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Won S 2 R R L - PR R, ARk
BREEEE S, i, TEEs EER, FlA, TUEEERU kg
SEER, Win, K, WK, BTE AREX, fim 4T
A s T s R eATeRA 4. |

— R B ERFE mmFTﬁﬁﬁﬂf WEFREA 25—
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110C, wARE ZEARETUETF 20T, fd KE
—70C., B8 HTREEEKRTOCLEKER, HTEKERE,
52 W b BTk S

KV bt 5 Bt B SRS I 0 R bR R BB
EBEAESOY%, WH1:1E1: 1. 3., RAESWAHHBER
REBEi AR HHTEFERTLEY mEAE.

WA S ET A E ke A AW EH BT Y, RA LTS
A%, ER—REEEREABE SN A E R R CONE,
X1 ee . RAARAFREEERAR BRI w75 Fin, 2
HEREH, BTAE R ok~ e 4.

A (BIFRAA) . EARBSAHAE 2D BEREXBLE
AV EHBATE M BT AR, — MR RAREAREA A
s BEGEVEAAES T KBV A ot R k. R K ARR B3
Zh U E B RS R, BR BAAMRETE, AAE
WA AR R,

A FAMEL, BOAEFTTY EEETURMETER
YR ETERYE, R OBRKERTTR, —REER KR
BAGAME, SERAMAAWAL0. 1-3. OBFMER, X
TH TN —BRANRKERY 1 — 6 BR, BEEIE AN E
Bl fh 3 B8 T0 R A KA & et A SR R Ak, B RRM R
B B, M. B LR TR ATRBRPKTER,

HERGRAMT ERL  EXGFEBT, EFRARKLESR, ¥
B N - Eat TRk, REREE(ETSH0C ) 4R
Pk, TR AIRE DMso A SN B IRIR K, ERSFERE
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HEMH, DA DMSO —do MEHH, R 'H NMR W URE H M
BYRN, #RERRE WA WENE AT, s EH
M. TR AR DMSO 2 ALK, EE A FAE R Pz
F % B R :

RERREE 1, EANAA R AN AN G £ RE—N=C=0
FERERE, THUHARE WRS, R £ CONHRS( R* T24)
R [ A, BRYRWRETER : EHRENS, EH25CE
#1507C, R&NB0CT—-130C, EhL LSRR YRY LR
REMEME T, RS, FEANEE SRS —F KA,
BB &t KR T &2 7= 7 A W Al TR MR
BAALE : Rk, i, FH. TR SRR 28,
s BXK, FE. Z¥Xf1, 2, 3, 4 -WELAE s 44584,
Fim, 1, 2-RTHE BE Hll, WEkH. —%K. 1, 2-
“WRETHEAT (2 -FEAETE) By RuERTEN flm,
N, N-ZWETBME, N, N-ZFECBE. 1 —F L
TRk, KB EIRR SR E TR, B2, BERF100-
130CHRMEK: $/ME (e 65— 1 0/ ) tR BRI,

EANA NG R Ré—T=C=0 BHMBRK Mat, w0 2EHRY
Wtk (A0 R RLA A, 72 IR B4 SOH K BLIR &40 oh 40 B 5 ety M
WAL R, X MEA T, WA E A, B2,
g SR PR AR W R BR S A R B4 SR AT A AT AT s
B T DL BRI BN M. B Ay de R T B A v R A,
F ACHE B K BLAN RO 66 7 M o%, FRlad st Bk . MR KL 4
WRRENT (o B 8% ) Fx a4,
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WANTHRBAUEANAE T AR —N=C=0 R HEREZ]
WIR RLmEs FRRBRATE : Bltms 28 : Z8K, Z 0K, =T
. N -RERE, N-FEGHRRN, N-ZFEFRK, @EPA
#1 -4 BEWERFMRA. ZREHRKEEEZS 20 -100C,
AR B R, 6P (KBL) REAR, KERNRTELB
= 4.

FAT#HE&ARFR ZCoHNR* MR ALAHHNRBELER:
BAM—DMSO s BE~80C~100CsH—=ZZK(2%E) ;s
FRRE— 1. 548 6f[F]- 3 — 6/t

AR -N=C=0RHARETHREMNFEHHE, ( sandlerfu
Daro, <HHE HHEWHE> 1 F-JK, Academic Press,
Inc., New York , N.Y., ¥12%, 364—-369%
(1983)), A—HANFEREHETENRA RN JEEALAK
Bk $l & :

R*-NH; + COCl, —»>R4é-N=C=0-4 2HC1L
RS 1 THEATHEXP XY HH IO Ve

(B, REREA 476 —RERENR) ZEBFEEXBRF EAN
A, (R : Finch et al., Journal of Organic
Chemisfry 4 37 s 51(1972)s Daisley and Hanbali,
Synthetic Communications , 11 , 743(1981) ,
Parrick et al., Journal of the Chemical
Society , 1531(1974)),

REH&2A3HAT HE KAV AR2E% 6 E 07,

HBRABE2, dAWMARSRE 3 UERFERE, #HFAK
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./;U&Aﬁtﬂ B 5 A B R AR R Jéé'ft"kt"iﬁh%uhzi tdh, Fo
~ BRI, FRBERM G E AN (o R TE AR T
B, BEERTH,A) Wi pHEAEL —72H, EENKE
BERNO-50T, #i%£257C, KIas ’iﬁmﬁf’“’i@lﬁlﬂaaﬁd
AKUADLIE, FEAVALELAE, —BE 1 0%4L— 284
FFET, TH25-50C, HEAH1ESNMAKE THAZRE
RE., RAEHKEEEREK25C, RAWENRIAKEE,
WRRNER2, RRSHARFTEGTE, T8 D
RERTFHALLENR (5 —RAeBE5%) ., B, HRAPbEL
BRFeRMes 4 48 ( A2 3 %E ) MR, BB EBLY
REMM PHEELG6, 5—7, BHREXRENAK LAY, 3*
Hy X ST REEXVRFN “ 77 RBETF L. REH% i
M, BERW D REEFHAVLON., — MR 1 0% — 2,
ERHL1 - SARKET (Rt 3MKAE), #AE—RH.
XMEAET RBREEE24RAT A ZEETFHRAV LY
Wi, &) : Marfat f1 Carta , <MWEAH#ER>28,
4027(1987),
REBESHMBTATHERV LGN (AR e4) WE—
R, WREMEAS, BRAXMeWE2 — (4 —E%E4) 0
RpBis BERFKRECNHANMAN, —BEBBRELET, £EY
é{;;‘@ﬁl]!#-jﬁﬁﬁﬁﬁa (%W, : Makosza 4, et al. (Liebigs
Ann.Chem., 1988 , 203 ) ), EHNHAE : RENRRESH.
(bR THS, ETRENEE : WA, T, f=F £ 5.
&l Askrl, RABEAN—-T8CEA25T, #t—10T.
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SR AN (REHER) $RERAME M HERATRIE. T
BAATE (ki) HAEARRSE TULLHRHER
s, REERABIENENAT LR HRAFKRC N
MANAEN, —BELBEAHNEET, L0 -7 0T, hy
B(#H20C), TEREENY, EAAPRAARE. EuhE
F43%: FE. . FE. LRUE. —FETRE. hazm,
ENE AR AR, RN NEAENRREALIASEEHS
AKEEZF, Rk SAKRE, WREAH BREEH, HIF
A AH.

B 5% b b TR R ALK Ak TR 3k AT, 25
be BEHAVALEEGG, EARNHTR: BBRAER S8k
%ﬁﬁiﬁ&%%ﬁ,R&ﬁﬁ%%za—lsot,ﬁﬁ15oto

FTRYBEEREEL SRy E0ER, AXAhEBysL
Ta 'ﬂfiﬁﬁ%%’m’: EK%%ZJﬁKTEERE—LQ ( i‘ﬂ.* Makosza
fo Winiarski , J.O0rg.Chem., 4.9 y (1984)), THEHA
3 SR E AL, B AA Y. BEWENEE 9 TH,
WA, fodewr, REZWIH, UREEENN-T7 8" EX50T,
42 5T, BRMFARFERCO1 By WRNAY, #KE,
B A AR AR KR C N RN RAUTR R Rk, 82, #
AWK ECo,1Bu WRUAMEMER, WRAFXECO, tBu W
AW Aea . BB K2 C Nk M AA W R
¥, BEEAREKREC01Bu WRANRKEMETEE (I &, 41
5 ) KR (W RBB R ) FRAREL BT RR BT E
B, EAEARKE coxtBu WANMAANE, BITAEREH
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AR, BTN R A Y BB, EH MR
0%, SRR SR, EUNENaE 6T, X
PR, (K, REBENH25CEH150C. {£#8 0T,
EEBEAT, fin, ERERFALBERRAEKRCO, 1By MR
MAea, REK2C0.1Bu BAMAEHTHRMAS. HIitH
Hby RBEEHRL 00T, (hAM AN LE,

Daisley % A ( Synthetic Communictions, 5(1)
53—-57(1975))NATAF XY —P2ZFEWE —1R
SHE B RY e W e R E,

WRR B 2 4 W H0E 7, T LH4R A R* B CONHR?,
WEEMRA ] A, AFERRBEE | FEGER, A £
FR BRMAEME Y 1 VA2, BARREENERN“ 3 7 £
HERE—FE, EERFEN (1, 2-—PRETER
Ny, N—_WEFGEK)+$, ERMEMHNFET, EA-30TE
H50CT, ERIMEMERT B2 HFEMACHL(CO2B2),
R, BRBEERXNAEY, K5 SRBEAXRKEEE 1577
AN EHRERY REBE LRkl F g, BRAXV AR SR
XVBARXVARELT%R, #2, BRAXREES 1 FRER
Vs AR 1 et EAX WAREEI%S R
RY¥-N=C=0 RERER S, NKRAXUMH1 —F, HBRAER
2 CONTR® fyk X W 475 261 %

FEHMAXUBEREERWAXMHRR, —RE1 0%48—
FRUFIFET, EAL26—-50Ts 41 E5MKAE T
BRRB, R AHS50CEH200CTARAXER, LR
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X KAeeth EPRAZBN%RTN“ 3 ” LABMRK,

$KJes Wi R AX K AW EHAR R R? CooCoR? B
BFR AL, £ 3 " Rt ATHBM WRR [ MW, —RERLE T
B4 - —FERER O AT, & TRARAER T 5 Al 347
RE: N, N—ZFEFHEE. ¥, 1-"FETHRE. § -0 L
R F ERE AT, R RFEN, ¥ P AT,
BB ERBREFEEMMESALX K et BH Ak, &
BHEL, —RURPEANNEEATOCESL, REEZRRE
2 5CAA, HEZBETHERRE. RAERA—FY 43 044
E4 200, ERBERM, BRERSURL Fi, BtitAE
K, TS SRE KR, T8 REAFE (fli E48F)
#—FELHA, |

TREEZATHAX KeHH4RER: £ WHRS % [ 4
Az BT E RAXKKEHETRRONCO RAMKE, KR E—
Bt R KM A R 34T, RARMERTHEN, A, —FETH
Beo ZCATHE. ¥-FE-2 -k H. T TR, b,
%R B AR ETHAT, XXRAERLBRRB LR E YT
AR, HhdA .
 RRE, MR R BT v S R A M
RERAL 1 ER SRR AR, EEEIETES 0%,
TR RIS R, —MRREANE — 1 0F0CEENENT#
ERFURA, REEZRBAMEREZE, EAATEEY
45C, REFFRENKNENE TANLHZE4 18/ HHER
VR, FER L5 A, Bt R RA B K A R B
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W2, ErHEEH2~5, HkABEN, Bl RALSA
R IR R . |
RBLHE% 5 MBT i AMAK %M &, ARAH R 2
(Cy—o ) WHENR T aterE, AWEALT %S A ROBr 5
RICT a4 (RO B, k) R, BHAXX Y K
R, — M R A ., R E T AT, B
WHAYE . AARAREANT. DRELNBREMNT, wELAE
EMMEA T ETHEACIET R -F TH, REFHH. wEF
AEAMIEN B ERMAENAE_FIAFDY, ¥~ _FEFEIE,
YR WRERHO0~150T, Hh#%25T,
TREAFETHTEAX XAREHERE R £(C,—,)
REMRXE ¥ —BRAL%, A AFEXUTREEL 257
b AMEREEHERY ¥ —BHRER LA %7k, WEH A
REUT XK 2R AREENR T EAS AR A ETEAZEH
(Ci—s )BCEMK“ 1 " LA . o
FEAFTERAERY - QRARIELEXX X Mo 4, B2 R
XX13-RA&%%, —REREEEEM (I : Z4F%. 44
RATE ) wH TR L. QTR RAAN. EXWREEE Y
40~80TC,
COERXX I3 AR EER (4 HE. RRAHEAR)
B Ris R CBAEER, THAX X T #4h XX K G225,
EUMRMEENN25CEA1 20T, {£#&46 0T, (LA WE
R, RABR RN EHARNEE RRRETAESY I ARET £
B 5B W .

34



REE TR %4, ATEAXKAGHHEX] e
By, AUEAF R B (C; - ) HENAXK AR ZES%RNT
EHRXPRY BOC, o ) Eak | EH.

FRATHRBE T, AEEHNS -BE- 3 - REEL%%—1
WK (R Y -RAFRE ) R, TUHERRVLARZENR ]
et B, RFEWAHEZINGYNHE, BN FERE: £4
~10E410C, Rt 0CA%w, ARLENIEHRA. AFHREH.
BERTAHAETR BN (o R WSkl ) PHER
3-—BE-RLEENR -1 -FHE (EN-RA¥BRE ) e
FEZZENES, CURHEAAREER HEREETERAY
2 —3/hef, mEREEGNEREHL LR, BHRSHA W, #
BRI R AR A A O, EE LR, HEHHAR
HEERARET AL, 21 VHERER, FARNaHCO0s
AAWRE NERNENTIE 0. AREREANGHAT DS
FEAREEAL, EEEHAT, Bditid KRS Wil 8 TRk
EYRE LB,

FoAFEAYE  BELAREEEN (v WE) $, #TR
R EEN3 A - RAEEI% -1 -FBHK (Kv -
HAKFREK ), SHERITEWNE - U EHRBE., ITER
R e l, BURFEER ﬁ%imw@ﬁ,%ﬁa A WS
W EREE Tkl 6 My, A ERARBRERSY, A8
KA BB AER 4 &ﬂz&:k'iﬁ\ —%%’;ﬂi)ﬁ"% WK E A A A IR
HEMT Y, EE f“iﬁruuﬁ C AR E sl

wb R E KB TE, A, '"“"‘*ﬂ‘mﬁﬁi%ﬁj]x%?‘?ﬁ»%

35



50 MASE, Ry EHREE RN 1 AAAE,

BREAFE AN 1A R 5 0E A R R
(1) WBRRBER TUHER ] 0o B RE, £ 8%
iy RAHRMREREEGYA, HHATE ARA 1LY
B WA MR EANFATIR R [ oM T UHE R 1 ek,

FHATRART B TURER [ L DA EERAE L s
R e

¥ C3H. HeN /NB ( Charles River , Wilmington ,
Massachusetts ) FMMALT, 3T 0 % LE% dM bz
SEHARRNEETR, £E A MRBEEAEAN 8L RPMIY K4
5%Fcs?, HFEE. BEE( 1008k m1 ~100sg. ml),
AER(2n M) EHFMEUSAE M, TEWFESL £
ELTHME. RA2054%, 4 T4, SRENNE REWE
BTH BB, HX RSBk E T— A E 80
H, EHETRERETERN, XTEABZAA600X8HL
Kadh BIH B H WAREE~AREGERERS EART
RUER2 0w L RPMI—FCS® v, I manM S840 2 40 Mok 5
R OUIEEE, W RSN EE R, TR
RPMI-FCS {MMBESX10° ~nl, #EWR1 ol dm
Bl 3 5 ERARNAEIL S, E5%C 0. £HT, 3 7TCHE
2 i, DUEEEmBIEN T A 0WE E s BARE AL, HEZES
L s FIRPMI~sFY PENEEEA0ME (BB 200 ) Wk s 8N
BRI 1 m L XA, A RPMI-SF o oy i S0
A0+ 1~100r 8. mlgWUInl RPMI-SF A, WiE
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WA RPMI~SFH #1006l LPSS (lmg, 5ml YES5%Co:
FHT2 4/hud, B EHHE RHTHETEDRANE— 1 2HR
H% KON SGLHT. | |

