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%, (%} : Finch et al., Journal of organic
Chemisfry , 37 » 51(1972)5 Daisley and Hanbali,
Synthetic Communicationé > 11 , 743(1981) )
Parrick et al., Journal of. the Chemical
‘society , 1531(1974)),
| RE%%2%$%%Tﬁ%ﬁVﬁ%%%W%m$%f$
WHER KL 2, HAMAZRIES 3 YBWBRR, HARK



= AbA . TR R AR, R i, A
N BB, FR ARG RERER (o HTEES KEKRT
2, BRARTE.K) H#in, pHEEL -72FH, BEEWRE
BERH0—50C, #hit25TC. #E SEAREHELFESY
AE AT E, BEHAVELLENER. —BE10%NL-—xEL
HEET, FH25—-50C, FEH1ESNIRAETHTRER
K. REWREEEZEK25C, REHENEIDIRAE
 BBREEZ2, XASHREFTRNT B TURAKED
EE EFHEREET% (5 —RLELHER) . B, BXFLER
EFuAMALHE 4 4E ( TAZ3 YE ) BRI, LLF&%%
HAMM PEEEAG6. 5—7, BEKAFXRREAAMEM H
B X BT RAE SRR < 7 O LRAET L. REEH-RE
San, BEXELZAEFHAVLES. —HBKA L0 NHE—K,
£x ] — BAKRET (R 3AKKE ), HAR—RKA.
iﬁ#%#T%%Rﬂ%&Z%ﬁﬁ¢A%ﬁﬁ%%ﬁV%%%
e, £ Marfat fu Carta , <HEHKER>28,
4027(1987),
REEESEETATHEA VAN (R eH) WA —
AR, &Wﬁﬁ%%s,mﬁX%Aﬁﬁz—(4—ﬁmﬁ£)Lﬁ
R, BERAFKEC N RANMAY. —REBRFET EEEH
#JE%'quﬁﬁﬁ)iﬁq (%N : Makosza , et al ., (Liebigs
Ann.Chem., 1988 , 203 ) ). BEHMBHEYE | RENINEF.
R TES., SERENAE  WERH. OB, 1 fn W X BK.
ks, RRNBENH—T8CEHAH25T, ht—-10T.



R RS (hERRE) BERRAYE R, FXATRIE. T
B AT (kTR ) HATE TS, TUANHRIIAR
Yot REEEQRRANANEE TR HRIAFERCT
M et., —RESBEAMNELET, EH0 -7 0T, REF
B(#420C), TEZhENE, EEATHTELE. ETWHE
FlAdE: PR, 2B, BE. LRIE. —FATRE. hE .
hEEE AR AL, ERANAAERRREL I NMEELS
AREEZF, &L SARE, BREAH BEEM BT/
2RV, |
%E%é%%m%ﬁH%A%E@A%m&¢ﬁﬁﬁ%,ﬁiﬁ
s, BEHRVELEENE, ERAROATE  RBAERL RRA
AR ERMAER. RNEBEAHN25-150T, & 150T.
TRFEEZRMES SRy ENER, AXLENERREE
T. FEEAEFSH, SERECHRTERE. (&N : Makosza
fo Winiarski , J.0Tg.Chem., 49, (1984)), EHWHAL
i A RE S, hEE . EEWENARE  ZF IR,
S E. FowrE, BT IR, ERREENA T8 EA450T,
(k2 5C, RRAFLRFKRCO: 1 Bu WXNLEH R,
WA A W KR C Nig RN MW R Y B EAL, £, #
S EZCo, 1By WANLAWER, BRI ERCO, (Bu H
2T, % BE AR K2 C Ny R N s JpT R e A
é,ﬁ%ﬁﬁ¢chmtmamtm%AﬁﬁﬁE(@ 4. &R
) feEs (40 BERE LEOKER ) HHATR . BTERERER
RE. EABRY KR Cox 1By wRMAAHE, Bitf HiEH



B ANE, BTSN RN AV EREEAT%. EENBRA
B H®. CACRATRER., EERANAE AT KR. X
R, hEE, RREBEANA25TEHN150C. #££80T.
EXBEAT, A, EBFRALBERAFKZCOo, 1Bu WK
Aiesth, REKRZCo.1Bu WAMMEWTHETE. HibiHk
Fa. RBBEHNL 00T, (LRI THE.

Daisley%AV( Synthetic Communictions, 5 (1)
53—5T7T(1975))ANBTAFIMY—NEFERE £
AR BRV AW R E.

Y R REE % 4 F W, T4 Rk R1 R CONHR®,
WEEAHRA L e, RFEERBBE 1 FERER, CAE L
HRT REREME C 1 VAR, BGAREE RT3 7 4L
HEME T EERTFEMN (P 1, 2-ZFAETKER
N, N-_WEFEK)H, EROEALPEET, EA-30TE
#50CT, EAIMEME RF Bz HEEM A CH2(C0.B2) 2

BR K. ZRMEERAX Vet %6 BBEWXRKAEE LT
LRI BHARY ELEAN RN T BAXVEAIHEENR
XVEARXVALEE %, 22, SRUXKEES1FTaR
Ve tEsER I ety EAXVMEERER%ER
R4-N=C=0RHBERI, REAXTEH1 —f, HRKAF R
£ CONHR* W& X WAZRE A%,

AEEAXNELRESHANAIXTEE, —HEL 0%E—
w AL FIEET, EA426—50C, 41 ZE540ASETRHTK
FRRE. K EH50CEHN200CTHARXIR, F&R
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X KAt B RRSEINETN 3 " CRBERA,

