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XY, n&AFTO0~48%% R-RF.RFRBAXLH, xT4RK
F.BRARERARGKERE . RAIERRGEREL. $HREL.
BRARFERRGUREEAELRE . RARERARGKERSEE . BA
HAERNKGRERESERLE. RE. 2L . AR FRKSGKRERRE.
RARIERKGKEH L. RARERRGTE L. RARERKY
FE.BRARERROFEFEALAREAARETBRARERNKG SR L,
ZER - R.RPRYELETA-RRETFLES 2AXAE548RTX
E—R—RYBRBERFZER, RFR .. PR RIYELETRASBERFL
Ho2NEAE5RAY 24 RE TFTELE-REBRBFZEIR, E R . R
RERTEATHASBREFLY 2ALAARA - REAFEBELEE
Loy —R—Y AR, XA F-CONRR, X+ RF RRARAXLH, %
FEETF . RARERKGKEREL . RASERKGAEEEEL.
mﬁ&#mﬁ%% . RAKIERRGFE . RARERRGF &

2FEAARFRARERROTREL, IZRPRERSGHEET
ﬁé R BABRAKXERRGERER, RREAFEEIBARERK
GREREAE PATARTRAE, YATK (II) £/
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R Rll
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A+ R°F R'BAXARAFATERT . RAKFRKGRERE .
BAXERKGREREL . RARFERRGFARELE . RAZEFERK
HFER BRARERRGTFRARTEARLIRARERKRG TR L,
2% RAREASOERTELE - RYARKIERKRG LFLAR
B-NR"R". £+ R” &7 LK F R B & IE B 65 4% % 5% 4 65 -COOR” .
EF R RABAZXRAFRFTART - RAKERKRGEBIRE .
BRARERARGUBEORL . RARFERAGIREL . AR FERK
HFEA BRI FRRGTFALREAILIRARERRGFRE,
A RFR EAGGERTEA LB ARARFRNG LHLR
#-CONR"R" £+ RPAFARFRBRARERAR G K BRE L
-CH,COOR”, R* 4 7 & B F XM A X F MR GKER AL, 34 R'F
REEA—REATEY p A5 1~3 898K H-0CH, (CH,) ,0-. £+ R”
o RPBRAXLTAFAFELRFRRAELAG-CRR0-. £+ R A7-8AK
HAFRNGRERE . RAKFRARGMEEH XKL AR EFERARY
FIRAG=CHOR" . £+ R“ AT AR FTRABRARERAGRE R LY
=CHCOOR” %=0; X (III) X H

7 )n' (1)

X¥, nAsO~4 0ER, X A% . E¥ RPAFERT. K
REERRGBEERE . BRARERRGKEERE . BAKERRA
WREL. RAKERARGIE . RAKFERAG S 5% LFLR K
FRAKERKGFHEGNR®H0; X (IV) £

7172
av)

X ¥, 72'-7°-7° % 7 0-N=CH . S-N=CH . 0-CH=CH - S — CH=CH - N=CH-S .
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N=CH-0. C (=0) -NH-NH-. C (=0) -N=N. C (=0) —-CH,-C (=0)- C (=0)
-NR'-C (=0), X+ R AFTEE T - RAXRFRAGKEE LR FRA
HERRGFHER CL-NR-C (=0), XF RAF&BEF. MARIE
BRAGURBERESIBRARERRGTE,; 2, 1, -X ARk X K2,
1, 3-FXHF=%-a k.

2. wBRAERIMEGE AL HTLADIELTHIRALE, £+ Y A4
X (ID).

3. wRARK 2 HAGESA LKL ESYRAETEIAL, £ R
ARE.

4. R A R 1~3 PHEE—AHEGSALTMEHIELTH
R#E, B mAoRKl.

5. mBRARK 1~3 ¥4 &E— %%i%%ﬂ RSB RETH
A&, R.RF.RRRYIIEARTF, AR -BF.R#RTI14ALAAR
A IFE R 848 & 8% ﬁuﬁ‘vﬂi%B/\%Eﬁaﬁ%

6. mBRAER 4 AN ESALFALLPRETHERL, R-R
RFRHYAELEF, R R-R.RRRY I AEAARKARIERRY
KakrtmBLLAIAXRAAERF.

T~ 2 BAER 1~3 THE-FANEGLSR LTI DIETH
M, RIAFHEREZLE, AFR' PR ELA—&REAF=0.

8. wRHAEZRANEG A LTS HRETEALE. RVA25%
AxEL, IFR'FRELE -—R£ELAF=0.

. wRAERMAGEALHEHIETHAL. RA2F%
A& E, IEXR'FPREA-—R£EAF=0.

10 B ALK 6 B S ALTLEDRETHERAL, RV 425
BEZBRE, AER'PREEA-£EAF=0.

11. w AR 1 TEGE AL EHRETHEAL, Y A X
(III).

12. wRAERIHEAGE A LTS DI ELTERL. n b 1.

3. A ERK1 RI2HEG SR LA LEWRETHIAL, X
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BARAR

AERS R AABBR &S (PDE) IV #H4ER, dAXAEFSE
. EREEE. BEEEX BRXFXELTEEER, 1% A R
M., B, $ABEL LT ERAB. T, A HEMOBREF
BHLERK, WhHE. RSE BREFTEAZZL&GERR, ©
8. i BoPRAEIRGELAEAFAGESER, e &
FREMIIRGERK. A4, LER FTRES RBEE. KX
BEGEFS, R, BEFHRENTRGEARRKLS.
LR E: &N

R, Cdn S AP E A ZHE S R AR EmIE N 6 AR
— BB (cAMP) R IR —B# 53 (cOMP) MR E LA X B LA,
CAMP = cGMP &5 4m i M R 8 1 4 B o k4], i #id
W g — BB (PDE) #t47. B, 4] PDE TR e A 5 =15
Wk E LS, A KL CZYH POE HE 8RB, HAFAE
AR PDE WH A TRAATERSBGERE L EDHERASHAHE
% 3 7% % . ( Trends in Pharmacological Science, 11 %, 150 3 ( 1990
#£) F, 12 %, 19 (1991 5) ¥AXK Biochemical & Biophysical
Research Communications, 250 %, 751 ® (1998 )1

Edmde B4k K A G WAL e 20 A cAMP F B EJt, Tk H €4l
EAG, G EAA SRR R ET (TNF) b 26 Xz tkmie K
Fe ook, IR HES T (ICAM) FaMathit sy T8 K XA I 5| R
M2 (J.Mol. Cell. Cardiol., 12 % (Suppl.II), S61 (1989 5 )J.

Chdp LA G FHMMIEAE cAMP ¥ & b It T A ¥ 5 Lok
( T.J.Torphy in Directions for New Anti-Asthma
Drugs, eds. S. R. 0’ Donell and C.G. A. Persson, 37 (1988) Birkhauser
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—Verlagl. AF FAMHAKERAAIAETERAIHORES., £
S FRAMEERY, EREFEAAAEFREMOTF R
e mieegizE., CEFREZISE X ERAEXAT FRM AT,
%2 IVAPDE(PDEIV) L cAMP #94-#A %. Bk, T ulXA4 PDE
ViR AT TFXERERIATRERERR, hlrmi
% A/ AT ROR.

PDE IV 374 7 4£ A cAMP E9F, Tuldgp# TNFa. &% (IL) -
8 X mhmeEFaMosk, B FRATAGLBELX LM
BFiEe X R pestEEE, Flde, AIMER L TNFolL A I 5
Ws on oL 6 B By % AR 60 B R AL LM FEAK, SRR & F KA AR R R 8 —
ABHE (J.Clin. Invest., 94 %, 1543 ® (1994 §)J. FA#, TNFa
HERGE. 3ABEL LFERRAFOSLRARNEARBRA X,
327 PDE IV #p 4l 7 T #e st X 2 & A & (Nature Medicine, 1 %,
211 7, (1995 F) AAR, 1%, 244 1 (1995 %)),

B4, RET TNFoLEWNERXREEEZFHRFTEMNX AR
[ Internation Journal of Artificial Organs, 21 %, 83 B (1998
#4) ¥L% Oncology Nursing Forum, 19 %, 419 ® (1992 §)J. H
s, ST PDE IV FIAES. BEFHREAR.

A B I cAMP 9B TARSAGH AR AAGEF L
%68 mMEL (HER), HHEP3-116 (1995 F)

PDE IV H A A BT RFEMGFHHER —BHEFRIBEE, 25
AN P EREBED TR RAAAR, R TRARAFT R
¥ 55 % (Jpn. J. Pharmacol., 79 %, 477 W (1999 )1

o f i b TR 2 B o3k, PDE IV M4l T RiE )
¥Eh, T TR RELE L WG/ AT AR (] Urol., 160 %,
920 7 (1998 %),

¥ I 7 - 242543 ABRAEIFF T - 242605 YA F THEA N R MmbE
FH6 1, 4- RIFERATAEY. W092/10494 FAFTAA 6- £ &
B (5HT) . SHBEHRAERG 1, 4- XiFBRiT4D.
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US5166367 T AF T EA L EAERE 1,4 - FF —-EiT4 .

