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AL 1 AERANE—F 0RE [ AEARERAXB TR
kR —FREH (B2 3R4MH) NeETRERLESR
PR TR G e EEBE Nat, K GYEES EH AR
LR E Y 5456 %M (5 kS5 AH e Ogata, N., Yoshii, M.
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g A Xﬂ?izzé%@ﬁ.%ﬁséé%?ﬁ‘%%ﬁﬁaﬁﬁ%%ﬁa/i%%&@lﬁ%
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L REAMBEALH () K, R2ALATAERALHEE L, 4K
maf TG AE. 3 B AAEALEH (o) K (f) 8, AL A
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AX (1) it —F ek TaEX (14), (IB) & (IC)
UL ER R B E: % kL. % Kk

N

Z R,
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N Ra
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W 3
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Ry Ra3
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(IC)
£¥ A R, Ry Ry Ry R W EXAMALAEn A OK L Hi&n

20, £BHZAFRERTRELGER (b)), X FPH S EREMNES
ML E—REBA 1L,2-EEE, BAHTRERRE—AXEAEH
£, C i CEAE &£ BE =ZATA XEIREHR
REAFEBR, LPARgERSMEHFRS TUELRBEE TR Cp it
AAEA; Ry, Ry, R R ELATESL A n 0.

ETFTXPTafaX (1), (1A, (IB) # (IC) #fsHt
BAXTETAX (1) EEHGLSHHRERLLAGLET.

BX A PAAG LM aRESEEE, gt EE ORE
k. O FAA, kA, Fumeakd, Ead, FEEFREE
(isoxazolopyridinyl) , 4,5,6,7-w & -& i 5 nwed 3 ( 4,5,6,7-
tetrahydro-benzisoxozolyl) , F&akk, ¥ fekwb i, FIrRAE,
EHpke X, wperk, RAAFEA EREAFHE-—AHTRE
A BE BE CLBE C.REE RE ZATE X5F
B S ER, ETARGEARREHRSTAEARGER C, BE
FEUR, REBRAKAGE -TFRAFL, -TAETE 4-REL
S AXE, ZRAPAEA, 3,5-—FHFEE-4-%, 5-REFRK
w-2-R e 5-REFRA-2-K.

—HhEAH B WEAZREITE AR, ®h, FiARHXETH
AH.

g A KR A AH G Rmefubne A, B, FARWE,
i%iﬁi,iﬁ,aﬁﬁig,wii%%ﬂﬁg,%é#i,i
s, skwp X, FE.

A AR BRRTRERESE.

ZHikeg R AKEA, £ R T ZRFE, FTAE.

AH R, R R~ A.
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stFefs Ak, @aX (1), (1A), (IB) f (IC) 944
ML ARMEL T RESFASH ETESHLEGYS. K, KR
UM L TESHERBOELTAA LA THER LG L TR
S Y. MAGHETESHIAR TR R OREELALNN
E A,

B ETRSHBEMAGEOERLERETANRPAIESY
& AMANEERLER, AR, S8EB, BER AHR AR
FoRiE; MEMALRERBELR, TR, ZRALR, HER, FX
B, LB, LA, IR TLHK KXT7HR AKLR AR, T
BE HER, EHABRRTHRARFERE, #es T ERE.

AL AL oEE®, SLH%[(E) TH-RIFLRE[(2)
TH B ke .

AZBHOENLE AIELESY.
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FRAGEARESHEX (1), (IA), (IB) f (IC) Wb Ai
A ETHESEEPREMNLD.

AEPH—FOERTEFERSERABRAREA LERR X
ERODYF O EAERGELA BT &, AFZFOELTAXK
S@@EX (1), (IA), (IB) # (IC) e HRAHEH ETEX
HERELEMNCHNGT R,

ES—Arz@T, AXPR/TAX (D), (1A), (IB) F= (IC)
ML B ALEH ETESHERLEENCHENER THTIAAG
i B AT R ARAT ik B R 3R R 69 2 N o d 69 R

L8k BEEXHBAARG [, AERARNMNREX (D, (1A,
(IB) % (IC) REZHLETESHERLEMNLY (EXLTLE
B EREL) GELREHIGOLAY, SHER, BXAGFR
Fo B R AARERORIERRIARMAK.

#FEREREBEG AN EAE 0.01- 100 ng/keg HZAKE (4
JeA) /H&EE, ik 0.1- 50 mg/kg KR E/BHGEEBLRKZE 0.1
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- 10 mg/kg RE/BHEE. TARHEGHNEZELRARSEN M
Ba—, =, =, W, ERFRGENFTHTLE.

REGEBEBE THEGERAS, E2FRASKEAHHH
MEBXER., B, AL9R—FRETSA I, AEAFNNREL
(1), (IA), (IB) % (IC) RAHHLETHZGERFLEMNCH
Ki%%lﬁﬁéﬁﬁﬁﬁﬁiﬁﬁ%ﬁﬂ%%%ﬁﬂ.ﬁi%ﬁﬁ
LHAERAHMFACAS EREFNGSL L “THERY” SR
NEBETEFRARLEN.

HMesETomR AW, F3% AF (AEZE AFET),
MEXEZTHE (GEAT, MA, #5KA, RAREBEA) &
%ﬁ%%ﬁﬂ,ﬁi%ﬁﬂ?ﬂﬁﬂ%ﬂ#%ﬁ?ﬁﬁﬁ#ﬁﬁ%%
&) % 4] e 4E B % 4w Gennaro ¥ #£( Remington’s 2§ M4+ % W Remington’s
Pharmaceutical Sciences X % 18 J&, Mack Publishing company, 1990,
#%%#ﬂ%S%%t%%ﬁﬂ&ﬁﬁ%)¢ﬁi%%§ﬁ%uﬁi
ik O REERESS MR SN RARTE SN
ﬁ%.ﬁi%ﬂ@ﬁﬂ%ﬁ%ﬁ%ﬂ%%ﬂ,%#ﬁiﬁ,%%ﬂ,
AEHN, KRN, AR, FeHN, A%RAFERAN.

E?Uﬁ%%ﬁﬁﬂﬂ%ﬁﬁﬁ%%iﬁﬁ,%#%ﬁ%ﬁﬁi
FHERASEERL, AANIKE TRAUARAIBEBAAE 7T
ARERREFERYXAL., FRGERESET AR KEHRH R
(HBXEERTACLERAET.

A F B8 2 25 64 4 F 5T sUR e R SR A 69 T XA .

ﬂf#ﬁﬁ%ﬁ%%%%,%ﬁ%ﬁﬁ@%%ﬁi#%%%%ﬁ
%ﬂ.i%%ﬂﬁﬂ@%ﬁﬂ#%#%ﬁﬁﬁ%%i#%ﬁﬁﬂ%ﬁ
SHEEBPHATAAREEANEZH AR RAEREH K
A F KM (hERKGER) FHTRA.

ﬁ?%%ﬂk%%%%ﬁ@%Wﬂ%%f?ﬂ%%#ﬁ%ﬁﬂ,
HEBRBAMNAERGEAL RKIBT.
AXBt—FoETHARATHEEX (D, (1A), (IB)F(IC)

12



LS th 7 k.

BEALBEG—AF@, BRET—HATHEEX (D) e
EdmETRSHEILENCHEG T i, 7 ke

(A) #EX (1) Bidhs —HRBARE, LT R ZAK
N

R

(I

(B) #EX (IIA) HEEL —HAEHHNLEXMNEARE
EMNAEEGHEATHRARE,

N-SiMes
r—8—4

(I1A)
&, |
(C) FF@EX (1) 894LeH, EFnZ 1l i, TRAEX (XV)
R

(XVa)
£y RAZREE, BHA B R, RH R b AL, B

WwELERESE, ALK A-CHFRE, TRAMETEFRAT
it —FHFRTHET—FTRE S

(i) BEAEAAGHERY L

(ii) HAX (1) BEBELHP B XHLRAMgEX (1)
S et R FEBY B X; -

13



.......

(iii) FAX (1) HLABRERPFBAHLREX (1) &
Wme i BT B2 6 R RE N AEYT B

(iv) Hd@X (1) 2B ETESGERENCH R L H
PHIBLREX (1) LR EL#EP B

(v) %8 X (1) 2hessd b SR E MR A #
PHXBAR S —FABX (1) ¢354 ETE S 63 EHCY;

(vi) R EBGEX (1) 4646484 (R) F (S) *fBAkéR
&4, A AYIATE S RA Y AR KA R 65 5T uAR;

(vii) A—FEHRAKBEABREX (1) HLeD.