WG, T AM R X K A4 584 X RECOOCOR? B
B R, £ 37 R Bt BAR ] b, —RERRZT
Bd 4 — —F EEENENEET, £ TRAREERTERT #T%
Rii: N, N——WEEEE. N, N—"FEBE. ¥ 7k
i, —F TRKX LT, RAWERNEY, ¥ -—FEFRE.
BEERBTERHME LA AXEK bt B TRmERE, &
W, —RBRHRANNEEATOCESL, REFEIRHBE
2 5CEA, AEZBETHAEZRE. REWF—KY 43 008
B2, ERRHXE, BREBAH®RL i, BRHRE
W, TR ERERES. TR REATE (H, E4E8%)
#—FEZ S,

Ty EEHTHAX s HHsR s R ZNHRS R [ 4
etz gk, AX KA ws R RONCO LAWK A, HR K—
e KRR ST hRERTFEMN fw, —FEAFER
W. CCETRE. ¥-FE-2 —weAER. R-FIA. Wb
%R BAL AR E T AT, EARAERERARLER AT
HHAE . hkE . |

TR, W5 AERE BT B A o e AR AT A s
hERF A1 ERYENRSRE R, EETIN4ETES 0%,
TRARFNE R, —ARAEELHE -1 0E0CELRENTH
ARFIRE, REFEZREBAHMEREEE, AAATEEY
45C, RERERBGHRIEL EARIFEL 1S AHARR
BE . BREERE, Bl RERSHWEK KPR ERNR



Wz, G EBEEHZ~5, BRAEF M, B RASK
RV W AR B P .

R Riiss b HEETHAMER R EL ERAF R 2
(Cy— ) EEWR [eatmrE, RMWELTREKXROBT K
RIOT fhaty ( W RO RO, 5% ) KB, BHARXXXT -RA
g vk . — AR RN M R . R ETHATRRM., B
B T AAKHREANLT. NRELNRENT. WRAAEL
S AL LT, EEREANAEFR R TR, REWH. mREE
MEA ey, BEBBENAE-FIRMY, ¥ -—FEFTHE.
LR RMBEERANO~150TC, hikt#125T.
 TFREAFETATEAX XARMRAERF R E(Ci—)
EEHAX LN —RRAZ%. A FEXUTREBL 20T
b AV 64 AV ¥ —BURAREET% oy, HEIHR
REGT R K 8 TR ARk F R TR . RRRZ AR
(Cr—e VEERMA“ 1" A
oA vRAREAT MR EEAERX X b, REAKX
X X 13— fAENE, —REREHEEEF (e ZRTFRE. A6
AR TE) BRAEE A, —ATREREEN, EENREEENY
4h0o~80T, . ' / |

FRAXX I3 —ARLME5ER® (v : BH. AERIXFAR)
i, FEFKCEAEER, THERXX TN RX K RRBE5%,
EHWERBENH25CEH120C, K6 0T, MG
BEE. B4R AL RE AR E, REEETES 1METR
L E WA .
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BRI REEE 4, ATERXKad8sR ] e
N,'_Tu%ﬁWR‘%<wa>%%wfxmﬁ%ﬁ§wwﬁ
EH AR B (C,_, ) AERR ] e,

FHRTHREA T AEEWS —BHE—3 —RfLEEHE5%—1
~FEE (R -RAFBE) B, THASERFVLAREANR ]
fotrth, B, RBWHEZSWEEE, B TEAE  £Y
—10Z410Cy h%0CE%A, ARMITENFTEBA. AT HE.
22 S L H AR T R SRR (o B R WAk ) wEY
3B —RRBENR—- 1 WK (R -HATEE) g
RESTJEWER., FRRAAMEBREETE AERBETARAL
2 —3/NEt, WREEAREREAESRE. FHES WL,
WERAHISRE AR WA A Z T, BE b, HAAAR
WeBE R T ) 21§ Bk, M4 NaHCco,
EHMEE, WRABEAEAEEY, BAEREENEHAGHE
EEGRARAL, ELRBEAT, EERNESWKETER
PR EEANE . |

oA FEAE  ERXREERER (& 8D B, TR
R B3 B AL EE% -1 —FEE (R -
HAHWTEBE ), SHEERSEWIE o - A5 ARBE. EHER
HEWTaT, UERREFTENEARRE BB RS ESE
FEIRE Tkl 6 /Met, REAAREBRLREY, A5
ATRBHER (0 TREARY ) REFH. R SH HHEH,
BE MY, EXUSEEGN ReHEl. |

HERERMTE, EHATTH. —HETHWEHEHO. 5~



5 0 MkEE, BFEMEEY FAS 1 IRRE.
%ﬁ%%ﬁ%amkﬁlﬁﬁﬁ%ﬁ%%%ﬁmﬁ%ﬂﬁ%ﬁ
(1) WERRRERE TUHER [ LehnBRAE. E2EER
i, EAEAMKRERESRRA. HEPAE, ARA 1 MES
Emﬁﬂ&%mﬁ%ﬁﬂ%ﬁI%A%Tuﬂ%tI%A%mﬁ&%,

%ETL%ﬁnyTM%KﬁIhA%ﬁE%%ﬁﬁlé%%
R B BT | |

3% C3H . HeN /R ( Charles River , Wilmington ,
Massachusetts ) ZEALELAFEs HAHETO 0 7 R YRR EE DA
o5 mp R A nTER, EE AN B WiEA 8mL RPMI' KA
50, FCs? . HEE. EF( 1002 ml —100rE~ ml) .
%ﬁ&(ZmM)oﬁﬁﬁ%u%ﬁ%%%,ﬁﬁ%%ﬁ%ﬁ%s%
%ﬁ?%%%.%HZO%ﬁ%s%Tﬁ%,%%%%ME,%EM%
BT, KRR, Yh< F/NE B HE O T — M BRE R E
B, BASETHE@EETREL. FERREEAHE600X8HN
ﬁﬁﬁsﬁ&iﬁﬂ,ﬁ%%@ﬁwﬂﬂa%%m@ﬁ%iﬁ%ﬁ?
Y k2 0 m 1l g REMI-FCS® W, FlmAMT SBREMMEI
HEERERERE B W g e AR E T E . TR
RPMI-FCS HaWBBEEIX10° sl Bl ol B
Eﬁmx35ﬁ%%ﬁ%&%¢,és/coz%%T,37c%ﬁ
o B, DUE BRI T AL MEE b BAIREK E&3, HEFZ
Ly s FIRPMI-ST* PERSEEMM (v EEAA ) TR s A AN
‘%ﬁm%%émklml@ﬁ%A%,iﬁﬁm}%FéﬁmFﬁE
#0. 1~1 OOMg/ml P 1ml RPMI—SF f xR, WJE