08 63- 179868 TAF T EAEYRKMERG 1, 4- XK=
TS AT

AUS21225 ¥ AF T AF T AR BBREAREHEA G R T 4K 1,4
- R R AT A
W098/22455 ¥ /A JF T B A PDE IV H & 1, 4- X HH —v8ix
B, '
RPN

AP mBA MG PDE IV HH NS T ) 268 RREA R R4E
FRAR, AKXV A GETREAA PIE IVAFTERHER, @34
AN cAMP REEAZFXAET RKMEAIR KX EFAGHE LA
a4,

AXPFEAX (1) AT AEFTAEHIIETH AL,

R5

R'p2
ol e
RS m K

Y

®
(X, mEF0~46%%, R R RFPRBAXARA, £F&EKT.
AR X IERARGIRAESA, BRARIERKRGIRREA. $rrA. BA
RAEBRRGRAT AL B IR, RARFERRGREBRA. AR IE
RARMGKARBERL, A 2E. BRI FERKGKERKAL. K
KRR GBS R, RAREFRRGIIFL, RARARERKGF
R, BRRKEBRKGFTEALFEARERAREFERRGFTHRIL, &
FR.RRFRFEETRA—HRRTLG 2 AR5 ZEETEL
—RIGREBBFHER, XFER. R RFRFELETHAERTF LM 2
AMEW EmAE 2 MR THRE-RTYRAFEIR, XEF R R R
FRTAETRAERRT LG 2 M EARLE - RATH (50244
et —RBARRE), XA T-CONRR (XF, RF#RHRAXRKF, %k
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FERF. BRARERRGEESL. RARFERRGKALE L.
B R ERRGFREE, RAXREFERARGFE. BRAXEFERRGFTH
HEEFEARREFRARERKRGFRE, REZRFREALGERT
A — R RIRAR KRR LA ), R A& FASRA R IFRA
Mg REAR, RATFARTRARE, YATX (ID)

RO R®
R;iw
1Y)

(X, REAFHRE. CHRAIKATERE, RPATEART, R
R —REATE (5250 EE-RETFTRE), R ATE
A, FEA, BRAXFRAGEEEEL. RARFERA Gk,
-NR"R" ( X, F, R°AR'HEARXRFR, £FEART. FARIFRA MK
gk, BRARXERKGKERBEE. RARERARGIRE, BA
FAEBAK 8 5 . BRAR R IEIRAR 0 35 B4k J 2R R B 3 H IR X 3E IRAR
Ak, K& RS R SM4ARE RBRTEAE BB RRARXIFRN
e ). —COOR® (X F, R A FEARTFTRIEAXRIFRK YKL
W), —CONR“RV (X%, R RVHAXRRFE, £ Fa&FT. BAX
R KB A, AR IERRGIKA BRI, B 3 3 BRAK 65 3R
Wk, BRARERKGFA, BRAXERRGFEALFEAARIER
RBIEBRKGERE, RH% RF R EHAGERTEHEE RTBARK
K3 ERAR 6 Ze 3r A H ) RK-CH.CO0R® ( X, R®AF AR T HRIRAKK
A GBI E), R AFARTRIBRARFRAGIKER AL,
RFE R #o R?Ef—REF-OCH, (CH,) ,0- (XF, p AT 1~3 5%
#). —CRUR®0~( X, R A R AR XK F, £+& &K T X HA ). =CHOR"
(X ¥, R" A FRARIERKGKERE. AR FERRGIKLEH X
R FERARKERAK G F ). =CHCOOR® ( X F, R® A 7&K TR
X AERKGIRERE) £=0]. X (III)
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& ) (111

(XF, n£KFT0~465%K, XEATCH. NR®* (X¥, REFAET.
BARRFRRGEEIE, BRAXERRGKASEBEL, RAXER
RegRbe ., RARRERKGFE, RARERRGFERERAR
RAPARRFERAHGFHIA) X0 X (IV)

7-7%
(v)
CX ¥, 72'-7°-7° % 0-N=CH. S-N=CH. 0-CH=CH. S - CH=CH. N=CH-S.
N=CH-0. C (=0) -NH-NH. € (=0) -N=N. C (=0) —CH,~C (=0). C (=0
-NR'-C (=0) (X ¥, RRATFTART. BRARFERNKGIKART LR F K
RRAEFRAR G FRIE) K CH-NR-C (=0) (X ¥, REATFEETF. K
RAFRARGKBIRERBARXERARGF L)L 2, 1, 3-(KHfE=
AR 2, 1, 3-KJFFvkeAk).
AEP#HEBX (1) FYAX (1) BL2E LR WRETH
Ak, AF, RARAREAGLSALFNEHRETH AL,
AEHF, X (1) PoAFTOX 1ML AXLTKLSHRELTH
A&, RVRIRFRHJAERTFHLALFALEGBRETH A E, R.
R, R R P I ALAARRKERRGKES AR B L4 3 AEH
AEARTHERLFNEHRATE ML LR LG F.
A%, ELEAESHT, LR RVEAFHEEAREK, XFE R'FP
RU#HE A —RET=0SARFNEHRILTH AL,
Ao, BX (1) F Y AX (I11) 45 AaRFALSHRETE A
HAELEG., B, EHEn A 1SRN EHRETHE AL,
X4 CH, A Bk ohAETH AL,

10
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A%, REXREFRLHAES—#HAEX (1) &AL FLED
RETHALG LY.

mB, AXREFERAEAREY —HEX (1) IS/ ERLEY
KETHMAGER — 88 (PDE) IV ¥4 #l.

AT, @X (1) £784bBictEibsd (1), LadXeiksd
AR

BX (D) BEARXAGEZLY, KEREARMKERAKL. KA
ik, KEARBERAFRERARAELGREREAR S O AENK
kB EFHR1-88FH, TH, BE. FEEA TH. FTH
P13 BRTHA, &RE. TR BEAFRAS, A OERRTFHI-
10 93\, RT R, FraA. RTE, A KFE FLEHE,
%%%%,%%F%@%&ﬁ%ﬁS“Mﬁkﬁﬂ&&ﬂ%%‘;%
[4.3. 2]+ —t k. 2RKE. BeRIEAF. KEFLal AR
MR RTH 2~-8 ek, 1-d@mE. HaL FRAHKL 1
- THA. ek, REE. FRIWHRA THE. BRFEL. FHEE
¥, FHAOKEBRTH 4-10 AFTHE, FRFE. KTHL,
FEHE, RFEHE REHA REBASF. FROEFREL EX
¥, FRACEBRRTHR T~ 15 9RWHR, XLk, —X7HA XV
KEF FAE#EFREAH B RTH 1285 X6 RELRFA%E
FAEW. RRTFH1~26895 X6 AERFHEARLFAA. KRTH
1~4 85 06 RERFAALKER. 5 AF6 RARNEEL 2K
FARRETRAA, 6 A6 AMROEES2HAFFAEAREAF, A,
B, RAELTARSALE, BRI kuwbit. o9k, wbwik, wbd i,
wivg K. vkvR k. bk, SRRk, sk Ak bbbkl BEgRAL
Avg ik, wheg gk, wmbed ik ke . =ed 3 wgep g e 0 oRed
. owlwkik, wle . Rofekek . RoF=wkR. RS

HAAMGERTHEE - RYRGEFLAAF LS R. 6 0. 7THE
R AEA. 6 A6 AHRNESEFXAASF, LAERER
k. ok srem . Bek R, ARG L. Snwi. Svhsid

11



99810602. X o P E7/500

vy Aber ik, w ARk, WA EREAE.

HBETR—BRTFTEG 2AAAEZHRTELE R ARG ER
FERABAELETHEBERT LG 2AAREAAH 2 AR RTHE
— R RARFEFRCEER TR I- 109K AR, X T k. F&RK.
RO, RER. FFR. RER. FERF. REFOER. &. 5.
& F BT

FARACE L&, BRAKERAR, REARAAZE, RAMER
Bk, RARKARBAL, RAMKEH L, RAKRARBRAKE L
FHRRETRARARXRR, BRAKA 1~3, aFRBRi. KEH
AR A wHER 2A KERARX. BE REFF, K
Bk, KBHK, A FTEHEE KERKAAFRFSMNE LR
A ARE.

RARF R, RAwek, BRRFFEEFXAD. 5HAFHRRT
i — AT PR AR, Ze 3R IR B A B BRUAR, S b R o g B R T AR ) X
AR, BRAKA1~-3, AFERAXERKRGKRELL. 22X KEK
k. sk, RERAAEE BA KRATERE Z KPR
FE. R MBI ARNKEE. A AR 9FF. KE&KAF
B E k. Kakmit, KERAEAZEL, LR KAEAREARREK
A8 ki s. RELSMNEERKEEL. REALHE, BRA
KB B R R A A L AF.

oot (1) THRES P THRGBEMRE. 25%. &3,
A AU Ak 3

o (1) TH RSB mREFwERE. AR, AR
Bem i Fammdt, R Lh&E TLRE MEBRESFAN
i THRAGNLELEF AL, FEERLELE, 83, EL5 5
ek, mE, BEE THAGERS s P RSN
5[ 25 JA 6 A HURE ek ZE ] o Dvlk . SR F 6 e .

Eok, WA (1) R E&F .

W&F ik e (1) TRERATHTHRHES R A7H&.
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B
R’ 1 ) R’ P%z
0] /[ R3 O//) R3
__/‘_R4 —_— "_R4
R® of)m R’ ot m
CHO CN
V) (VD

(X9, mi R R RN R R°A&R 5L#EANMA)

BRHEWAES Y (V) T # BNt % %k ( Khiniya
Geterotsiklicheskikh Soedinenii, 12 %, 1614 ® (1982 %) %1 453

Ksdh (V) SPBRAHTAABES B RTIRKE, H5F
64 (V) & 9 BN IE R AT 2] 64 2 9 Ak 3 2 x5 6 g AR BB
kG, 2 BERALEBRE, TR LAY (VI),

AAH (V) AR EANTLE 1 232X TG =ER
KRR ZF AR, XREE5 1Y FEZRFIHNGIRALERR 1 S F
EATARNG=_FTETREREKMAY, £-50C~AENGHELZ
ReGRETRES 54 ~50HE, Al1EEEZXTIHNGERA,
A -50C~FTRERGHEZRGREETLAES 54 ~ 48 I e, TR
F 3 o0 ) AR

xFE, WITAEBEEENF, Al A 2Z2XEIHNGERA, £
-50C ~ T REMGHEZ NG RETAELESY (V)5 54 ~ 48
B, FRRAETREK EFAGETAKEEEEN TS 1 %8
FREFHGRAMNE-30C~-AENGHEZIRAHBETRRE 5
S5~ 120 B, T AT R st R A B AR,

KA, LTAEFHGETRERERBEN T, £1 3 FERE
HHOBRAEAET, 51 4R EXHAIRAABRARXNTABBRIAL
-30C -~ RMAERNGHEZRAGBETRAE S 24~ 120 ) 8F, 1533
x50 R B AR,

ARG REIBEREKEREEENT, 51 3T KXZTIH
RN EBE-30C~-TREMNGHFEZIRGRETRAE 5 54 -
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120 1B, TRLAFFE|44S W (VI).

