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EFHEBRYREERARE.

3. BFRFHARHBENMER 1 FERHR (1) FRH4L -
¥E -6 -SEMBHTEYRAL, Kb,

AERTHZE TREAMNHASAAMNBRRESRBBRRES
MW EL: BE. RE. 8. 8. 8. . ¥2. ZHFE. P&
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ERPLGPTUTRRHBATE, ERR/SER (W),
BERBEESER CEWBE ). RRESEYBE. SERERL
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-

EMNEYFTHESMN. SHEBAFES (BK(Ca) @) . #
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EEOELENEERN A TRARETLAREREFTINEN.
HERSHOERE, nFH. Z28. AERREH; B, WIH®.
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MoEEL. SEELE. L. SEKZE. SEZBREE, 2
BZEE, SZK. W, —HETR. —EEERE, AFERRE,
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AR AENEN. RRZBRERMLE.

B EREOCE+120C. R+ 3 0CE+ 9 0 CH%
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ERAGARBEEATNE. HRAEXAEREBERELYR
Bi2aREEky, sy, SALARIEALY, REBLE
BEL, UBRRARBRENERREN. HHREEATELAR
SEALE.

EREMABENEAREXETFARNENEN. KR EXFa
B, WEMN. 2K, 8. REBRTMN, BE, UNERER
i, RECHEFBRBRE-FIR. SHRGERABE, W,
ZB. ARERAN. CTUEA ERENNESY.

HBREREOCEFHI00C. R+ 2 0 CE+ 8 0 CTFHSfT

KA EEETHAT, BOTUERERSE (MO.5E5E)
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M BRERFHN TR ESE : EEAFERSER (1)
F(la)BibePmETBRERSY, B (1 )M(Ta)H,
R: S RUBFRELEAGRE, REEBSAGTHERBRY, RE
EHEFHER, ASELNMAREHEAYRELEY.

EHREBERSI BRELE, SEREIBRIBERFS . BF
REAGHARTRENE, FHERS FENAGBRYE. AL
AERERIRERFTEN AT ERGTHRFIRIER.
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R‘OZC —
(I11)
H,C

0]

HEPEMR* g8 XFA,

R*R’N___NH,
]/ )
KX R2 . R IDAEXF
ERAMKRBETABEESILYENYE, USEWERRTHE, ¥
g, ok, —BEEAEMmRE, HEHEC, - C. KEKE, W=Z
Beo. (REEVRDE . “HEEMKE. K. ShANRTEH.
HYF1IERER (I)&LEY, BB EEARX NI I B/RESE
K, Rk 1 B/RE 2 B/R. |
RETUERETEAG, BUTUESERRE (W0.5FE3E)
THT REEBEEEZETHT.
REBEITUEBRAEEHATL. REEB®E+IOCCE+150C.
R +20CE+100C. BRI EEHEBENIIE ST HAT
BR(IIHY>A(VN )R CANNTHER T EWH&.
¥ EC6—BUl MERRMAMM MR LY
X®#ETas F A K iE (Neurosei.Lett.94, 279—284,1988 )
PEAT, BF TR, RXREHARC-BIl MERKRMAMWEF

D
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. ENEHNGAFESERSEMEN TESRUYMRHNEN
FH100%. AEHERRLEYEETHNMSHHELE.

ARPETABEBYHRNNBBANGRE E, FRBEUHAS
E_BREMER (1) (la)MikapRiEr. X%, HEEE
HMBRARERN, Sh—RRsHRE (1) / (la) HERLEY
# o

HAEER (1) / (la) MERLAYN AR ARAYSE
=M0.1-99.5% (EE ), R%0.5-95% (EE) .

BT (1) (la) WEdkewst, SYHATTEFLE
HEERLEY. |

FRGYHATEC N FEEEATRANE, HURAHARR
T o

—BEH, FTAAFESHER, CEXEANESUIHELFT
HER(D) . (Ta) BERILADESATNENL0.01Z 24100,
REH1ES5 Ong, WRSLE, TURBJLMENE ( individual
dose ) (AL,

B2, EXRERATARTHRMAS LAEE, SXERRTEHR
EMERAEKE. TEYEYBRE. EROEROCEEE. #A
A48 25 0 2R DA TR 44 25 B (A ST R |
EE
3 B 1

F-HE—-4a4- (3 H-—4-="EFEEE)-1,4—=-5H -~
2 —HE -5 —HEARTPE
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Cl