—26—



Y54 RPMI—SF i Ey100#1 LPs® (1mes 5ml )E5%CO=
ST 2 408, WM EERE B8 HATE R R - 1 42
2 o5 DA JE AT

| TR g AR AT RS ATE A E - 1 RESAT.
A ERT: WEL4—6. I RMKRAERE(10-15X
1 0° T 0. 4m1A%pE( RPMT 1640 , 5% FCS,
o5mM HEPES , 0-01% NaNs, PHT-3) W] mE BB
FIEERTIL-1 (BELARNEEEAE-18116-270 g8
BFF, AAFHETHERELERENFR -1, Lomeclico,
P.M., %, Nature , 312, 458—462 (1984) )% (0.5ml
ZhEh4ape~40n8), AT EF 1/ e, Bk, i
ANO. 8n8g (0. 1m1) A P H—yIL—1( New England
Nuclear , Boston , Massachusetts), IFE/RT 443
N, FH Yeda %’{ﬁ( Linca Co., Tel—Aviv , Isyeal ) A*
4525 Woatman GF ~ C 2.4 cmHBAHKEE (LA 5%
4%,37tﬁm2¢w)ﬁ%,ﬁmsmlmw%ﬁﬂ%#m.%ﬁ
BT searle HBFIL Wi R HESAEAE20008
KARETIL—1 FHfE . W EARE R RE 1 £ Los
(Y, 100—Y)Wkiog ¢, Y REMAE ® B—rIl-]
%%ﬁ,Cﬁ%iﬁﬁrur1%mg,&Yﬁzo%—so%zm
B BB NE T & REHEMEEERF II-1 0T, ELR
SWy, REHERRACIL -1, REFERVEINESE2E
MR II-1 K. BBk BEAAE20-8 0%
Y EAEAOTEFH I L - LAY,



ATAAMEFTHNER ] LM RFIRER. 2REMS —
Mo s 4l i E feh . RIBX—RF, MR ERHFIRES KE
5 — RS Lo AT, AT ERA TR S DATAN,
B EREHERERR LRSI PIRE H. & 5ET. 5
5 —fed A Blal. .

4% 4 Jakschik , B.A .y # A #i( Nature 287: 51—
52(1980) ), FESEMRBL— 1 MME Spinner 54
F Minium Essential Medium (Eagle) (4 Barle's
w1 5 WL, FNREE HEEEHK ( Gibco ) JHA
K1 —2FK, REERAERFERIFNL X10° 4l ol NWEKE
EELSTARPMI 1640, #230. 25 0l FHivXuf
ML B ET RPUT 1 6 4 0%, 3 7 CFE5 A4, THEN
WAMWANO0. 25m L FBENERER WREGHTITCRES A
thy, BmA10ml (&4 EAENBERMA—-23187
(&% FH4E, Sigme Chemical ) EEMAE3 7TCTHREY
BET 608, TEMA26T#LTLHE 0. 3%LH, REAE
KE 3 044 HEARAMEE, £84 (3000 rpo, 104
) 48, BHLEER EHEBOIEREEESWS M. REE
Perkin Elmer—HS( 3% ) 715;5_]—_%}% HPLCESAHT1 00 #8 1
_%%Lﬁﬁ,uéo-1%£ﬁaﬁwaﬁ/mﬁﬁﬁﬁﬁﬁ,%ﬁ
h 2% 4. KA Berthold LB504 Host v W U R A
Ei, ZUENEHERAE, AV ASSMRE2. 4EF
omniflour B8 00 m» LAAMMIEAEE ( Trademark of

. Wew England Nuclear , Boston , Massachusetts) .
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F Fl spectra Physic‘s SP 4200 omputing AN EER
Jit A BT TE Wy BN EERTREALEF, EZEFT,
WSRO B WE AR S T3 AR ACTAE B THEE—F
Hy AR 25 1oL

3 siegmud £ AR FEC Proc. Soc.Exp. Biol. Med.,

95, 729-731(1957)>, Milne fu Twomey Jf

Wity Bl HES Agents and Actions 10, 31—37

(1980) >k REA2-—KE-1, 4 -FR(PIFX

BT, SKERERT AR b 27 ST R B BT R R R B

X 1 oo thtabAmAE Al

RIEAR R M R E A RS AR R RIEE R [ et

HEMERA< Winter &, Proc Soc.Exp.Blol.Med 111,

544(1963) >,

NE A

1 RPMI — 16 4 O35 ( Hazelton Research Products
Inc., Lenexa , Kansas), -

2 g g AL N Bkttt s o ik, FLE ER AT EMIREE
JixH ( hyclone Laboratorles , Logan , Utah) %t
IL—- 1 HARFEREAELA T L - T HHIAKREREHEE.
RHEmMT 3 7 CHRIE.

SRPMI — 164 0XFELHSKEFMT.

4 RPMI SAFEE-HER (1002 EA-10r 8/ B1)
BRABKE(2m M),

5{;’5 salmonella minnesota JF:\\484% B9fE £ ¥, B



5% C3H . Hed ANRAEERE.