ETHEEP, REFSALA, HFA B R, Ry Ry Ry Ry
nBAEMNERX (1) 654 3L

TBRABRAX (1I) IR EALEL A, AT R RAK
HE, RAZN-f. ZEAETAEARS 4 | M HCl HARERAE
B R T F R EAT.

ABX (ID) Bt T hAX (111 &isdrdld, Fed
AFETFAAER, — &AL A-100C - 25CHRE T EREEMN
ve Skl TR AR T B, MERMEA RRC-C (R L,
A L RZSEMNBELEA, PTHRBEXZATHRE (wiflate) X
8B FaiEm, SRk, XFF—&F5EWC Giafranco F#H#E ( CF
AL F R EY (J. Org. Chem. ) 1996, 61, 5134) .

]
N
A-B R3 A-B—¢

(i) {11}

AX (III) $iedd, £ Ry bk, TdBEEEX (IV)
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MEEE —HOEN R TR - FER-HEAEETEREX
HE&. BZEETABTEABREEMNF L —RTRyTEBRER LK
B ke SALK, AREXERALSTHAERGF X RIEAT.

A THBEGFEBY, B THFETAHELAX (1) 644
&% £-100C - 100CHBET, —REEZRT, EAHBREMNE S
o5, PEIWATHAELAGHAT, £BX (I1A) & FE I LK
(FhewdX (IV) B LR (ZFEERE) LR E) 5—
FHOEHANARE AN E A RENK LR T RRC=C (R) QL
MEXGENESE, ¥ RA—#HAE8E L AR PARRRT.
XA —f&F WD J. Hart FH#E ( (AMAFLEED (]. Org. Chen. )
1983, 48, 289) .

A-B-CHO N-SiMes

(IV) (HA)

B ALEG = RAFATYRE XN I A-SuBy, 56EH
e AERARBE) H), ET YRAEXBRTHLS TRHEBERLT
A &EX (IV) 9@k, EREAETAE 80- 115C T A LAELH
v ( ZER) 48 (0) FRASFEER T F @3EATHAE 50- 100
CTRAIABEAIRELETPE-CERAHY 2 N HRAKERT
B3 A B XA Ee A-BOH), 5 XmFARER S A LEEL
M ERIF. TREWZ, XABSRETAEIR AR BHALAE
MEREARBELENSEAR LS AN ED AL EFETHRY 2-TEhF
WMEREER, LF LA—#HAENELLAA, #R, RIAAR
¥.

# X, RRC=C (Ry) CHL' # RR,C=C (Ry) (L’ 8 T BB
73],

BRIV @mE, Lf ARAEFFEL-3-%, TRAHEX (VD)
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i rAX (V) b E >4, A H Schutske G. M. FTi£ &g A
FoRk (A1, 2-% 4o F ik ( CARRFEREY (] Ors
Chem. ) 1984, 49, 180-183) k#4&, X F R, AEAXHN A H L, R—#
BEEXAR, iR EE, KRAART. AHENBROKHETAE
20- 100°C 932 B T4 A B A EAH, Fllef iR b i 8 k347,
AR (VD) 94sd (X+ R REALZXRBETLRT, HAIZARAK
§) TdRGEX (VIID) s dHimikE TEX (VID) 446
WA IA B EA, BAAAREBERAR KA ot 7 kR4,
¥ LA—#HoENELEA, AR TEESR A BALA

Q: fovad

B B
OFEt
OEt)\OEt \ggt
(V1) (V)
Ry L, OEt
o6 .=
Ott
v
N-
Q OMe
(VHD (Vi)

BX(VIIDH S HTARBEFXEA @ S. Nahm#= S. Weinreb
A (v @4ki@ Y (Tetrahedron Lett. ) 1981, ,,, 3815 ¥AT&E#5—
BFE, BAAABRLEARRARAMALG T EHRABGLESH L
#HE&, AFRAAALES.

A—#HTREGFET, BX (V) s TRAd QAKX (1X)
MEPEmREERN (VID), MEAX T F 28 (X) #4784
FERFE, EHT LA R e LEAT L.

Ry

\@Lz

CHO
(IX)
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AR (IV) gk, A Agwse i, @B FE (X)
HRASMEARERBR (XII) L4 HEHE, A PRERLGH
ABRREBAEAE. BUER R TUAEERTHER ZAALEPRF
ABE ST RASRARFIBELIEALCATHELALRBE
e = BALBHRRERR AL ESTERERGEKARKAA oty
kA 50- 100CHBETHST. MEHBLEEATELX (IV) /8
AWM F XA BEREREE, AGFAAEgEX (IV) 8L, K¢ A
2 v I ek A .

G~ €V
“NT g N

~CH(OE)2 B~cH(OEY,
(X) (X1)

HX (X) e Tl 2% H4A (lithio fluoro) X &K
e A Y (2B TFREIAERANERE L - FAAELELEG
BHEARERT) 5& (XII) REAH%. WEZ @R TANELA
ETAELEALETRE L, MEERAXEBRAMA LN F &
#2 5 - PRTEER B M.

CHO OEt
OEt

(X)
AR (IV) e, EF ARKREK 4,56, 7-wEA-1 2-FHFFE,
TumBIAREAEEMNERTEAE, MEA-_FATRELAENE
X (XITI) #2484, A+ L2 RTH SRR,
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WX (XIID) #dBTadaX (XIV) ShbBERRAEED
oL T @A b e 3 U R &

BX (XIV) 942 -Tlidid M. E. Kuehne & CAMALFR
£» (J. Org. Chem. ) 1964, 29, 1582 #gX &k} &g 1, 3-15H in
NG S E-

BX (IV) BE, EF AZFERXRARGFEE, TAREAL
AREAERNErTEAE, MERA_PATERRELENGEX (XV) &
o E, EFLRARTHEIALPH SRR,

e

) P
AL Y
S
B—1L2

(XV1)

Lz

(XV)
BXXV) LY, EFPA Sk Erfid, T¥Al5 M E. Kuehne
2k (CHEMAFELEZY (] Org. Chem ) 1964, 29, 1582 #j3L#k
PR EM S F kA 1, 3R RE R, MELEREREQULARY
BX (XVI) #ieaPiHE, EF PH SheLAk.
BEE=F—FEC @BX (1) #itdHh, AFRAKEAn
-1, THALTEALEIGESHEEGEATHEX (XVa) S
Ml —HAOENERNPEEE, AEALAXBAEERNE, £
R ABEE. THHENGZ, ERETUHE 20C-60CTF, £46
HHENER A ORI TEARHGRASY FEASFSEG AR
NS ERFES S P3: L

A—BW&
Rg O
(XVa)

#X (XVa) t94b&%, ¥ R, ZAKAL, TRAF RS 20T
~60C FTHAX (XVa) #4to%, A+ R, REE, 5=2XK, BK
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SR LERFCEASSGE RN RSP EERBEEMNE T ER
2P ks REAABEATRAX (XVa) 894LbH 5 AR RAY
BEBEEMNTRAERHAE, AT R AL ELHEZRRGELLA.

#X (XVa) $94bs%, Rd R, ZFEE, THAAE-100C - 100C,
—BEERT, EAEEENEROR, PTEIWARBALEGERL
TadgaAX (XVID) &itdhl —#HEaE A NE R AN o iks
BEMKEET RRC=-C(R) CHL: HEXFRNAELME, LT
LR —#EEHELEA, FEAXLERT.

(XVI)

AX (XVID) $ibad -l LAk od sk, 4 d Uk (B,
Wunsch, €Z5# %32 %» (Arch. Pharm. ) (Weinheim) 1990, 323, 493)
R &G ENEOREEE (XVIID k44, AF L REFHEPR
ik B RyAZC AR CFFIRE.

La
ORs
ORg
(XViL)

AE PR —F Gis L ARG A HE R TR
T LA ARBELALPARAET T KRBEEAKLAG R
Hl.

LA 1

THRIMEGFERT

A Rl EXKERAZY (DRG) MieF 4l A FA
MEEREFER L G FXAERARNTA I, H0EEG AT
B hEREKAREE (IC,) REF IC; # & std (4 pICy) .
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B) @ Ziudmal R AXEEEBEATA (BUR) 2.