$#%15.32 (50mmol ) 3 - M4 =B HETFEZHRZIBRTE
f15.2g (50mmol ) 2 —WHE~-1,1-ZH - (%R, Troschiitz. A.
Lickel, Arch. Pharm. (Weinheim) 324, 73—77 (1991 ) 35 #
E)VETS 0nlZBFHERAPRFER 1 2 -, ¥ilE, HWH
RBREFMBEGETHIERE, BF13.0s (HR™ERG 6% ) F&
&Y.
M. p.: 250C
SCHE B 11

b-ZBEE-—4 - (3 -E-41-=Z8HFEEXE) -1,4—Z
S-2-HE-5 -HEHAMRFN

CF,
Cl
o
H,CO NC,
I
H,C™ N7 R
b
0% “cH



$%$4.0g (12.0mmol ) EHH 1 PHIMNILEYET 4 OnlZ 8
hFMBER 1 200 AFBREERZIEE, FR|AYAT -EKH
R HFAHARRENKBEBEERAR. BRBRETHRENEFERLS,
By EREEASE (FEX ZHMZ8 FFAE=100-101) 4
o REWBKHRABZHESE, #9705z (ERTFEML 1Y)
L&Y
M. p.: 152°C
2 it 1 11

- HE -5 -RE-2-FE-4- (ZRHEFXE) - 1,4
- “HMmE - 3 -HRAE

#13.6g (50mmol ) 2 ~ZBE- (1 -SHFEEE) ZHTF
BE. 7.45g (S0mmol ) MEZFRMZBEEMEER 1 5¢ (190mmol )
ZEEEIOnl FEPMABER 1| hit. REE, BRAPERKR
ZMZEBEZRSR. AU RBRBRIMKEBERERR, HR%EE
— W, BHRBWTEFAESTKSG. R (18.4g) HAHEHER, #
FI6.3g (LT EA 3 7% ) TERKE.
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M. p.: 210—2147C
5 B IV

F-ZBEE-5 - KRE-4-(2,3-ZKEXE) -2 -FE
-1, 4-—EMm—- 3 -FREM

cl
NC COOCH,

H,C-CO-HN™ “N™" ~CH
H

#%6.7g (20mmol ) 6 —H|E -5 -WE -4 - (2,3-ZKZEE)
) —EE-],A-—SEWs - 5 - FRER (EENTEREMILS
FiE# 4 ) F133.5n] (350mmol ) ZMEMMEIR 3 0508 REE
25°C. BETWMARSEISNZRERMNERZBTN. ERK
BRETERFERATSTHPEARARAR. REH 5 0nlFEERRY.
BRHMEHSEFAPTERE
FEE: 3.6g (EWFEMS 09%)
M. p.: 224°C (5 #% )
EHE BV

5-ME-4- (2,3-"REE) -2 -FE-O6-N-FE
FE-1,4-——SmE—- 3 -FRPBE
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Cli

Cl
NC COOCH,

HNT N7 Tch,
CH, H

AosnlkENIIUAHFERMZHBA® ( 4 Onnol ) 4AH2. 88
(10mmol ) 2—ZBtE - (2,3-—H¥E ) ZHHPFEM1.5(10mol)
FEZERBMZMERE. KREAPEREL6C. WHEI 0CHE,
MA2.3ml ( 4 Ommol ) vkEEAER, ABMWA 2 OnlHE. WAERS
AHE, RERERKEEFBZIRZBER. SHHARRNTE
HREERSE, B3 REETRERY, FEREADHI00eEEEST
Wik (FRE ZHRZEEERB) -

FE: 0.5z (HEHRTFEMNL 0% ) &
M. p.: 234—239C

LEES ¥

LrEd 1

F-|E-2-HE-5-WE-1- (4 -=HFEXE M
& EF B4
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CF,

QN
= OCH,

|
N SN CH,
$2.0g (5.6mmol ) 6 —EE-2-PFEE-5 -WHE-4- (14
~SHPE) -1 4- S HRREE (R TIRS I FERE )
EFI0mIZEEEPHAFI0.cEE (MENERELE ) &
W, BEAYEZRTH#H 12 ., A E IR IR (ZHEKE)
RERE, BRYFAFHES S, 891 L (ERTFEMNTIX) R
Aiad.
M. p.: 185—1868°C
HEDTXEREA LT EWNRRLIAANLEY
F 1
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THFI S | X Y magw |
o)

2 H H 70 202-4

3 3-Cl 4-CF, 33.5 210-2

4 2-Cl 3-Cl 70 178-9

5 - 3-NO, H 96 175-77

6 2-CF, H 41 191

7 3-Cl 4-Cl 62 202-3

8 2-Cl 3-Cl 92 149-50
() Bk

9 2-Cl 3-Cl 90 145-50
(+)-3‘f|' B4R

10 4-OCH; H 25 197

1 4-CN H 68 205-6

12 3-Cl 2-CN 5 236-9

EREE 13
F—N, N-—ZBEE—2-HE-5-WE-4 - (2-=5

HEXE) BHRTFHEH

ON _~ CO,CH,



¥0.82 (2.25mpol ) LS 6 FEFIMILAHET 2 0nlZ&aE
HEMAERITIE. BRZBHE, SRBRKDARKGREFAIEE
e, AESing (HBFEM2 3% ) HELAY.
M. p.: 113C |
LR 1 4