AR ARRI QU= FEERA =P AFTRERALS. =
PHEFeR SIS, = PEAPRERSLY, = CATHREAAD. =
YELETHRINY., = XEATERIADEF.

AL 3 e fdE, RIS, B4, B4R, BALHA. SALAY.
iR, By, BRiLAT S, .

EBAE 41, 1, 3, S-wYA-—HEAKR. AR, WMAL
B, AEMEIA. ZCBAKLEMY. S5 E.

RALH Bl 2 BR. BALA. BUMLA. REBLRA. ASALEE. =8
(==

Bl =k, —F®ATHE. 1, 8- —&FX =3 (5.4.0) -7
-+ —8% (LEMIEH DBU). &4, AHAF.

AR RAXFEBBEAF o THBA. T EARA. K5k
EF.

HALE B Bl e HALH . RALAT. AL E.

Vo bix 76l dovg Svkvh (LG FiieA THF)., ==&k, 1, 2- =¥
A TH. L. LH. —FATPEE (RERIZADMF). —FiAE
M OVAE R Hh DMSO). VB, LB, "B, —&Fk. 4. (. F
X, . LERLEF.
¥ % 2

O,
(V1) R*

(VIII)
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(X%, m. R, R% RN R. AR E5LE&EAXMA, R“AFE5 L&
A Aa R oAk E )

A4 (VIII) TREBATaF 84,

WA h (VD) EHWRERNF, EEAZEXTIHNGBRELT,
S4s4 (VID) £O0C~ FiRENGHFEZIRGERETEE DS 54 ~
48 B, TR RS (VIII).

Bl AT A= P R A E 4 (Triton-B). AAMALM. AL
4p. AALH. Adb4F. TR, S RARAE (LB RILA LDA),
Wwew. R THER47. DBU. = k. —FRATKF.

Y A Hl 4o THE, —vBt., LB, VB . LB, 1- A8, 2-
AL, ETHE. RTHE. wve. M. DMF. DMSO. 1, 2- —¥&#X T
., —HEPE. —f/7R%. &4%. X FTEXF.

%3

(1X)

(X%, m. R'. R% R R'. R°. R°#=R* 5 LA 4R )

ad (IX) TA s (VIID) #BAAT 7 k4.

Ao sdy (VIID) AHEER T, £1 3 FE2XFTEIHGBRAL
T, £O0C~AEMGFEZMGREETRE S 54 ~48 I H, T
At Bl a4 (1X).

B e G AL, BALAT. ARALA. A AT, TEEH. TEEA.
LDA. wbew. R TE4F. DBU. =Lk, —FAATESF.

Vebbis 4 4o THE, —oB3%, whoe. LBk, V&, 8. 1- REL

15
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2-%%ﬂfTﬁ‘ﬁTﬁ\L%JMRW%‘LZ—;WQEL%‘
—HEYE. —2Fk. &§45. & FTEF.

¥ B 4
RS . RS )
R o RR2
0] //) ll§3 /// IPS
R® O’()) m RS O’P ) m
S
CN CN
O. R
o © o)
(IX) » (Ia)

(X%, m. R'. R, R°. R\ R, R°*#R*E L&EANHF)

a4 (1a) TRERTHERE Y EKAETHE.

Kbt (IX) EHHREMNT, £1 322 KEFIHGKAELET,
A 60C ~ FrAENG I EZ MR ETAES 54~ 120 I8, Tuk
FEAY (Ta). 75, 2EFHELTARMENLE 2T Z 6 LA,
f[A4E. w4y, BuibdE, FALAFHE.

VoM R ) 4o —eB 8%, W3, DMF. DMSO. ®TH. ZTH. 1, 2
- ZVWARALKR., —HETE, L8, ZHEFKE.
P %5

5 1

5 R R
R R, R
O/ 3
o 25
RV
6 'P) R R6 O‘H m
R m
0 I > CN
CN
O S S

(Ia) | v
X
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(X%, m. R R R R\ R°#R° 5 L#&A4F)

oM (X)) TRBRRBRTERE T EHE.

¥ 2-=ZVHAPAERA -1, 3-_ERABEENF, £-100
C~0CZRMBET, ABLEE, #2548 (1a) £ -100TC ~
SOCZ N MREETRE 1454 ~12 08, TRFHLEY (X).
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ZAKE B LT A AL R E R B A BSAL 69X ), £ 1 32 238
T 2 MREFBOAELET, A OC~HAEMNGDEZNGEET
LB 5 54F ~ 48 B, TEAFE4ASY (Ib).
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17



wooB B ZB13/500

99810602. X

BERP KB B (VEE, LB, 1- "8, 2- A8, 1- TH. 2
-k -1-R/BE, 2- TH, ®RTE, 1- kK58, 1- 8. 1- kB,
1- F/BE), —o B /KAR (ZIRAERL LEL AR ) REER.
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E-100C~-FAEMNGHFEZAGRET, A1 X238 3HHL
BE, 254464 (1a) £-100C ~ FTRAENGHEZMGEET
B 5 o4~ 12 b8, TFE44sH (1d).

BAl e EALE. A4Ldr. AR, AR, TES. TH4E,
LDA., — (=P R Pari) i, — (ZFAFTRER) &AL
M, — (Z9ATaRE) fAL4Y. RTE4. DBU. RALAUE
LB,

VibhzE 4 4= THE., —=&%. 8. 1, 2- —F &KX 1. DMF L
G S PN
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ot (le) TUAHBERBRTHERE Y BHE.

e (1d) EXAERNRXEEREN T, 5HRLEFELIHZE
MRAE OC~IAERNGHEZHGEETRE S 54 ~ 48 I8, T
AfF B e (Te).

Bl 3. BB, BERR. ZAEE. P ERSER. P&, 10
- KRR, ZAmb .

WBHEFN# 4 THF. R, . T8, 08, —<LRAZX%
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C~ prAEANGREZAGRETRES 54 ~ 48 I iF, TAFE4L
A4 (1), |
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LDA. — (WA WL fELE, — (ZPRTPAERL) ALK =
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AW (1) EXRABEMNIALABERENT, 51 4224485
MEBRAEOC~-FAEMNGHEZRAGEETRES 24 ~48 af, T
AR (Te),

BBl B BB, BILA. AL, B4L4E. ik, ZHE
B, SRR, NPEBE., THE. 10- BERR. —f4m. &
o8 Fo B iR 5

Vobbzs Ml ¥4 THE. B8, TR, FE. LER _ERE.

BB 12

i\

R’ R, R® RL,
R o/, R
L, 2
R o) m R® o) m
CN > CN
_H
¢) H 0) (0]
(Ie) (IC)

(X%, mi R R RN RY RR#RE5LEAALIR)

% (Ic) TRERTRER L BH 4.

e (Ie) AHHBEMNT, 51 SZEXHNEGRANE O
C~HMAEMGHEZBGRETRES 24 ~ 48 I B, TAiFF4
a4 (1c).

FACH Bl KRB, F4EBAT. WEAKEF.

K RBEAHEANEAE, LEFHETUARM 1 Y2234
) 2- W -2- TH., KRAZE. DMSO XA KEF, M BT lFK
Aol S AR BB AN,

W E Al Bl o4 T B2, B8, DMSO. AMAR LK.

F ¥ 13
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(X%, m. R. R% R, R. RARELEELSAR)

ot (1g) TRERTEREY BF 4.

WA ad (Ta) EHHEMNF, £1 522 XRFIHNGRAELET,
L1 5225k MGRTHEE-10C -~ FTABEMN G EZ R MR
TR 5 454 ~48 B, TRFEAEY (Ig). R8T A%
BT EARTHETRAZCAERAY. RTAZCRERLY.
FWR =P AESAY. ETE=FRERLYE. wT RESAAY,
T Rk, WL AESAS AW LR F K.

B e B AT, R, AALM. AdL4T. AAMLE. ARMM.
SUAAGAT. WEL. THA4E. RTE4. DBURARTEMT.

VA TEE. LB, 1- A8, 2- A%, RTE. TRL
B¢ W, THF. 1, 2- — VAL K. DMF. DMSO A& =5t A AL BE .
¥ B 14

R’ 1

5 R 2

R 1 R
RR2 O// R
O// R® < 4

-4 6 P_)R

R 1\? m , | CN
C

(Ig) (Ic)
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(X%, m. R" R R. R RF#REL&EALLHRA)

ot (Ic) TREBRTERE Y BHE.

bt (lg) EXABEFMNIBEREEN T, £15FTE24H2H
AKAELET, 51 S ZEXHEGENERBLELE OC~-HAEMNG
HpEZ R RE TR S 4 ~ 48 DB, TAFELEY (1c).

Ve W& f 6l 4o THF. DMF. &8, LK. VB . LB, —wEit o DMF/
LIE oy R B 5.
H B 15

(XD (X111

(X%, m. R R% R R. R, R, R'FR°S A5 LEEALIRF, L
(R A. ExE)

a4 (XI1I) TRERTER R T BHE.

BRAHLAH (XI) Tk B A%y ik (W098/22455) #4%]. 44
# (XI1) T AT E s,

Koot (X)) EBEBEEMNF, £-100C~ £RBZRHEETH
1 523 HETNRAES 24~ 100HE, #2251 32583 8%
BASH(XIT)E-100C ~ £RZAGERETRE S 24 ~ 30 I H,
STAF B 4LS 4 (XTTII). H 9, SEZHETARM PRI _BmRLA
43 5

BAIAR, . TR BATRE. BLTEE TEAESE

WA A bl de THF, =Bk, L8, 1, 2- _F&a&L LK. —H
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25



99810602. X oM P E21/50m

Vb A #)4e THE, &8, TH. TR, VB, 8. 1- A&
2- "B, 1-TH., 2-THE., RTHE. 1- X8, 1- T8, 1- E&BE.
1 - FB. —eBR AR EEEN S K RESERF.