H TR R AR LRI T ERAE — | REMF. &
BHEHELT: ¥EL4—-6. 1EEEEAK (10-15X
10° HM%TO. 4ml A% ( RPMT 1640 , 5% FCS ,
25mM HEPES , 0.01% Nals, PH7.3) ) mE FAEMHE
FRRrIl—1 (RELRNEEMNE - 1011527 0 5L
BRFF, MAWATE® HEWE4EMIA%E — 1, Lomeclico ,
P.M., %, Nature, 312, 458-462 (1984))# (0.5m1
ZABF4Pre~40n8 ), 4CHE 1/, ¥R,
ANOe 8218(0. 1m1L)A BHB—yIl-]1( New England
Nuclear , Boston , Massachusetts), $¥4&fR%, 443
Net, RF Yeda EE( Linca Co., Tel—Aviv , Isyeal )
HEZVbatnen aF / C 2.4 coHALEE ( BEHO. 5%
B 3TCTHM2 /) 1M, B 3 LkA B fik— K. Kk
JEET searle B ditsl, HERRUEAENE2000e
AT IL -1 WA, SRR BLIARRE | 24 Los
(Y/100—-Y)}thlog ¢, b YREME P #i—rIL-]
gEaR, CREAAFIWTIL- 1WHKE, EYH20%— 8 0%
A ERBRANFF L AEE LA EERA Y 111 60k F, LR
TR, HBENERARArIL -1, REFESVEIINESE 40
FIBAHSE T1—1 W, B — BN ke BERAE2 0 —8 0%
B Y ERBROTHTH I L— 1 ACF,
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STHaMEFTNER | KA BEL. 4 REGME —
Fe B GBI . MABX— %, T 754 R
F5 — f A A Ca P Y ACE, BHOT R SRAE A B,
bR B R R DR RS By A R B
b —fREAEER EAH.

f#% 4 Jakschik 4 B. A ., %Aﬁg—[ Nature 287: 51 —
52(1980) ), #FEEEWRBL— 1 4fi#% Spinner 5y
FMinium Essential Medium (Eagle) '[W@Eérle's
Bl 5%EF Mm% FER EFER ( Gibeo ) Jik
k1 -2% RERFEHAKALAX10° BH v 1 HARE
EHEZZTARIMI 16409, #24%0. 250l SHEERL
EHPURTBHRETRPUI 16404, 3 7TCHHES 4. FHEH
BWAMNO. 250 LFENEREAL MREHTITCTHAS L
S BIALOML (W&l 45— TANKRREA— 23187
(BT #HE, siena Chemical ) WM 3 TCTHRAY
BEE508, TEMAN26THLLME, 0. 3% 08 HAHRE
WKE3 0 HESRANEY, 2HN( 3000 Ton, 104
) 4%, Bl EER, EHESONY GRBEEQHLI . REE
Perkin Elmer—HS( 3f#K ) EERAHPLCEAHM 10041
S0 EER, UE0. 1UZHALBATH . ASATHERM Wik
Y2, A, FH Berthold LB504 HKEHIEM N WALN R H 4t
EhE MM EARRAE ATAEoHRE2. 4BA
omniflour W8 00 » LIXAMWIIRAEE( Trademark of

New England Nuclear , Boston , Massachusetts)
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FFl Spectra Phnysics SP 4200 omputing 4N EERE
LAt e, ¥ KB R R T R AR, ERR
WAERBASECLNE DEH G THARATHER, HHEEE—=H
MRS L,

R Siegmud & A FHE< Proc. Soc.ExP. Blol. Med.,
95, 729-731(1957)>, fMlne f1 Twomey ff
R HN B k< Agents and Actions 10, 31—-37
(1980) >kAIRMKHA2 - FLE—1, 4 —FB(PBQ )FL
MALEK, RERER ] LEURAY @2 EK O EBER RN E
R 1 fe44hia b5 1E A

RABAF A A XERF KA RS AR B RIEER [ d Wty
HEfERA<Winter %, Proc Soc.Exp.Biol.Med. 111,
544(1963)>,

Vi A
1 rPMT -164 O:b%;;*ﬁ;g( Hazelton Research Products
Inc., Lenexa , Kansas),

2 HEEM R MNF LRI i, JEE RN T A R
WixH ( hyclone Laboratories , Logan , Utah) #f
IL- 1 WHBFWREERAT L~ 1 M IUIRE L s,
WHmTF 3 7CHRE, |

3 RPMT — 1 64 0¥ FrE4H 5 %4 miE. |

A RPMIAAFEEE-HEE( 1008 EA-104r g/ nl)
BABEME(2mM) |

5 salmonella minnesota FLAH MK S BrLHE
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W5 C3H  HoJ JNRAHE KR B,

ER A UR LG LT EHAAET L— 145 Al

R FIR R F s BT IS T TR 2 ] e s i

e WHRHZEAENGZE, W50 TUE T WRARH

AR, SR Ae T AR, RAeWETUE R X1
BE WA, BEAn s Bk LK. BE. K TRA
Wi,

EAER | HAMRELGY L TSRO GREA IS, RHES
EMRNUEEN— MR 454 1, BF21:2F2: 1.
B2, EHEEMATHELT, ZLANEERAT TREE : &
MR AL PRI B AR B,

muBAZAER [ LANTE, TGRS RN £
AR EA G RS, A0 R A, R s R
R ERGR ., BH BN AN AR, 50 AR HIE T
¥, HEHREARAES TR IR N, £FE 0 RAARE L,
BEMRG T ACARERHRE, PHLE, TUBAL LSS
CRERA, A, BB, ATERBRAGTE, RYAEFER
i R WA, S BLAE %A M A M D H A, AR TR
¥, R B B0 DU AL,

st (A S T A, —AHBE A FE.
Wity VHETHTRELRE : 440, HE, BEHMEKE, MU
TRk P B AR AR AR e . 1B R BRELATE
BEMSE TS, EAZHHRAT, AR LAREHNEREEE (P
mE4—2 4/ ) AH5neE50 008, HEABRERLHR
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AWAI L1 M ERTRAKPR G5, EALHHEAT, £
WREH— AR KL H, HARANER 4S5 ne—1. 08X,
RKFZB50mM8—500me .k,
TR EALH, LAY HRAEEARZRIE, b5
gl sh, BIA MR B RA A AT,
SE MBI 1
5~ﬁ—3—(2—@%@%%)—4~ﬁ%%%ﬂ%—1—N~ﬁ
T EFBK
Ao 5B —R—4 —RERE%

ERARARE YRS B R A S e BANEAH (6 0%
WiREM, 12. 8g, 0. 32mol), FIEKUEEAREASH
Wy RERMTWEMHERRETEARL, 2 ——WRELKE
~ (DME) (350m1), $i#T, %ﬁ:@:&ﬁ(r;g, 3
ml, 0. 325mol)RYDME( 175 m1 ) AAFEME ERE#
. BZRAMEZTE TR 1 6, REMATE2, 6 -—F—
3—THEWE (258, 0o 13 mol)fDME( 175 m1 )%,
RE-FUEEHK. CERTHEERHIE, KEW LR RS HE
ANRH, Fl6 VHEBRARHR MOBAEr 1 3, FEEIZRS
1. F#EAEEEAN, FMeso, TH, MEKRSE, B8 —% 6,

(6 OCTRESM A GEASLIIEWH B ) .

'H NMR RW : REEME2 —— ( CAEHEL)FE—6 —F—
3 —HHEYE, PTHFENRHERE —Z (ZEaEBE)FE—-2 -4
~3—ﬁ£%%%°:1%ﬁA%ﬁ&,F%mﬁﬁ%%6ﬁﬁﬁ%
BT TARNE, & ﬁ%%#ﬂ@ﬁ —BETAH W BT, ZRe
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Wz EHATREATHEA, F4 1 1 TR, OB TERRN, 43
BiaSHIHE R, K%, B2 40. 58882-2(7
AEHL) FE-6-H-3 AR —— (LRERE) FH
-2 -R-3 - HEWRRKW_BR_CRE( LUWERLK10: 4 :
3) R, B E, 2—-(ZAEHRE)FE-6-4-3
—HEHENGELB268(63%).

B2 - (Z8EHE)FE-—6-HR—3 —@Edw. 6—=
(ZEEHX)FPE-2-FR— 3 —HEUERHR B _LENRS
PAMECE(300n1 ), REWHENWES 0%ITEETA
(26¢e )MRERY, ALEHRBETOON L, {ZRAHEW
RKRFABETINAAET AN 4/, REFEAREE LR, BE
AR, REEAREN, HT3 —8£-6 - ( ZREHE ) ¥
—6—8MuE, 3—HREX -6 - ( TEEHKE ) FE— 2 - Ftet
~FELHRHE, RN _TERES Y, HEREHAK
(35. 78).

¥ ERTARSHBFECNHHCL HH(T700ml)H, i
PEW S i, KETBREEARE, WRABEARF, BRKE,
BRETEE, BEBEEEERS —R— 4 —KLBE9%, B#EY
7. 0468 (%2, 6—_8—3 —FLEMLITEUEAI2%),
BRARAEEE S, HEOHEH s m.p. 250—-2 54T (44,
Bo 5 —#—3—(2-RWHE) -4 -REAELI%

WARBAFR (2. 08, 87. 0mmol ) wETTEEK
PS5 0m L AKCEEY., HE2ENTL2EME, A5 —HA—4
—REREEE (3, 08, 17. 8mmol ), KEMNERLEK
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ZH (4. 8uwl, 40uamol ), HXRAT, HiZEsHinikERk
Wk, BB, AR, 2R WA, B Kd, H
6 NHBMME p H 3, TRAKIEIEE, KEREETH
(8. 7685 T5%, m-2.235—-238C )., MEXPLEL,
AREHNE_HFEH(37T5n8, 8%, m.D. 24 0—2 4 1C).
Co 6—8~3—(2—HHFHHE) — 4 —HEEEIE— 1 -7
— BT EF K

RAMZTHK (0. 54mL, 3. 87 mmol ) MFHFREHNT
B(0.3m1, 2. 63 umol ) WE5—$—3 —( 2—EAHF
Bk ) —4 —fLBL9%(500ng, 1. 79nmol ) #EK
DMSO (10 m 1l ) BEHP., £RAAT, Twke, £8 5THA
"/RES MBI D, REZRE, BRERBENK A4, 65
BRBAE D H 2, WK ETEMEE, £R I b Eget K
Bty F—AERATRUERM, $£-8H2 0%k, A%,
EMEHENACHES S, BHAELAH (3000 8, 44%),
AEEEMEs n.p. 150-152TC,

lg wMr (DMSO-d ) : § 9.00 (s, 1H), 8.83 (d, J =

3.6 Hz, 1H), 8.35 (d, J = 8.1 Hz, 1H), 8.00 (d, J = 4.9
Hz, 1H), 7.28-7.25 (m, 1H), 7.24 (&, J = 8.1 Hz, 1H),
1.40 (s, 9H). IR (KBr disc) 1713, 1647, 1582, 1461
em™t. MS m/e ( g At B4 K ) 379 (4), 377 (18), 280
(23), 278 (70), 196 (38), 194 (100), 111 (12).

TEAMIHEME c A CIN0,S: C 54.04, H, 4.27, N
C11.12. 2N fE ; ¢ 53.59, H 4.01, N 10.92.

43



S 2 |
6—R—3—(2—ERFEHE) —4 ~ALELNE—- 1 -Fotlk
A 6—8—4—REBE%

HB<f¥XH>70, 68286y (1969 )BFE W
2-¥&—3 —ME— 5 —FUEHE2, 5-—H—3 B,
KHE2 - £ 5 -mANEM( H.80, .~ HNOs ./ 60°) #
B2 -RE-3-HE-L5-FUE, SCRRGSRH2 -45—
5 — Rune A e ik ( <{EXH>70, 68286 y(1969))
b, X—REE 8. FEEH.

HHA AR SEFAURB IS T N 6 0 %E o0

REH (4. 08, 0. 10mol), FEKEETABREAI L.
RERFTHEHEEMMEETAAKL, 2——F LX) (DME)
(125m2 ), HHET, $¥H_HR_-ZHE(15. 7Tnl,
O. 10mol) WDOME( 50 nl ) AEAMENBHEEEE. ¥
WRE WEE B TR 1 Mt REMA2, 5~Zf— 3 —w%E
% (108, 51. 8nmol )W DME(76m 1) %, EZRT
HSW AR, REAAMHBZRMEAY. £ 1 N EREREE
RUEDH 2, REMRERZRAY. HAAkARE, Jsso,
T, MERE, RE—el, EELEBENENt. F9:1
it/ CBRGEVER. A HM N heabraf i, W 420
R2—Z( CREHEL) FE -5 -4 —3-wiZHwe(13. 68,
82%) . | |

CBECEMZE(200m 1 ) BEAHALE(300mn1 )
WA 0 %ILRA —AK (8. 8 &) BT, M RIRGEH,



EI3INMARETHERSHEMNA Dit, REHITEE M LI REAR,
WERERN. BHAXREEAERI -KE—2 - ( ZREHE)
FE-S5-RA%w(12. 68),
¥3-RAE-2-_(ZEEHKE)FE-5-ftemen
R(325nl)WBESdhbhEis M, RERES KRG, #
UMY EAY, TRBRESIBEECLEN, AEHR vaHCOME A
WPHEZEG6. 5, HRKEURELEKRTEHNG —F— 4 - &
ZEENR(2. 68), ALHMLERBUERK, 4HRIA A
Mgso, T, K%, BHF—HA6—-R—4 —BEBEE%
(3. 68). B, RBEH6. 28 (H2, 65 ——%—3 -4
Ebeit, REEX71%).
Ba 6 —8-3—(2-—%9FHE) —4-A752%

AT RGERRMET H2BAFE( 3. 48, 0. 15m01)
MEXATHE(90nL ) H, REBRNZLERE MAEKR
6 —¥—4 —HKEBXI% (5. 08, 29. Tumol ), KREMW
A2 —ERBBRTE(8nl, 55mmol ), AHRAAT, HiZR
AR ERAER, ERBEIHRTE, JLRE 44, BAK/
A, A6NEMBAEPH I, HRKEALAENRE K X
fEksk, HEXZEABTHOATHR(T7. 88, 94%, m-D.
2507C),

Co 6-R—3—-(2—EpTFHE) -4-AxE9%-1-¥F
Bt

#oe-R—3—(2—ERFHE) — 4 -REEEU%k

(3. 328, 11. 8mmol )FAKZTH (1000l ) HiEaed
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BRHEOC, REAT - FHHRARE(1. 5ml, 17. 2
mmol ) AR, Wiz RAWAETE THH 6 Mt KREBAK KF,
Wk EEE, AR KET100CHEATHE2 044,
Kk Eirth, TR RALRESE, BHMTANE —R—3 -
(2 —BRNTFHE) —4 -KEEEN% -1 -FHt#, n.p.

>250TC.

1H NMR

(DMSO-d ) = 5 8.78 (4, J = 3 Hz, 1 H), 8.57 (br s, 1 H),
8.39 (s, 1 H), 7.92-7.89 (m, 3 H), 7.23-7.21 (m, 1H).
IR (KBr disc) 1721, 1602, 1420 cm '. NS m/e ( Axf
HAH ) 321 (13), 260 (11), 276 (36), 196 (40), 194

(100), 111 (333).  CHEMATHME: c mCcIN0s: ©

48, 53, H 2.51, N 13.06. szjfE C 48.58, H 2.42, N
12.95.