R IS EE LT UESHERE T L 1R AL
IR, ETRAEILE SR LR AR [ A R 3
5, RERFERREHEER, BESHHETUESORERR
BAREA, UWHAAMATREA, ZHeWETUE R XL
ZE AT, B A Bk LA BE. KTRA
Wby, o

CEAER] AR LT Re Ry, RIS
EERAMHEEL—&E] :4F4 1, RFR1:2F2: 1.
82, FhEEMAETHERT, ZhAREERATTRES v
R B EAL . PTALRIM FIE A AR TG AR,

BoARHE R [ EHTiE, T GmAAREEN £4
AAERBBEER AT AL, £0BALAE, BYRANEEAE
A E KRR, BEMOGEAFFARE RS, RO RKEANET
T, HRWAEANRABEATREXER. EFEUREAREAN,
HE R S LAFIRERHEE. ALE. TR R
SRERN, RALK, BE. ZFTERBRAHTE, B¥ HEEER
G R RN, FHEYNE R AR B, A TR
=, RS AR SRR ENEZ HE B AL

R e RESETAKY, —RuLEELHEE ANE.
Wit ERETHTARBERWE : £#, g, BEZHMRE, B
BEEERGTERE MR AL G LA MK, BR REARK
KEMEATE, EASEFAT, ARLARKANEREEE (A
i 4 —24/N8 ) AHBEmeES500nm e, HRERERKMAK



HE I L — lé%Aﬁk"nﬁ%m{vﬁ;ﬁF&*M—w, EASEEBERALT, £
WBEHEE— AR KL. RARMNERASne—1. 08/ K
BEWR50meg—500msg /X,

 TAZARAEBALA. ERATHRAERRSRE. A
f5 Wb BT B R BN TE RAA T HEAT.

S 1 |

5—8—3—( 2—ERFEHX) —4 -—FEEEI%R -1 -8R
T AP EBEK | |
A. 58— 4 —KEELE%

2 A BB AR 2t AR B4 ( 6 0%
R EA, 12. 88, 0. 32mol), FAOKERNARZAHS
Wy REVFHTHEAMBERRETAKL, 2 -_FRETUK
( DME) (350m1 )%, HHET, ¥FE K- (49. 3
ml, O 325mol)BDME( 1756 m1l ) BERKBMmE LIARKKE
B WZBRAMESTETHE 1, KEMATE2, 6 ——R—
3R EWE (258, 0. 1 3mol)BDME( 175 ml ) EH,
BE-FOeER. CERTHEEHBAR, REWZK LR B
AAE, A6 VHEBERER NHRALEPH 3, AREIIZES
%,ﬁmﬁﬁﬁﬁﬁ,MMam4%\,ﬁE&%,ﬁ@*ﬁ@@.
(6 OCTHE SN AKREIAFILENR R _0TE) .

'y NMR XMW ZBEWHm2 ——( CAERE)FHE -6 —R—
3 -k, FTAYWRNKEE - ( CAEHE)FE-2-K
—3—%%%%%2-1%%A%mﬁ,F%%Eﬁ%%ﬁﬁﬁﬁﬁ~
BEFRiLpim, ZRYYFT 4 —BRYNW -8 _78. ZRe



Mtk P ATR B A, 4 1 B, CROERK. &7
A AR R, K, BB 40. 588H2-2(T
M) TE_6-A-—3 —MEREE—Z ( LRERE) FE
o H—3 R EWERE BT (EUUERA 10 4
3 ) MRy, EHREE, 2—Z ( ZAERE ) FE -6 -8-3
— AW BB MN268 (63%). |

o —— (ZREHE) FE -6 -3 —HEWUE. 6=
(78 E£3X)FE—2 43 —HEWERF _BR-_TLENRSE
MEMELE(300ml ), REHEMES 0%EREETA
(26¢& ) MRERT, ALERBETOOON L, ¥iZREWEMW
FEFEETIAAAETAK4 /M, KERIRE TR, Kz
AT, BEZERIE M # T3 —E£—6—-——( CAEKE)FE
G, 3—HE—6——( ZAAHL) FE-2-FWE
_xaugRik. B8 CENRAY. K EHERK
(35. 7T8).

% ERFBRAMBEE NWHCL HFEH (700w 1) H, M
HOEF S N, BETREEKRE. HERAHEAF, FRKRYE,
pEETFEE, BHEeEARS — -4 —AFREEUR, FEN
7.04g(&2,6f:ﬁ—3—ﬁ£%%ﬁm&$ﬁ32%),

ZEARFEES S, HEAMERE s n.p. 250 —2547T (4#).
B. 5—4—3— (2 —ERFIE) —4 -AEBLN%K

BeBM R (2. 08, 87. Ommol ) mETTFEEES
JEHEE 0ml BALEY., #4BNELEME, PAS —R—4
—HBEE% (3. 08, 1 7. gumol ), KEMNERER



7E (4. 8ul, 40mmol ), EXAT, H¥HRAMMHRET
7. ERE, BIIE. BRRe A E. Bk K. A
6 N HEBBAE p H3, KA R KREET W
(3. 7€, T5%, m-p-235—238C), AERFEH,
TEHE MM (3T 5meE, 8% m.p. 240—24 1C),
C. 5—8—3—( 2—EpFEE) —4 - KLFEEIN%R-1-—10
— ] T EF BEK

KAB=ZTH( 0. 54ml, 3. 87 mmol ) WFHAENKT
(0. 3m1, 2. 63 omol ) WEHS5—H—3 —( 2—EHF
Bt ) — 4 —RLEAEHE(500me, 1. 79mmol ) AKX
DMSO (10 m 1) BHF. ERAAT, Tk ¥, £8 5 THHA
BEAYIHS D, AEEEE, BERENK AP, 6T
BBAED E 2, wEkETERERK AR EREEEESHATH
B, BE—AEACBROERK, F-HEH20% e L.
ENEHEMBACHEES S, BRMENEH(300m 8, 44%),
bYEEEMAEs m.p. 150—-1527T, "

g wMr (DMSO-d.): § 9.00 (s, 1H), 8.83 (4, 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 (4, J = 8.1 Hz, 1H),
1.40 (s, 9H). IR (KBr disc) 1713, 1647, 1582, 1461
cm'. MS m/e ( 4@ A B4 K ) 379 (4), 377 (18), 280
(23), 278 (70), 196 (38), 194 (100), 111 (12).