P 19 5 5
B R R}l{2 R Rlllz
A 0Lk
R6 o‘()) m R6 O‘P) m .
CN > CN
O O\H
(I2) 1)

(X%, m. R R R R. RH#RELEESHRA)

A (15) TRERTRERE S B4l 4.

s (Ta) ABEEERN T, 51 3T E2IHSTHERMNE -
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M. REAMENH. ZUBREALMAY. AABES.
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3 5 54~ 10 DB, X5 (e BEXRMILESHE - 100C ~ B
REMNGHFEZRAGEETRED 24 ~ 30 o, BEAEHY (XIV)
EHERERNTY, ERCEEIRNZHRLEEMELET, EEE-FA
Ak EZ M ERE TR E 5 44 ~ 30 B, TRl F B4 Tk).
B, EERBATERRN THREOMWELTHITHOREY, L&
B AL T LR e R ALAE R BALSR I £
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CJ. Chem. Soc., Perkin Trans. 1, 1954 ® (1973 % ); J.Org. Chen.,
60 (7) %, 1936 ® (1995 % ); Tetrahedron Lett., 30 (42) %,
7719 (1994 % ); Chem. Pharm. Bull., 40 (10) %, 2597 @ ( 1992
% ); J. Heterocyclic Chem. , 7 %, 815 5( 1970 4 ); J. Chem. Soc. Chem.
Comm., 1183 I (19854 ) %1 453,

Ao ad (X1) EHEHEMNFE-100C~ B2 NGRET, A
WA 5 540~ 10 DG, 5ERAALEXMALASHAE - 100C ~ B A
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WHEMN T, AR EZEIMN AR IRUEOWELET, A%
s~ TR 6 Hh R GEETRE S 54 ~ 30 8, TkiF3 4L
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THF., ==&k, 8., L. =H8. 1, 2- _FEALK. —H8&
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W, BB TR G AREBRTHE, AALELSS, 22 4,
151 - 154 71 (1992 4 )] 435,

e (1) P RACHEAGHES B TOERB AT E (F 4 K
LRAFHRE, BALFELS, 21 %, 89-94 W (1992 )] #% R
ARKOREDETH RAERS ARG IZE, RN T &
(% 4 mEBATHE, BALFELS%, 19 %, 306-307 B (1992
F)) 53,

EREHEH kP R B AP T A R A A AR FE T
WS B E, HlediE R, k. TB. k%, £4 4.
RAEEEFRAE, BT EHE. 4, TRAKLTAREEHR/T
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R, 6REHEAMEAPAREIELESY (1) 9524 H.
KEH): E4A PDE IV Bady %)X

WA 5 B A BEBL — B5 & cDNA (HSPDE4A). @ &5 £ 2L % 5 5] 2
M Bolger, G. % (Mol.Cell.Biol., 13 %, 6558 W (1993 %)) g:&
# /3] (HSPDE4A5) FH& N Kt e 223 KA BEAG AT, 7
KWW AR A AR ZERZ IR, #H%). PDE EH 4R Kincaid R. L.
YA XK  Manganiello V.C. # % % U Method.Enzymol., 159,
457-470(1998) I KA A T HwF I B 2., FKF T4 A CH]lcAMP ( B &
HRIZ 1pmol/L), R R EAAN, N-=(2-8Z#) -2- gL e#®m
( 50mmol/L, pH7.2 ). MgCl, ( 1mmol/L ) ¥ & Soybean trypsin
inhibitor (0. Img/mL) A RESZR PH#HIT. BIRMEFLEAE,
£ 30C T3 10~30 4. BEEBIBLRE, A 5 - BFBHER
AR 5’ - AMP T4 4 f#. M DEAE-Sephadex A-25 # 47 & & 447, A
MR B B Bt 69 CHIBRSE. 5 A MT DNSO (3RE 1.7% )
Ja A,

AXET, EH 5 EHWKEH lunol/L B 27 87 % & B 4|
P,

et (D) RETHRELTAEE LD %, /2@ EHhEhFD
BF BB AR, B9, XEHEBHANTAR TIHHA.

AEPTEEEHFANFHEAERRS TRELLSFESY (1)
KETHAE, AELALSBEELCATAEAGARRSI G ROY.
Kok, XEHHHMNTABIFERRS LS LY LG —FR—H
ALBARRSE, BBHAMNFERARN PGEET HHE.

BREMA KRS Bl 5- FEK (GHT) . SHhERA. 5- RE kK
(5HT) X ARBF A, 5- &K (5HT) 2HREFHH. ek (D),
IHRFERA., Ak (), SHRBERA. FERZHRERA. A 2HK
(NK) X RFERAAE N EE (ET) \SHRERAEF.

BUHERRERMNETHRARNGER, FlooRLS, Kok
A, AEA. ABA. AF. MAAFSHRASEORL Y.
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BUBXAFFAN. BREMN. KA. BEMN. BEHN. 475, &
AL OEER. KE. KRTANE.

ET RSO L HIERMNEFRAEHN S TR AL, B
M. AR REBFHE BL_B. RoBES8RE, L. H A
i kéﬁ#@%,ﬁh%i?&ﬁ%ﬁﬁﬂ,ﬁﬁéﬂ‘&ﬁﬁ%
¥ F ﬂéo%%,ﬁiﬂ‘ﬁﬂ\&ﬂ%ﬁﬁﬂ%?u&Mﬂﬁ‘
WAYE. EAE. HEBEREN, 2H. HEERBRAFHRMN, B8
% WMEFHRRN, RUHS, 2alkd%E. BRELBLN, Kb

BB F AR MERN, HHETENEHS.

ETFORLSHGRMNKLENE & H 6 ik F B LRI
%%km%ﬁﬂﬁ& Blde, EHAGHE, BRAEER. 5B

5 ABERABEWM RO ERERE, RHEHAEE. A
f%ﬁmzﬁﬁﬂ&mmﬁTTﬁ SALRE By X B AL B B 3 B Ak B 4,
WHBRMRA, 7ob, REANRRAFRCSHE Y, XEFHHS L
0 2 Fe B Fo B BLAE B A S WAE A BT 535 A 5 Bk 6
BIREL EHAS Y78 4. ZREBLKRG o i 4e, HhE. B
EPACG Y Ao BT A BARG B T AR B, FHEH 7.

739, A o R A b T R AR o R A 5 25 6 A A
BAL GBAL BEA. B, BN, A@ERN. TRMNE P
R AR 1 AR LB RS

oW (D) RETHREGHRA S LG ARBELEBX. &
%%#%‘ﬁﬁ\%%%ﬁ%ﬁﬁ%ﬁﬁi?ﬁﬁ&%ﬁ%*ﬂ,ﬁ
IR A RAFEA 0. 0lmg ~ 1g, 463k 0. 05~ 50mg, — H — 3k £ %
K. WRBHEEEORBHE, RAHA 0.001~ 100ng, 4 ik
0.01~10mg, —H—RERALZH., 2%, JILBHFTUARE L&
AT A T A,

VATE i sd SRS K K B o e X,

K0 S AR G5 F X,
gt 10 4- A -4- (8- PAK -1, 4- £H-vB8 - 5- 3)

37



99810602. X oM P ZE33/50m

RO (e 1)
(F%®A)2- (8-FRH‘A-1, 4-kFf=Bx-5-X) T (&b
W 1a) ¥4 %

A 8-FHK-1, 4- XH =& -5- P& (12g, 62mmol) #
L (140ml) Bk P oA 84L4E (12g, 110mmol ), REFH M =FHR
¥ ek b 4t (12ml, 95mmol). 15 5-4v /6, MAukA¥p, #Em1, 1,
3, 3-wWWh A (190L, 110mmol), AT BT 2 1. M
ZHRTPRAE, A AE IR, REFAFTARIERY AR LERN,
HEEXEHRY, AR RG5-£2FE-8-FARKE -1, 4- %
5+ —eZ %%t 65 DMF ( 180mL ) &% F A § A4 (9. 2g, 190mmol ), £ F
=T HAF 60 D at. A kAFGEAT mAK, SERBEN S 6 EK,
M3 A& EKRKNEY 1a (6.8g, 53% )

Hk 121-125C

1IH-NMR (CDCls, &, ppm) 3.60 (s, 2H), 3.88 (s, 3H), 4.33 (s, 4H), 6.50 (d, J = 8
Hz, 1H), 6.86 (d, J = 8 Hz, 1H).

MASS (m/z) 205 (M*).

(F% B)4-HHE-4- (8- FHRHKA-1, 4- X =B-5-%)
e B FE (144 1b) AR

LY % A F3 644 1a (6. 2g, 30mmol ) # L AF (94nml) %k
d7, JmA Toriton-B & 40% W& %% (1. 4mL, 3. Ommol) VAR & Hi Bk
V& (27mL, 300mmol), Mm# WK 5 M. XA B, EAKT, AL
BRUBEIR, AafgdRkEANg ARBATRE, ERES
T ARBSREERN. RMaKEEEX (MOK/ LR TE =-2/1 Bl)
HH A, HREEEHKLASY 10 (6.4g, 56% ).

'H-NMR (CDCls, &, ppm) 2.05-2.37 (m, 4H), 2.39-2.59 (m, 2H), 2.62-2.82 (m,
2H), 3.60 (s, 6H), 3.87 (s, 3H), 4.20-4.40 (m, 4H), 6.48 (d, J =9 Hz, 1H), 7.01 (d,
J =9 Hz, 1H).

MASS (m/z) 377 (M*).
(%, C)a-R&AE-4- (8- FHRE-1, 4- ¥k =% -5-%)
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- 2- VREABARTE (LW 1c) 4K

V% B HF2 69444 1b (6.4g, 1Tmmol) # 1, 2- — P& %
Lkt (96mL) #E#E TN 60% 844 (2.0g, 50mmol ). Mm#‘ EiE 3
WNE G, kA, EANBKKE, A 6mol/L ¢ HER KR EIA Y A B,
AMLBRUEBFER. Miafg i REEAIE, REBRATRE, Xki8
hhEH., MEKBEEEE(RATR/CBRTE=2/1 25) ¥4 %%,
538 & BRKESH 1c (5.0g, 86% ).