EHH 3
5—R—3—-(2-—29FHE) 6 - AREEIE-1-Y-K
TEF B
Ao (5—-RE-2-R—4 k) TH
BRTEY(24. 698, 220 mmol, 2. 24E )BT
EAHEAH(150m) ), ERRAT, T-50C, ®HT
Mm2—®—5-MEME(15. 85€, 100mmol )R
(4 —-8F*X4X)UH(E.Grochowski et al., Bull.
Acad.Pol.Sci.sSer.Sci.Chim., 11 4, 443 4, (1963))
(18. 448, 11 0mmol, 1. 1%E)WAKTEARE
(150ml )%RK. BRTR AWBEALHT, BhEENER



MBEKEEAE-40CE-—50C. REERARAT, T-78T,
HETRE R B RA Y 1 e, BBt AR BBA WY A%
Z®(20ml, 0. 35mol, 3. 5%#E), KRREMERE
FE. B5%HCI( 100m 1 ) BAMAZREBRAME, £RT
(100wl ), BRAZAFRK(2x100m1 ) £EEZEAR
a4, AR HAMeso, T FEZHRIHKREE (41508),
KER_A¥HE(1200m1 ) %% REERZRE RusH
B(43008) B A25%C —RFHARM B2 —H
R (RE=0.52, BRFH: Z8¥%), BHEERH LA PH
B, RIAEEKERRE —R—3 —HE -2 -wEETH
(1. 3785 7%) s m.p-121. 5—123. 5C. #—%
Wl BHE—WRM(RT=0. 48, RIFH : —4Fk), ¥
REAHEXTHETH, BH(2-K-5 -4 -—wE)
(1. 878, 9%), HBOEEKER, n.0. 87-897T,
IR(KBr) 3080, 2240 , 1600 , 1545 , 1520 , 1450 ,
1390 , 1340 , 1135cm ~*,
¥B(2-R-5-BHE-4-MEX)THHZHE(100ml)
BAEMERZE(150n L )MEHSs 0%ERE-—K(3. 28)
BEHEE, EWMAKRERY, TINMARET, BZREHEN2.5
Mt RESHEEL (celive® )iE, BEBAN, REERE
Flo FT—Ketm, EEEEKNENEN, AS: 1R TE
CEEEl, SHREHR G e hORR, K, RE—ERY
(850me, 32%), wWHMEENRNEH, R FE—%
ERWARBMEMEM (AT 5% ) RH(600ms ),
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B. 5—f—6—-K#EEEI%
B(s5-8E-2-HR—4-kgX)H (1. 408,
8e 4mmol )HBEGN HCL % (100ml ), £50—
100TC k2 /b0, 244G, BEMAERNaHCOs WEZR
EpHT, HURUERR, 4 TRUERK, AAk#E H
Mgso, TH, BEKRYSE, RYNEERKNENGL, ALELUEE
Ba (RA—BFEAYTHEREK) . 4 SHTHEDNEL,
WK, REBEARBENESH(650mE, 46% ), m.D.
230TC (4#) ., Bty - RURKRSARE LEMH
FEHIBNBE - 2845 -4—6 —KLBEx9%. REw
o ZURABH#—FAALRNTHTT—F KA.
Co 5—H—-3—-(2-ENTHE) -6 - QLHEEI%
HAEBMNBRE(232m8, 10nmol ) wHFTHREESR
BEWEAKCE(10nl ), KAXLERE WAEKS -4
—6 ~RAREXI%(340me, 2. Ommol ), REMA2 —
ENFERZEE( 0. 54ml, 4, Oumol ), FET, HiZES
H ok BT, EREIHATR, BZRAHEH, BAK XK
P, A6 NLEMRAEPH 4, HRUERH*H(4T5ne),
AAt#Ek, E2ATE, BT YHATHES & RABELEY
(190msg, 34%).

1

H NMR (DMSO-d.): & 10.62

3.2 Hz, 1 W), 7.92 (s, 1m),
1), 7.65 (s, 1), 7.17-7.14 (m, 1

(br s, 1 H), 8.79 (4, J =
7.77 (4, J = 5 §g,
H) . ]



D. 5—8—3—( 2—HpFHE) —6 —HREFHI%K-1-7
— T £F B
H5—8—3— (2 —ENTFEE) —6 —AALE%
(190ms, 0. 68mmol )% FAADMSO (3 ml ), KK
WAZZH (0. 20m1, 1. 44mmol ) BRRKTE
(0. 11m1, 0. 95umol ). %&T, WHBREWE
8 5T Wi fuik 4 N, BEARANEEE, REENL, Ak,
F1NMEBRRAE e E 2, WERETENER 2ATHR AT
B, B (17508, 68 %, m. p.224 T (2. 'H
NMR (DMSO-d,):& 9.45 (s, 1 H), 8.70 (s, 1H), 8.43 (dd,
J=1.2, 3.4 Hz, 1 H), 8.06 (s, 1 H), 7.82 (dd, J =
1.2, 4.9 Hz, 1 H), 7.18 (dd, 0 = 3.4, 4.9 Hz, 1H), 1.40

(s, 9H). IR (KBr disc) 1723, 1660, 1624, 1586, 1552,
1474 em™'. Ms m/e ( MHEHW ) 377 (2), 280 (21},
1278 (53), 196 (41), 124 (100), 111 (41). &AM

W EE Cy7H,6C1N;0,8: C 54.04, H 4.27, N 11.12.
S {E C 53.88, H 4.21, ¥ 11.04.

Sl 4 | |
3 — (2 —BNEEKE) -5 —REBEGK -1 -V -HTEFHR
f&

As 3, 3, T—Z%—-5-AREHI%

FIFAR3, 3, 7T—ZH~5—RAeELI%RENZ5 -
A, WEFELEESAN0 .4, 625, 033, Aih #
FoRHL T4 TG B4 A% © Yamanaka %< Chem.Pharm.

Bull., 35, 1823 (1987)>, ®okuda fi Robison
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<J.org.Chem., 24 , 1008 (1959)>, 5 — 4%
(1.58, 12. 7mmol )EFRTE(100m1 ) fuk
(100m1 ), FEMHT, A2 004HMALNE (2. 6
ml, 50. 5mm1)'ﬁm%ﬁF.ﬁﬁé%prk%%1°
BN AN R 8 A NaHCOos . B, BWEAMY
PHEG. 57, HNMF, HAKEHIE, BHHIE,
W FAdS S5TH, B53. T (79%) Bemk
m-p. 250C, ALRCERRIERK XEG3H—-BL2HELeY
(700mg, 15%) sERBTLC RE, BF— oM RAEH
E, EHNRAGEBE R, R NE AN, A10%FE,
CHCl; ¥&:JH.
B. 5 —fABET% .
H10%WE—K (3. 28) B3, 3, T-Z#R—-5—-4K
ZFHEG% (6. 48, 17. 3mmol )WZE(1200m1)
BHE, RAWARSG B, E3MKKENAAT, HHERAHE
fo3 /et BHEIRA DA AR L RR B EAH, BB E
W, BRER BT -REEK ( TELFNE M EARRL ),

- 58, WIZEFEET A RAEERAY, Z2r% i), WA
@ﬁNﬂwmﬁ%ﬁ%%ﬁﬁipH7.SQ%ﬁmﬁTﬁ%ﬁﬁ%
MR 3k, AHETEREIGE. AHkES FMeso, T8, %
ER %, HT—EGE, $ZEES TR, 28k siE e E 4k
K6 — FAR 7 H %, %%ﬁmw@ﬁmﬁﬁi%%,1ﬁﬂ~%ﬁ
MEfaHh(50me), m.p. 32507,

Co 3—(2—BpFEK) -5 —FLimak
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BLRANNER (1. 158, 50mmol ) e FTEREED
FE W30 m L RATEE, FERMELEME, MABKSK S —
RAp£E% (1. 40me, 10. 4mmol ), KEMA2 —&
HFBRCEE( 2. Tml, 20. 1mmol ), RAT» WZRAY
MBI E 1N, Sht, It E A CE, R AR 3
5 0%, HIZBEWAH, EIK, AP, B ERELIE, BE
ETHM, AUEZRARNES F6 VEREEARLEPHT,
ERMT TN, Rk EE g, BAR% SATE #HE e
ElEREEEW( 2. 02, 83%) .

Do (2—MHFHE) ~ 6 —ARELUE -1 -7 —KTETFE
%

¥3— (2 EHTHE) -5 -HAEELVR (500me,
2.osmml)%%%mmmo(loml),ﬁ&ﬁki&%
(0. 6m1l, 4. 3mmol ), MEHMKTH (0. 3501,
3. 06mmol ), FTRT, £85THHd, HLRAWMKS A,
W, ANEFEE, #RBRENK, KF, 6T HRRALED H
2, W ETENER, Aiksk 2ATFH HENS®ERRN
BATsif, FIAL. FEE (9 : 1) . A3t HEg RS
WO BT B, BT GG LIHER S, KERAL.
W Ek S, BHMENAH(210mne, 31%), m.p-
>2507T,
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g wMr (DMSO- -d.): £ 9.85 (s,

1H), 9.18 (s, 1H), 8.70 (dd, J = 1.6, 3 5 Hz, 1 H),
B.41 (4, J = 6.2 Hz, 1 H) 8.26 (d, 3'= 6.2 Hz, 1 H),
7-73 (dd, J = 1.6, 4.9 Hz, 1H), 7.16 (dd, J = 3.5, 4.9
Hz, 1H), 1.41 (s, 9H). IR (KBr disc) 1723, 1653, 1615,

1549, 1474, 1427 cm *. MS m/e ( 4 H 4 W ) 343
(2), 244 (30), 160 (90), 111 (28), 84 (100). ¢ & 4
ﬁﬁ-ﬁ-gi‘ﬁi C17H14N3035: C 59.46, H 4.99, N 12.24.
59 {H C 58.68, H 4.87, N 11.54.)

LM 5
5—@—3—(2—BEHpPFERE) —4-AEELUI%-1-1-K
T AW BE
A 5—R—2—FF—3 —aEilw

%M Nesnow fn Heidelberger < J.Heterocyclic
Chem., 10, 779 (1973)>F#kFeE, BHES AL
2 — k%S — A2 - BERE (5 R~ 2 —WEH), T
A ET  EHRE-FP2-R—-5— Wﬁ%%%%%%*%mT
—48/a&ﬁumﬁ“,Wﬂﬁxﬁﬁézﬁﬁﬁ%%%¢%m
25%LBMELA45CHE. BOTT, #5 —F—2-FHw
(11.16g,98n7mm1)ﬁkmAWHﬁm4(gmaM%
WZENRANBRESH, KEHES55—~6 0T i3 I, Hi
ﬁ%%%ﬁéém.ﬁF%AW A, IR R B FIAE
W, HATFE, B3 8. 248 (53%)MELAY. MAEK
NaHCO; YEWEZEPH 2, FALBOHEER, 4F10H, A
MgSO4 T, Jﬁt(inS, G322 E4e (1. 7T18), ¥
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£11%,
B. 2 —$—5—F— 3 —WHEum

60T, #5—-R—2 L3 —AEHE(6. 58,
41. 1mmol )HpHWAEELHE (9. 418, 45. 2mmol)
FMZRE% (4. 2ml, 45. 1 mmol ) BRAMYT. £AT,
WiZREWAL 0 0T M o kit K, AHEEE, BEINK/ &
. BWAN—BKMTRTE, ZRENELE LT BRER T
WA, AHAREEIAM BAIRX\ME—H2EeWF A
MgS0, T, K4, RYWEERNENdit, ARGHM. 43¢
SR E IR, RERRE —F€M (3. 518, 48%),
ZbE 5 CHE 1 B . |
Co 6—F—4—KREELT%

ETERBPEN3. 186 0%EAsma#E ( 77.5mmol ),
A EHERA T K BB ABA . RERE THALNBEERRET A
DMF( 100m1l ), RHYPOCT, ABGEHBETHIMA_BR_CLHE
(11. 8m1, 77. 7mmol ), ¥iZBEAMAEOTHEE 1 /i,
REMA2 —R—5—A—3 —RENE(5. 218, 29. 5
mmol ) ByDMF( 4 0 m 1 ) #w. TEETEARME L, KREH
YR B RA BN A, 6 NHRELRLE pH 3, REH
LRTERELRAY, HAARAANA, Fusso, T, RE
Wl HMT—f e, EHBREAENMAM. A3 : 7RI
s TR, AFRAEAFME ARG, REEHRE 1 1. 580
Wl ZmEH2 - ( CR&EE) FE—-5 —A— 3 —aargf
W= 8, HERMAARLL: 9, 83WH, 2 -=( LE¥
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)P -5 -3 —HEUTHEERAZ8e(090%),
B2 —Z (LEBE) FE-5—f—3 —RARERH B
LR HSRAMBMAETHE (100m 1 ), FEHEMmEF 150mL
LEABHT. 8850 %BH—ABERE, EWRREET,
F3AMKAETHZRAWEN 3 N, B+ T8 B R H,
MEREENFHTS S —2-= ( ZAHE) FL£— 5 Fre
PHZBR- TR WMREA Y, WARAHBEE VAR (280
ml) g, WREES D, RERFSAR BYHAETA B
W BT— B WEHETERCES, RKEHLA BHXGE
EARMERAM (4. 07 &), AHTHIEFHZERK, 25
T8, REMHIFEETRNRAATLE, ETREH%—FHAR
FT—5RE.
Do 5~RA—3— (2 ERNFHE) -4 -AARELN%
BERKSEM (0. 758, 32. 6mmol ) METFEE
BEEMEAKCE (300l ), SLEBNELBREE, WAHE
ke —A—4 —RELEELE% (1. 08, 6. 57 mmol )s R
N2 —ENFHTAE (4. 8m1, 13. 4nmol ), K&,
HOR A R EE 2 M EHE, BAE TR, BRRAY
A, BAKAH, 6 VHRBAEP H2, R ERE ks
i, ZRAKIEBER, FEHE854m8(50% ), LR X
HESEWMFE NI (34me, 2%),
Be 5—R—3—-(2—BRWEE) -4 -REeEENEk—-1-7
— 3T 2k B |
¥5-—M—3—(2—ERPFEL) — 4 —HBrLin
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‘(450mg,1.72mm1)%%ﬁmmmo(15ml)¢,

RAMANZTHC 0. 50mL, 3. 59mmol ) FR REKNTHE
(0. 30m1l, 2. 62mmol ), FHT, WHRREWESSC
WA iR EERARANEE R, REENKSAKE WA

1 v EB¥PHEE2, WRUETERZEE K EATR, &
BB A B OB CEEM. (ARG FAAN-RTHE).
&R EBRHE DR R, FIRIEREL @Lﬁ/aﬁé Bhs
BEHBE LAY VERHRER (18118, 29%)

1

H NMR (DMSO-G ): § 14.00 (br s, 1
H), 9.28 (s, 1 H), 8.77 (4, J = 4 Hz, 1H), 8.44 (dd, J

= 1.9, 9.5 Hz, 1 H), 7.98-7.96 (m, 1 H), 7.89 (4, J =
4.9 Hz, 1 H), 7.24 (dd, J = 4, 4.49 Hz, 1H), 1.40 (s, 9
H). IR (KBr disc) 1721, 1609, 1552, 1423 cm”}. MS m/e
( ;gg;:faﬁ-ﬂg ) 361 (4), 262 (40), 178 (100), 111
(13). T E 4 # it H .Cl_H16FN303S C 56.50, H
4.46, N 11.63. 4 | {4: C 55.86, H 4.48, N 11.41.