5 % 4 AF It B c ,H, ClN;0,S: C 54.04, H, 4.27, N
11.12. =W 1 : ¢ 53.59, H 4.01, N 10.92. |



M2
6 _8—3— (2 ERPEHE) —4 -—AEREENR- 1 -FREK
A. 68 —4 —BEBEE%

§ﬁ<%%iﬁ>70,68286y(1969)%ﬁ%,$
o _BE_3—WE—5-FWEHE2, 5——f—3 —MEWE,
il 2 — B 5 —MEMEMM( Ha50, ~ HNOs ~ 607) H
Eo—BE-3-—RE—5—AWE. FLARHFRE2 -RE-
5 _ g i (<A XH>T 0, 68286y(1969))
Ft. X—%EE fE. FRER.

E%ﬁﬁﬁ%%%ﬂﬁﬁ%ﬁ%%ﬁ%ﬁ¢mk60%ﬁﬂ%%
WEM (4. 08, 0. 10mol), Jf CIRBEHT KBkEAIAM,
%ﬁ%ﬂ?%@ﬁﬁm%ﬁ%%%m1,z-:@ﬁgaﬁUME)'
(125ml ), BT, $H_K-CE(15. Tnl,
0. 10mol) By DME( 5 0 m1 ) ARBME MR ERE L. H
ﬁﬂ%%ﬁiﬁ?ﬁ#lmﬁ,%ﬁmAz,5—:%—3—%%%
(108, 51. 8mmol ) DME( 75 m 1) &K, EERT
B E, REAARBIRKERSH. SR 1 NERERER
BAGEDH 2, KERABEREAY. FhAiki, A Meso,
FiE, RERG, BIH—Letw, EHLERRENMEL 91
S, TE CEERM. AXAHRBERNI AR, RE, B
o~ (ZEEHE) FE—5 R 3 —MERE(13. 68,
82%).

Wi —EEWTE (20001 ) BEAMAMAZE(3000 1)
HEH5 0% RMAL—K( 8. 8&) WREAT. EWFRTET,

—3 4



£ 3 Ak AUE TR RAWEN 4 et RIGE R LIEBR AN,
BEBREEN. BAEAREERAERS —AFE—-2-Z ( ZAERE)
HE-S5—RAME(12. 68).

W3 —-HAE-2-"(LAEHRE)FE -5 -—RWENE Nz
B (325ml)dEawmiER4. D, REREESKRGE #
R MEE AT, TEBESEEECTEY. AEMK NaHCOMIRE
WpHEZE6. 5, WEREUEECEERARENG —R—4 - &
B EAg (2. 68 ). ACRTEEIER SFERME A
Mgs0, T, Wa BEHE L6 —H—4 —AREENK
(3. 62). A, XBEHG6. 28 (2, 5 ——4—3 %
Fburit, RRENT1IX).
B. 6 —5—3—( 2 EHFEEL) —4 -AEAEUR

ETFBWNE EERET, B2EMNFK( 3. 48, 0. 15mol)
WA EAZE(90n L ) i, HABMARLHME WABER
6 —G—4 —RLEEIE (5. 08, 29. Tomol ), REW
A2 — BB IE(8ml, 55 mmol ), ERAAT, #iEk
Adp i EIR R, A2 E WA R . WikRAdeH,. Bk
K, Fl 6 NEBmE®mAEDHI3., FRREALEENRERS AKX
PR, AEEFEAGTHRATHE(T. 88, 94%, D-P-
250C).
C. 6—8A—3—(2—EZRpFEL) —4-KFEEEU% -1 -F
B - | |

Bo—B—3—(2—EHTEHE) — 4 —HEEHNE
(3. 38, 11. 8mmol )FAEAKZF(100m1 ) HEREY



AWEOT, REAN -—SHIFEARE (1. 5ml1, 17. 2
mmol ) ANE, N RAWEE R THHE 6 b HKEENK AKF,
FE R EREE, BAARR KET100CAEKFHHE2 044, i
el g, TH, ACRES R, REAMAEWE6 —R— 3 —
(2 —EnFEE) —4 —GEEHNI%R -1 -FHH o.p-

>250T. ]
: : H NMR

(DMSO-8 ) : $ 8.78 (4, 3 = 3 Hz, 1 H), 8.57 (br s, 1 H),
8.39 (s, 1 H), 7.92-7.89 (m, 3 B), 7.23-7.21 (m, 1H}.
IR (KBr disc) 1721, 1602, 1420 em 1. MS m/e ( AEA
B4 ) 321 (13), 280 (11), 278 (36), 126 (40), 194
(100), 111 (333).  TESAWIWHEE:  cy,HCIN0.8: C
4g. 53, H 2.51, N 13.06. szyyffl C 48.58, H 2.42, N
12.95.