8 129~ 132C
1TH-NMR (CDCls, &, ppm) 2.21-2.50 (m, 3H), 2.61-2.89 (m, 2H), 3.11(d, J = 15

Hz, 1H), 3.79 (s, 3H), 3.89 (s, 3H), 4.37 (s, 4H), 6.49 (d, J =9 Hz, 1H), 6.84 (d,

J =9 Hz, 1H), 12.2 (s, 1H).

MASS (m/z) 345 (M™).

(H D) & 196K

¥F %, CIFR 05449 1c( 5. 0g, 15mmol ), DMSO( 50mL ). & ( 5mL )

AR ZAH (5.0g) 64R4AWAE 150C THIE 5 M. #AE, WA
K, MLBRUEER, AaffdRbEANE, REBRATERE,
AWEEERN., AARKRBEEGEX (AOKR/GRTE =3/1 ) &4
&, FEaEBRKKLESH 1 (3. 6g, 86% ).
.5 157~ 161TC

H-NMR (CDCls, 8, ppm) 2.21-2.41 (m, 2H), 2.45-2.72 (m, 4H), 2.81-3.00 (m,

2H), 3.89 (s, 3H), 4.37 (s, 4H), 6.51 (d, J = 9 Hz, 1H), 6.88 (d, J = 9 Hz, 1H).

MASS (m/z) 287 (M*).
xAPl 20 4-FE-4- (8- FRE-1, 4- % ==Fkx-5- %)
FOUEHRL B 5% (e 2)

(T A)4-5L-4- (8-FTRK-1, 4- (4 =-vBf-5-3%)
RO LK% (Lo 2a) 54
H 6-#-8-F&RA-1, 4- k=K (10g, 4lmmol) %A

T THR( 65mL ), £ — 78°C F # /v 1. 59mol/L & iE T 3542 & %% 7% % ( 28mL,
45mmol ). 1544 )6, Bm1,4- R M ¥ L B4 8(9. 6g, 61mmol )

ad
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& THF (50mL) &%, #H 1 IHE, AR THHIE 20 54, mAKk,
MUBRUEFR, RiafftdhRkkiks, RAEBATHR. Ao ix
A, MEKEE#ER (ROR/CRTE-1/1 %K) HHKE, 23
B & BRI S 2a (9. 0g, 68% ).
% 94~ 96°C

'H-NMR (CDCls,6, ppm) 1.58-1.72 (m, 2H), 1.88-2.28 (m, 6H), 3.57 (s, 1H),

3.86 (s, 3H), 3.90-4.07 (m, 4H), 4.35 (s, 4H), 6.46 (d, J =9 Hz, lH),.6.82 dJ=

9 Hz, 1H).

MASS (m/z) 322 (M*).

(FHEB) Lo 2 644

HI % A F2 G140 2a (0.49g, 1.5mmol) BB TR FE

(4.9oL), £-7T8CThA=FETPERLALS (0. 26nL,
1.9mmol), L m= gAML I BEL% S (0.20nL, 1.6mmol), #F
H 109046, EERT, B 1004, AR BRAAKRER,
RMUBLEFER, Rafgiiikk. AEBATERE, ABhEx
i, MeEkAEE#EE (MTR/CRUE =2/1 %) #H %%, 53
K& dhiKie4 2 (0.30g, 61% ),

IH-NMR (CDCls, &, ppm) 1.79-1.95 (m, 2H), 2.06-2.20 (m, 4H), 2.30-2.46 (m,
2H), 3.87 (s, 3H), 3.90-4.07 (m, 4H), 4.36 (s, 4H), 6.48 (d, J =9 Hz, 1H), 6.82‘(d,

J =9 Hz, 1H). MASS (m/z) 331 (M*).
b 31 AW 1

¥ Ead 2 F264s% 2 (0.29g, 0.87mmol ) & M F & &

(2.9mL), AN 6mol/L ¢y &Kk (1.2nL, 7.2mmol), im#w &
3 . RAEE, EANFRAERAARERY, HLBULERIEK,
Riet g Kk RABRHTRE, RBREEN, B3O6 Bk
KALE4 1 (0. 23g, 92%).
5B 40 X -4-FE-4- (8- FRKA-1, 4- (54—t -5
) RTRTFTEHETE (AP 3) UEARX -4- i -4- (8- ¢
FHAE-1, 4- K= -5-4) RTLRTFTRTE ({LE2%4)
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(FmA)2- (4-FHA-4- (8-FRKE-1, 4- X} =&k -5-
A) Bre k) -1, 3- Z5k (4644 3a) HE &
AL EHT, £ 2-=ZFEAFREREE-1, 3- %K

( 5.0mL, 26mmol ) #) THF (50mL) % #& ¥ #& A 1. 54mol/L 4 iET k42
ik (17ml, 26mmol). 10 24k, WRE&HAIE -78C, &
e et 1 /4365444 1 (3.6g, 13mmol) & THF (40mL) %E#&. 10
245G, mAtefe g K, ERTRAK. ALBRLUEFR, ARE
MTBRE, ZABkEEN. AaAkEe#X (HOR/TRTE =4/1
RBL) W RE, T2 aERAKKRLE 3a (3.9g, 79%).

% 164~ 166C

1IH-NMR (CDCls, 5, ppm) 1.70-1.92 (m, 2H), 2.05-2.24 (m, 2H), 2.28-2.53 (m,
4H), 2.89 (t, J = 6 Hz, 4H), 3.18-3.38 (m, 2H), 3.87 (s, 3H), 4.36 (s, 4H), 6.47 (d,
J=9Hz, 1H), 6.79 (d, J =9 Hz, 1H).

MASS (m/z) 389 (MY).

(F 3 B) o4 3 oot 4 546

¥ AFF 444 3a (3.9g, 10mmol ) & T VA (120ml)

J, AN 70% & A8 (1. 7oL, 20mmol) AR ALK (HgCl,) (4. 3g,
16mmol), ¥t3 4 ek, M_E FrhfHf, Adaitdg, FEigE
NE st B EAKRERY, AL RER., RAiefpiRkEAR
W, MBEBEATRE, ABRIEN. AAkEEEE (ATR/
LBRGE = 1/1 %) WHlkiE, REaeBARARNLESY 3 AR
Xt ER KRGS 4(0.18g, 5.5% ). A¥ibs% 3 M L& TEs
FLEd, HHREEMIK (0.57g, 17% ).

454 3

B8 123~ 124C

IH-NMR (CDCls, S, ppm) 1.75-2.22 (m, 6H), 2.27-2.51 (m, 3H), 3.71 (s, 3H),

3.88 (s, 3H), 4.36 (s, 411), 6.48 (d, J =9 Hz, 1H), 6.84 (d, J =9 Hz, 1H).

MASS (m/z) 331 (M*).

e 4
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IH-NMR (CDCls, 6, ppm) 1.92-2.38 (m,'8H), 2.70-2.88 (m, 1H), 3.69 (s, 3H),

3.87 (s, 3H), 4.36 (s, 4H), 6.48 (d, J =9 Hz, 1H), 6.81(d, J =9 Hz, 1H).

MASS (m/z) 331 (M*).
Sl 5 MK -4-f K -4- (8- FAE-1, 4- £ -BK -5
K FTUHRTFTE (4% 5)

FE 5 H] 4 155) 654664 3 (0.55g, 1. Tmmol) #= P& (3. 3L )

W ReH P AN THE (3.3mL), #ZEM. v 1. 3wol/L # & A4
*ﬁ&(zmm,iﬁT&#l&H,&Aﬂ*+,mAL&L$$
RAKE. A 1mol/L 4 3k KRR ERY A s, dEK e he
AR, MLBERHE (reslurry), 83 @ & BHKKILLEY 5 (0. 45g,
86 % ).
% 228~ 230°C

H-NMR (DMSO-ds, &, ppm) 1.59-1.90 (m, 4H), 1.94-2.10 (m, 2H), 2.20-2.45

(m, 3H), 3.75 (s, 3H), 4.27 (dd, J = 5, 12 Hz, 4H), 6.60 (d, J = 9 Hz, 1H), 6.79 (d,

J =9 Hz, 1H), 12.2 (br s, 1H).

MASS (m/z) 317 (M*).
TE M CrHiNOs .

5RE (%) C:64.09,H:6.01,N:451
HAA (%) C:64.34,H:6.03,N:4.41
kAPl 60 1- (8- WRK -1, 4- $F =8B -5- ) -4- F&
AREFERTRTHE (b4 6)

F P AL TR = F X8 848 (34g, 99mmol ) & % F THF( 320mL)
T, MARTE4S (11g, 99mmol ). BT HH 15 24V E, W m 5k
Bl 1452694084 1 (15g, 52mmol) #) THF (150mL) &, AT ST
WA 45 7. HRERMAKY, RLBRGEXR, Mibfp EKk
HRAWGE, MBEBEATE. RELAHTEBREIEN, B A &, 7%
= (MTh/ LR TE = 3/1 %bl) i kiE, 5596 BRIk Y
6 (14g, 82% ).
¥% 112~ 113C
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H-NMR (CDCls, S, ppm) 1.67-1.82 (m, 2H), 2.08-2.60 (m, 5H), 2.82-2.98 (m,

1H), 3.57 (s, 3H), 3.87 (s, 3H), 4.36 (s, 4H), 5.84 (s, 1H), 6.47 (d, J = 9 Hz, 1H),

6.80 (d, J =9 Hz, 1H).

MASS (m/z) 315 (M),

S T MK -4-Fh-4- (8- AL -1, 4- £k - 5
K RLRTEE (AP T) REAX -4- A -4- (8- Pa A
1, 4- R eB i -5- ) RERTE (LAY 8)

5t 6 152651049 6 (10g, 32mmol ) EM T H&H (100mL)

W, @A 6mol/L 9 B AKEE (2100L), TR TR 2 NHE, A
Smol/L R AMNMAKIER, FTH, A LERLUBFER, KR Riafosli 4,
WK R Ao fa R KR EANE. ARBETFRE, BELAMBDE
A, MAKEEGER (ROR/CBRTE=-2/1 %K) HHES, A
WA S R E M RGEH T (7.7g, 80% ). &8 (1.7g, 18% ),
feodh 7

'H-NMR (CDCls, S, ppm) 1.80-2.35 (m, 7H), 2.38-2.57 (m, 2H), 3.88 (s, 8H),

4.36 (s, 4H), 6.49 (d, J = 9 Hz, 1H), 6.85 (d, J = 9 Hz, 1H), 9.68 (s, 1H).

