh X IV 6 BLk::
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0 Eap 0 X1V

EPRAEARCIRE, M
b)) E4 X IV B EABANBEE, 1§35 5-RE2-XF [cl®s

s ),
NC. :
0

O XV

- A 2-%HH [c]khMmB A X IVHstE T ABE X VI 658 & X
VII GBS, R F B T X Bt R TR

10
R, 1

0 AV 0 X, vII

EPRAC HHEAREL, K& F 2 M POCL,, PCLs, & SOCL, & 32 5-
Bh 2-RH (] HFEH, FEAENIELTERSARLEN
NN-—FPEFEBEYPEGLEEN P47, A% RO &2 5-% 4

15 2-%(5#[cl*aMmMTAFHR AP REXLAL REER, ARXRL
BB R %% ) A 8w 35 BR, BLER, POC1s, PCls & SOC1. % & Fi#47. % st
BTUETRAPEALRE, KX VIHEFAVIIGBATUE
FEAER Co HRABRBREANL, LR ARTABSALENLA X
IV # 8Bz
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ARAAERBMNELELEP, CRAZIRAF 164 (LK1 F
6) ZBRTFTHAAII4RE, pbPL, X, 1-804,2-4,1-T
A, 2-TA,2-FHA-2-7X,2,2-—FE-1-ZA S 2-FH-1-m 4.
DT B P GBLARMN T AR AT AW B AR, kKA R
5 FHBEABBYBRRKARHZ, SEGHAMNH 42 SOCL,, POCL, =
PCls £ i& SOCI..
DT REABEPRERENRERSCLENEN LT E, FTH
(sulfolan) REHFHGLHE. YRBEEEMPRITH, L EH
XN VEBREER 1.0-1.5 S8, 48% 1.0-1.2 S ETHRAMN, mBS4
10 RAENE, TAABRLESG NN-—FLFEEE, HAZRANZ
SOCl. B. Bl AALEBILENY NNN-—FEAPERREALET, K4
AP EEAERN.
DT REBEEAZERETHAA, K ELEEN D AZE THAT.
BEMEARERE REHBRKABRBEAARH L.
15 S-RA2-FHF[cIhHMAFT R FTE#HL T, Pl Ak, T,
REkGEER, WREETARTEL LS —F R L.
EAERT R EEATEP, X IVHRZHARTR. IR
BYRa)RBAEETAN, RREXEFTER TR,
EXEXRAHOELEEATEF, X III & 5-R% 2-% 5 [c]
20 H®MAEPCLLALETHB ROIAE, K8, RHMEHX VI H
B, ARRAREWEE 5-REATERE 2-E4[c]%HM, A TLE
BAZG NN-—FEAPEBEGFTEPH SOCLLRE.
FHRAAENBAERAALEZAR R A, BBE ALY
ZEREA 2-FHF ]k DFRBUANG T E2FEH, AT E AN F
25 EFBRBFE, TUEAEFRFE TG XN AE 4.
HHRAERY 5-BK 2-Xf[c]k M TAE B USPle
3,607, 884 & B+ F) Ne2630927 A IF 69 7 3£ 45 3], Bp £ 5% 4k SO, P 4&
HEFTRORERPTREEX A AIMBE=RGBLF AR
o2 JE-2
30 SLAEp)
AXPR—F AT L4450,
Z 34 1
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F-#k 2-XH [c]lxhm®egH &
5-REX 2-Xjf[clkw@
5-% 4 2-% 5 [c]sk+# (53¢, 0. 3mol) &% F F % (200ml) *#,
M T ALBE & (44g, 0. 6mol) #= N, N-=F % ¥ 8t & (DMF) (1ml), &4
5 MASABE TH# 3 I, A EE, mAEER(200n]), ki
B AL S, A AR (100n]) %%, &% 52g,88% DSC R#BEAK 131
C;

'H NMR (CDCl,;, 500 MHz):
5.47 (24, s), 8.06 (1H, d , J =7.5 Hz), 8.28 (1H, d, J=7.5 Hz), 8.3 (1H, s). BC NMR
(CDCl,, 125 MHz): 69.4, 125.1, 126.1, 131.1, 131.6, 137.8, 146.6, 167.4, 169.0.