Sl 3
5—8—3— (2 — 3R ¥EE) —6—f&FEELR-1-F—F
T AT B

Ao (B—RE—-2-F—4—gX) TH |

VR TE®H(24. 698, 220mmol, 2. 2%E)HT
FAWER (150n1 )P, EERAT, T-50T, H&HET
B2 —8 —5 —FHEHRE(15. 858, 100mmol )R
(4 —E8FE#%) 7 (E.Crochowski et al., Bull.
Acad.?ol.sci.ser;sci.Chim” 11, 443 , (1963))
(18. 448, 110mmol, 1. 1%%)%%%@”5}%%' |
(150ml ) %A, EATK WEELYT, FhEERER



MEERELE-40CE-—50T. REERKAAT, T—-787T,
WETAE R NReHH 1 et Wity EiZ K BIRA S K
L%(ZOml,0.35mu,3.5%§),ﬁVﬁA%ﬁ%§
. HE5WHCL( 100wl ) FEAMAZRERSYF, AT
ﬁ(IOOml)‘ﬁm‘ﬂﬁf(ZXIOOml)hm % &K IE
A, &R EE, FMeso, TH. EXEAERKE (41508),
CRERAZEATR(1200m1 ) %% BREEARLEMN RMER
K (#300¢e) BHM, H25% 0K, —AFmAH FE W
Z¥( RE=0-52, BN : Z8Fk ), EHFERH LKBPH
B, BEHEeEEELR6 -G -3 —RE-2 - WEETHE
(1. 378y 7%) smw-p-121. 5—123. 5T, #—%
%%,M'E~M%%(Rf=o.48,&%m::a$ﬁ>,%'
HEAN AL RHEH, BEH (2 -8 —5 —fL—4 —vwEx)
Lﬁ(1.87g,9/),ﬁé€@¢ f4, m.DP. 8 7 —8 9T,
IR(KBr) 3080, 2240 , 1600 , 1545 , 1520, 1450,
1390 , 1340 , 1135cm ‘
B(2—RA—5—FE—4 g ) JIEWTE(C(100 L)
HHEWEHACE (1500l )HHEHNS0NMEE ~-K(3. 28)
BEEE, EWMAREEY, TINMAKET, #Z2REMWENK2.5
N, REZEERESE (celive® )itiE, BEEAN. REEABRE
Fis MT—F e, BEHEHEKAENEL A3 : 1TRTE
CHRER. AFRSARE e Rk, RE. BBk
(850meg, 32%). W¥AFEZNEREH, Kb RE—=
%m%EWE%A%(%75/JM@%%(600mg) |



B. 5 —8—6—fZ2HE9% |
H(5—BE -2 —F—4—RE)THE( 1. 408,
8. 4mmol ) HE6N HCL %M(100ml )i, #50—
100TCw#h2/ ety £%4)E, BREMAEENaHCOs HF AR
EpH7, ALBLEER 4HTROEENN AiAks A
MgsSo, T, BRIEKLE, BRI WESHKNEN G, F LB TERE
e (RA—LFBAYTHEMBERE) . 4344458~ WOEG,

g, BEEARMEMAY(650me8, 46%), m-p.
230C (44). BHERERY : ZORB-SHEE e,
 EAHSBEWE TN -2 EE— 5 —f— 6 —RLBETR, REMm
Ho MR T B— F A T T T —% K . |
C. 5—f—3— (2 ERFBHE) — 6 - AREENE
¥EBMANTR(232me, 10nmol ) waTTEEKE
MEWEKZE(10nL ), AHELAEMEE MAEKS —&
—6 —RLEELN%(340me, 2. 0 mmol ), f;‘k\)gj]g)\z —
ENFEHIE( 0. 541, 4. Ommol ), RAT, HLHE
B E R, N IUR, B RA SIS, Bk K
W, Fl6 TABBAEDE 4, ARKEEATH(475n8),
Rk, ZETF8R, BurafTREs s, SaMEe s

(190me, 34%).

R

» 8.79 (4, T = 3.2 Hz, 1 H), 7.97 (s
7.77 (d, 3 = 5 Hz, 1 m), '

H) . 7

(br s, 1 H)
1H),
7.65 (s, 1 H), 7.17-7.14 (m, 1

—38—



D. 5—8—3—(2—EnFEEE) —6 —ERELUR-1-10
~TEFBRE
5 —§—3— (2 ERFEBEL) -6 -AFEEEWE

(190mg, 0. 68 mmol ) AETAADMSO (3 m1l ), KK
WANZTHE (0. 20m1l, 1. 4 4mmol ) RABRKTE
(0. 11m1, 0. 95mmol ), TAT, ¥UHHREUE

8 5T it ik 4 /NI, ¥ZBEANEE R, KREENKS AP,
1 NHhEB®RAEDE 2, WEKEFEWEMK 2ATHR AT
BE L S, BB (175m8, 68 %, n.p.224 T (4. 'H
 NMR (DMsO-d): & 9.45 (s, 1 H), 8.70 (s, 1H), 8.43 (dd,
J=1.2, 3.4 Hz, 1 KH), 8.06 (s, 1 H}, 7.82 (dd, J =

1.2, 4.9 Hz, 1 H), 7.18 (dd, J = 3.4, 4.9 Hz, 1H), 1.40
(s, 9H). IR (KBr disc) 1723, 1660, 1624, 1586, 1552,

1474 en™ . Ms m/e ( AMELSK ) 377 (2), 280 (21),
278 (59), 196 (41), 194 (100), 111 (41).  STEAMF

W HME C,,H CINJO,S: C 54.04, H 4.27, N 11.12.
5% W fE € 53.88, H 4.21, N 11.04.

P

3 (2—mEnFEgE) -5 -REBENER-1 ¥ -RTETH
i | - »

A. 3, 3, T—Z#—5—-EHFE%

FAT&R3s 3, 7T—Z8—5-RKEEXEEINIRERENZS —
g%, HEFELEEEA N4, 625, 033, Fih &
JE R B 3 T Sk o7 AR Yamé.naka #Z < Chem.Pharm.