MASS (m/z) 301 (M*).

a4 8

'H-NMR (CDCls, S, ppm) 1.75-1.96 (m, 2H), 2.06-2.37 (m, 6H), 2.56-2.65 (m,

1H), 3.87 (s, 3H), 4.33 (s, 4H), 6.46 (d, J =9 Hz, 1H), 6.78 (d, J = 9 Hz, 1H),

9.73 (s, 1H). MASS (m/z) 301 (M+).

b 8 MK -4-RE-4- (8- FRE -1, 4- £HF =B -5
k) RTRETE (b 5)

W T TR G 7(7. Tg, 26mmol ). B =544 (3. 1g,

26mmol ) AR 2- WXk -2-TH (12nL, 120mmol ) BT RT B
(155mL) ¥, k&4 4F T # m 80 % & &8 ( 3. 2g, 28mmol )84 7K 46mL )
i, ERTHHE 1 IE., mABREBREH (5. 3z, 5lumol ), Hi
15 2%k J&, X 2mol/L ¥ &AL Kk, A LB LB 2% . B 6mol/L
WSk MK AR AN A pHS. 5, FEKEMNBGEK, MomELD,
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FE G & BkKkEMH 5 (5.5g, 67%).

gt 90 MX -4-RAE-4- (8- FEAKL-1, 4- FH—wEE -5
- 3) RTE (i 9)

¥ras 1 FRHLESY 1 (0.42¢, 1.5mm0l ) XM T W&

(8.4mL), FFXAFHT, mAMEAISH (0.11g, 3. 0nmol ). BT
B 1, BREASEMT mAMEALS (0.057g, 1. 5mmol ), %
TR 30 045, KiBAF TN lnol/L EKER, RALRT
R, MiaffE KEEANE, ARBATRE, RELEHTX
MkEEN., RBREEEE: (ROR/CBRTE=1/2 b)) #4%
&, MLBELS, RA6EHEKKLEYE 9 (0.20g, 48% ).
£ 137~ 1387C

IH-NMR (CDCls, S, ppm) 1.75-1.99 (m, 4H), 2.01-2.22 (m, 2H), 2.30-2.54 (m,
2H), 3.56-3.79 (m, 1H), 3.87 (s, 3H), 4.38 (s, 4H), 6.48 (d, J =8 Hz, 1H), 6.83 (d,

J =8 Hz, 1H).

MASS (m/z) 289 (M*).
FLEDM  CisHiwNOs + 0.1H:0

TRAE (%) C:66.21,H:6.94, N:4.82
T HAL (%) C:66.01,H:6.65 N:4.81
SAH 100 4-fAE-4- (8- FHRA -1, 4- FHF ==k -5-3%)
RO ERTBETE (44 10)
¥ MBI B AR = B (0.72oL, 3.6mmol) EMF THF (9. 4mL),

MmN 60% 844 (0. 15g, 3.6mmol). R TFTHI 15 5045, K& T
N LB 1433654044 1(0. 94g, 3. 3mmol ), = 2 T 3k 30 4-4t.
KAEFHT, mAK, HLRUEFER, Aot EXEEANE,
RAABRTHR. REFHTABSEEN. AEREEEX (ATR/
LB GE = 2/1 6B AR K&, FH G & RAKRKLSY 10(1. 4g, 97
% ),
k.5 110~ 1127C

‘H-NMR (CDCs, 6, ppm) 1.28 (¢, J = 7 Hz, 3H), 1.85-2.10 (m, 2H), 2.31-2.60(m,
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4H), 2.67-2.89 (m, 1H), 3.87 (s, 3H), 3.92-4.12 (m, 1H), 4.16 (q, J = 7 Hz, 2H),

4.36 (s, 4H), 5.71 (s, 1H), 6.48 (d, J =9 Hz, 1H), 6.81 (d, J =9 Hz, 1H).

MASS (m/z) 357 (M*).

Fief 110 4-f K -4- (8- FRE-1, 4- X4 =B -5- %)
FTREATE (448 11)

¥ 5ks 10 F2 44 10 (0.31g, 0.87mmol) E Xk F 8

(3. 1mL) %= THF( 3. 1mL) ¥, A 2mol/L & &AL K %5 # (0. 65mL,
1.3mmol), 70CTFHHF 1 IBE, HMmA 2m0l/L HEAALAKER
(0.65mL, 1. 3mmol), 70C FH##H 1 Do, kAL HT, &M lnol/L
HEwmAKER, MURCUEFER, ARl Kkt ANE, REBH
TRE, REFHTERBERIEMN, RLEHE (trituration), &
e & AR ew 11 (0.23g, 82% ).
¥k 203 ~204C

TH-NMR (DMSO-ds, &, ppm) 1.75-2.00 (m, 2H), 2.05-2.67 (m, 5H), 3.74 (s, 3H),
3.80-4.00 (m, 1H), 4.15-4.43 (m, 4H), 5.69 (s, 1H), 6.59 (d, J = 9 Hz, 1H), 6.81

(d,J =9 Hz, 1H), 12.1 (br s, 1H).

MASS (m/z) 329 (M*).

4  CiHisNOs « 0.1H:0

S (% ) C:65.30,H:6.09,N:4.19
AL (%) C:65.29, H:584, N:4.23

FHeB 12: 4- K -4- (2, 2-=_FH-7T-F&HFE -1, 3- X5
B R R -4-R) RO (s 12)

(FH,A)2- (2, 2-ZFR-7T-FRKE-1, 3- XFM_ALHF
BRI - 4- ) TR (6é 12a) 894K

RAF T 10 - 147585 e B M F R F A6 2, 2- —F R -7- F

A -1, 3- KM ALK -4 F& (9.3g, 45mm0l ) 5 LI
(47ml) E & J ha N g 4042 (8.9g, 85mmol ), AR EHEm=F KX Vil
AR (8.5uL, 67omol). 15 546, MwkA ¥, FHmi1, 1, 3, 3
- WX ZHALR (13nl, 76mmol ), EEETHRIF 2. AFEH
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F, BLAEZLIIE. RELHTRERFTEABSLEN, 235 % 3
EiRY ., EERFRGT-$2FR-2, 2- Pk -4-FHEE-1,
3= FIFRE = ALK XIFE DMF (73ul) E & ¥ A SALH (5. 0g,
102mmol), EEERTHHF 18 I B, ARALHT, AKX, ALEZ
B, MibfRi KA ANE, ARBRATRE, KRELAHTZ
Wnkiad., RekieiExr (AOR/LBLE =5/1 BIL) o
&, FEAkaE&BKKLASY 12a (9. 1g, 92%)
5% 58~ 59°C
'H-NMR (CDCls, &, ppm) 1.71 (s, 6H), 3.60 (s, 2H), 3.88 (s, 3H),6.50(,J=9
Hz, 1H), 6.76 (d, J =9 Hz, 1H).
MASS (m/z) 219 (M¥).
(FHB) 4-Fh-4- (2, 2-=ZFA-7-PaEKE -1, 3- L0
SRERARIE -4-R) EBTE (1AW 12b) AR

EY B A3 54644 12a (9. 0g, 41mmol ) #§ T B (135mL) i
P, AN Toriton—B # 40% FE %% (1.9nL, 4. lmmol) VAR # H
BB (37mL, 410mmol), % :J T 53 30 24, MmAKF lmol/L
RBAKER, MURCUERR, AARRAEKEEANE, FARSA
THRE, EREFNHTABREEN. AREECER (ALE/LE
Gl =5/2 ML) MM KE, BREXLEHRNS Y 12b(11g, 68% ).
1H-NMR (CDCls, &, ppm) 1.69 (s, 6H), 2.05-2.31 (m, 4H), 2.40-2.64 (m, 4H),

3.60 (s, 6H), 3.89 (s, 3H), 6.49 (d, J =9 Hz, 1H), 6.88 (d, J =9 Hz, 1H).
MASS (m/z) 391 (M*).

(FH|CI4-RE-4- (2, 2-FA-7-VREE -1, 3- £540
SREREE -4-K) -2- PAABARCTE (AW 12¢) 6§54
>3

YR B 2654644 12b (11g, 27mmol) # 1, 2- —FWH L
Lkt (161mL) Z & F AN 60% &4 (3.3g, 83mmol). M wii 3
DG, KA, EABKKT, A 6mol/L 8 &K EIAY H B,
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MUBLEER. RafREXiEkANE RARATRE, %8
BiaEMN. MaBEGEE (ATR/LRTE - 3/1 %) HH &,
2l e & B RICEH 12¢ (8. 4g, 86% ).
¥ 5 146 ~ 147C
1H-NMR (CDCls, &, ppm) 1.71 (s, 3H), 1.73 (s, 3H), 2.12-2.27 (m, 1H), 2.32-
2.55 (m, 2H), 2.67-3.00 (m, 3H), 3.78 (s, 3H), 3.89 (s, 3H), 6.51 (d, J = 9 Hz,
1H), 6.92 (d, J =9 Hz, 1H), 12.2 (s, 1H).
MASS (m/z) 359 (M)
(FHED) L& 12 546
HH B C AR 4 12¢ (8.3g, 23mmol). DMSO (83mL). *
(8.3mL) AZ KALH (8.3g) RS AE 150C FTHH 12 ot %
B, MAK, RUBRUEFIR, AR KEEAWE, AEE
ATRE, ABREERN. AdkEEGEE: (ACR/LEBTE=3/1
L) HH k&, FEaERKRKRALESH 12 (5.6g, 81% ).
¥ % 153~ 154C |
TH-NMR (CDCls, 6, ppm) 1.72 (s, 6H), 2.35-2.61 (m, 6H), 2.77-2.97 (m, 2H),
3.90 (s, 3H), 6.53 (d, J =9 Hz, 1H), 6.97 (d, J =9 Hz, 1H).
MASS (m/z) 301 (M*).
P 130 MX -4-FfHE-4- (2, 2-=—WHE-7-F&HL-1, 3
SRS SRR RE-4-R) RTRTFTETE (4P 13) UA
BRX-4-FHE-4-(2, 2-—FE-7-F&a&HA-1, 3- £FH_&
RARTE -4-R) RERFERFE (Lo 14)
(FB A)2- (4-FRHKE-4- (2, 2-=—FHh-7-9&KX-1, 3-
AR R RE -4-K) BFRTHE) -1, 3- —EK (i Y
13a) #9415
BADLEHT, £ 2-ZFATREREL -1, 3- —%E
(0. 56mL, 3. Ommol ) #j THF (5. 6mL) & & F &M 1. 54mol/L #5ET
P THE % (1.90L, 3.0mmol), 15546, HRs&wAH3 -18C,
Ao LB 12 526540469 12 (0.42g, 1.4mmol) # THF (0. 6mL)
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B 20 54, mAfafef K, EETRAK. RLBRLUEFRK,
RBBATRE, ZBeXEd. RakiEé&é#Ex (AOK/ LR LE
=6/1 hBl) #HHKRE, F2EGEBKKLSEY 132 (0.53g, 93% ).
%% 194~ 1977C