A) BiEpEgEETRE (L)

4% 6 DRC A 2 3% 54

A TH#BE 15 DRGs, HHFH Wistar K K&k, BOhEREFH
BALBMiEREY DRC FMAASZAK L KESL Hanks FHHE
#% (HBSS; Gibco) ¥. WHEH T4 & DRG a‘f»}i%&zﬁ% Ca® %= Mg
% HBSS . BiE A STCTHMO0.26% REGERERIEHFR N SHRED
5B %% DRC it f2, ARAHBRMEGEHF B omLLREGHEHAL
(1 £-4F; 2500 rpm) . R EF&E, A DMEMF 10 (DMEM, A 10%
B2k 2% (Hyclone) , 6 g/l HFH#EA 2 oM 1-5-REBKBTTHR)
BB TR SV 1700 rpn &5 10 4. K4 &5 DRC wie EH &
S Ti4% (44 50 ng/ml NGF 2. 55 ( Alomone labs) # DMEMF 10)
O HFERER 1-2 - 10° MRS AL 24 LAKERERRA
R EEG (50 pg/nl) F/REBE-1-HE&%HK (10-20 pg/nl ) EHH
ABEHPL L. BEBREE 3TCH 5%C0, TEHMBEREF 72 D
. wRLEB@El 5- 107 M HeEEBEE (Ara—c) AW HAZLERK
G, 3 REAANMEAE MER 3-4 REAX—KEF
Xx.

AR b

A4tk EA kst DRC @ AT IR, HEBERAFALR
MERFERELEL®Y (1mdR) FEE. SREFHEMRA 2-5MQ.
AAEHEEME (5-15 MQ) ATHFAR Z ZRBEE FRZH L4
ZEKTF 2 nV. FmpeiEs (10-75 pF) #MEA FTAME R F B A,
JsrxiE A A (vioMA$E4L) : NaCl 140; KC1 5; CaCl, 2; MgCl, 1;
D(+) FH4 5 6; HEPES 5; H4E 30; pH=T.4. BRFT FHERE
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A (oM A #E4e) 0 K-F#HES 119; NaCl 5; KC1 13; CsCl 2; CaCl,
1: EGTA 10; HEPES 10; pH=7.2. £ %2 (20C) THRZATHARE
R JE (1 E-9- 1 E-4 M) 3% FHasME R b ey dl X4 P i mie it
£ 1.5 PHAE, ZREERHERETARLKEAVERZHAIIAA
HEe ke, BASNELREA 1,. BA PCLAMP®&# 4, #A
Digidata 1200%° AEH-HKFR & (HZH %k B Axon Instruments) %k
EEKE, ATER L, $aREHE-63 oV FKRELH-123 oV (X
REBESCEREEHEIE) . £ PCLAMPPSR A AFEARTHERY
BEvA, REHHGFFLS—EIHK (£ 60-950 ns ETBELHBH
LASHWOBLE) . ARASEHERET I, 9ELHAFHR G RR TR
AR, WL OELEEFEELA K, -~ /.

Wa Le (p) IC,HRE

pIC, % (-) log L&k B, s I, FhE EFFHK, BIKT 50
%. iBit4E A &K, BA PRISM®3% 4 (Graphad Inc.) & K, &
BB K E 69 ST BT A A3 LA 65 pICy. FTEAFH RAR:

K _=A/ (1 + 10" (log ([4b4#1]) + pICy) ) ; A R[] =
0 MBF# K,

B A TR TG T HFE A=3.52 s FELFL RN
ANSHERERK, A THMA BFARE-RAXET EFFEN
Hill étE AR i Ak%H | BMEB L EZMA. BE Hill £, &b
(K., =0 s foikk (K., =352 s') {h654 54 TARELANRA
6 A S P ki —ASH, XL FEGERAE.

B) R Ve kB BEEATHA (BUR)

I BRI Treit F (1981 X # % F 40 & P4 % 5h &X Pharmacol.
Biochem. Behav. ) 15; 619-626 ¥ A& 4 7 & R #AT A KR KB

JEEEFH BUR log (EDy) (s c.). EAHEHEZEMN D
B AR REAT A 50% ARG A RN E (unol - Kg' A
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#435) a9 AT AL

23 3

A A1 THABBEBERAE-—RANEXTRALEDOEAENE (E
i D RERAT A KRB EG) 5 hwHERAZIRAALERESH
%M.

A 1B Kdpd 1,50k 2R (RTH plC, ( FHELSE)
W) Ao RIEBEATH (AT H log (ED;,) W3 HE; EDy, vApmol/kg
AFEL) BEHNE

PIC,,~I, SE |log (ED4-BUR)

2- (1, 2-%F Wk -3-%) - FR-FFE| 524 | 0.20 1. 27
E- R

92— (6-§-1, 2-% 5 Bk -3-%) -a-2-FH| 6.44 | 0.18 0. 32
A-dvmind

(S) - (=) -2- (1,2-%3# Mok —3-%) -5-| 508 | 0.24 0. 70

fo2-@HA-XFHK (B) -TH &%

( utenedioate)

(S) - (=) —-2- (6-f-1, 2-%H F=2-3-£) 6.13 0. 14 0. 40
—a-2-RHA-EFEK (E) -TH -8RI

(S) - (=) —2- (6-§-1, 2- ¥ FME2-3-%) 6.79 | 0.19 0.08
—a-2-EHE-XPHEER

2- (1,2-%5# FMBe 3-% ) -N-FE-XFE| 506 | 0.12 1. 65
Lo_®H

(R) -2 (1, 2-%# 7MWk -3-%) -a-@HE| 512 | 0.11 1.73
-(kwepidnd

(S) -2—- (1, 2-%H# 7ok —3-%) ~0-&HE| 6.48 | 0.17 0.11
= A0 5

2- (1, 2-%# 7k —3-%) o-FE-EX78 | 550 | 0.16 1. 46
o0- (1, 2-% H FiBek-3-%) o-TE-EXFEK| 5098 | 0.19 0.95

E
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B: Jedp & D REBRFTARBHANETGELRRKET BT EHOHE
HiEkde i I Aok I11 VA7, X ERSPRAHFANT A Th BEH
HAER L D ZEBRATAZ R GHF M.

k2. REEATAH (VL ng/kg 2+ 693E)

5 3.4 BUR sc ED,, ( mg/kg)
16 (4) =2-% K -a-AHE-XFEE 8.6

%8
15 (6) =2- (F-1-%) -a-"HE- 11.6
AFPARE
15 (25) =2- (4,5,6, T-W &,-1,2-F 3.2
F Gk -3-4) o-FHFE-FTE
(Z) ~TH _%Z&

16 (2) =2- ( &k —4-%) —a-FH 9.9
A-FWE (B) -TH-®RE
16 (1) =2—- (Eek-2-%) -o-HHE 9
~-¥ ¥ (E) -TH_&HE
15 ( 14) =2~ (5-fEH2-£) -a- 19
FWE-ETRE () -TH KK
15 (34) =2- (3-RAFEXE) o & 6.9
WA-EVRE (BE) -TH -8
15 (37) =2- (4-K-2-AXE) -o- 9
AEA-FPE (FE)-TH =%

16 (7) =2—  FWed 5f[4, 5—c]H% -3 7.6
A) —a-EmHE-EFR () -TH=
A
16 (6) =2— ( F-R&ed 5[5, 4] -3 3.8
A) o-AHE-EFK (E) -TH=
&% 3%
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% 3. DEEHFA (L ng/kg A THRER)

T BUR sc EDy, I.BE

( mg/kg)
%4 16 (5) =2— ( FHEe=k3f[5, 4-b]uk|1. 7 A 1 E-5 MB&
R-3-%) —0-RAHEA-LFR (Z) - Ay ) 4E R & 90 %
TH R

Zad 2 2- (2-F-4-FEXE) AF#

BETFS0nl 9 1RAGPE-LHERSHTH 286 4-R-3-
SFE, 1.75 g 65 2-FEcE - WM&, 0.36 g 9w (=FM) & (0)
F211.6 ml 8 2 N BBAKERYG RSP E E 100C, FHE 3.
BixaoWAFETE, A 100 nl —£PRHHEFMALA 5nl, 0.88
M&6 50 ml , 5% HBEAKE. RERALKGRANEFER
EAEATHEEELKRSG. BAgmkpldaigé#iadmst, X
diE LB LB - (10 3) BHATRE, A mATE 1.62 g 8 2- (2
F-A-FRER) X7, Xk, 6C-MS. (E.L) (MZ):
214 [M].