5 # Pl 6
5y, 6 ——8H—3— (2 —ERHEE) —4 —KREEENR -1 -
KT EFBE
A. B, 6 -8 —4-A&xEEIR

< Helv.Chim.Acta , 59, 190(1976)>HR
ik, MWELANRHET 3 —RE -2, 5, 6 -ZAMWR. F
— S AE A2, 5, 6 ZHAMMEMSEZHHANERH
GHRA . BRNREE RS R e R, B3 A%
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—2, 5, 6 -Z8WMEKIE2, 5, 6 —ZHANRAMTALEE
Mtk (BBBRSE ) BRAN, ET RSREKN6 0% AL
WA (7. 928, 198umol ), HEEXEET XA
DMF(QOml )W, KE, EHBTANT-BR-CTE, ¥BZEe
WTFERTHHO0. 25/, RHEOT, #3 —#%—2, 5,
6 -—Z@AWw(12. 58, 55 mmol ),2, 5, 6—=Huw
(1. 68) REWAWRFRMWE (KENHG6. 4 8 )% FourF
(40m1)H, HZEFAH, KREULRNATRELWE, %
ZREHWTOCTHMHO. 2 5/ FEA, #3256 NLBBHAL,

ZHBRRE, GFBRERE, HAiAk#k Fvsso, Ti&,
Kl RT—iR4. EdRt— R, S0 CEER (B
FRPMZREAEERE ) s RER CR BN, B H~E R,
BREBENE ZREWEERRNEN &L A19: 185 LRT
BadbMls G BT A EPT N Sagf, WEERT—ky, R4k
WT e (2~ ( CAKZHE) F£—5, 6 ——H—3 —
MERE) (5. 28, WE: 27%), 2= ( ZAEZE )T
A—-3, 6—ZR—5—-FELRE( 10. 58, fF:54%)
WM, | -

¥ ERPREAYEMAL 00 2 L ZEF, KEHRLMEH
10m 1 ZEMBEN5 0% A4 ~A (308 ) BERE. W
RGBS TIMKAETHEORAWEN 5 i, REEEaER
iﬁ%%%%%ﬂ»ﬁ&?%%%ﬂ,%ﬁ—%%%,E%&@%W
Eﬁ%%,M4:16%/&@6%%m,%%%§ﬁﬁm%,%m
"H NMR (CDCls ) MRAE 4, ERMBUE %= E, BH,
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WA HESS — AL -2 -2 ( ZAZBE)F£ -5, 6 ——&4
W RMEEHETHLHRMES — 85— 2— = ( LAEHE)
FE—-3, 6 ——AwE, RETURTEHHIEET 8B - LE,
EAEHRPFEIRRHELREERBRMTH, MRE4E3 -4
—2— = (ZREHRE) FE-5, 6 -—HLENESAR S 4%
EL1 ONZURMETRE RN 4 BB —HuRpTHELK: 3 -
BE—2 - ( TAEHIE) FE -5, 6 —ZRANR(3. 178)
A BtmpaE 3 -RE-2-— (ZEEHE)FL-3, 6
—ZAME(4. 038), ¥ERAWBE6THHR(120ml)
Fy WIEIVES AR, AHERRE, REBREZERN. WATHE,
RERANBREA, EEX—HE, IR eEE23KAENE
s A9 : 1845 FEEM. A#%ﬁ@ﬁmF%%ﬁw,m%F
BE—EK BEXRTEI, B35, 6 ——f—4 -LLLx
W% (1. 428 ), #3-RE-2-Z(LEEBE)FE -
5, 6— /"t WEHNT1% s 3 —##x—-2, 5, 6 —=
A, BWEN13%, m.2. 230-233T (24).
Ba 5y 6—ZR—3—( 2—ENFEL) — 4 - KLt

BHERERBM (0. 298, 12. 6nmol ) maTFFEE
JERRAERTATEE(10m L ) d, #2BNEABME, WAE
BRE, 6 2R -4 -LLBL9%E(500m8, 2. 46
mmol ), REMN2 - EGFRIE (0. 67m1l, 5. 0
mmol )y, AT, HiZBAUMEERL K HRAWAH, f
AN K, 16 NRBBAED L3, WMk ERE e, EX
TH, #2l6 0Tme (79%) 4.
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Co 55 6 —Z8—3—( 2 FEHL) —4 —REHEE % -
1 N~ TEFEE

¥b5y, 6 ——8—3—(2—EHHEE) — 4 —KEHLE%
(300meg, 0. 96 mmol ) A KXADMSO (8 m1l ) H,
KAWANZTHE( 0. 20m1, 1. 4 3mmol ), f§mAT
(0. 16ml, 1. 4mmol ), ¥FBRAMWEXELT, T
8 5CHBH WG Nty HIBRENAS A WAL TARE
%Epﬂz,ﬁ%%%$ﬁW@ﬁ-%ﬁ,ﬁ@&WEﬁ%w.m
9 1 1 Gf5 TERR. 2342 E R R, RE, HITERE
ﬁm%ﬁ/Wﬁﬁ s HE207TmeEEY n.D.

189-190C, 'H NMR ] |
H NMR

(Dmso-de):d‘g.s‘s (d, J = 4 Hz, 0.4 H), 9.02 (d, J =
4Hz, 0.6 H), 8.84 (br s, 0.6H), 8.70 (s, 0.4H), 8.58
(s, 0.6H), 8.44 (br s, 0.4 H), 7.83 (d, J = SHz, 0.4
H), 7.76 (&, J = 5 Hz, 0.6 H), 7.30 (&d, J = 4.5 Hz,
0.4H), 7.23 (44, 5 = 4.5 Hz, 0.6 H), 1.47 (s, 9H). IR
(KBr disc) 1712, 1640, 1579, 1534 cm L. Ms m/e

(M x B4 W ) 413 (1), 411 (2), 314 (30), 312

(38), 230 (75), 228 (100), 111 (38). T & A4 M it B &

C17H15C12N3035 C 49.52, H 3.67, N 10.19; SZJiff C

49.45, H 3.58; N 9.91,

SEREPLT

3—(2—ERTFHE) -6 —ZAFE -4 -HLELIE-1 -
N — T T B |

Ao 2 —8—3 —BE—-5 = 5T I
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BEEEMN142161 9 RFEHTE2 ~R—5—=AF
HHrE 4T RBFEM2 ~ B -3 -k -5 - ZHF AR,

W2 —5K—-3 -WHE-5-ZL£FENw( 8. 88, 42.3
mmol )G OCHWEZHA#M (4. 2m), 45. 9mmol ) Fu
ERAMA#E (9. 68, 46. 1 nmol ) yiaE. £5, ZA T,
KZBEMT 8 0C it &, A AE &5 ME6 WA+ E % B,
BN A FBHERGZR G M, FARR KGRI, 2K
MgS0, THIE, BREEM HT—K €, BEHBRNENE1L,
ARG 2% RAHRMEMNEL, KEE, B T—izew
(5. 08, 52%), 'H NMR (DMSO—d4) : 6 9.20
(ss 1H), 9.07 (s, 1H), |
B. 2—Z (¥EHE) FE-3-MA—5 —Z AT £w

ETHRBERPANEAN (6 0%m2HE) (800 e,
2. 0mmol ), JITHIATKREAT M KEHE THEAL
HRZTAEKL, 2-ZFELLK (DNE) (20 m 1 ) b, Hi
THMH-_BR_¥HEW (5. Oml, 2. Ommol ) DME( 1 5
ml ) B, WRREUEFTETHHE oty KEMAN2-F—3
—FE -5 —ZHAFHEME (2. 3, 10. 2mmol )y DME
(15m1 ) &R TERTHEMMIERE HiRa eIk K
T, S 1 NEMBMEDH 3, REH CRTERRZREY, A
LA ANA, A Meso, T8, BEKRE BE—WRH. B
W ENGf, FTEEM AFMASRH"E AR, W
ERE—HEEE; 3. 88, (79% ) :m.p. 82—-847T,
Co 3—FABRE-6-ZAFLE— 4 - AL HEH%
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BN T, 2 - (FEHL ) FHE -3 -5 =
AEERME( 1. 28, 2. 5mmol ), 4M(495m g,
8. 9mmol ), KZE(50mL ) EBAMMmE2 /Met, %
e WIZRAWENK Ak, TR EE EEATR, 25T,
REEZTHBAE BE:780m8(93%) sm.p. >250C,
Do 3—FEHE -6 —ZAFE -4 —E2BENE—1-7-K
T 2P B

3 —FAHE -6 -ZAFE— 4 —LRELL% ( 750ng,
2. 23mmol )HEFAADMSO ( 15m1 )M, RkmASLE
(0. 6m1, 4. 3nmol ) MRFMATH( 0. 38m1,
3. 33mmwol ), AT, #HRRAWEI 0—100THBEY
WS AR, ANEZRE, BAERENK A, AL LB
HRAEPH 3, R ETEWER HRAETRNH, A Meso,
T, MEKE, RYDEHRAEN k. ARG, 2444
Pr Btk s R4, HT O EER BE:830me (86%):
m.p. >2507T,
Ee 6-ZAFE—4 -RAEEENR— 1 -V -HTEPERE

B3 —FEKE-6-ZAFE -4 -KLELUE -1 -1
MTEFBM (1. 108, 2. 53 mmol ), 1 0%4—%
(300msg ), BTE(100m L ) BREAMEWRIRS RS T
SAKAREM 2 /0, %A Wi taE %A R R E R H, &
MRS — REBH (6~ ZAPE— 4 —FREENR -1 -0
~BTEFBHK -3 %% ) (850mneg ), BEELSZE LE
(1LOO0m1l ) H, HiER L/, AHEEEE. BREBREEH,
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B Ma N BT S, SRR, R 1 0% TR Atk
A AHPTME WA R kA, REkeBAREH 610me
(80%).
F. 3—(2—ENHERL) —6-ZRAFE—4 -~ RREL%R -
1 —§ - TEFBEK
#o—ZHREE-4 - HAREIR -1 —F KT ET B
(350me, 1. 16mmol ) fng—ZF &EME (317 n &,
5. 59 mmol ) HFAADMF( 5ml ) o, WAES—2-FH#
S(0. 14mL, 1. 3 mol ), EXRTHLRAHEH 1.5
i, REBENKS AW, B1NHRE P HFE2 AL SRR
BALE AR, BATE, REATHESER 2K BE-—F
GE%k, 160ne(32%)sm.p->250T,

\ 1 . '
H NMR (coc13):5"14.12 (br =, 1 H), 9.18 (s, 1 H),

8.74 (d, J = 3 Hz, 1 H), 8.52 (s, 1 H), 8.14 (s, 1 H),
7.94 (&, J =5 Hz, 1 H), 7.25 (44, J = 3.5 Hz, 1 H),

1-41 ’ - : . . i ¢ : . |
2 (a 3 I) .'15 /e ‘ ﬁ z‘l a :’7“> Hl ’ 411 (Z) ’ 312
7 ’ [4

1645, 1605, 1535, 1520, 1500, 1415 cm |, T E 4
i}fﬁ_ﬁﬁ CISHI':603N3F3S: C 52.55; H, 3.92; N\10.21.
SEWME C. 52.52; H 3.84:; N 10.12.

LJ

52w 8 |
3 (2 vk EEEL) —6 —ZAREA -4 —BERERIR-1 -

n —# T 2 F B
Wl T F R N6 AP 4 - RARRE% -
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1 -V —KRTEFBEAE XA300ms (1. Ommol ) 6 —
SHRFAE -4 R BRI -1 - -RTEFRE, 0.11m1
(1. 1 mmol )2 —skii¥EBtHs, 244mg (2. Ommol )
4 —N, N—-Z_FHEAUEK 10nl DMF §{FTHMEMAH. AT
B, ROBES S, FHTEHAH, BMEteH. &
§:230m8(58/))s m.p. >2500C.

1

H NMR (DMSO ¢.) §' 9.22 (s, 1H), 8.52 (d, & = 1.7
4z, 1H), ¢.18-8.17 (m, 2¥), 8.00 (d, & = 1.7 #Hz, 1),

-

6.74-6.72 (m, 1H), 1.41 (s, 9H). MS m/e ( 4 % &

4 H ) 225 i3), 96 (33), 228 1100)., IR (¥3r disc)
1720, 1670, 1640, 1615, 1540, 1515, 1460, 1425 cm .
TLF AN HME CpgHgFaN;0, 1H,0 C 54,07, 2 4.16,

N 10.51. 52 JfE : C 53.89, H 3.97, N 10.41. ]

L e 9

5 —BRAL—3— (2 —EHTBE) —4 —KEEEI%E—1 -
¥ — T % F B

A (3—BE—6—FWEE-2 s ) L
 O#NTE#(12. 342, 110mmol ) #TFEADUF
(30m1)H, ANE—~10T, K£f. WHTHM( 4 —EX4
#£)ZHE (9. 228, 55mmol ) fu2 —RHAL—5 —# Lk
g (e Frieaman % AW FHEHNEH<I.Am. Chem.Soc.69 ,
120401947)>)(9+ 118, 50mmol ) DNF
(30m1l ) %M. £0F10CT, WHEEEEREERL /M,
MANBBRAEE (8O0, 5%), FHARCHEREETE,
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RAW A AT K AR fMeso, Tl RE
R, 8 T—wRe HEFEL—IEERSE, A1 12895
;CHEH, RER R BAHPM (6 —RHEL -3 ML
—2 - X ) THEWRIBMEMAG © 1 0B, ZBRAWE, £i%
BAWEMANS %E~K (0. 8g), EWRERGEE, F34ik
AET, HRBAWELS Nty FIRA WS L8 B EH L
Hs BIERBIEA HREEE LS, MATaCo, #DHEEL O,
20 A WA R T BRI Kk A HRBGE, A Meso, T, %
W, ARG MBHRNEA G, RAM 1 : 28 B8, 1 1B
TR QR LBV B3R T TES BhL v 47 7= 4 3R
EBuEA, BAKECEAR (3 -A%—6—RHALE—2 —ww
%£)ZH(5. 608, 59%) sn.p.83—85TC.

B. 5 —RRAE— 4 —LRBH%

W3 —FE-6—FHEL -2 —wok) ZH (4. 5¢,
23« 5mmol )T 3 NHRELW, HEL60-55C Tk
W, AHEOTK, FBMMIAK Naok BaE L REWBL, BiX
REMA LR TERBH R A TR TEERK, FAAk%k H
Mg S50, T, WAERBH—EK, ZEEKERENENEL B
9 : 184 FTHEM HeFH (5 -RREHE) —4 —FAELE
5 R, BE-BAEE (1. 08, 22%),

Co 5—FAWRALE -3 —( 2 —FERFHE) — 4 —RAEELN%

BHHREEMN(250meg, 11 mmol ) e T FEBERKE
HEWERGE (1001 )b, S4BMELAEMEE WA BEKR
5-FHAKE-4-AxAEAIR(419ms, 2. 2 2mm0l ),
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REMN2 —EHRFHIE (0. 59ml, 688meg ), HiZk
GHmERER, RERAHEER, BINK A, KEFA1TH
BRI Z R A B, AR TEERR, A3 U8 LB #REGE, Rk
s B Meso, T, MERS, REWEERNAENEL KL
RAatrfnd 9: 1867 PEXM. X2 BENhEaRE, K
Y%, RYEDHREHERNEN . BRGRM, 2HR BN
Bty W, BES -RHEE—3—(2—ERFEHL) —4 -4
ZEX% (FRER) (300me, 45%).
Do 5—RARE -3 - (2-EPFHE) — 4 — KL% —
1 -8 -KRTEFHE
B5-REAKE—3— (2 —BRFHE ) — 4 — LL L%
| (300me&, 1. 0mmol ) HEFEA
DMSO ( 7Tml ) ¥, RAMAZZK( 0. 3m1, 2. 2 mmol)
REMHTE (0. 17ml, 1. Smmol ), £8 0 THBEH
¥ RRA DI 4/ i, FARANEZERRE, MZERENK K,
R LN ARARBRM, K ET R EE BT HSY
Pk R, FE B TR R e Dt 3 4 D,
BERGE N BE—%GEE ) 5 - RHALE-3 - ( 2 —%%
FEhd) — 4 —ALBEE— 1 — 0 —RTAEFBRIME AR OB
B, REMEY, ARFEEHEKR(105m8, 26%)
m.p. 160—163TC.
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1, o,
H NMR (DMSO d.):§ 9.20 (br s, 1H), 8.87 (&, & = 3

Hz, 1H), 8.43 (d, J = 8.5 Hz, iH), T.90 (4, o = 5 Hz,
1), 7.23 (dd, J = 3, 5 Hz, 1H), 6.71 (d, J = 8.5 Nz,
1), 4.90 (heptet, C = 6 Hz, 14), 1.4C (s, %), ..38
(@, J = 6H, 68). MSm/e ( A E A K ) 401 (12),
302 (61), 176 (100), 148 (18), 211 (59). IR (XBr Zisc)
1703, 1634, 1624, 1604, 1547, 518, 1472, 1421 cm t.
TR EE CypH,4H,0,8: C 59.83, B 5.77, ¥
10.47. 5 W fEH:cC 59.59, H 5.62, N 10.46.