10 5-RTEAAATEKL 2-KHF [c]k"HE
F % A)
5-% & 2-% 5 [c]="h & (36g, 0. 2mol) & ¥ T L #LEL & (100m1)
t A DMF (1.5ml), R4S EiE 1 b, mAFE(200n]), AZT
REEAN RGYEBAEw A% (THF) (200ml) ¥, T 5C A
15 THF (200ml) ¥ 694 T & B (31g, 0. 42mol) F &k b, READHEHR I X
B, RE A, BEAEHBAKK (400m]) P, i EREEGLEH, AKX
(100ml) &2 &, &= 41g,87%, DSC R#% & E 189.5T.
# % B)
F-RE A 2-%5 (c]k"h & (39g, 0. 2mol) & THF (200ml) ¥ & &
20 ETFETERMmARRT AR (19g 0.25n0l) # = T K (26g, 0. 25mol) &
THF (200ml) ¥ &gk b, ¥ RADHRE 1 I, RERERESBEIAN
kA (GOOml) P, K EHB ARG LR, AKX (100m]) %, 5 E
49.5g, 91%, DSC A2 452 B :192TC ; 46 & 99. 5% (HPLC, ¥ & ) ;

'H NMR
(DMSO-d,, 500 MHz): 1.4 (SH, 5), 5.46 2H, 5), 7.88 (1H, d, J=7.5 Hz), 7.95 (1H, d,
J=7.5 Hz), 8.04 (1H, 5). *C NMR (DMSO-d, 125 MHz): 28.5, 51.2, 70.0, 122.0,
124.6, 126.6, 128.2, 141.3, 147.2, 165.5, 170.1.
25
5-T A E ¥, 2-%H [c]="hEA
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F & A)
5-% X 2-X 5 [c) " ® (37g, 0. 2mol) & ¥ F & 5 (400ml) ¥,
# A POC1;(10g, 0. 07mol), R A RA B G AR E 5 b B, B
TR, FALA LR E R, SRS S, ACH (Gonl) ik, *F
5 35g,87% DSCAR#:= & :151C.

"H NMR (DMSO-d,, 250 MHz): 1.36 (3H, t, J=7 Hz), 4.38 (2H, q, J=7 Hz), 5.48 (2H,
s), 7.95 (1H, d, J=7.5 Hz), 8.12 (1H, d, J=7.5 Hz), . °C NMR (DMSO-d,, 62.5 MHz):
14.5, 61.5, 70.1, 124.0, 125.2, 128.8, 129.6, 134.8, 147.6, 164.9, 169.8.

% #% B)
5-f.E A 2-%5f [c]=k " & (39g, 0. 2mol) & 3% F < % (200m1) ¥,
10 RAYWmBIEE 1554, SAHETEHRGLER, A TE (50ml) %
%, & 36g, 88%,DSC &R ¥ i® E :151C;
S-RAVEE 2-X 5 [c]lkHh®
F % A)
EEAZYH 5-CRBERE 2-(5 [cl=%x®¥ (41g, 0. 2mol) & F
15 F& (10M, P& a3k, 200ml) ¥, R 2749 £ 80C 445 20 1 B,
A )G BB R A s Aok (2508) F, AR EBAY 2 pH=1, BLH R
A4 2 b, TEHBAGLESE, AAK@*100n]) %, A TR, 52
33g, 93%, DSC &2 & & & :237C ;

"I NMR (DMSO-dg, 250 MHz): 5.47
(28, <), 7.65 (1H, s (NB)), 7.92 (1H, 4, J =7.5 Hz), 8.06 (1H, d, J=7.5 Hz), 8.14 (1H,
), 8.22 (1H; s (NH)), PC NMR (DMSO-d,, 62.5 MHz): 70.0, 122.2, 124.9, 127.2,
128.2, 139.7, 147.4, 167.1, 170.1,

20
% # B)
5-# A& 2-3% 5 [c]"k % # (20g, 0. Imol) % M F THF (100ml) ¥,
AN B F kK (300ml) 69 A A4 (50ml) F, KHREH 30 24,
HERRHEGER, BK Q) %, A TR, FE
25 17.1g,97%, DSC A2 ¥ B & 237C.
5-F 2-%5f [c] =k wh &7

10
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# % A)
Fe s-RAATEHE 2-%5 [c]kH ™ (368, 0. 2mol) &F T 7
% (600ml) ¥, mA EFB R (36g, 0. 3mol), H Au A DMF(2ml), & B R |
Stk B) T5C6 M, A £ T K (100n]), KG9 ERAHE T
5 B, AEBARGLR, B FE(50m])FK (100ml) &, FRRAF X
EFL& N E5 22g,80% DSC A= E 203C.
% i B)
RTARAFEHEE 2-%5[c]kw® (23.3g,0. lmo) EF T =
#ZE R (100ml) b, RS # B WA 30 24, mAWRX (100m]), £
10 FREIEMN FAESALBRXTETEL L, FF 15.5g 93%(R T
(b EFLS),DSCARRERE 203, 4E 98% (HPLC, ¥ @ #R).

11
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