B—# LR F AHNET R

9- ( EH[bFED-3-%) XF®, BHN 3-F %% (EL J
Szmuszkovicz # E. J. Modest £ { £E4AZH42 £ EDY (J. An. Chem.
Soc. ) 1950, 72, 571 ¥ A& &5 &4 %), GC-M.S. (E.I1.) (WZ) :
238[M'];

o- (E-—2-£) £7%, BHA 2-%%, 'H-NMR ( 200MHz, CDCI,)
& 10.03 ( CHO) ;

9-( EH[blkh-3-%) ETE, BAA 3-#F % (ELD. S.
Noyce #= R. W. Nichols £ (At FERED (]J. Org. Chem. ) 1972,
37,4311 A A FHEHE) , GCMS. (E. 1) (WZ) : 222[M];

-EAEFE, BHAA#EKE, 6C-MS. (E L) (MWZ) :182[M];

- (2-FEAEA) EFE, BHA 2-£H A%, CMS. (EL)
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(M/Z) : 212[M'];

o- (E-1-%) £7®, BHA 1-#%, 1S (EL) (M/Z) :
232[M'];

o (vhok-3-K) EFR, BAN -k, HEN83-8T;

o- (Eey-3-£) EFE, RN 3£, IR 1694 cm';

o- (Ewp-o-K) EVE&, BHA 2-#%4%, IR 1691 cn';

o— ( Beluk—4-2) TR, RAN 4-£FEH, CCMS (E.1.)
(M/Z) : 233[M'}:

o-(wrrr-3-& ) E P&, BH N 3-8, 'H-NMR( 200MHz, CDC1,)
& 10.00 ( CHO) ;

9 (4-mpAAEE) ETE, RiH 1- (43R s, H-
NMR ( 200MHz, CDCl,) & 10.04 (CHO) ;

o (Eek-o-K) EFE, BAH 2-fEE, BEAT6-TIT;

o- (4-FA-3-FER) 7R, RAN +5-AREE, BX
2 107 - 108TC;

g (ekwh—3-4 )X FE, BAH 3=k, 6C-MS. (EL)(MWZ):
196[M'];
 2- (3,5~ FAFEE-4-K) RTE, BHA 3,6-—FH-4-#
Femed, B EH 128-129TC;

o-F R ETFER, BHAFEE 'H-NMR (200Mhz, (:13013) 8 10. 25
( CHO) ;

- (-KEE)ETER, BAHAN 2-£8K, 6C-MS. (E T ) (M/Z) :
215[M"-H];

o- (5-FEur-2-) X7, RAA 2-£-5AE% B 5 A 101
- 103<C;

9- (3-f-4-FRER) X7, RAN 4-3£-2-FF &, GC-M.S.
(E.L.) (WZ) : 214M';

o (-F-4-§EL) X7, RAA 4-8-2-F-1-A%, GCMS.
(E.1.) (M/Z) : 234[M};
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2-(3-FEREAFL) X7, RAN -2 T -FREAX, 'H-WMR
( 200MHz, CDC1,) & 10.25 (CHO) ;

- (-FEAEAFE)XFR, BHA I-2PE-2-FEAE(HH
B. Misra #= J. P. Shukla &£ «fp B4 F 4 & EY (], Indian. Chem.
Soc. ) 1951, 28, 277 ¥ A& F & H %), 'H-NMR ( 200MHz, CDCl,)
& 10. 35 (CHO) ;

o-( -RAFAETE, RAH 3-&F A, "H-NMR( 200MHz, CDC1;)
d 9.95 ( CHO) ;

- (5-f2-FRAERE) XF%, BRHAA 2-E-4+-AFE, 'HNR
( 200MHz, CDC1,) d 9.92 (CHO) ;

2-(4-FPRFAIETE, BHA 4 F X, 'H-NMR( 200MHz, CDC1;)
d 10.00 ( CHO) ;

2- (3-F-FRAEA) ¥FR, BRAHN -BFF =R AH, 'H-WR
( 200MHz, CDC1,) d 9.96 (CHO) ;

- (4-RER)ETR, BEHA 4-£E%, 'H-NMR( 200MHz, CDC1;)
d 9.98 ( CHO) ;

- (2-FER) X%, BEHA 1-8#-2-A%X, 'H-NMR ( 200MHz,
CDCL,) d 9.91 (CHO) ;

2- (4-F-2-AEXL) X%, BHA 1-8#-4K-2-R¥%, 'HNMR
( 200MHz, CDC1,) d 9.92 ( CHO) ;

- (5-f-2-FEAXL) £F8, RN 2-8-4+RFXK, 'I-NMR
( 200MHz, CDCl,) d 9.75 (CHO) ;

o- (3-f-2-FR¥EA) X7, BRAA 2-%--KF¥X, 'H-NMR
( 200MHz, CDCl,) d 9.72 (CHO) .

LA 3 2- (FEfmd-2-%) XP8

ARAFETHET 300 nl RA-FEFE 12.5 g8§ 2-=TH
WAk Ak F ook (@i P. Jutzi A W Gilge & CAMSBAFE
£» (J. Organometallic. Chem. ) 1983, 246, 159 FAT& &% ik,
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BAKSBETASLGBRR=TFTEARLGLHE) . 5.66 g 65 2-
EEFEA 0.46 g 9w ( ZEM) 4 (0) RS MHE 115T,
B 1206, BEARRAYAFEERNEAREFHTEARKELK
W, BHAakpEdakeEERaAAL A TRALBRLE-RR
(1: 5) H47%M, MmiFs 5.8 gty 2- (FEimme-2-L) XF8
, GC-M.S. (E.I1.) (M/Z) : 223 [M].

A —FF £ F XHFE& T 79 M

o- (EHEe—2-4) 98, BHAY 2=TAVPEREEFE
o (it P. Jutzi F» W. Gilge £ CAMEBALFREY (]
Organometallic. Chem. ) 1983, 246, 159 ¥ A& &7 ik, 1% A% F
Pt Z TREAGRAZFTEEAGHESELLHE), BEA 117
- 120TC.

LA 4 2- (CEHF[b]kd-2-K) XT7&

EERAFBETHETF SODl % 9 1 BRAMTE-LEREYTH
3 g BEF[bIk—2-ME, 3.14 g 89 26K FE, 0.56 g 99 (=
¥HE) 48 (0) 4= 17 nl 9 2 N ZEBAKE RGBS WA E 100C,
B4 10 8. BursdAFEER, A 100 ol —ZKFPREFITA
A% 5ml, 0.88 M &% 50 ml , 5% MWHEMEHREE. WANEAR
B KK B ERELS T AL ELRY, KaFs 2- GRF[bI%
who-R) TR, ©2—#iEEMK, 6C-MS. (E.I.) (M/Z) :222
M.

A—# £ F XHET 5% MR-

o- (EHF[pIES-2-%) £F%, RHA 2,46 = (2-F5[b]%
writ) FR=gEAMK (#Ad R P. Dickinson #= B. lddon E (LFHs
Z &Y (J. Chem. Soc.) (C) 1970, 1926 Rk e ERE) . 'H-
NMR ( 200Mhz, CDC1,) & 10.25 (CHO) ;

9- (5-FEH[bIED-2-%) XFR, RHHA 2,46 = (2- (5
FEbIESE) ) FRE=MEAIR (@i R P. Dickinson #» B. lddon

27



£ CieFEihraidE) (], Chenm. Soc. ) (C) 1970, 1926 YA & & F
sSEH &), BH A & & 5-REH[b]ED 4] &( i B. Fevrier, G Dupas,
J. Bourguignon #= G. Queguiner fE€ % 3R4L5 & &M J. Heterocyclic.
Chem. ) 1983, 30, 1085 ¥ Arik 6575 i1 4 ) . 'H-NMR ( 200MHz, CDC1,)
S 10.24 (CHO) ;

2- (5-FEHkwh-2-%) X7R, RHA -RFHFrd-2-ME%
(i&it R. P. Dickinson # B. lddon & €{tF 4 E» (J. Chen.
Soc. ) (C) 1970, 1926 T A& &7 k44 ) , RAA & & 5-AFEIH[b]
ok wh 4] & (i3 T. Ota, S. Hasegawa, S. lnoue # K. Sato £( J. Chen.
Soc., Perkin. Trans.) 1, 1988, 3029 ¥A7# &% H# &), 'H-NMR
( 200MHz, CDC1,) & 10. 36 ( CHO) .