Bull., 35, 1823 (1987)>, #Ookuda # Robison

—3 1 0 J—

s



< J.org.Chem., 24 , 1008 (1959)>, ¥5 —&%&"%
(1. 58, 12 7mmol )ETFHRTE(100m1 ) K
(100m1 ), FEHEMET, A20084RMEFWE (2. 6
ml,5o.5mmu).ﬁm%ﬁﬁ,ﬁﬁ%%%pnk%%1.
F 3N NG MBS I MR NaHCO s Wi Bl WIRA D
b EHEZEG6. 5—7. i, HIAABWIE. HERE HILE,
kR, FARESE SATE, B3, 7e(79%) FaERK
m-p. 250C. ALBCERIER IF—FoMELEH
(700ms, 15%) sEREZTIC WME, F—# oA i SR A
%.%%A%X%%ﬂw,%émméﬁ%%,mlo/?ﬁ/
CHCls ¥hi.
B. 5 —RLEALET%R

¥B10%ME— K (3. 28) WE3, 3, T—-Z#E—-5—-%K
7BHEA% (6. 48, 17. 3mmol )EZE(1200m1)
EHE, RAWMAREE, £33 KRAENEAT, ¥HBRANE
f3 e, FRRADREREE L REGEREARN. ATEXLSR
%o%%%ﬂ,ﬂ?—ﬁé@%(i%éﬁﬂ?%%%ﬁ&%),
3. 5¢&, BZEAET RS, RAEERAE ZmFELHR, WA
wﬁﬂﬂw%*%ﬁ%%ﬁﬁEPHT-5.%5%ET%%@&%
1B 3 k. AXTETEERK, FHAk®k AMeso, TH, &
Bk, MT—EA. $REGSTERH, DREKEREER
Rk 5 —RABEGR. HERNARGNTHEES R, XHH-HL
BEfMAH(B50mE), m.D. >250%T,
C.3—(2—ERFEE) -5 -ALALUR



Yo R NBHR (1. 158, 50mmol ) e TTHREER
FE W3 0ml BRARTEY., #EBNCLERE MABKERS -
G epAxE% (1. 40m8, 10. 4mmol ), KFEWA2 &
HEBRZE( 2. 7Tml, 20. 1omol ), XAT, HREREY
B LA, MhE, BXE EEECE, ¥REAERERIE
5 0%, Y7 ReWAH, BAK AP, WHRERDTR, KRExd
B, AEEEAKTOER, A6 VEARMKRABRKEDPHT,
FEATLIET . aE kR, AARE EATHR BHE A
EAREENEH( 2. 08, 83%).

D. (2 —EHFEEE) -5 -GEEENR—1 -7 -—HTEFE
f& o :

3 (2 —ENFEL) -5 —HLEXLI%R (500 s,
9., 05mmol )EFEXADMSO (10m1l), RAWANZ UK
(0. 6m1, 4. 3mmol ), MRABKTE (0. 3511,
3. 06 mmol ), %“& T, £85TH#ET, WixEsMIH5 /D
. AHEEEE, EEERENA A, F6TERRAED H
o . Wik EREWER, Axgdk =2ATH RS wLERNA
B4, FIRG. FEE(9: 1) B, &XFEAMHAx IR
m%ﬁﬂTﬁﬁ,ﬁEﬁm?ﬁ/%ﬁ/aﬁﬁ%%,%Eﬂﬁﬁ/
HEEED, FHHEeHW(210me, 31%), m.P.
>250TC,



g nMr (DMSO—d ): & 9.85 (s,

1H), 9.18 (s, 1H), 8.70 (d&, J = 1.6, 3. 5 Hz, 1 H),
8§.41 (&, J = 6.2 Hz, 1 H) 8.26 (d, J = 6.2 Hz, 1 H),
©7.73 (dd, T = 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™ L. MS m/e ( 48 3 & 4 b ) 343
(2), 244 (30), 160 (90), 111 (28), 84 (100). I & 4~
¢5:H-g§-@z'cl7nl7m3035 C 59.46, E 4.99, N 12.24,

SE W M C 58.68, H 4.87, N 11.54.1

T

Sl 5
5—f—3—(2—ERFHTE) —4—-K&EHEI%—-1-F—K
Tk E B
—f—2 —FHE -3 —F vz

3P Nesnow f1 Heidelberger < J.Heterocyclic
Chem., 10, 779 (1973) >Hkyt, Hils— k-
2 —AMEFIE DS —A—2 —FHike ( 5 —-R— 2 —vEE ), T
BIZARET : ERE—F2 A -5 —FEEWTHARBEEEAT
4 8 BERBERRE, THEXR I EEEFHPEBE LA
25 %HBMIEL145TRE, BOTT, ¥5 —f—2 —EHrwg
(11. 168, 98+ 7mmol )4ikimAW H280, (90ml ),
BEZENBREDEREEER, REES55—6 0T w3 /e, Hix
REYRHNEZ R, AEEINK, A, TRKEEE74, Ak
%y BRTH, B28. 24e(53% )BELAY. MAERK
NaHCOs EHFZPH 2, FALBTERK, 4 F2B0E, A
MgSo, ThH. K4, IARBE—HoMmEAEHW (1. T18), ¥k

It



R11%.
B 2 —8—5—%— 3 —mEE

60T, 5 -A—2—HFE-3 —HERE(6. 58,
41. 1mmol )L NETEaL#H(9. 418, 45. 2mmol)
fo=H88% (4. 2m1l, 45. 1 mmol ) HiRAHE. £ET,
HZIRAMAE L 0 0T Ml b it &, AHEFE, BAK- &
. BMA—EAKMTE T KRAPEEE L ERBEREET
M, AEAKEBEANNE BALTRIBE—HI2E MR A
Mgso, T, K%, BYMEERAENSEL AAGRE. 434
SHE A RS, RERRA—FEH (3. 518, 48%),
Zl#E 5 C B % E .
Co 6 —F—4—RLEHLTR

LT REIEHN 3. 186 0%EaMMwAH M ( 77.6mmol ),
F EEEAT AhE AT N, REEY THALHERRETEA
DMF( 100m1 )™, A30T, AEEHEBTAINR_B -8
(11. 8m1l, 77. 7mmol ),  ¥ZREHAEO CHEE 1 /e,
KREMN2 -8 —5—H—3 —"EWE(5. 218, 29. 5
mmol ) WyDMF( 4 0 m 1) %W, TERTERYPH IR REH
FREEAMEINK Kb, A6 NEBELRLEDE 3, REA
L% LERBZRAY, FRAREANR, AMeso, TH, BE
Kb, BT, EHRERNEANMA, A3 : TLRLE
o BRI, AH AT MR, REEBE 1 1. 5 e
%t BheH2—Z ( LEHRE) FE—5—F— 3 —WEwwm
WML, EERMAAZ11: 9. BHE, 2 -=( Z48