SEHEE L0
5—%%%—3—(2—%%¥%£)—6—i%%£ﬂ%—l—n
— B TEEBEE

A. (3 —RE—6—FKmE—2 e ) TRRTH

#2 —fi— 5 — AR (% Finger f Starr FrikyiEH
%< J.Am.Chem.Soc., 8 1, 2674(_1959)>)
(5. 78, 40mnol ) fu( %5%) CHRTE (9. 08,
40 mmol ) HyDMSO (7 5m 1 ) UM MWENRBHE T HEHRE
F44(16. 08, 400mmol )EDMSO (7 5m1 ) KHEH,
FlEt R AR E3 0CUT, £EBTHRRGURHLL
wEBIK A, Bl DHBEE HRE2 £ REATRT
BRRRA M, AR, Fueso, T8, RERSE &
AT RN EASA M2 1 LG TR A AT
g, W, BB B FEAH, FEME e (1.58,
11%)y, m.2-104-1077C,
B. 5—#mE— 6 —ARELR
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B (3 —mME -6 -—F#HEx—2—teX) THERTE(1.048,
3. Ommol )ETHHE4M (600mse, 10. 7 mmol )ik
B, WREE S, AWEEEE RS HENK A,
FEG#RK, &H4EW RN Ak T8 (Mgso, ), &
%, 1FEME KA HKRELBEK(560ms8, 77%), m-D.
186—189T. |
Co 5 —KBE—3— (2 FHFEHE) — 6 — LARESI%

BHRRELBEM(264meg, 1 1. 5mmol ) wEFFEE
FRiPAARZE(10n 1 )Y, #4BHRAEME WA
5 — KA —6—RELEXY%(560mg, 2. 3 mmol )BT
B(5ml)XH& WMRREMWENRES 0T, WHMA2 —ERF
BMZE (0. 55ml, 4. 6 mmol ), KEMIZBEWMHE K
30/, HANEZERE WZRAMWEINK, AH, A6 N
BEL P HAZEL, TRKENREEELR TR, SaKRENE
s F9: 1845 FHBEM. XA ME — KX —3 —

(2 —ERFHAL) — 6 —BELLIERNER, REAREN, £

g eEAK(620me, 7T6%) s m.p. 248—-252T
( 2M4%) . |

Do 5—FBAE -3 - ( 2—FERFEL) -6 —RALEHEN%R -1
— N —RT EF B

1§56 —FKmAE—3 — (2 —EpWFEZL) — 6 — QL%
(255mg, 0. 72mmol )T DMSO ( 5 m 1 ), {Kikim
ANZCHE(CO. 2m1l, 1. 4mmol ) feRHMKTE(O0. 12
m 1, la 1mmol ), JFiZVEHAES 0T HIkitA, FHAHEIEZ

66



BAMEIINK, Kby WAl N BEEBRUEDPH 2. 544,
TRk EERMS EATER RSN, URFHE AT E4 5, #EM
BHhA4(7T0me, 22%) s m.p. >250T,

'¥ MR (DMSO dg) § 9.885 (s, 1H), 8.95 (s, 1H),
8.52-8.50 (m, 1H), 7.92 (s, 1H), 7.64-7.62 (m, 1),
7-42-7.30 (m, SH), 7.12-7.07 (m, 18), 1.39 (s, 9H).
IR (KBr disc) 1706, 1619, 1587, 1554, 1465, 1427 cm~).

vl A | Cp3H,,04N,5, 1/3CHCl,: C 57.04, H

4.38, N 8.55. 52 J 1§ : c 56.74, H 4.60, N 8,23.

EHH 1
6—R—3—(2-EnFHE) -4 -KLEEI%-1-7-K
T X FELRE

BREMHP 1 CHrRF s, N6—R—3—(2—FRFHE)
— 4 —RLEEA% (LG 2 B) i HETHELEN £A&
£H6—R-3—(2—ERFHE) -4 -RAEEENR (450
mg, 1. 6mmol ), REBRKTHE (0. 78m1l, 2. 4
mmol )y, ZZM (0. 49ml, 3. 5mmol )faDMsO ( 10
ml), MFENEYE A EERERE330me (55%)

M, MS m e

CHAEL2H ) 379 (3), 377¢ 10), 280 (24), 278
(71}, 196 (40), 194 (100), 111 (20). IR (KBr disc)
17, 1659, 1597, 1424 em'. T E A4 i 44
C17%16€1N;0,5: € 54,04, H 4.27, N 11.12: 5 Wi 4 -c
53.64, H 4.14, ¥ 10.99.)
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LAl 2
6—RA—3—(2-rkHFEE) -4 -RAEEEWR-1 -V K
T AP B

MBS 2 BT RRBRT6—-R—-3 (2 —kH¥F
Bk ) — 4 —REFELk BAERA6 —FA—4 -RLEE%
(1. 08y, 5. 9Qmmol ), 4( 678 mg, 2 9. 5 mmol ),
2 — BB (1. 65mLl, 11. 8mmol ) KRZE(30ml),
OBt s -4, HE:825meg (53%), m.p. 250C.

REWREHB 1 CHE, 6 -—R—3—( 2 —skFHE) -
4 —REEXI%RHNEHEE D BEEXHA6 -R-3-(2—%
ML) —4 —RAELEEXI%(400meg, 1. 5mmol ), B
FERTHE(0. 26meg, 2. 2mmol )FZ=Z7ZK(0.41m1,

3. 0 mmol ), REut[FEN 4/ et M-HL8lrE% & #E:
190me(35%)

TE DM HME c,5 c1vo,: C %6.44,

. . - &6 3 4
H4.46, ¥ 11.61; 5L {6 c s6.17, H 4.26, N 11.20. M.p.
Y2s5¢°C.

SEHf 13

6 —RA—3—(3—"kFBLE) —4-ALEX% -1 —FHK
BRI HEF 2 B EHET6 A —3 — (3 —hfFEL)

— 4 —RAEFHEEN%, XH6 -A—4-KLEXY% (1. 58,

8. Ommol ), 44( 168, 44. 5mmol ), 3 —H# LH

(2. 4m1, 17+ 8mmol ), fuZE(40ml ), AKRTE
WY, BB 1. 08(43%), m.D. 250T,
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RIEWELHP 2 CHk, K6 —R—-3—(3-HBE) —4-K
ZELGRFHHERE e EHEEA6 83~ (3 %K)
— 4 R g EE%k(500me, 1. 9mmol ), N-—HHESR
%8B (0., 25m1, 2. 8mmol ), MZHHE(20m1 ), M
EHRRLEESS, GE: 17508 (30%), TEMATEME:

Cy3HgCIN3O,: C 51.08, H 2.64, N 13.75; 5. W1 ¢
51.04, H 2.41, N 13.46. M.p. ) 250°.

EHEF1 4

3—AFBE -6 —FR—4-BEEEIR-1-F-—HTEFRE
HhRELHM 2 B Y&, HET 3 - XFBE-6 - —-4¢4—-4

g%, BEXFG6-—R—4 825X % (1. 58,

8. 9mmol ), 44( 18, 4 4. 5mmol ), XFRLHE

(2. 5ml, 17« 5mmol)RZH(40ml ), FHFHEHH

i, BE: 1. 22(49%).

REHRSEAL CHEaiAF W& TAE oW, REXA
3—AFHE-6-R—4 - H#£EEW%(500m8, 1. 83
nmol ), BEHBMTE(O0. 3ml, 2. 62mmol ), =M
(0. 5mly, 3o 59 mmol )FfuDMSO( 15ml ), HEHEZ

WiEg AtFESE &,

1y wMR (DMSO-d,): § 9.10 (s, 1 H), 8.43 (4, J =

1.4 Hz, 1K), 7.93 (4, J = 1.4 Hz, 1 H), 7.73 (4, J =
THz, 2 H), 7.52-7.42 (m, 3 H), 1.35 (s, 9 H). 5 & 4
A3t ¥ 1 CpgH,qCIN,0,: C 61.38, H 4.88, N 11.30;

- 1971g~+V3%3¢
£ WM MEce1.19, B 4.51, N 10.99. M.p.) 260°C.
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P15 ‘
6—H—3—(2—HB) —4 —REEEN%— 1 -FEHK

LR 2 CHiE, M6 —F—3 — (2 —BB) —4—84%
KT, WETHE AN AERMA4000e (1.-5mm0l)
6 ~A—3—( 2—HBt) —4—KLELN%, 0. 19m1
(2. 25mmol ) N—REBFRREM]L 50 L TH, EBAR
BB T — R BE T BUROR G 72 DMSO (5 m 1) i 2 /Y
BZAM, AR, DEAEE %,%mzﬁﬁ%%,ﬁﬁz
160me (35%),

TEMMITEME c,.m.CcIlN,0,: C 51.08, H 2.64,

138C 150,
N 13.75; £ WM c 51.24, B 2.55, N 13.44. M.p. ) 250°.

EHF 16

~H—~3—-(4-9A—-2-ERTH) —4—RKFEEHEI%R -1~
N —i T % P g |

ﬁ%%?ﬁszf&ﬁ%6+’—3-(4~ﬁ~2—%%@
B ) — 4 —RABEA %, AR 6 -8 — 4 - A&7 E%k
(1. 58, 8. 9mmol ), 44( 1. 08, 44. 5mmol ),
4—A—2 - HERTE( 3. 38, 1 7. 8mmol ), ful g
(40ml), BE:1. 88(64%) sm.p. >250T,

BT L C A N6 —A— 3 — (4 —Ff—2 —ERF
A ) — 4 —BLBEERT M, HETHE b Y BERA6 -
A—3—(4—8 2Tk ) —4-RAAEL9% (000
mgy, 2. 8mmol ), FHENTE(O0. 49ml, 4. 3
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mmol ). ZZH( Qs 7T7Tml, 5. gmmol ) ZDMSO ( 25
ml), MENETEESES, A 140me8 (12%),

LERAIM? FME ¢ n,Clno.5: Ca0.50
3.67, N 10.19. 52 3 5 15 noaoal e f
' 19; XM ¢ 49.18) g 3.31, ¥ 10.00. M.p. )

250°,
SRR 1T
6 —A—3—(3—WBE) -4 -HEEENR -1 - -KTE
7 B |

iRl CH . K6 —R—-3—( 3 -—FEEL) —4-K
Zepkl (AR 13 ) HBTHE AN AERE6—H—3
—(3-BHE) -4 -8&EFN%(500me, 1. 9mmol),
PEMBTE(0. 32m1, 2. 8mmol ), =ZM( 0. 52
ml, 3. 8mmol )FfuDMso ( 156m1l), MEYBEEudRKE
st FRGEH, 2 CKES W BEERKNENAL: 1T
RO TR, KERAACHESR. RE: 160mns
(23%). |
4.46, Nji?s?g%ﬁﬁc §é7’f16(:l”3°4= C 56.44, n
M.p. 2500, -38, H 4.45, N 10.67,
Sl 18
3 —KFEA—-6—-FA— 4 —AEHFLIE- 1 -FHK

WM 2 CHudriE, 3 ~KFHE—- 6 -R— 4 —AXE
A (SR 1 4 ) MRTHEAAY, BEERA3 —AFBE-
6 —A—4—F&pEMk(500mse, 1. 83 mmol ), N—
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ARG EELEBE (0. 24m1, 2. 7T6mmol )FZHE(20
ml), WFEMWRALK RGEELME BE:121ms(21%).

76 ¥ 2 A K €15 oCIN305: 1/4 CHCL,: C

53.01, H 2.2%8, N 12.16; L M M c 53.14, H 2.78, N
11.92. M.P. 260°.

MR 19
6 —R—-3—(4-FA-2-ERFHE) -4 -K2EHFI%- 1
— P
RBEKF2CHE W6 -A—-3~-(4—R—2—ERFH
) -4-A#xEENIAHETHE oW AEEXAG6-R—-3 -
(4-R—2-—ERFHE) -4 -RKEEEI%(850m s,
2. 7ummol ), N—F@BERERE (0. 356m1, 4. 0
mmol ) RZMF(30ml ), MFEMRTREL R, BE:

280me(29%).

1

H NMR (DMSO-d.):§ 8.75 (4, J = 1.2 Hz, 1 H), 8.49
(br s, 1 H), 8.38 (4, J = 1.6 Hz, 1 H), 7.92 {m, 3 H).
MSm/ie ( WX E4 W ) 355 (5), 314 (8), 312 (14,
126 (21), 194 (72), 145 (30). IR (KBr disc) 1730,

1680, 1600, 1510, 1415 cm . TE M K11

C13H5C1,N50,8: C 43,84, H 1.98, N 11.80; EWME c

43.90, ¥ 2,01, N 11.2:2, M.p. ) 250°.

L 20
6—R—3—-(4-FLE—2-FRFHHEL) — 4 -[AEEE% -
1 - ¥ -—HTHEPBMK

HRERG RN 2 Bk, HHT6-A—-3~-(4-F
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F— o —mEREEE ) — 4 —RABEN% BEA6-R—4—
R ABEEE( 1. 38, Te T1mmol ) (1. 758,
49. 7Tmmol ), 4—FHEn—2-FHA(1. 938,
12. Omm1>maﬁc40ml> 5% BRI Bl B 45 R
HIAET 4 -FEED -2 —FRLE. MAFRARZL%H
B 1 BATRR TR M. ﬁ% le 642(46%) m.D.
>250TC,

B L C W, W6 —R—3—(4-FE—2 %%
P ) — 4 —RABENEHETH E%A%,£¢%m6 — R~
S—(4—FHk—2 —ERFEL) —4-REFLU%R (470
meg, 1. 6mmol ), RARRTAE (0. 27m1, 2. 4
mmol ), Z7ZM (1. 1m1, 3. 2mmol )feDMs0 ( 30
ml ), MErHssgaRNENGt,. ARG LEEEL. BE:
300me(48%), m.p.>250TC.

14 NMR (DMSO ds) £ 9.19 (5, 1H), 8.57 (s, 1H),

8.42 (s, 1H), 7.91 (s, 1H), 7.50 (s, 1H), 2.27 (s, 3H),

1.41 (s, 9B). MS m/e ( M 4 H 4 B ) 393 (1), 391
(3}, 294 (10), 292 (27), 196 (33), 194 (100), 125 (23 ).
IR (KBR disc) 1725, 1710, 1660, 1630, 1600, 1560, 1525,

-1 .
1500 em *. L E AT EME CygY1gCINZ0,S: C

55.17, H 4.63, N 10.72. M fE c 55.17, H 4,34, N
10.51,

MRl 2 1
6 —A—3— (2 EnWHE) 4 - AREHENPR-1-T-X
T B
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WM 1 B A H6—R—3—(2—E9FEE) -
4 —RAFETE (M2 B ) W& THE e RAEEXAG6—
£—3—(2—ERFBE) -4 -L&#EE0% (1. 08,
3. gmmol ), REEBEH (0. 5ml, 5. 4 mmol ) =7
B(1e Oml, 7. 2mmol )fDMSO (35ml ), MEH%
A%, BADMSOEL R, AXATEMHKREKEN DS, 4
E:515mg(36%)s m-P->250T,

MSm/e [ A MM E 4 H ) 299 (8), 297 (23), 280

(37), 278 (:00), 196 (28), 194 (86), 119 (93). IR (KBEr
disc) 1720, 1680, 1630, 1605, 1580, 1500, 1425, 1405

_1 _ \
cm T, TE SN KM C,qH;,CIN,0,8S: C 57.36, H
3.04, N 10.56. 532 M1 C 56.58, H 2.95, N 10.27.

EHH2 2
5-8—3—(2-ERNTFRE) -4 -RLEX% -1 -FRE

w2 e w5 —®R-3-(2—ERFHRE) -4 -
KEEE% (P 1B ) HETHEELA Y AEXAS K-
3—(2-ERFEHE) -4 - KLEXI%(500me, 1.79
mmol ), N—HEHELRE LT (0. 18ml, 2.15mmol )
7 (15m1 ), E5EARE@ESEMRE, ¥y -RARETR
Jerl e DMso ((1e 5m 1 ) Sedifdk 1 /NI EZ A, WAAT R
WA, HBRKEN Y. AR ESE, BE:36m8(6%).
MS m/e ( A & 4 ) 323 (7), 321 (17), 280 (9),
278 (24), 196 (2z), 194 (62), 170 (25), 168 (100).

RN HH oy H cIngo s: 320.9975; LW
320.9977. IR (KBr disc) 1724, 1623, 1570, 1512, 1415

cm T, M.p. 222-224°C.
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Ll 2 3 | .
53— (2 —HEE) — 4 -KAEFIR-1-D-KT#
C2 ik -
FaE A 1 BFENES ~R—3— (2 —fHEE) -4 —
RzpEA%, EEXH5 —A—4-A&FEIU%R (1. 0 8,
5» gmmol )1 éﬁ‘]( Ol 68‘8: 290 GmmOl)\ ZJE‘?(SO
ml ), 2— BB (1. 658, 11. 8mmel ), BE:
500mg(33%), m-p->2507T, |

REHZHA 1 c e kot EERAS-R-3-
(2-FBtE) 4 -f2EXI%(500meg, 1.90mmol ),
BEBRTH (0. 33m1, 2. 9mmol ), ZZK(0. 53
ml, 3, 8mmol )fDMSO (10m 1), MFHRATEES &,
BE:240mg(35%), m-p- 194—195T,

1 NMR (DMSO-d.): & 8.96 (s, 1 H), 8.38 (s, 1 H),
8.35 (d,»J = 8.3 Hz, 1 H), 8.06 (s, 1 H), 7.24 (4, J =
8.3 Hz, 1 H), 6.80-6.78 (m, 1H), 1.40 (s, 9 H). IR
(KBr disc) 1725, 1590, 1563, 1561 cm™ . MS m/e
C A "W ) 361 (10), 262 (13), 126 (37), 194
(100), 85 (&) . "“THERAAITHME c . cino,: C
' FEDE . 16 ¥4
56.44, H, 4.46, N 11.61. K WM H cC s6.18, H 4.43, N
11.56.