T4 5 2- (3a,4,5,6,7, Ta—>s & -Ta- B 5o -1, 2-F I Fmk-3-
£) X%

AEBRTRIMSHER 6.3 g & 2-EXFBEARAD (A Q
Hussein, M. M. El-Abadelah, W. S. Sabri £ (EHFAFHEY (]
Heterocyclic. Chem. ) 1983, 20, 301 ¥ Af#) & F 100 ml &Y
BB GEEAERTERMAN 0.4 g 0§ I-RBRFHRTHE (BL
M. E. Kuehne £ ¢ £BALFHL 52 EY (] An. Chem. Soc. ) 1959, 81,
5400 T AFAEM FEH L) . WK ERENE 19 I, REEKIF
e 150 ml KHF A HEFEH 200 ml ¥ —RKFPRERMEGZFR. A
100 ml ZAREESFAGEMEFELEF 2 —FraRY. GiEBRY
dmA 35ml FEAERSEE W, Amff2 524 2(33,4,5,6,7, Ta-
X G -Tad i -1, 2-F 5t ek -3-2 ) 2K, BEH 134T,

A—#ERGFRNHET DA

9-38~( 5-F & ek 3K VK, BA A a-if K T H; 'H-NMR( 400MHz,
CDCL,) d 6.96 ( CECN) ;

9-38—( 5-F & Freek—3-% ) K, BRAH 2-2&H; 'H-NMR( 400MHz,
CDC1l,) d 2.51 (Me) ; |
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o-38—( Fmek-3-3 )X, BH A TH AR, 'H-NMR( 400MHz, CDC1,)
d 6.97 (CHKN) ;

M 6. 2- (4,5,6, 7-9 A1, 2-FHFpm=4-3-5) -#%

AEETAG5.8g8 2-(3a,4,5,6,7, Ta-~ A -Ta b i -1, 2-
¥ wek-3-%) KK T 60 nl VEAFEGEHFEFR T A 100 nl
W R B RR A 20 574, BATEGERANEERIA I0M
SEALAFER FA. A 400 nl, REMA 200 nl —RKFRFERZER
FRAREALKGBROFGAMENEKEFE 4588 2-(4,5,6,7-
v S-1, 2% Fmd-3-4) £ X, A—-FF#kK, 6C-Ms. (EIL)
(M/Z) : 2T7T[M'].

34 7. 2- (4,5,6, 7-9 &1, 2-F g -3-K) -XT#

L-40CHBET, EBERFETE® 4.1 g6 2- (4,5,6,7-W3A-~
1, 2-% - Fwed-3-%) BEET 100 nl ZRAFHHER T RA 11
ml, 1.5 M §TEAEHERER. HREKEZBE-20CHEAABRKET
BH 504, ddmA 13 nl 8 NN-ZFERTEBEARED RERE.
GEEAKZ T A 100 nl Af EALHFAHFS 200 nl HEBFR
BEAk RABALKGBRLSFHANEFALET L 3.5 g 8 2-
(4,5,6, 7-v9 &-1, -5 FuEek—3-X ) - X F&, GC-MS. (EL)
(M/Z) : 226[M-H]".

A—-#Eme s XHE&ETHHR:

o- (5-% A Fgek-3-3%) EFE, REA 2-- (5FKE5md-
3-#4) X, BEHIW-97C;

o- (5-F A ek -3-K) £F8, BRAA 2-8- (5-FEFEE-
3-#) %, 'H-NMR ( 400MHz, CDCl,) d 2.54 (Me) ;

o- (pmek-3-%) EFE, BHN 8- (FpEd-3-K) X, H-
NMR ( 400MHz, CDCl,) d 6.63 (CKN) .
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LG 8 2-FTEHAEAVTEE -LE

E-65C T 10.4 g 69 28X TS —L8ET 200 nl LA
LB R ER M 27.5 0], 1.6 M THREHTIRER. X
—EETHiZEREHS 30 24, EZFMA 3.4 nl —FEFEEN
BERBEA0C. FEAKZRETE, REMA 100 nl XHF4 5
AWE. BXERABEFS 100 nl T8 FRFESF A NERALRA
AAKMGBAELEHFS 8.5 gt 2-PRETRE _LE, A—HER
4, 'H-NMR ( 200MHz, CDCl,) & 5.06 ( CHOEt) .

LA 9 (2-Fmew-3-4) 2- ( —ZHEEFR) X778

f£-T8C T 2.5 nl §=—F&@EET 20 nl BAHGWIKHHT
Bk PaA 1l ml, 1.6 M& T A TRER. FiaERdss 20
Sk, REMA 1.15 g 2-AMET 3 nl WERAAFHHER.
A-18C FHiuakitd 30 54, BEZFEMAET 3 nl WEXHH
- WEEE TR - LEER. WEERERE 1 I, REREZEL
K. BEREWHA 5% GBERAERFAHFS 300 nl ZRFR, A
300 ml K, RERZFAREGERELESFOAINEFARRALKSY
8. EREMNEEH (2-fFmw-3-%) -2- (ZCRATR) -XTH,
Sh—Fh b kY, 'H-NMR ( 200MHz, CDC1;) & 5.60 ( CHOEt) .

A—#Epes XHETHHAR:

(3-fmm-4-%) 2- (ZZRAATR) - X 78, RHAA 3-RA
wheZ: 'H-NMR ( 200MHz, CDCl,) & 5.58 ( CHOEL) .

(4-Fmtrw-3-£) 2- (ZZERATFE) -X78, EAA +2
wkee: 'H-NMR ( 200MHz, CDCl,) & 5.63 (CHOEt) .

4 100 (2-Fwbe-3-%) 2- (ZZA&EAFE) -XTH

& 11.8 g K -FF % (dicatite) £ 100ml KA 8 =R TR FHHF
Be R AR b A 7.38 g 9 AL, HEREFREN 30 4
b, REha (2-forw-3-£) 2- (ZZA&ETFE) -RFHET 100
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nl ~RERAFHGER. FEEFREFIR. HASTFRAIK
A ST EARA G TRAE. HIERA 100 nl 46 1 M AALHE
&, KB KuEFELAEFEKEH. A 30-50% LRLEHRE
BABARGLEENESEH (2-ARR-3-4) 2- (ZZHREFTR)
X W, H—#RE; 'H-NMR ( 200MHz, CDCl;) & 5.60 ( CHOEt) .

B—#EmeF REAETHHR:

(3-fme—4-K) 2- (ZZRAFTR) PR, BHA (-R
wher—4-%) 2- (—ZAXFR) -X¥5; 'H-NMR ( 200MHz, CDC1,)
8 5.75 (CHOEt) ;

(4-Foer-3-%) 2- (ZZREFTR) -XFR, BHAA (4K
ghez-3-24) —2- (ZZARFHE) X FE&; 'H-NMR ( 200MHz, CDCl;)
& 5.84 (CHOEt) .

A 110 2- ( Fmek (5, 4-bwR-3-%&) - X F#&

% 0.49 ¢ AMBET 8 nl AN EXHAFHGERT A
0.75 g R TES. FRERRH 1504, REMAN 186 g (2-R
wer-3-%) 2- (ZZAEFRA) -ETFHET 8 nl WERH/HFE
MRk, BERRATR TR 024, REAIMA 25 nl 4§ 1
1 KA feth BALG R REZEA. AHFES 50 nl HIRERAEN
ERARBRAERSFVLRERYAARBRALKG R, EXFE
EEETGEEEH 2- (ZREFE) -XPBA]-2-[ (F+EA
X)) gR18 K%, ¥EET 30 ol ZEHFMmA 20 ml 8 2 M B
B ERARRA 15 04, BEERANETEFBEIIRLKRE S
9— ( Fengedk F[5, 4-bptoe-3-4) - X TR AL E FAAKNGKE, "H-NMR
( 200MHz, CDCl,) & 10.26 (CHO) .

A—#EaF XHE&T IR
90— ( FemEek H[5, 4-cPhR-3-&) - X F&, RAN (3-Fatw-4-
£) 2-(—ZEAFR) -XFHK; n. p. 169- 179C;
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9— ( Ffek (4, 5o -3-%) -X P8, BRAN (4-Fh%-3-
A) 2-(—Z&ATFHE) -EFK; 'H-NMR ( 200MHz, CDC1;) 8 10.26
( CHO) .