4—(2,3——E%EXE) -2 HE-6-N-—HEHE-5 -
B &= 5 MR FR RS

Ct

Cli

0N = CO,CH,
I
Y
HN N CH,
CH,

#0.7g ¢ 2nmol ) EHH 4 FBIMHLAEYET I K_-FE
B A7 OngREROW MR LNLE. EERBTHH S IHE,
BaWAE2.5n IMOFREMA_FEFREERGE, FEEEAT
WAL SR, B REEIR (ZMZBE-B%X=1:10),
BF0.8gE =Y. BEeMEgb (ZBZB FEX=1:38310),
£F 6 5meg( 3% )Y,

AN TEER L 1 FERNEE2PHANNLEY
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X
Y
o,N___A\_COcH,
H, x> !
N7 N7 cH,
cH,
KHRHEZT | X Y &% (ib{f| M.p. °O)
M E LK)
15 H H 20 1234
16 3-Cl 4-CF, 70 148
17 4-CF, H 56 137-8
18 3-NO, H 23 196-7
19 2-CF, H 20 110-1
LHEH 2 0

E-N-ZBEE-4 - (2,3-ZEXE) -2
B 2 4 B FR

20
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Cl

cl
ON___ CO,CH,
l
"y
HN™ N7 ScH,
co
CH,

¥800mg ( 2mmol ) 6 ~N-ZHEE-4 - (2,3-—HEFE)
1 4-ZE-2-FE-5 -HERABRFE (EXUTFXBH I
FEFNEF DBTS 0nl W BERDPHFASCEULELEH. HRED
EEBTHEH#FIX. BdERtLtd@FAECHBEgSsd (ZBIHE -
HX=4:1)F, RENKRAAFXELR, 87302z (Hit
TTFEM3I 8N RELAY.

M. p.: 195C
ERPTEBH 2 0 HTEMNSRIPIHATMLEDY :
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(€8

O,N CO,CH,
HN \N CH,

PN o

LHHMBET | X A (i |M.p.°C
{H69T 4930
21 H 19 178-9
22 2-CF, 64 141-2
e 2 3

F-—HME-—5 -—HME-4 - (2,3—-"EFE)-2-HFEHE

FH B

Cl
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¥1.0e ¢ 3mmol ) 6 — |E -5 -HE -4 — (2,3—ZEKFE)
—2-BE-14-“ESHMPER (AP TREFHUHTERNE)
f12.6g ¢ 3 Ommol ) “HILEE 2 0nl ZEFEFFEBTHEBETO
Shat. HERREAN, BRYPFZMIELEFRELIRRE IR &
¥0.6s (H=EWG6 0% ) FHALAY (RERKE) .
M. p.: 251 —253C
LRE 24
B-HE-5-HME-4- (3 -WHEFE) -2 -FEHARA

A

HENUTEREY 2 0T EWERELEY
Re=0.19(HX: ZBEBZE=3 : 1)
M. p.: 202—205C
PR HWPFEA8 0%

AP TEBEA2 W2 4T ENSERLTHANLEY

23



*F 4
X
Y
NC CO,CH,
o
H,N N CH,
R KT X, Y ~E (i M.p. (°C)
AR %)
25 H H 55 254-8
26 2-CF,, H 45 212 .
27 4-ClLL H &5 231
28 4-CF,, H 85 201-5
29 4-CeH,, H 38 241-4
XEEH 30

b —ZEBREE-5 -®ME -4 - (2,3—-EEE)-2-FE

—1,4- "S- 3 - FARFE
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Ci

Cl
o
NC
= | OCH,
>
HN N CH,
(I::o
CH

3

MEMTEZER 2 sHE S HE, B10.72 (120mmol ) ZH AL
H1kd.3g (1 1mmol ) EWEHVFEINAILEY, S5 1. 4g (HiB™
BRI 4%) BELEY-

M. p.: 160—162C ( ZERZ 8§ )
HEDTERE S ONFEWNERSPHANLEY -
x 5

25



coF R X, Y F¥ W€ 27 M.p. (°C)
: , AE8GE ).

31 3-NO,, H 11 189-92

32 2-CF;, H 32 180-3

33 4-CF,;, H 52 139-42

THH S 4
5 —HE~-4- (2,3-"BEE)-2-FE~-B -N-HE
HEWE— 3 — HERER

Cl
cl
N ‘o]
]
C
- OCH

AN SN e,
CH,

AR FRHE 2 08 FE, B1 0g(115mmol ) ZHEEAL
3.5g (1 Ommol ) LWHVHEIMLey. S31.7¢ (ERTED
1 9% ) FELEY-

WAL TEMEE 3 4 B@'ﬁ?fﬁﬁ.%& B R A &
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X
Y
NC CO,CH,
|
Hr;l Y CH,
CH,
LA T X, Y R (i M.p. (°C)
{E8S T %)

35 3-NO,, H 10 | 2134
36 2-CF,, H 64 128-31
37 4-Cl, H 40 152-4
38 4-CF,, H 30 175-9
39 H, H 70 1214

27




	ABSTRACT
	DESCRIPTION