SRR 2 4 |

5—4—3—( 2 —BEtx) —4—A%EFA%R -1 -FHK
PR 2 C e, Wb —A—3— (2 —HEEE) —4 K&

AR (M 2 3 ) WA TME b, BAGRRS —R—3 -
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(Z*ﬁ%%)—4—ﬁ%%%ﬁ%(200mg,046mm1),

— B AR AR (0. 10m1l, 1. 1mmol )FfZHF(8
ml),mkﬁ&LnRMﬂR,%%ﬁ%@%ﬁiﬁ?ﬁ%ﬁ&,
u%ﬁﬂ~%ﬁﬁ%$%%m% T W, F DMsSO HATES

. BE:T75me (32%), |

FAB MS mrse 306 m.p.248—-260T.
EHH 2 5
5-RA—3—(2—nPEHL) 4 -RAE&ZP|I%-1-¥7-X
A AR

BEMW L CHk 6 -R—3 - (2-EHFHE) —4 -
REFAGR (LR 1B ) HETHENAY BEXHAS -
3—(2—ERFHE) -4 -KAEELNR(500me, 1. 8
mmol ). REMERE (0. 20m1, 2. Tmmol ). =M
(0. 54m1, 3. 9mmol ), DMSO ( 10 ml ), MFH%
L&LW@ w. ERITHESTERN

35

CioHyo "CIN.S: 397.0287;5ZinfE K 397.0295. _iR (KBr
*isc) 1728, 1622, 1603, 1582, 1563, 1412 cm !,

m%éf?ﬁ?ﬁﬁﬁ CygHy,CIN,0,5: C 57.36, H 3.04, N

10.56; 5L W c s6.84, B 2.87, N 10.52. M.p.
| 226-228°C.

St 2 6

B—A—3—(2—EpFEhi) —4 —AREL%— 1 -7 -5

WE | | |
Yl 1l cik, M5 —H—3— (2 —EHFHE) —4—
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[ABEA% (ZHEH 1B ) HETHE LN AHRRSE 8-
3—(2—ERTFHE) —4—FLBELI%k(560me, 2.0
mmol ), REBACLKLM (0. 38m1l, 3. Qmmol ), =7
(0. 56ml, 4. Qmmol )FfDMSO (1 0ml ), FAWE
By, ARATE - AFESRE. RE: 91nme (11%).

M.P. 169-170°. LRSIt EE
C19H18C1303S éH:O: € 55.27, H 4.64, N 10.17.5 ¥ 18
C 55.17, H 4.34, N 9.87,

MS m/e ( M X E 4K ) <05 (1), 403 (3), 280

(22), 278 (56), 196 (33), 194 (100), 111 (14). IR (KBr
disc) 1712, 1625, 1585, 1518, 1417 cm L.

L2 7
5—8—3—(4—f—2ERTFUHhE) — 4 —KELHETE- 1
— N — KT EF B
RRELMH 2 08 HAHETS -A-3-(4-K-2
~ TR ) — 4 - BABEL%, BERAS R4 -ARE
9% (1. 08, 5. 93 mmol ), 4 ( 0. 958, 4 1. 3
mmol ), ZEW(25ml ), 4 &R —-2-FHA(2. 2¢g,
11. 3mmol ), f&:1. 688(90%). |
Wy WEMH L CHH 5 -3~ (4-R—2 —E%
WEESE ) — 4 — R0 H % TAE A EEERAS —R—
3—(4—8—2—HpWEk) -4 -a%xAEEN% (0. 758,
2. 39mmol ), RAMKTH (0. 4m1l, 3. 5mmol ),
Z0HE (0. 65 m1, 4. 7 mmol )af«nDM_so (20m1 ), ¥
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P Sk e M BT AL, I CRUBEE M, HATE . R ES
B, BE:438me(44%).
TCFE A M £ €Ly sClNg0,5: C 49,53, &

3.67, ¥ 10.19; M C 49.58, H 3.29, N 9.94, M.p.
208-209°C.

SLHEP 2 8
5~ —-3—(4—RA—-2—EpFHgE) -4 -A&HEEPR-1
- |

W2 cth g, H6 -3 - (4—-R—2 —ERFE
) —4—REBEEE(RER27 ) BT RENAN BER
A:5-8—3—(4-R—-2—EnpFgE) -4 -KE&AEN%k
(0s 758, 2« 39mmol ), N—FAHEGERFAHBREHE(0.31
ml, 3. 56mmol ) fuZM( 12m1l ), £LAAMEHBEIR
W, FEET, ¥y - SmtATEKRADNS (8 m 1 ) it 4
NEZ AR, AABEBZEAY RELREES Y, RERATR
HEL, BE:.352me8(41%).

TR EE Cy3H,C1,N;0,8: ¢ 43.84, §

-9€, N 11.80; £ W c 43.52, 1.93, N 11.52, M.p.)
50°C.

M)

i 2 9
5—8-—-3—( 2—ETEE) -4 —QALEH9%~-1 -7~
(2, 4—~Z5%EH%) Pl

VO 1 C ik, M5 —H—3—( 2 —EHEEE) —4—
SR (MM 1 B ) B TRE LS, ERERS —F-
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3—(2—EpFEL) -4 —ALHEE9I%(580ms, 2.08
mmol ), ZZM&K (0. 58ml, 4. 15 mmol ), REAE

2, 4 ——4FK#£B (0. 578, 3. 1mmol )FfuDMsS0 (10
ml ), MEWRTE, AE45. BE: 23 1n 8 (24 %),

TR SN CigHygCl4N0,8: ¢ 48,90, u
2:16, N 9.00; Syl {4 C 48.73, £ 1.95, N 8.97.

M. *
244.5-245°C, P

A 30
5—R—3—(4-FHE-2-EPFHE) —4 —F1LEE% -
1~ 8 —RT &7 B

HREEEA 2 THE A6 ~R— 4 —KEEER T &
£#T765-R—3—-(4-FE-2-ERFBRE) —4-R2E47
% RAURAS—R—4-REEXIN%R(1. 458, 8. 60
mmol ), 44( 1. 38, 56 5mmol ), ZE(40m1l )
4 —FEED—2-FBA(2. 388, 14. 8mmol ), HFE:
1. 718(76%). RAuu: g,

REWEHP L CHE, H6—-F—3—(4—FH-—2 %
FBLE ) —4 —AR7ZHIRUETHEE et BEELASL —& -
3—(4-—WE—2 - EpWHE) ~4-ALEFI% (0. 88,
2. 73mmol ), REAWMMTEE(O0. 5ml, 4. 3 6 mmol ),
SZH( 0. 8mLl, 5. T4mmol ) f1DMg0 (25 m1 ),
i Sk £ W BAT Hide, FITER LBV, HRERT B, Z AT K
HEE, BE:600me (56%).
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'k nMRr (DMSO-d.): § 9.06 (s, 1H), 8.63 (s, 1 H),
8.37 (¢, S = 8.2 Hz, 1 H), 7.61 (s, 1 H), 7.23 (d, J =
8.2 Bz, 1 H), 2.21 (s, 3 H), 1.42 (s, 9 H). MS m/e
¢ M EL Wk ) 03 (1), 391 (4), 294 (16), 292
(43), 1926 (33), 194 (100), 125 (11). IR (KBr disc)

LR EANTEHE

i720, 1670, 1585, 1540, 1415 cm .
C,gE,5CIN;0,6: € 51.17, H 4.63, N 10.72; 5E W4 c
55.14, H 4.38, N 10.57. M.p. 167-169°C.

LHF 3 1
5—f—3—(4—FH-2-FRFHRE) — 4 -RE2L0% -
1 —F B

WEWP2 CHE, H5—R—3—-(4-FE—2 —EnTFE
£) -4 —BLEEaE (EHA3 ) HETEE LSS A4X
H:5~8—-3—-(4-FE-2—gEpFHRE) -4 -L&rL4
(0. 908, 3. 07 mmol ), ¥V —HHBEERARE
(0. 40m1l, 4. 60mmol )fZE(15m1 ), EHFEAR
AR, ¥y -Gt E R AREME R £ DMs0 RHH, X
A4, AARE, SELEEY HEALRESSR, /FE: 190 mg
(18%), m:P-227-228T.

LRAMWHME B clN0.s: ¢ os0.08, B
3'OOI N 12.5.

5 W fic 49.88, 1 2.96, H 12.39,

1
H NMR (CMsO-d.) § : 8.71 (s, 1H), B.46 (br s,

IH)' 8.35 (d' J = 8-5 Hz" IH)' 7-84 (br 5, ].H), 7o61
(s, 1H), 7.24 (d, J = 8.5 Kz, 18}, 2.31 (s, 3H). MS

miz (A3 H 4 ) 337 (33), 336 (42), 335 (100).
IR (KBr disc) 1730, 1630, 1580, 1436 cm"l,
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LB 3 2
3 -FFBE-5-R—4 KLUk —- 1 -7 -RTEFREK
FhEEhA 1l B EssT 3 —XFHE -5 —-8—4—-4%
pEN% BURA: 6 -R—4-B#xEE% (1. 58,
8. 9mmol ), 44( 1. 08y 44. 4mmol ), ZH(40
ml ) fXEBMTE(2. 5ml, 17. 5mmol ), 4f:
1. 628(66%).
REHMENRPI 1 CFik, B3 -FXFHE-5-8—4 -2
gAY HETRENA Y EGERXA: 3 - XFPHRE-5-H—4
—HLEHE%(800meg, 2. 93 mmol ), ZZK( 0. 8
mly, 5. 7T4mmol ), RREATE(O0. 5m1l, 4. 36
mmol )faDMSO (25 m1l ),
MEMBER NEfdit, ATRUERK. RER CRES R,
BE:320me8(29%).

M.p. 107-1i1l°cC, TESNITEKE CygH,gCIN,0,:
C 61.38, H 4.88, N 11.30. % W& cC 62.00, H 5.11, N

10.75.

1. -

H NMR (DMSO-QG) & 9.03 (s, 1H), 8.36 (d, J = 8.2
rz, iH), 7.78 (4, J = 6.9 Hz, 2H), 7.59-7.46 (m, 3H),
7.20 (6, J = 8.2 Hz, 1K), 1.35 (s, 9H). NS m/e

Chxaabt ) 372 (), 371 (3), 274 (34), 272

(100), 184 (44), 105 (55). IR (KBr disc) 1730, 1720,
1590, 1550, 1455 cm L.

EHEF 3 3
5—f -3 —-(2—EnEpE) -4 —-fExELI%k—-1-7-F
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EF BRI

RRMELHEF 1 CHATRNTE A5 ~A—3— (2 —%&%
PEpk ) — 4 —REEFU% (LW 1 B) HATHENSSH. &
5 5 CHATIZR B, RFTHRAREE U ZARARTE, KA
5/, FiERBE NWENT: 56 —-R—-3— (2 —EpFHRE)
— 4 — B REES%(560mg, 2. Onmol ), RRHKFE
(0., 18m1l, 3. Ommol ), =7 (0. 56m1l, 4. 0
mmol ), FIDMSO ( 10m1l),

HEhETE fEEH0, BR: 1561mne(23%),
m-p- 179-180T.

g mqr (CDC1,) & 8.98-8.94 (m, 2H), 8.45 (d, J =
§.5 Kz, 1H), 7.70 (4, J = 5 Hz, 1E), 7.22 (dd, J = 3, 5
Hz, 1H), 7.02 (4, J = 8.5 Hz, 1H), 3.01 (s, 0.5 H),
2.99 (s, 0.5 H).

JoFE A M H A CHy, CIN,0;S IH,0: C 47.88
H 3.21, N 12.,18. 52 W ¢ 49.00, H 2.84, N 12.05.

LS e Ci4Hyp >SCINgjo.s:  335.0121.
W {4 2:25.0012,

LM 3 4
5—R—-3—(3—-HmE) -4 -K£250%-1-7-KTH
¥ B

BhEENP 1 BHFERNET S -~ -3 - (3 —HEHE) —4
— R rEhg, B4R 5 -8 -4 -A%2EX9% (1. 0 &,
5. 9mmol ), 41( 6. 82me, 29. 6mmol ), 3 —FH
CE(1. 5ml, 11s 8mmol )fZE(256ml ), BRE:
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1. 28 (80%).,

WREHEF 1 CoE. W6 —H—3— ( 3—®WEtH) -4 -
AAepXki%HsTARBLS BAEXA: 6 -R-3-(3 %K
Brk) —4—HLa%EH% (1. 28, 4. 5mmol ), RFREHK
T (0. 78ml, 6. 8mmol ), =7 (1. 2m1,

9. O mmol )fuDMSO ( 4 5m1l ),
=B NEAT i, 4 : 1 ZERTE, TREEK,. 4%
SHEBHEDURRBE—ER FEXRATREH, HAREE R

BE.:740me(76%)s m-pP-182—-184T.

1y nmR (DMSO-dg) &* 9.13 (br s, 1H), 8.77 (br s,
1H), 8.32 (4, J = 8.6 Hz, 1H), 7.86 (s, 1H), 7.25 (4, J
= 8.6 Hz, 1H), 7.12 (s, 1H), 1.40 (s, 9H). MS m/e
( WA FEB4H4H ) 363 (5, 361 (16), 264 (34), 262
(100), 247 (6), 245 (19), 236 (17), 234 (41), 194 (24).

IR (KBr disc) 1725, 1490, 1545 cm t. 55 ¥ 4 # 3 & 4

C,7H1¢CIN.0,: C 56.44, H 4.46, N 11.61., £ MM c
56.33, H 4.17, N 11.68.

LM 3 5
6 —M—3—(2—EnFLEE) —4 —RELEXNR -1 -FEfK

BBEER2CHE H6~R—3-(2-%nFEXE) —4
—E2EE % (ERME ) METHE S EEXH6—-R—
3—(2—FEE ) —4-REEELN%R(419ms8, 1.60

mmol ), N—4#HAFPREE (0. 2ml, 2. 3mmol ) #
TH (8 ml ), REutfERE 3K, £HARMBHRM P, L
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T OMSO T — RS TET B R H2AKAL AAHE 1
k=4 HZRESS, BE:210me(43%),

——

o E%ﬁ‘*ﬁﬁﬁﬁ Cy3HgFN,0.S: C 51.15, H 2.64,
N 13.76; 5 Jl{f C 50.90, H 2.46, N 13.45. M.p. 265°C.

SEHiH 3 6 ,

6—M—3—(4—FE—-2—FERPHE) — 4 —KHEBHI% -

1 — N —&T&F g
HRLBENA2 0T HENET 6 - R -3 - (4 -F£-2

—ENFEEE ) — 4 —HREXR, LERA: 6 — F— 4 —H &

FEG% (1. 08, 657mmol ), 44( 1. 058, 45. 6

mmol ), ZEE(30m 1) fug —F w2 - FER

(1. 868, 11. 6umol ), BE:1.178(64%).

- REEZHFIS EFE W6 -M-3—(4-FH-2-%%p

HEE ) RAARBIR NG THRE Y. Z2ENTALE, #FHA

WHELR, BE: 23408 (31%).
“H ¥MR (DMSO-d,):014.0 (br s, 1 H), 9.24 (s, 1 H),
8.60 (s, 1 H), 8.45 (dd, J = 2.3, $.4 Hz 1 H), 7.99
-7.96 (m, 1 H), 7.50 (s, 1 H), 2.28 (s, 3 H), '1.42 (s,
9 H). Msm/e ( A i H 4 WM ' 375 (15), 276 (67),
178 (100), 125 (12). IR (KBr disc) 1720, 1670, 1610,

1560, 1520, 1425 cm " . TEOMNWEME

5 . - ' ‘ .v“ Sl
CygH gFH;0,5: € 57.59, H 4.83, N 11.19; LM C

57.37, B 4.73, N 11.33 M.p. 275°C,.
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MBI 3T
6—F—3—(4—FHE -2 —EHFER) —4 —AEELN%-
1 — Bk

B2 CH i, M6 —F—3— ( 4Tk 2 —ERFE
) — 4 —RArka (LHF36) HETHE LAY BEX
Fl:6—f—3—(4—-FE—2 EpFEHE) — 4 —HL57EET
%(614me, 2. 22mmol ), N—FmBERRHE
(0. 30m1, 3. 45mmol )fuZH(10m1), EHFKRK
MBI LR Y —~ e s P RS £ DMSO (4 m 1l )
P A AR TERERY. FACRESE R &
£:249m8(35%), m-p->250T,

T F A M A Cq4H (FN;045: C 52.66, H
3.16, N 13.16. L W {4 C 52z.16, H 3.00, N £3.03.