T 12 3--2- (ZZEATFIR) -XH[b]=k

%1 2.6 g 3-8-2-F bl % F& (5L M Cugnon de Sevricourt
#2 M. Robba £ (G E4AFHSEIMY (Bull. Chim. Soc. Fr. ) 1977,
142 4 HrE) 5 F 2.7 nl RYB= WA FRGERT A 33 ng #9
NPERBABAERETRTHEFIR. A 5% SEBRAFRTERE
RARLBER, HILMERMARBALKORIEZLERE 3-R
- ( ZLEATFE)-EF[bIkh, A —#ksk, 'H-NMR( 200MHz, CDC1;)
5 5.76 (CHOEt) .

A—#EmF XHET PR

3-i8—4- ( ZLEEFTR) &K%, BAN 4-%-3-F5F&(HD.
W. Hawkins, B. lddon, D. S. Longthorne #= P. J. Rosyk £ ( J. Chem.
Soc., Perkin. Trams.) 1, 1994, 2735 ¥AT& &% &% &) , 'H-NMR
( 200MHz, CDC1,) & 5.52 ( CHOEt) .

5 13 2- (ZCRATR) -3- (2-REFEL) —FH[b]%%

E-100C FAEALTH 3 g 3-k-2- (ZCZAETRE) -FFpbI=%
W% T 80 ml AKE LRAFEHGERFPA 17.4 01, LAMBRTE
HHOERE. BEEREKZTHRIF 2 D, REMA 2.76 g N-
FEE-N-FE2-REPEEET 20 nl BK& BT GERT
ERETHEE 10 54, BEEAERZEERE 0C, MAKFSEAR
BE, RAREFAABALKGEBLER. A 0-50% wEH T
Bk L E ) G iEEEE 0.91 g &g 2- (ZZAATFTH) -3-(2-
S X PEL) —EH[bkh, AH—FRkM, H-MR (200Miz, CDCl;)
& 5.76 ( CHOEt) .

A —#Eme i XHE&T 745
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2- (ZZREFE) 5 (2-REFEMA) ~&Eo, RAN 2-R-5
(—ZEEAFLE) &% (LA D. J. Chadwick, J. Chambers, P. K.
Hodgson, G. D. Meakins # R. L. Snowden £ ( J. Chem. Soc., Perkin.
Trans. ) 1, 1994, 2735 ¥ Ffi£ ) , 'H-NMR ( 200MHz, CDCl;) & 5.75
( CHOEt) ;

2- (“ZRAFTE) 4- (2-RFEFEBE) &%, RAA -R-5
(—ZEAFH) %% (H£AD. J. Chadwick, J. Chambers, P. K.
Hodgson, G. D. Meakins #= R. L. Snowden ££ ( J. Chem. Soc., Perkin.
Trans. ) 1, 1994, 2735 ¥ pf# ), 'H-NMR ( 200MHz, CDCl;) & 5.72
( CHOEt) ;

- (ZEAFE) 4- (2-REFTBRE) &%, BRAN R4
(& A FH) —%%, 'H-NMR ( 200Miz, CDC1l,) & 6.04 ( CAHOEt) ;

2- (ZZRATH) -3- (2-RETFHA) &%, RHA 3-#-2-
(ZZgAFH) =K% (LD, J. Chadwick, J. Chambers, P. K.
Hodgson, G. D. Meakins # R. L. Snowden A (J. Chem. Soc., Perkin.
Trans. ) 1, 1994, 2735 ¥ Fri£ ) , 'H-NMR ( 200MHz, CDCl;) & 6.13
(CHOEt) ;

2- (ZZEAFHR) -3- (2-RETFEHEL) kv, RAH -R-2-
(ZZEAFTR) =% (KRR D. J. Chadwick, J. Chambers, P. K
Hodgson, G. D. Meakins #» R. L. Snowden 4 ( J. Chem. Soc., Perkin.
Trans. ) 1, 1994, 2735 ¥ A7) , 'H-NMR ( 200MHz, CDCl;) & 5.90
(CHOEt) .

LA 140 3- (1, 2-% F fpmed—3-% ) —2-Ff[b]=kAFE

#0.21 g @MEET 10 nl KRG W ELHAFHGERT A
0.32 g R TEAPH B HETRES 1 IH. AEEFRTMA09g
- (—ZEEFE) 3- (2-REFHE) -FH[bIwET 10 ml w
Skl TRk, BMBAREA 4.5 MNAEAFEER
A, BHEGRODALRERFAKRENEGHNERY B
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RABALEKGE. KEM5 0.99 g £ 5265 0-[2-[2- (=T
FAFR) 3-EfprdsAERA]-H-2-58, FAET 10l T
Bt 10ml 89 2 MER. FxRAGPIR 3 IHFIAFETERN
KERZAMK_R{FTR-ZRTELE, KafF 0.11 g 85 3- (FHF
Fumed -3 ) 2Ky WE, BEA 173- 174TC,

A—#Emey XHE&T B MR

5- (1, 2-% 5 Fmek-3-3k) 22Xy P&, RHAN 2- (ZZAE
PHR) -5-(2-REFEL) ~&Ew, BEH 179- 1827T;

4- (1, 2-%F Fmd-3-24 ) 2K P, BRHEHN 2- (ZZRE
PR 4-(2-FEXEFEE) &%, HEH 152-155TC;

4- (1,2-(# Fmk-3-%) -3 E 78, RHEHN 3-(ZTHRE
PHE) 4- (2-FEFEE) &%, KEH 150- 163TC;

3- (1,2-¥fFpmep-3-%) 2y FEE, BRAY 2-(ZCTAE
W) -3- (2-RETFEL) X, BEH 154.5-155.5T;

3— (1, 2-%F Fmed-3-2%) 2= F&, RHEA 2- (ZTEE
WH) -3- (2-FEFEL) —=kwh, BEH 191- 192T,

34 150 2- (EHF[b]xH-2-%) —a-AHE-EXFrErE

AERAIRETH OCTFAHG 3.0 g 2- (EH[b]kd-2-4) X
VAT 60 nl WAKBAFRGERTMA 16.2 0], 1 MR (=¥
BEE) BiLEGgOEEE. £ 0CTHHE 2054 EMmA 16.20], 1M
WAk w AkhiERFEMEERE OCTHHE 40 54, A
EXLEETE 1 MRl ARG ELEKRERFFERED
AR FPRER, BOFHANERABRALKGRITAREFHT
AEELRASY, ANads—#HiEeaRY. FaLeGDRAERKEFE
i, RPER 5% FTHRO_ATFTRER®EM. KHELGHETVEH
FRIMALBOTRERMELALERE BB ALK T4
pR SEsLbMEmEs 2.4 g 2- CEHF[bIkH-2-4&) —a-&
WR-EPmEmE, i 2256-227C.
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B—F g5 XFE&T 59

(1) 2- (EHF[bIED-3-£) -a2-AHE-XFE (Z) -TH=
B, BaA 2- (EH[bPED-3-X) - X7, 5% 185- 187T;

(2) 2- (E-2-%) -a2-AFE-XPE (Z) -TH-_RH#
kA o- (K-2-K) -X P&, BK5H 182-185TC;

(3) 2- (EHpPRd-3-4) -a2-AHEA-XFRI&KE, BEH
A 2- (EHF[b]E%H-3-4) -XFE, BEH 160- 165T;

(4) 2-¥R-a2-EHE-XVEREgE, BHA 2-FEAXTHE,
¥ 5 A 214- 218T;

(5) - (2-FELAFR) o 2-FHE-EXPrIgE, RAN 2-
(2-FRAEXE) ATV, BEH 236-240T;

(6) 2- (E-1-&) o-2-@HA-XPriad, B4H 2-(F
—-1-3&) X P&, B.E# 102-107C;

(7) 2- (Ewr-3-4) —o0-2-"HE-EXFE (E) -TH-BRE,
B A 2- (Ewr-3-4) X8, B 54 196~ 198TC;

(8) 2- (Ewpr—2-%) -a—2-"FHE-XFr (E) - TH-BRA,
BAA 2- (Eep—2-K) X8, £.E4 196~ 197C;

(9) 2- (4- bk A ER) a-2-FHE-XV8 (E) ~TH=
B, BAA2- (4wbgokAEE) FPR, BEH 213-216C;

(10) 2- (4-(E-3-REXRL) —a-2-AHE-¥X¥EK (E) -TH=
M, BHA2- (4-(A-3-FFE) XP8, BEEH 205- 208C;

(11) 2- (kw—3-%) —a-2-AHEA-EFH (B) -TH=-&#E,
B 2- (kwh-3-K) XP®, B E% 183-185T;