H-NMR (CDCls, & , ppm) 1.72 (s, 6H), 1.86-2.53 (m, 8H), 2.90 (t, J = 6 Hz, 4H),
3.17-3.33 (m, 2H), 3.88 (s, 3H), 6.48 (4, =9 Hz, 1H), 6.86 (d, J = 9 Hz, 1H).

MASS (m/z) 403 (M?*).

(F B B) e 13 Foito-M 14 5462
¥ 5% A 155 694049 13a( 3. 0g, 7. 4mmol ) E #% T V¥ & ( 105mL )

J, MmN T0% & & (1.3unl, 15mmol) VAR fAL & (HgCl,) (3. 2g,
12mmol), £ 60C F4H 1w, AR FPR#HF, @da i,
FRERBRENN B EBREAKRERTY, AR RFER. Aafit i
KREANE, RARRATRE, BEHREEN. MarBeiEx (A
Ot/ LB GBS = 3/1 L A # &k ik, F3 6 & BRRS4 13( 1. 4g,
53% ) AR K &EEWMmKLAY 14 (0.31g, 12% ).
44 13
.5 79~ 80T

1H-NMR (CDCls, &, ppm) 1.72 (s, 6H), 1.87-2.27 (m, 8H), 2.30-2.43 (m, 1H),

3.71 (s, 3H), 3.88 (s, 3H), 6.49 (d, J =9 Hz, 1H), 6.92 (d, J =9 Hz, 1H).

MASS (m/z) 345 (M. |
o 14

1IH-NMR (CDCls,d, ppm) 1.71 (s, 6H), 1.90-2.26 (m, 8H), 2.72-2.80 (m, 1H),

3.70 (s, 3H), 3.88 (s, 3H), 6.48 (d, J =9 Hz, 1H), 6.83 (d, J =9 Hz, 1H).
MASS (m/z) 345 (M*).
Fab) 140 WX -4-FHE-4- (2, 2-—FH-7-F&A&HK-1, 3
- RFR R LR -4-K) FORTE (44 15)

B p) 13 1358 65449 13 (1. 7g, 5.0mmol) Fo P& ( 10mL)
8R4 P mA THF (5.2mL), 4 ZEM. #ie 1. 3m0l/L & A EAL4F
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Kk (7. 7oL, 10mmol), TR THH 2 1. AKX, HLELE
k. A lmol/LRBRARERFEKERAT AR, RLBRLEEIR,
Arate iRk, MABRATR. ABREEN, KRR LEE
“qh, FaaehkRksbHm15 (1. 1g, 64% ).
¥ % 195~ 198°C

'H-NMR (DMSO-ds 8, ppm) 1.50-1.78 (m, 8H), 1.79-2.13 (m, 4H), 2.15-2.37

(m, 3H), 3.79 (s, 3D, 6.64 (4, J =9 Hz, 1H), 6.81 (d, J = 9 Hz, 1H), 12.3 (br s,

1H).

MASS (m/z) 331 (M*).
AF& 4 H CisHaNOs
LMAE (%) C:65.33, H:6.40,N:4.27
T HAE (%) C:6524, H:6.39,N:4.23
5P 150 4- (8- WAK -1, 4- X —ER-5-%) -3- %2
W B ({459 16)

FEFEP 2 8B AFEGESY 2a (1.2g, 3.6mmol ) A& %}

VX BB — K44 (1.2mg, 0.0063mmol) FAwAK (70mL) AEFE
(140mL), B Eik 4 Do, XA B, BRVEFXR, KRARIGFEE
AAKRERF AR EREE. RABATRE, ABBREEN, A
HkEEGEE: (AUK/TEBRLE=2/1 &) ¥E&kE, B3%%
& B kK144 16 (0.88g, 94% ).
¥ % 56 ~ 59°C

IH-NMR (CDCls, S, ppm) 2.59 (t, J = 7 Hz, 2H), 2.75-2.85 (m, 2H), 2.97-3.10

(m, 2H), 3.88 (s, 3H), 4.25-4.37 (m, 4H), 5.83 (t, J = 4 Hz, 1H), 6.48 (d, J = 8

Hz, 1H), 6.81 (d, J = 8 Hz, 1H).

MASS (m/z) 260 (M>).
FAH) 16: 5- (8- FRE -1, 4- RHF =B -5-%) -1- =4
AR (fLd17)

RAFRT, H4E54H 1 F2 654649 A (0.30g, 1.8mmol) F»

TAEMS-E-1- —A %8 (0.39g, 1.8mmol) #R4% ¥ A DMF
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(3.0mL), X B MG, Higk B 4A(0.39, 3. Tmmol ). 8% & 42( 0. 020g,

0.090mmol ). /& 100C F4EH 2 I #tjE, £ 110CHH 0.9 I8, AR
REFRMLRLE, SERLARBRE, BEANERSE. A
ot g EXKREANE, RAABRATR. SEBERLARMRE, BE
FHTRSG, RAKREEEER(ROR/LBRTE=-3/1 %) 455,
AAAETES, A8 G6EEKKLESY 17 (0. 15g, 28%).

%5 168T .
1H-NMR (CDCls, 6, ppm) 2.70-2.74 (m, 2H), 3.18 (br t, 2H), 3.93 (s, 3H),

4.28-4.32 (m, 2H), 4.36-4.39 (m, 2H), 6.61 (d, J =9 Hz, 1H), 6.90 (d, J =9

Hz, 1H), 7.53 (dd, J = 2, 8 Hz, 1H), 7.61 (d, J = 2 Hz, 1H), 7.78 (d, J = 8 Haz,

1H).

MASS (m/z) 296 (M*).

gaedl 17: 6- (8- FEIK -1, 4-KH =B -5-%4) -1-wW%
AR (49 18)

RAKRET, ¥4ALH 1 294464 A (0.37g, 1. Tomol) #o

6- R FABL-1-waEE (0.51g, 1.7mmol ) [ Synthetic
Communication, 23 & (21), 2965 ® (1993 ) %] &4 R4 W M
AN DMF (3.7mL), 2 %EME, Kk (0.37g, 3.5mmol ). BEEER
4e (0.020g, 0.090mmol). &£ 100C FHH 1.5 1B, £ 120CHEH
2.3 IB., EREETREMLUEKRLE, SEREAKBEE, AXi
lofe R RAKEERFHGER, ZERBEBATE. SERIHAABA
Jo, MEFHTRSE, RERKEE#EZ(ATKR/TERTE=3/1 %b)
MEE, MEMELS, BFRALEELS, Fa9eBEKKRLESY 18
(0.070g, 8.0%)

5.8 156 ~ 158T

'H-NMR (CDCls, 8 , ppm) 2.12-2.21(m, 2H), 2.67(t, J = 7 Hz, 2H), 3.01(t, J

= 6 Hz, 2H), 3.93(s, 3H), 4.28-4.31 (m, 2H), 4.36-4.38 (m, 2H), 6.59 (d, J = 9

Hz, 1H), 6.88 (d, J =9 Hz, 1H), 7.39 (4, J = 1 Hz, 1H), 7.46 (dd, J =2, 8 Hz,

1H), 8.06 (d, J = 8 Hz, 1H).
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MASS (m/z) 310 (M*).
b 18 T- (8- VAR -1, 4- (4B -5-%) -1-%4#
R (44 19)

ERAKRBET, ¥4 1 £56144% A (0.37g, 1.6mmol)

Fo T-8-1-%XF%FKE® (0.38g, 1.6mmol) #5244+ mA DMF
(3.3mL), £ ZAME, Fmak 8 400.33g, 3. Immol ). B4 8 42( 0. 020g,
0.080mmol). /£ 100C FH# ¥ 6.5 105, ERERTFTHEMLE LE,
HEBRLERB R, REARAK, iR EKREEARIAGER, ZER
BREBATER. SERLAKBRE, REFHTRSEG, RAEREEE
F (RCR/TBRTE=-3/1 %) ¥4E, RLEELE, FARS
T4, 53 4&RERKASY 19 (0. 16g, 32%)
ti b 124~ 126C

IH-NMR (CDCls, 6, ppm) 1.83-1.94 (m, 4H), 2.74-2.78 (m, 2H), 2.96-3.01 (m,
2H), 3.93 (s, 3H), 4.28-4.31 (m, 2H), 4.36-4.39 (m, 2H), 6.59 (d, J = 9 Hz,
1H), 6.89 (d, J =9 Hz, 1H), 7.36 (d, J =2 Hz, 1H), 7.47 (dd, J = 2, 8 Hz, 1H),
7.79 (d, J = 8 Hz, 1H).