1y MR (DMSO~d) 5 13.96 (br s, 1H), 8.64 (s, 1H),
8.60 (br s, 1H), 8.39 (a&d, J = 2.3, 9.5 Hz, 1H), 7.96
(éd, g = 2.3, 3.5 Hz, 1H), 7.89 (br s, 1H), 7.49 (s,

1H), 2.26 (s, 3H). Msmfe ( M FL WK 319 (),
276 (13), 178 (100), 125 (19). IR (KBr disc) 1725,
1610, 1590, 1510, 1430 cm 1.

FHH 38
3 (2 ERFEHE) -6 —KEELNE -1 — VKT LT
.

FhLEHA L B EHETSI— (2 —ERpFEHRE) -6 —K
Ze k| %, BUCRA6 —RA&AFIN% (2. 88, 20. 9
mmol ). 44 ( 2. 48, 104mmol ), ZHE(45ml ) Ffg
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m—2 —FHRE(55m1, 40. 9nmmol ), 454F : 4.05¢
(79%)s m-p->2807T,

RIGHWSEMB 1 CHEE, M3 —(2—FERFHX) -6 —%£2
rEGRHAETHEGY BEXA: 3 - (2 -8 FHE) -
4 —BLFEE%(500m8, 2. Ommol ), BREBKTE
(0« 35m1l, 3. Ommol ), ZZHK( 0. 6mL, 4. 4
mmol ) fpDMSO ( 1Qm1l ),

MENEHNENHt, A9: 186 FHEK, 4%R455
W agh, REERH—BEK, EHAVWEH FPB SUFELH,
HE:390me(57%).

1 R (DMSO-d,) : & 9.57 (s, 1 H), 8.91 (s, 1 H),
8.43 (4, J = 3.5 Kz, 1 H), B.15 (d, J = 6.4 Hz, 1 H),
8.09 (4, J = 6.4 Hz, 1 H), 7.80 (&, J = 5 Hz, 1 H)),
7.17 (dd, d = 3.5, 5 Hz, 1H), 1.40 (s, 9 H). MS m/e

( M 4K ) 343 (0.4), 244 (6), 160 (27), 111
(9), 84 (100). IR (KBr disc) 1715, 1593, 1539, 1408
em” L, ¥ MM KM cH  N0,S: C 59.46, E
4.99, N 12.24; £ W {§ C 58.99, H 4.E5, N 12.10. M.p.
250-252°C.

EHH 39
5—f—-3—(2—ERFHE) -6 —RLLH%E— 1 -FEK
W pl2 ClaE, 5 —R—-3—(2—EpTHX) —6
—RARERR (L FS c ) HETHE LY EHER: 5
R—-3—- (22— FEX) -6 28X 4(140me,
O. 5mmol ), ¥N-AHBGEARERE(65m1l, 0.75 mmol)
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BLH(5n1) . EEKSERERIE, # LR — RARET
B ML 2 DU 50 Wt 2 et AR, WK TR 4 18
l&jﬁ, Eyﬁqﬁ‘ﬁﬁggi%h%s %%5::237 mg(17%).

1. ..
H MR (DMSO-dG):J‘ 8.73 (br s, 1 H), 8.61 (s, 1

H), 8.42 (&, J = 4 Hz, 1 H), 8.03 (s, 1 H), 7.80 (&, J
=5 FHz, 1 H), 7.76 (br s, 1 H),7.14 (dd, J = 4, 5 Hz,
lH}. FAE MS m/e 322. M.p. 252°C.

SLHEFl 4 0
3— (2 —WHRFHE) -7 -HLEENR— 1 -7 -RTETE
& |
Yokl BFEHE TSI — (2 —ERFHE) -7 -R
B pEE, BARM T —HREHRN%R(1. 58, 11. 2
mmol ). 44( 1. 38, 56+ 5mmol ), ZE(25m1 )
g —2 —FRLE(3m1l, 22, 3mmol ), A 2.54¢
(93%). | -
KEHEHT 1 CHE, B3 —(2 —ERFHRE) -7 —-4%
SR E THE et AERA: 38— (2 —ERFHE) —
T8 2HEA%(500ms, 2. 0mmol ), REAEBHTE
(0. 36m1, 3. Ommol ), ZZM (0. 6m1, 4. 4
mmol ) frDMs0 ( 10 ml ), MFHAEHKNENEA A
0: 18 Tk, HERAFE. G ELS, BB TOnsg
(25%).
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1y NMR (DMSO-d¢) : & 9.34 (s, 1 H), 8.81 (d, J =

3.5 Hz, 1 H), 8.54 (4, J = 8.0 Hz, 1 H), 7.91-7.87 (m,
2 H), 7.25-7.18 (m, 2 H), 1.41 (s, 9 H). MS m/e

( A HE 4tk ) 343 (35), 244 (81), 160 (100), 111
(9) . IR (KBr disc) 1718, 1654, 1629, 1607, 1554, 1524,

1497, 1433 cm™ 1. TESFITHHE C,,H;,N;0,8: C

59.46, H 4.99, N 12.24; L W i c 5s9.24, H 4.77, N
12.14. M.p. » 250°C.

LR 41
5, 6 ——#—3—(2—¥NPHRE) -4 - KEEXN%R-1-
B

Brwm2 c ok, 5, 6 ——R—3—(2ERFEHE)
—A—GZenXke (LM 6B) WA THE e AERA:
5, 6 ——$—3—(2—ENFHRE) —4—-LLEXN%
(194mg, 0. 62mmol ), F —¥iHERARBE(8 1
ml, 0. 93 mmol ), MZH(10ml), RERENS 0T,

5 ASAAENBRAE, ¥ LR ¥ - Ao HET BEOH & 7 DUSO
Bz kM, FARBE DREREK FEATRESR. #

£:129me(58%).

1y NMR (DMSO-d ) : & 8.66 (d, J = 3.5 Hz, 1 H),

8.58 (br s, 1 H), 8.26 (s, 1 H), 7.95 (4, J = 5 Hz, 1

H)' 7.78 (br E' 1 H)' 7-26 (dd’ J = 3.5' 5 HZ, 1 H).

IR (DMSO) 1710, 1550, 1515, 1455 cm '. ¢ & 4 # # H &
013H7C15N303S: C 43.84, H 1,98, .N 11.80; 52 W {g C

2

43.65, H 1.87, N 11.68. M.p. 237-239.5°C.
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LR 4 2
3— (2 —HRWEL) —6 —RLBE% — 1 — FEM
B M2 Corit, W3 — (2 —ERFEE) — 6 —RARE
sk (M3 8 ) WETHEMAY, BERA: 3 — (2 —E%
FEtL ) — 6 —R4LHEE9% (3. 098, 12. 6 mmol ),
N —SHBEAREABRE (1. 2m1, 13. 8 mmol ) fuZjiE
(60mLl ), RMmuE% 3. 5 /0,
EHASHBMERE, IR SR BRETREEELE
DMSO (30 m 1 ) A EL AN, HAREE. R EEH
the TH. REHZESALRELE STk AT - LHELR— K.
#E:163m8(5%), mp-213-215TC,

1. .., | |
H NMR (DMSO-dc) 5'8.86 (br s, 2H), 8.45 (d, J =

3.6 Hz, 1H), 8.16-8.09 (m, 2H), 8.80 (d, J = 4.3 Hz,
1H), 7.76 {br s, 1H), 7.16 (4d, g = 3.6, 4.3 Hz, 1H).
IR [KBr cdisc) 1733, 1708, 1630, 1559, 1517, 1479, 1418

em™ L, LEDNITHEME c, . 5N0.5 c 54.35, H

‘ : 1379V3%3
3.16, N 14.63. XMW ME c 54.04, H 3.24, N 14.16.

SEHB 43
3 —KETHE— 6 - ALLE%k— 1 —FoM

HRBEHA L BRI H6 - SABERHAT 3 K4
LA — 6 — BRI BRI, BRI 6 —ALRA% (1 -,
7. 4mmol ), 44( 257 mg, 1 1. 2mmol ), ¥XTRT
B(2. 3ml, 14. 9mmol )FZH(30m1 ), KRk
4. 5NH. REEATRAEEZIRAMEINK, K, HEELR
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AMAEPH 6 AL, WEKES S B ROEEE. BE:
1. 238(66%). m-p- 250C,

VLM 2 C ik, W3 —KETHE— 6 - ARERU%RAE
THENA Y EERAS —A£THE— 6 —ALEA%
(1. 0, 3. 9mwol ). ¥ —FMBEFRBE (0. 41
ml, 4. 7umol )FZME(40m1 ), KEUEN 4, &
HRAMEERIE L% ¥ — RS T MM R A DU SO
(6m 1) Bl NHEZAM SRAXRERE, B8 KE=M
T, ALBRESE S, F8: 172w (15%), m-P-

131—-133C(4M#).

1. ., .
H NMR (DMSO-G.) &' 13.28 (s, 1H), 8.86 (br s, 1H),

8.80-8.78 (m, 1H), 8.16 (br s, 2H), 7.74 (br s, 1H),
7.26-7.12 (m, 5H), 4.21 (s, 2H). MSm/e { A H

4t ) 252 (30), 161 (1c0). FAB MS MBI E 4 F B
N CigH N30 (M+1): 296.1035. 5 W {4 296.1021.

LM 4 4 |
B-PHEE-3— (2 EHTHE) —4—REEENE—1 -
¥ BRI

M2 CHE MB—RHAKX -3 ( 2 —ERFHL)
~ 4 — QL% (LHA 9 C ) WBTREMEY ARXA:
F—RHAE—-3— (2 —EpFEBE) —4-REEENR(TO
mg, 0. 23mmol ), N—GBAAARE(26n1,
0. 20 mmol YRZJE( 1. Bml ), RAREN 4, #H1
W N — Gk A BB A A P 3 REZAM. REREE
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A, FHAREREN . A2 1 LROE. CERN. A

e, BE:30meg(37%)s m-2-194-196T,

1y wMR (DMSO-d ) & 13.04 (s, 1H), 9.08 (br s, 1H),

8.99-£.98 (m, 1E), 8.48 (d, J = 8.6 Hz, 1H), 7.62-7.60
(m, 1K)}, 7.19-~7.16 (m, 1H), 6.26 (4, J = 8.6 Hz, 1H),
5.29 (br s, 1H), 4.74 (heptet, J = 6.4 Hz, 1H), 1.42
(¢, = 6.4 Hz, 1H). IR (KBr disc) 1720, 1607, 1565

cm—l. FAB MS% fﬁ 'H’ fp a ¥ 'i j@ C16H16H304s (M+1) 2
346.0862. 3 M 346.0844.
LHPl 45
3—(4—F—2—ERFEHL) -6 -~ ALEEUR-1-T-K
TEFEK
ﬁ%rﬁimwzoﬁﬁ.mS—Q%&iﬁ%(%wﬂ4B)
ﬁﬁTs—(4—ﬁf2—§%$%£)—5—ﬁ%ﬁ£W%.Eﬁ
KA 6 —RAEEUR (1. 08, T. 45mmol ). &
(1o 218, 52+ 6mmol ), 4—REN—2-FHK
(2. 728, 15« Ommol )fZE(40ml ), RAEEFEHN
3%k, FARBHAa T, BE:427Tm8(21%), m- D
250%TC.
KRG, WEMB L CHE w3 —(4—FR— 2 —ERFBHX)
_ 5 —RARARHEGTHEA Y BEEA 3 - (4 -8R
o —vEMEEEE ) -5 -AEEE%(42T7Tmnsg, 1. 53
mmol ). REMATE( 0. 26m1, 2. 3mmol ), =7
(0. 43m1, 3. 1mmol )fuDMso ( 10ml ), REHH:
g, W WAEESENEN L RCRTEER. HUNES R,
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BAE:172me (30%), m-p- 250T,

1y NMR (DMSO-d ) é\ 2.72 (s, 1H}, 9.19 (s, 1H),

8.73 (s, 1H), 8.44 (d, J = 7 Bz, 1H), 8.31 (4, J =7

Hz, 1H), 7.81 (s, 1H), 1.43 (s, 98). T E S MW L &
C17H16C13N3048: C 54,04, H 4.27, N 11.12. 5 {4
C 53.76, H 3.93, N 10.98,

L 4 6
83— (2 —BHTHE) -5 ~RAKENK— 1 - FoE
BEEH2 Corik, W3- (2 —ERTHE) — 4 —RARES
Bl (M4 cC), HETHEMAY, AERH 3 -( 2%
DEBE) -6 —AARFEHNR(500me, 2. 0nmod ),
N~ﬁﬁ&£%ﬁﬁ%to.26g.3;0mm1)ﬁaﬁ(15
ml), REMER2. 2 5/ K, £5AAMBHERT, #LR
N— B BAF MM EEDNS0 (1. 5m 1) W 1. 54
EZAME, MACBRYATFRESN REMATH, BREMER,
HEAH, WARETR WEREZ, R ELR. ELMNF
REAA B P, K, BE:39me (T%),
m-p- 2507C, |

B NMR  14.21 (br s, 1H), 9.15 (s, 1H), 9.12

(bz s, 1K), 8.68 (d,-J = ¢ Hz, 1H), 8.37 (d, J = 7 Hz,
H), 8.24 (4, 3 = 7 H, 1H), 7.85 (br s, 1H), 7:72 (d, g
= 4.5 Hz, 1H), 7.14 (dd, J = 4, 4.5 Hz, 1H). IR (KBr

disc) 1741, 1476, 1433 cn™l. Fan Ms WAt L) FE

A Cy3H; N0.S (M+1): 288.0443. 52 3 {4 288.0439.
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L4 7
6—R—3—(2-EnFE#) — 4 -RAZLNE— 1 - FERRKE
ol Y R |

6 —R—3—(2—ERWEHE) -4 -KLELI%—-1-
FBM(500me, 1. 55mmol ) M4k ( THF) ( 6 0
ml ) BEREEAWANZTHE (0. 4m1l, 2. 87 mmol ) fu
CHRACO0. 2m1, 2. 81 mmol ), ¥ZREMAEEETHH
WHH, WZTHE(C 0. 4m1, 2. 87 mmol ) MZLEH
(0. 2ml, 2. 81mmol ), TEBTHHEHEIXE HRE
B tiR W s KA R, APTEREES, MTEEEHK
(390meg, 69%). IWEHK AEGTHABRALE MW
(109ma, 19%), A#FUHR AAGELS BHEa
Elf%(289me, 51%), m-P->250T,

' R (oMso-d ) & 8.51 (4, 3 = 4 Bz, 1H), 8.43

(d, 3 = 2 Ez, 1H), 8.26 (4, J = 2 Hz, 1K), B.23 (4, J =
5 Hz, 1H), 8.05 (br s, 2H), 7.37 (44, J = 4, 5 Hz, 1H).

B FE2. 504 DMSORIKER LAY CH, R ALK BTH,

i ol - A C15H1oC1N,0,8: C 49.53 H 2.77, N
11.55. 5 M 14 cC 49.23, H 2.53, N 11.52.

Sl 4 8
5—R—3—(2—EFHE) -4 -42EL%-1-7-0C
W BRIk

WP 1 C g, o —8—3—(2—%)FEL) —4 —
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HAp Lk (53601 B ) $4 TALE LAt RERES —R -
3— (2 —ERWEEk) —4 —RAeBEENR(1. 258, 4-89
mmol ), ZZM( 3. 2m1l, 23 mmol ), RRKRLHE

(1. 77ml, 22 4mmol )fuDMsO (30m1 ), KEH
Bl 6 A, BH CRA T Y, RERAE-—BHESE. £E:
1. 008(70%),

TGRS HEME  CygH ,CIN0,5: € 51.51, H

3.46, N 12.01. X W c s1.56, w 3.21, N 11.90,
M.p. 153-154°C,

1y mmr (CDC1;) & 9.04 (br =, 1H), 9.01 (dd,
1, 4 Kz, 1H), 8.47 (d, J = 8.2 Hz, 1H), 7.71 (dd,
=1, 4.9 Hz, 1H), 7.22 (dd, J = 4, 4.9 Hz, 1 Hz),
-03 (4, J = 8.2 Hz, 1H), 3.51~3.41 (m, 2H), 1.28 (t, J
7.3 Hz, 3H). |

IR (KBr disc) 1720, 1605, 1585, 1540, 1415 cm L,

ME m/e ( A X H 4 W ) 351(2), 349(5), 280(10),
278(22), 126(32), 194(100), 111(26).