(12) 2-F R -o-2-FHE-EF8k (E) -TH &%, BHAA 2-
FREEFR, BKEH 181-183C;

(13) 2- (2-8¥E#A) o2-AHE-XF8 (B) -TH &,
BAh 2- (2-fFA) AP, BEA 189-191TC;

(14) 2- (5-§Ewm—2-4) a-2-AH XXV (E) - TH=-®R
%, BHA 2- (5-fE%-2-%) X7, B.548 192-199C;
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(15) 2- (2-F-4-FEEXR) -02-AHE-XPEK (E) -TH=
B, BAA 2- (2-F-4-FHEFEE) X798, B.E5%209-211T;

(16) 2- (3-R4-FHAEXR) —a-2-"HE-X¥HK (E) -TH=
B, BHA 2- (3-R-4-FEFER) AT, BEH 194-196C;

(17) 2- (3-R4-8ER) a2-BHFE-X¥kK (E) -TH =&
#®, BRA2- (3-F-4-8FE) X P8, BEH 192-194T;

(18) 2- (3-PHEEAFR) o2-FHE-XF8 (BE) -TH &
B, BAA - (3-FAAFE) X7, B 5% 163-165C;

(19) 2- (2-FEARAFR) o 2-AHL-(FEK (BE) -THE-&
&, BHA 2- (2-FREFE) X P&, BEH 172- 174C;

(20) 2- (EHHme—2-%) a2-FHEA-EXF5K (B) -TH =R
%, BHA - (Fimeb-2-K) PR, .54 202-204TC;

(21) 2- (R HE2-2-3) o 2-AHEX-EFTRESE, BEAA
- ( FHukek—9o-3) XFE, BEH 240- 2427TC;

(22) 2- (EHF[b]ED-2-%) —a-2-GHHA-EPEIERE, BRA
A 2- ( EHF[bIrEw-2-4) XFE, B.E5% 106- 108TC;

(23) 2- (5-REF[DIED>2-K) o-2-AHE-FTFEIRHE,
BAH 2- (5-REF[bED-2-5) XFR, BEE% 104- 106T;

(24) 2- (5-fEHEw-2-%) -0-2-FHE-EFEIRE, K
A 2- (5-FEFkwh-2-4) AP, BEh 226- 228C;

(25) 2- (4,5,6, 7-v3 &1, 2- 5 ek -3-% ) —a-2-"HE-X
Wh (Z) -TH 8%, BHH 2- (4,56, 7-w&-1, 2-FHf frE4-3-
A) EPE, BEH 144- 145C;

(26) 2—- (1, 2-% 3 gt —3-% ) —a-2-AH A -2-E4Fik (E)
~TH B, BEH 3 (EHFmek-3-34) 2 VEk, BEH 173
- 178TC;

(27) 4- (1, 2-% 5 et —3-2 ) —a-2-AHE-2ka Tk (E)
—TH &%, BHA 3 (1,2-(HFFm4-3-%) 2B TE, B
# 158~ 165T;
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(28) 4- (1,2-%5tFmd-3-X) -a-2-AHE-2-Ew Tk (E)
Tk, BHA 4 (1,2-%3FF@4-3-%) -2-E5 7, B
A 161- 164TC;

(29) 5- (1,2-% 5 -3-2£) ~a-2-"AHE-2-Eu Vi (E)
~TH &%, BHEHA 5 (1,2-K#Fwek-3-K) 2K V&, B
# 182- 189TC;

(30) 4- (1, 2-% 5 ek —3-3K ) —a-2-AH L -3—%E5Fik (E)
~TH-B% (22 1 #), BHA 4 (1,2-%5Fpm=4-3-4) -3-%
wr R, %5 188-190TC;

(31) 3- (1,2-% 5 pmEek—3-%) —a-2-&H & -2-FF[b]*k# 7
B (E) -TH 8%, BRA 3-(1,2-%#Fw-3-4) -2-Ff[b]
owh P, B.EH 210- 216C;

(32) 2- (5-f—2-FHAER) -a-2-FHE-¥XFK (E) -TH=

ik, BAY - (5-R—2-FHEXL) AP, BHEH 190- 192T;

(33) 2- (4-FRER) -o2-BHE-XFk (E) -TH-_BRE,
Bt 2- (4-FHER) AP, H.E%4 198-200C;

(34) 2- (3-FFPHEER) o 2-FHE-XFE (B) -TH =&,
Bah - (3-RPAEL) XFE, BEN 194-196C;

(35) 2- (4-FER) o 2-AHE-XFEK (B) -TH-RE, R
Hho- (4-FEX) XV, BE5H 201-203TC;

(36) 2- (2-FEHA) a-2-"BHE-XFE (E) -TH 8L, R
Hho- (2-RER) XPEE, BEEH 225-226T;

(37) 2- (4-§-2-FER) a-2-FHE-XPE (E) -TH-®K
#®, BHA2- (4-F-2-fF %K) A7, BEH213-215T;

(38) 2- (5-R-2-FER) -a-2-"HE-¥XFi (E) -TH K
&, BHA2- (5-8-2-AFKE) XFV8, BEA 179- 1847T;

(39) 2- (3-8 2-FEFXLE) -a-2-"HE-XFK (E) -TH=
B, BRHAA2-(3-8-2-FAEL) £7&, BEH 192- 196T;

(40) 2- (-2 A Bk 3-%) —a-2-FHE-KXFEK (E) -TH
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&%, BHEA 2-(5-FA ek -3-K) X9, BEH 165- 180
C;

(41) 2- (5-F A Rk -3-K) o 2-FHE-XFE (Z2) -TH
—E¥, BHHA 2-(5-FHFEE-3-3) X P8, K54 130- 138
T,

L 160 2- (3, 5-=F R Fwed—4-) -a-2-"HFE-XF8 (E) -
TH-_RE

B11g2-(3,5-—PEFWE4-) AFP8A 2.4 ¢ LKAEBRE
BEHGEFRTMA 0.86 nl XX FEFHEEFIR. B
KEABIBEEDHFHRREALEFH -#HmRY, EXMTERIF
AHE ACHEBRBES, AHEFH 1.55 g 0§ N[2- (3,5-=F&
Figed—4-A )-BF A1, 1-=FE KX T, FHEEH 165- 167T. 4 0. 81
gN-[2-(3,5-=Fh FrEk—4-F)-BF A1, 1-—(KXFEET 150l
WAL RGO GERSIFE-T8CHERMA 6.6 nl, 1 M
BETFwWE SR TENER BEaPeRasd 15 54, RER
A 0.57 ml BHALRFHREKRZEREEZER. A 25 nl 48
FENMERERABEFAAEERESWHREERA_LATR. ¥6
FOAMERY ARBRALKGE, BEALXERIAAAY - (X
REFHR) 2- (3, 5-—FEFEE4-R) a-2-FHE-XFEK, &
FeRrLE, BRHEFEZ. Kz EHAET 150l 89 R/ EFmA Sul,
1M e9s, BaEREHELAE REBIARARTABIHATY
FHET 20 nl R FR. HEERAKERS 20 nl, 2 NHERF
R, #2498 EREA 10 nl H_KFTRAELBLREA 4 N 4K
B E R BRI, SFHmEERSFR =S5 20 nl H—KAFREHF
R, FoHFOHENERDARBRALKGERF KL EHS 153 ng 97
Y. BEAWET Lol §FEHmA 73 ng 98 LK. BEA LEEH
HHFARNEACHESHES, NG5 167 ng 89 2- (3, 5-=FA&F
ek 42 ) —q-2-FHE-EFE(E)-TH —&H%, XE.2% 198- 200
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A—#EMF XHET A

(1) 2- (vk-3-%) -a-2-FHE-5F8% (E) -TH-RHE,
Atk o- (veek—3-3) EVE, BEH 194-197C;

(2) 2- (Fpdbok—4-—R) o2-AHKE-XFK (E) -TH-BRE,
BHRA 2- (FEdh-4-K) XFE, BEA 246 - 248T;

(3) 2- (gez-3-£) -o2-AHE-¥XVE (E) -TH_®E,
BHA 2- (FR-3-K) A7, BEHT5-TTC;

(4) 2- (Eek-2-2) ~q-2-AHE-XF8 (E) -TH R,
BHA 2- (Eek-2-3) EAF8, BEHN 156-161T;

(5) 2- ( FmG (5, 4-b-3-K) —a-2-FHFE-FXFTEK (Z) -
TH B, BEHEH 2- (Fmkif[5 4-bwr-3-4) 78, BEHA
187~ 188C (A®mE) ;

(6) 2—- ( FaEek FF[5, 4~ —3-2X) —-a2-FAHE-EXFE (E)
~TH 8L, BHA 2- (FEEF[5,4-c]tw-3-£) XV, BX
# 183- 188T;

(7) 2- ( RG34, 5—chR-3-%) ~a-2-FHE-XFTE (Z)
~TH_BE, BHH 2- (FEdif[4,5-c]rR-3-5) XFT&, K&
# 151 - 1537C;

(8) 2- (Fuwrk-3-%) - 2-FAHE-X¥E (BE) -TH -8B,
B 2- (Fuek-3-%) AF®, B.EN 150-175TC.