MASS (m/z) 324 (M*).
FHp) 19: 2- (4-RAE-4- (8- FAK -1, 4-%(Hf=EK -5
- X)) ek -1-£) TERLE (b8P 20)

¥ Ep 10 5365444 10 (0.55g, 1.5mmol) EMET L8

(5.5mL) #=#& & (8.0mL), A 10% 428 (50% 2K) (0.11g), &
FRFET, i mARE 3 M. BRERARNE, BBRESHTMA
BRTABGELEEN, FHEREHRLESD 20 SFHERREY
(0.54g, 100% ).

NMR (CDCls, 6, ppm) 1.18-1.33 (m, 3H), 1.45-1.73 (m, 3H), 1.77-1.97(m,
4H), 2.25-2.42 (m, 4H), 3.87 %4v 3.88 (&£ %s, 5 3H), 4.04-4.27 (m, 2H),
4.35(s, 4H), 6.48 BLU 6.49 (F%d, J = 9 Hz, 3t 1H), 6.84 4o 6.88

(&% d,J =9 Hz, 5 1H). |

MASS (m/z) 859 (M*).
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gaeb] 200 2- (4-FHh-4- (8-FAHKX-1, 4- (Hf—vBF -5
- &) Tk -1- 3R] & (b 21)

¥ EEb 19 25 EH 20 (0.41g, 1.1mmol) B F L&
(4.1mL), AN 2mol/L A AAAKER (1.1nL), EEBTHIE1
DEFE, £ 60C TFHI 20 24. KA E, MARRLERLE, 455
AWEAKE, B bmol/L ABMAEZREKERATABRYE, BRLBELE
FR, RisfRhkhdks, ARBRAHTE AETEEREEAN,
MNWE, BETEBGRIEN. EREPA_FRES, FTEK
EMBG AWK, ALBEELE, F3aE LKLY 21 FEHKR
44 (0.13g, 36% ).

%5 149~ 150C
NMR (DMSO-ds, &, ppm) 1.25-1.57 (m, 2H), 1.63-1.95 (m, 5H), 2.08-2.35

(m, 4H), 3.74 (s, 3H), 4.15-4.42 (m, 4H), 6.59 (d, J = 9 Hz, 1H), 6.81 4v

6.86 (&% d, J =9 Hz, & 1H), 12.1 (s, 1H).

MASS (m/z) 359 (M+).

Faeb] 21: 4- (8- FRMA-1, 4- FH =83 -5-%) -1 (3H)
- R vhER (b 22)

RAE LG 17 AT ELELAE S 15 54669 AC0. 40g,
1. 9mmol ) AR AE 4] 3 | 444 C (0.57g, 1.9mmol), 53| 4
~(8-WRAKA-1, 4-¥kH =Bk -5-%) -2- ZHAELTFTHRLET
BB (0.6lg), MAEFMmATE (6.0nL). 5mol/L & & E4L4F
(1.2mL), AEERTHH I 54, REABREIENE, FhK. £
BB T mA 6mol/L B &, AT £ pH2 &, LK E 4T 6 F 4K,
BIEFHT B, F£3aé&F4k (0.46g).

AZERTmARE (4.20L), £ 90CTHI. AREZRTMA
oK B AMKER, KRR TRGE, MALBRLUE R, Rt
BAAKER, WPFREKREEANEE, ARABRETR. SERE
Bk JG, EREFHTRE, ARBREEGEX (ACKR/LRTE
=3/2 b)) K4, RLEELRLFHGERKKLLY 22 (0. 33g,
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70% ).

& 158~160TC
NMR (CDCls, 6, ppm) 3.94 (s, 3H), 4.28-4.32 (m, 2H), 4.37-4.40 (m, 2H),

5.35 (s, 2H), 6.62 (4, J = 8.6 Hz, 2H), 6.89 (d, J = 8.6 Hz, 2H), 7.62 (s, 1H),
7.67(d, J = 8.3 Hz, 1H), 7.93 (4, J = 8.3 Hz, 1H).

MASS(m/z) 298(M*).

AFE W CrHuOs

TH4E (% ) C:68.55, H: 4.61

#5415 (% ) C:68.45, H: 4.73

FH 22: 4- (8-WERK-1, 4-(Hf =B -5-%) - 4%
¥ ELE B (444 23)

ERAAT, ELLH 2 7265444 B (0.12g, 0.4mmol) ¥
AT =8 (0.6mL) Fof & (0.02g, 0.4mmol), £ 150C FHH# 5.3
. FRTHORLERTRAGE, SEKENEGELR, RETR
#3]% & B RAS4 23 (0.8g, 73% ).

% 285~ 287TC
NMR (CDCls, S, ppm) 3.94 (s, 3H), 4.29-4.32 (m, 2H), 4.37-4.40 (m, 2H),
6.62 (d, J =8.6 Hz, 1H), 6.91 (d, J = 8.6 Hz, 1H), 7.27 (br s, 1H), 7.84-7.88
(bx t, 2H), 8.04 (s, 1H).
MASS(m/z) 311(M*).
TFEHH  CiHiaNOs .
SR (% ) C:65.49, H: 4.25, N: 4.22
i H A4 (% ) C:65.59, H: 4.21, N: 4.50
5% 4] 1 |
8- WHA -1, 4- k=B -5- mMag (&P A) ,,

E5-8-8-F&AKA-1, 4- K=& (7.4g, 30mmol) Fiw
A THF (74oL), #Z %M, A% -78CE, & 1. 54n0l/L ETH
e/ kiEk (230, 35mmol), & - T8C FHH 0.5 J B,

£ -T8CTF, QiZALR YRR =F % (4.8nL, 42mmol)
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& THF (15mL) &, #¥FE 1.7 I HE, BEZRTIRHF 1.8 I H,
Amie, AYApHL, RLRUERR, AKX, wphaidikikiks,
RERBETE. TERLIARDR, EREFHTARHGER TS
EFEHN, AFTEELE, FHAALGEEARALE S A (4.35g, 68% ),
£ .%>300C

1H-NMR (CDCls, &, ppm) 3.91 (s, 3H), 4.34-4.41 (m, 4H), 5.73 (3, 2H), 6.59

(d, J=8 Hz, 1H), 7.37(d, J =8 Hz, 1H).

MASS (m/z) 210 (M*).
HHE ) 2
4- (8- FEA-1,4-(F=BR-5- X)) AREX_F& (&P B)

FRE LA 1T RHEGREERELLH 1F2 6444 A0. 70g,

3. 3mmol ) ¥A % ¥y X #k [J.Org. Chem. , 58,239 (1993) J & 4=6§ 4 - ;£ 4R
¥ _WE - CE (1.00g, 3.3mmol), 3% 4- (8- VAN -1, 4-
¥H—elf-5-A) X _FE-ZE (0.69g, 1.8mmol), AWE P
A E (7.0mL) # 6mol/L A 8447 K%E%R (1.4nL), TR T HHF
2 MEE, RELATARBGRXLE. EFAGERFMAK, A
6mol/L % ERAF A pH2 &, WEKEMN B AL, BRETHR, FHA
¢ B RK{E4 B (0.55g, 94% ).

% 192~ 1967C

NMR (DMSO-de, & , ppm) 3.79(s, 3H), 4.26(s, 4H), 4.37-4.40 (m, 2H), 6.69

@, J = 8.6 Hz, 1H), 6.89 (4, J = 8.6 Hz, 1H), 7.63-7.72 (m, 3H), 13.07 (br s,

1ﬁ), MASS(m/e) 312(M*-18).

2E B3

2- LEBLAKR TR -4- BEXTRLE (&P C)

(FHA) 4-%-2- BFRETRLE (L&Y Ca)

Ea-8-2- FEAEXFTHLE (10.0g, 4lmmol) P iwAa, o,

a- ZHfFE (300mL). N- 2B (7. 54g, 42mmol). 18 & A&
ZH#TH (2.0g, 12mmol), f£ 80C FTH¥ 5.5 I if. EREE T M
AK, DG, AKX, g hkEkAE RABRSETHR, I8
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hEBERBRE, BRELHTHRE, AEKkEGEE (BLE/LETL
% =20/1 %BL) HHE, BORELE, B GEHAKILESY Ca
(4.07g, 31%).

Y55 56.0~57.0C
NMR (CDCls, &, ppm) 1.42 (¢, J = 7.1 Hz, 3H), 4.40 (q, J = 7.1Hz, 2H), 4.89

(s, 2H), 7.50 (dd, J = 2.0, 8.4 Hz, 1H), 7.62 (d, J = 2.0 Hz, 1H), 7.84 (d, J =

8.4 Hz, 1H).

MASS(m/e) 300(M+).

(F3%B) o C

S Ca( 1. 0g, 3. 2mmol ) F A BEER( 10ml ). 84 & 44( 4. Og,

49mmol ), 4£ 120C F#HH 0.5 1o, ER B R&R T AT B A MK
R, THERE, WMALBRLEYR. Rk BRAAKER. 1
P REKCEAWERE, REBRETR. SRR LBAKRMEE, BRE
M TR, MAKEGEE (AOKR/LEGE =-25/1 2b) ¥4,
3 G e KRR HC(0.69g, T1% ).

¥ % 51.5~52.5C
" NMR (CDCls, 8, ppm) 1.39 (t, J = 7.1 Hz, 3H), 2.17 (s, 3H), 4.36 (q, J = 7.1

Hz, 2H), 5.50 (s, 2H), 7.51 (dd, J = 2.0, 8.4 Hz, 1H), 7.65 (d, J = 2.0 Hz, 1H),

7.87 (d, J = 8.4 Hz, 1H).

MASS(m/e) 300(M?).

Tk 5 fH

WAL TARMEAFHKR 88 (PDE) IVHHAER,

HAZAEE%. ERlEX HERAX BXFXEERRER,
BHREREN AR, LB, 2AREL LFTERAE. FH. ©£5H
URMBREFAFLEAR WAE HEE. BRESFTEHNZEL
Mz, SEB. L. BWhFRAFIIRGELFREAFAGES
R, MeBERpnilRagErE. 44, LER TRER. %
Bo., REABFORTH, Ry, REFHRENARGLALIRL
&, |
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