N <8 4 g

EHF 49 | — |
5 -8 —3—( 2—EEERE) —4 -2 ELEI%-1-Y-3
GRS
%%%chﬁ%.mS—%~3—(2—%%W&E)—4f
Gl (M1 B ) HETHEMS BERA: 5 R
—3— (2 —ERFEE) -4 -BEAEN%R (1. 258,
4. 49mmol ), =T (3. 2m1l, 23 mmol ), RHRER
WE (2. 2m1, 22. 4mmol )fuDMSO (30 m1 ), KM

otiE 6 /hat, MEMFCKESR. FE: 1. 308(80%).,
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LTE AT ENE C16H14C1N,0,8: C 52.82, H
3.88, N 11,55, SE WM c s52.93, H 3.65, N 11.31.

M.p. 163-165°C.

1 NMR (cpCl,) & 9.02 (dd, J = 1, 4 Hz, 1H), 8.96
(br d, 1H), 8.46(d, J = 8.3 Hz, 1H), 7.71 (dd, J = 1, 5
Kz, 1H), 7.22 (J = 4, 5 Hz, 1H), 7.02 (d, J = 8.3 Hz,
1H), 4.19 - 4,08 (m, 1H), 1.30 (d, J = €.6 Hz, 6H).

IR (KBr disc) 1710, 1605, 1585, 1540, 1520, 1420
cm ', Msm/ie ( M EA L ) 365(3), 363(14),
280(17), 278(45), 196(32), 194(100), 111(18).

S’lﬁ@ﬁwo
~XFERE -5 -R—4— R AR 1 — T B

WL HE 2 6, W3 —AFBE-5-R—4 - — R R
W (A3 2) METHENSY EARAS -—XFHE-S -
ﬁ—4-—ﬁ%%§*§l%‘:( 2. 73&, 10. Qmmol ), N —f5%
BEESM®E( 1. 301, 165nmol )RMTK(BORL ). K
piutEE 2 0/, bWy — fekEE T BB REDMSO (16

n1 ) B2 0N EZAM, BEHETRES R, AT BHRE.
BE:0.368(11%)

TR M EE CgH C1N0, 174 0 C
56.26, H 2.30, N 12.12. 5 {4 C 56.26, H 2.92, N
13.25. M.p. 220°C. |

14 kMR (DMSO-d ) & 8.41 (br s, 1H), 8.33 (3, J =

€.3 Bz, 1H), 7.80 (4, J = 7.3 Hz, 2H), 7.72 (br s, 1H),
7.58 - 7.45 (m, 3H), 7.20 (4, J = 8.3 Hz, 1H).

IR (KBr disc) 1750, 1660, 1620, 1600, 1590, 1575,
..1 7
1290 cm .
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EHF 5 1 |
5, 6——%—3—(2—WEk#E) 4 -KEEENR-1-7-
BT HF B |
ﬁ%.%%ﬁﬂlBﬁ%ﬁ%S.6—:a~3_(2—ﬁ&£)
—4—ﬁ%%§ﬂ%.ﬁ%%m:5,6—:%~4—ﬁ%%§@%
(763mg, 3. 76umol ). 41(0. 438, 18. 8
mmol ). 2 —MEBZE( 1. 0568, 7. 6mmol ) WMLE
(25m1), BE:0. 98(88%). |
%E,&%mmlcﬁﬁlm5,6—:%—3+(2—ﬁ%£)
—4—ﬁ%%£ﬂ%ﬁﬁTﬁawé%.%%%m:5,6*:i—
3 (2—Whk) -4 —REEHR(T21mE, 2. 43
mmol ). =ZJE( 1. 8m1, 15. 4mmol ), FREAMTHE
(1. 4ml, { 2. 3mmol ) fuDMSO (20m1). REHF

32 2. BE B, FACKES R, RE: 21808
(23%).

6% A Mt B CyqH,C1,N,0,: C 51,53,
'H 3.82, N 10.60. £ J{& < 51.70, H 3.81, N 10.57.
M.p. 205 - 206°C.
~ 'urur (DMso-a) & 9.37 (br s, 1H), 8.32 (s, 1H),

7.91 (s, 1H), 7.85 (d, J = 3.7 Hz, 1H), 6.69 (d, J =
3.7 Hz, 1H), 1.38 (s, 9H). '

iR (KBr disc) 1730, 1620, 1605, 1590, 1555, 1535
cm . msmie ( MAEH K 1 397(0.5), 395(2),
2981(21), 296(33), 230(62), 228(100), 95(40).
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EwF 5 2
5—R—3—(2—-HBE) -4 -fLesFdak—-1-83~-(1-
BE-2-Fk)FH-2 —LFREK
Ae 2—BH— 1 —FRE- 2 -FEFR

B2 —-BE—-2-FE-1-FE(T. 1nmol ) BH Ak
(THF) (25 m1 ) HAAME 6 0 %aLMm Ak (3 &,
7T65mmol )WTHF( 75m1 ) ¥, WRRSYESETHEE
1/Nes REHRKBHRY, HhFER(5. 9nl, 50mmol),
£ OTHH 2 M, WK BERAWENK Kb, LR TER
B A#AMEAANA TE(Mes0, ), RESH—wRY,
HAEHBNEN G K 5% T RGN, 43857 A ik
s WK%, FE—WRY, BE: 4. 28(47%).
B. (1-¥8X—2-F£)F-2—-ERARE

HZAK(989me, 3. 3mmol ) R kMENKAHH
2 B 1 -¥RE-2-FEFK(2. 1€, 10mmol ) fu
SZHK (4. 5m1, 32mmol ) WoRFHE(50mL ) i,
BIZRNBAWEOTCHIEO. 2 5/ 00, RELEZETHEE 4 /ity
WEREZEL Y FLBAFNAT SR MR8 28
1. 98(95%).
Co 5—R—3—(2—FBLE) —4-FLEE%—1—-8—
(1—-F&aE-2-Fx)W—2 -£FK

Bl 1 C ik, W5 —f—3— (2 —MBE) — 4 — A&
AN (EEA23 ) HETAENA Y BERXH: 5 —-8—3
— (2B ) —4 - EREENE( 1. 908, 7. 2mmol),
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ZZH (2. 8ml, 21mmol ), (1-FHE-2-FX)F
—2—EXBEMEE( 2. 28, 10. 7Tmmol )fDMsO (75
ml), RREd%K. MERSHKERNENEL RAEGER 4344
A R, K%, BE—emRYy. fRE: 2. 28
(65%).
Do 5 —R—3—(2-—WEHXE) —4 - LLEXI%-1-v-
(1-Xx-2-FE)F-—-2 - EFHEK

Wk R 1 MBSl ( BBry ) R FHAK (3 n 1,
3 mmol ) BMmEKRHHE -~H—-3 - (2—WMBX) —4—H%
REAE -] -F— (1 -FEE-2-FX)F-2-XEFHREK
(1. 08, 2. 1 mmol )W—RAFHE (25wl ) EAY¥, #iX
RERAWEAEOCHH2 Mty KREMNIw 1M BBrs W F AR
(0. 5m1, 0. 5mmol ), HFFOTURKE1/Met)E, BIERE
MBIk A, BLRTERR, BAiAREANE TR
( Mgso, ), ¥4, #H—FeEK LWREGFAN RERAT

BEsEh, fA:556208(70%).

¥ MM M CyqH CIN,05: C 54.05, H.
4.27, N 11.12. £ H ¥ c s3.82, H 4.05, N 10,92. M.p.
185-186°C.

1y wmr (coc1,) & 9.3 (br s, 1H), 8.49 (dd, J =
1.3, 3.6 Hz, 1H), 8.38 {d, J = 8.2 Hz, 1H), 7.70 (dd, J
= 1.3, 1.6 Hz, 1H), 6.98 (d, J = 8.2 Hz, 1H), 6.61 (dd,
J = 1.6, 3.6 Hz, 1H), 3.73 (br s, 1H), 3.71 (s, 2H),
1.41 (s, 6H).

IR (KBr disc) 1730, 1720, 1665, 1630, 1595, 1540,
1460, 1445, 1420 cm *. MS m/e ( A # H 4 H ) 380
(1), 379(3), 378(5), 377(9), 265(18), 264(50), 263(53),
262(100), 197(12), 196(60), 195(33), 194(97), 95(25).
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ELHH 5 3
5—8—1-CHE—3—(2-—mpFErL)—7— ﬁ%%i%%
Ae 1—-CTE—-7-82%

HEET, ¥¥10eg(0.0846mol) T—ﬁ%nﬁl%(Aldri ch
(H#4F) ) BMAE20 0 n LXMAFE S, #F 10 (0.178
mol) KoH MRAEZ, H2~304)6 S5 — 1044mA
67ml (0-846mol )BT, W% KB KA YA T BB
30—404% BEEN (BFH: 956 : 5_8F%, LB LE)
ERREMEIIES AEBRTE—NFRED,. BZRHBES
%ﬁ&&%,ﬁ%%ﬁm%mﬁaQWF(ssoml)zm a8
ﬁmé,mﬁﬁﬁﬂ%ﬁ.%%(n%sm).ﬁEﬂ%ﬁm&m%.
RE—HFECHRY EHXEHBREEN4L AO95: 5 —4¥%
S UBTEERM. BELEHN11. 158 (90%) thaigskcly
(KREEW) .

1

60 MgHz "H NMR (CDC1,) & : 1.35-1.65 (t, 3H);
4.20-4.60 (g, 2H); 6.35-8.45 (m, 5H).

' B. 3, 3—Z#—1-0E-7-RLLL%

#£3 0CT, HEAreghitwitth( 27. 28, 85 mmol)
ARME L —CE-T-RE% (5. 48, 34mmol )l T
Fp(200ml )iy, BZRMEREGWESRTHERIE, RS
EINK R WO 5/, BB ERIGZIRAM AX
AN, T8 ( Mgso, ), WEFEHBE fﬁ/@’[fi%{
HEEBAE BTSN FAWTEE %R AR BT8R e, R
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Bk %6, 1FE—EewRe, 5. 308(49%),
Co 5—%—3s 3 -2~ 1 -7 —E2EH£5%

EEATHRARBHZHRAEP. #3, 3-8 -1-7%-
T—REELG% (5. 38, 16. 5nmol ) EFDMF o, F
KAFAHEOC., ERERPENAAA M WEH 4 04E2H
f, MZRHRBEWEO THEH 2 /h6t, BKEBEINK AP, B3
it Es AR CERIZESG S, AARBHENLREE T%

( MgS0, ), K&, RE—FemRY EHXEEREEEN AL
LB &3 8 R gt RIEKE, B34, 6958
(80%)#&EK.

Do 5 —~R~1-7TF-7 -HEEX9%

(2. 58, 39mmol )RKRWAS~K—-3, 3=
W—1-ZX-7-R%&EL% (4. 608, 13. 0nmol )
HAZE (75w ) BREY., IHRERBRE. Rk, £%
TR P hE SR 1 /e, WERA BB XS, RERAT
B LERN, RAKKREHEVREE, T8 ( Meso, ), ZXERE
—iRdh, BH B RAEENA . ARGEM. S3FSAHTEE Y
R REKSE, B2 1. 702(68% ) k#EAEE n-p-
78-82T.

E. 5—FA~-1-0LE -3 -1 2 E9FHL) -7 -REEXY
"X

FOCTHE%S -2 -WHH 0. 24ml, 2. 24 nmol )
frd ——HREEHH (537w 5, 4. 4ummwol ) HDOMF(I10m: )
B, % KPR A WAEF S 2 N, G BOK . A,
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78 LR REEA Y, FAARSARAEIE, TH (Meso,)
BERA . RE N EEEALEN G FAGRE. SR SHPH
WA, W R DEES BB AEAREE Led FIRES
EMEEN29m8(50%).
M.p. 111-112°C. T E 4t E &
C,4H;,CIN,0,8: C 54.82, ¥ 3.61, N 9.13. L M & ¢

54.45, H 3.34, N 8.80. MSwm/z ( At F 4, ) 308
(6), 306 (19), 224 (32), 222 (100), 209 (8), 207 (24),
196 (24), 194 (77), 111 (77).

SLHEE 6 4
5~ 1—-C&—3—( 2—RHRE) -7 -AAREENR
M5 3BT b 5—R— 1 —CE-T —RAEEY
%(%%%539)%%7%@%@%.ﬂw%mzsjﬁ—1~a
-7 —RLLENU%(405m8g, 2. 06mmol J, 4-ZF
SAEMRE(500mE, 4. 09mmol ), 2—HWHEAR (0. 22
ml, 2. 23 mmol ) ADMF( 1 0m1l), ¥ENEHERK
W CEEES, BE110me(18%) 4.

M.p. 162-163°C. TG E 4L HEMHE c,,H, .CINO

\ 147115 N203%
C 57.84, H 3.81, ¥, 9.64. L YW c, 57.59, H 3.54, N

9.49.

'm MR (cpc1,)d8.43 (a4, J=1.7 Hz, 1H), 8.11 (s,

1), 7.86 (s, 1H), 7.38 (d, J=3.5 Hz, 1H), 6.72 {44,
J=1.7, 3.5 Hz, 1H), 4.04 (g, J=7.1 Hz, 2H), 1.35 (t,
J=7.1 ¥z, 3H).

IR (KBr disc) 1645, 1620, 1535, 1470, 1440 cm L.
MS m/z ( A X H A ) 292 (8), 290 (27), 224 (32),

222 (100), 209 (8), 207 (27), 196 (2z8), 194 (86), 95
(70) .
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LM 5 5 4
58 —1—CE—T7-REBENE—-3-N—(4-RXE)F
BLiZ |
WS 3 EMEs W6 —R— 1 —CE- T RAREE
% (S5 3 D) 4R THE et AWRA: 5 - £-1-2
%7 —fLEET%(400meg, 2. 03 mmol ), 4~
ﬁ%%%(537mg.4.4mm1),%ﬁ@4 ﬁ%gﬁ
(0. b5m1, 2. 2mmol ) uDMF( 10m1 ), SHEAF
f%%~iﬂx-%ﬁmﬁA%EAw/K¢,#FH6N£&%&
ﬁképﬂ3.%%&ﬁﬁ%ﬂwﬂﬁﬁ%maﬁ/aﬁﬁﬁé.ﬁ
Bho5mg(15%).

M.p. 155-157°C (dec.). ﬁi‘ﬁ’ﬁf‘i‘i‘ﬁ;{ﬁ

CygHy3C1FN0,: C 57.58, H 3.93, N 12.59. EJfE c
57.50, H 3.64, N 12.33. '

1y nmr (€oC1,) 6'9.42 (br s, 1H), 8.22 (s, 1K),
8.05 (s, 1B), 7.53 (44, J=5, 7 Hz, 1B), 7.02 (t, J=7
Hz, 1K), 4.43 (s, 1¥), 3.90 (g, J=7 Hz, 2H), 1.29 (t,
J=7H, 2H). IR (KBr d&isc) 1725, 1665, 1605, 1580, 1550,

1510, 1470, 1435 cm *. MS m/z ( A1 4t H 4 B, ) 335

(18), 333 (52), 198 (33), 196 (100}, 170 (10), 168
(30), ‘111 (21).

5 6

5 —4—1—0CEK—-T—R% #%m% 3 — N —FKAFHMK

O BEMNBS Stk Wb —R-1-CE-T - — g A%
(%5 3D ) HETH RE LAY, BEEER: 5 -8 10L&
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— 7 —RAREEY%(451ng, 2. 29mmol ), 4—ZFHK
Ee (607 mg, 4. 97 mmol ), FREAEE (0. 27
ml, 2. 48mmol ) ADMF( 1 1ml ), %%@%%Rm&%%
BIAARE, B RSB HZERE 08 TEHH,

3l —aaEE(TRITHFS ). %F%ﬁﬁm%.ﬁ@ ﬁé@@.
GEFA TR IETH, AEHEEeBEARCRES R, B
38me(5%)aBEEFRME L.

M.p. 157-158°C. T E 4 it L& C, (Hy 4C1N0,:
C 60.86, H 4.47, N 13.31. S W {H Cc 60.83, H 4.27, N
13.13. '

'H MR (CDC1,) £9.43 (br s, 1H), 8.21 (s, 1H),
8.04 (s, 1H), 7.48-7.54 (m, 2H), 7.35-7.24 (m, 2H),
7.15-7.10 (m, 1H), 4.41 (s, 1H), 3.91 (g, J=7.3 Hz,
2H), 1.31 (t, J=7.3 Hz, 3H). IR (XBr disc) 1730, 1660,
1605, 1580, 1550, 1470, 1445 cm . MSm/z ( M A §
4 W) 317 (3), 315 (10), 198 (33), 196 (100), 183
(3), 181 (10), 170 (11), 168 (36), 93 (22), 77 (20).
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