LA 17 2- (-REEE) o 2-ARE-ETE

% 3.58 g 2- (3-FAFE) T8 10.4 g RKRABRENEH
HEFETRA 3.6 0l GEXTEIFEEFIR SR FH
B RE W AFEREALERHN —FHARY, EFMIRIALFE
ACHEHRBE R, AmFE 411 g 9 N[2- (3-fLAFE) -2F
A1, 1-— ¥ AT, AHE% 113-115T. # 1.0 g N[2- (3-&
AFR) —BFEL IR AFHEET 156 ml w &k A7 2 69 B4t
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WM EANE-TSCHEFMA 6.7 nl, 1 MIETOAKHHRTE
Rk, FHLPEEREY 20 24, RAEHi#ENA 0.9 nl HEA
REFBEGARLZEREBETER. A 25 nl ALK ERFBEN
RGE B RSB AFEERARKTR. ¥ ANERY AR
MEAKGE, BEALZRAATY (XA FH) -2- (3-4
AFXR) a2-F%A-X7E, TEXRAR, AREAAEZL. ¥iE
HAEBET 20l SHMAHFmA 5nl, 1MHOER. BZERAER
THEHE 3 IHEREAHE ACHER, BAAARTARFEATWE
HET 200l t§—KF%. HiEERAHHFS 20ml, 2NGHBRFR,
¥oABmERHMA 10 0l S_KFRAEZBLRER 4 N HEAARHA
KRB, SHFFBERMFAZHKS 20 nl H_RFREHNFR,
B HFOAMERY ARBRALKGEF AL ERE 120 ng 975 9.
HEEWAET I ol SFHBFMmA BT g 98 L&k, BB LRAH T
AHEACHEZHER, AmfFE 120mg 69 2- (3-FEAFE) —a-2-
AvA-X P (B) -TH_&H¥, EEBEE4 182-184T.

B—#Emegs AH& T B AR

92— ( Jpumek 5, 4-bhR-3-%) —a-2-AE-EX T (Z) -TH
—&E, BHHB 2~ (FSEHF[5,4-burE-3-K) XFE, BEHA 180
- 185C (4#&) .

iy 18 [2- (2-—FRETH) FE] (2-RFE) -8
ERAFETH 10.0g2-(2-%K) L% 4% = F 5 (B. Wunsch,
C#E Wi EY (Arch. Pharm. ) ( Weinheim) 1990, 323, 493) &
F 100 m1 AAKW AR GEIFGERAHE-TBC. EX—&
BEMmA29.3ml, L6 METEAENIEER. ¥FirERRE 30C30
Sk, ARIBTHBRARE. FEAFEEHRLSFE-8CHEIEF
AN T.46 g N-FERE-N-FA-2-RETFEEAT 100 nl IS RHAH
B EE, BEAERBEZRIESL 1 I, REdET A 100 nl
KAP = A 300 ml, REMA 200 ml —RAFRFR., ARERMAL
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KBS FAANERDF AL EZFGINASY, FEraA 5 HvELER
GiEEshit, AP R 16% LBRLEHTREREN, AmiFE 6.81 g
- (2-—FAEZE) ¥ A](2-RFHE) -FH, 'H-NMR ( 200MHz,
CDC1,) & 3.29 (CH,) .

LA 19 [2- (1, 2-% 5 fpmge-3-L) -RXE|L®

£ 1.91 g HBEBET 40 nl W AR B FIGER TN 2.93 g
R TES., FRAFABETE 094, KEMANG6.81 g [2- (2-FA
Aoh) ¥EA)(2-8%2) PRET 30 ol WERBAFINER
FRZEamAEEA 12 D, FEERSHELRIFA 100 nl K
B, REM 200mnl, B4 100 nl ZRLEFXER. F4F0aAMN
ERBA 100 ml EAREE, RERBBRALKGRITEALERET7.91
g HEY 0-[2- (2-FERLATHE) -XVBA]-H-2-"8. HEAHR
AT 90 ml ZEEFMmA 90 ml, 2 N #&%. BAAREIMBAEHR3
B, AHEERSE, BFEREABREXAFESAMENFA 200 nl, A
ER100ml R FRERZANOKRER. F4FO9AMFRE M 100ml
EAREAREAABRALKNIE, FEALERS 6.9 ¢ HESHAL
MENBRE_LENRSY. RV REHET 30 0l AGHALFE
0C. @iEEZRFMA 10 nl 50% =R LG KERFBAFH RS
BAEOCTHREIIHN, REETETHHF 12 baf. Bl A 100 nl
KAER Ak R BAFA 200 nl REA 100 ml —RFIRFERMEGK
Kk, BOFAGAMERSA 100 nl 5% BRABERRSE, BERAR
BB AR EHE 5.5 g TY 2-[2- (1, 2-FK 5 FFE4-3-
£) -%%]z®, H-NMR ( 200MHz, CDC1;) & 9.75 (CHO) .

Lap 20 3-[2- (2-BE-4-KHE) KA1, 2-F5F e
E-T8CTHREALFRETH 2 g 2-[2- (1, 2-FFFw-3-%) X
A]o®ET 50 nl WwASBAFAGRIGER TN 10nl, 1M
BEAELEGLEER BFESRBEEEFH—FHHA 2 AY:
kit A 50 ml ek R REREZ TS, KAEM 150 nl,
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KER 100 nl —RKRPRERF KRS FIANERI ARBRALKN
BHAEREEZRNREY, K HhATE# A%, L FEM 20%
LB LEHTEEREK, AmEEH 1g 6 3-[2- (2-BE-4-XHL)
¥ A1, 2-% 5 F=k, 'H-NMR ( 200MHz, CDC1,) & 5.8 ( CH=CH,) .

£p) 21 3-[2- (2-B &A1 KHEX) FE]-1, 2-F 5t

FEOCTF& 1.0 g 3-[2- (2-A-4-KE) AL 2-FHfRpwd
Fr1.0g ZEBET 200l WwASHAMRH GEAGER T A 0. 56 nl
BE TR -_LE, MEZFMA 1.36 nl (X #BRLERLY.
£ OCTHEERER 1 IW, REBEEEFL—FEHN 2 IH.
A 50 ml KAE R Sk ABAA 100 nl, REA 50 ml —AFRFR.
BEOANANERYARBALKGRFEALEFIAR W, FiE4a
FhadakeEEAL, EFREA T LRLEGLRERTK,
M iEH 0.65 g9 3-[2- (2-B RK-4-KHE) £X]1-1, 2- K574,
H-NMR ( 200MHz, CDC1,) & 5.68 ( CAECH,) .

LaH 220 3-[2- (2-RA-4- KAL) FA]-1, 2R Fmd (E) -
TH-_&E

£-40C FRE&AHKE P E 631 mg 3-[2- (2-FRE-4+HAHL)
£ A]-1, 2-% 4 FmET 10 nl BAGEK BT GEFGEFRT
A 2.07nl, 1 MEABEHLERER. BRARSHREEZRAE
B E 60C1 B, AHEFTEFA 4N LEALADSELEE, A
50 ml A5A 100 ml, KEA 50 ml —SFTRER~H. i ]
NERYARBALKGBRFABLEELAREEN, FAATH, iz
a6k sk, A PR 10% FER 6 — KT RE R LK,
23| 315 mg 3-[2- (2-RA-4-BHA) A1, 2-FHmE, Fik
FHET 1 ol FEFMmA 131 ng E 58, BEMATEFLFHE
AT @ =% 313 ng #9 3-[2- (2-RA-4-XFE) RA]-1, 2-F 5458
e (B) -TH_BEned, BEA170-172TC,
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