) EE -5 —H—3 —WHEWEHREEAARZBE(90X%),
Ko (ZEHE)FX -5 —F—3 —wEdEhm R
TR AMEMETE( 100wl ), FHHENmEHA 150m1
LERBHT. 885 0% MEE—KRERE., EMRKRGET,
F3INAARETHILRAWEM 3 Nty BrEEEHEREELA,
BEBREAFF TS —ELE—2—=( ZAKRE) FE— 5 —aHwE
HH B CENHKRSY. MZRAMBEE6THE (280
m1), WRERSAE, RERREA®, REHETA BX
W, HT—ER, BEZETAKCEY, KEWK REAXRESR
EAREE A (4. 07 8), ARTRTEFHNZER 25
Fig, REBHERERTZHRMAES L BN FEH#H—FHEAR
TT—FPRM. | |
" D. 5—F—3—(2—ERFEHRE) — 4 —AEEEI%R
%ﬁﬁ%ﬁﬁ%(o.75g,32.6mm1)mﬂ?%ﬁ@
BEEIERAAKZE(30nl ), £L2EHTLEME MAE
B 6 —F—4 —HLRELF% (1. 08, 6. 57 mmol ), &
EmA2 —vEnFH (4., 8m1l, 1 3. 4mmol ), F&ET
Wi A i ER 2 A, EMEE, WA E6EITE. BZREY
oA, BIAK A, Ao nEBBAZEP H2, MREKEMAE LS
b, BREAFEEER, BEHN854me (50% ), BHELEm X
HESBERE - HFM(34m8, 2%).
E. 5—f—3—( 2 —EnFEHL) —4 -ALEFNI%R-1-N
BT EFHRE
$5—FA—3— (2 ERFEHE) — 4 —AREL%R



(450meg, 1. 72mmol )ETAAKDMSO (1 5m1l ),
WAMNZTHE( 0. 50m1l, 3. 569 mmol )RR TE
(0. 30ml, 2. 62mmol ), FAT, HBRALHAESSC
itk % Aﬁﬁﬂiém,%FﬁAW/ﬂ*smk
I vEBErHFZE2, FRUETERZERERL, 2ATE, K
R EAit. H R TESEAL. (ﬁwﬁﬁﬁ,“mk—@aﬁ)
SHECHIBTYWEL, RE., TREEE OB O, UHEE S, .
BIME e, HEREHRER (18 1ne, 29%).
1

H NMR (DMSO-g 6) ¢ 5 14.00 (br s, 1
H), 9.28 (s, 1 H), 8.77 (d, J = 2 Hz, 1H), 8.44 (4aa, J-

= 1.2, 2.5 Hz, 1 H), 7.98-7.96 (m, 1 H), 7.809 (@, J =
4.2 Hz, 1 H), 7.24 (&4, J = 4, 4.49 Hz, 1H), 1.40 (s, 9
). IR (KBr disc) 1721, 1609, 1552, 1423 cm™ ). MS m/e
C A B 4t ) 361 (4), 262 (40), 178 (100), 111

13). ZTELSHFHEE o H)¢FN,0,8: C 56.50, H

4.46, N 11.63. 5 yq1g. C 55. 66, H 4.48, N 11.41,

52 %65 6 |
5y 6 — "R —3— (2 —ERFEHEE) -4 —F2EE9% -1 —
§-RTAFBE
A. B, 6 -4 —4—ALBEEY% |
#< Helv.Chim.Acta , 59, 190 ( 1976)>Fﬁ:‘xz}i
FEs BHELRWEHET 3 —@E -2, 5, 6 —=—@ukwr, &
—FPIREGZN#2, 5, 6 —ZAWEMIEZMH WA hERH
ﬁmﬁA% AT ﬁ%xﬁfiﬁﬁﬁ@A%%ﬁ,ﬁﬂs — &

— 45—



—92, 5, 6 —=AWERLE2, 5, 6 —ZHRWRMDEWRF
Mtk ( BEBAEANE ) WEAN. ETIRERME AN 6 0 %A1
ok (7. 928, 19 8mmol ), ¥ EERET K
DMF( QO m 1l ), K5, ERBETHNMA_BR_CE. BHIZRE
wmTFEETHEO. 2 5/08, AHEOT, #3 —ME -2, 5,
6—=&We(12. 58, 55 mmol ),2, 5, 6 —ZRWE
(1. 6&) RENEWRRME (XEN6. 4 8 ) HFTDNF
(40m1l ), BEERAH AEUHFAMANLRRE P, #
ZEAMTOCHIE0. 2 540, BEAF, HXA 6 VHBEEML.
 BEBEIE. AABERE, Aikik® Hdeso, Ths
_mﬁ,%F~ﬁ%%,ﬁﬁﬁﬁﬁ~E%ﬁ&ﬂ,%ma%%%(%
LA S AR EEAE ). RERCBRUERK. WHEHZ MRS,
BEERE, WREMBERNEN G, A1 9: 18K, TRT
ROk fie A 3h A & B B SR, WA B R T — iR 4, F4K
WwTF:FEwm (2 —= ( CEERE) FE-5, 6 -8 —3 —
WERE) (5. 28, KWE:27%), 2—=( LREKRE)F
#£-3, 6——H—5—AHEWE( 10. 58, kFE:54%) 5
W8 CHE.

W FRFARAYEMAEL 000 L LEY, KERILWEA
1001 ZEABTNSs 0%lAH—K(30¢&)REHEF. £
rIEFEY, FINAKRAETHERRGHEMLS D, RERLHEE
bR, RETREER AR, EHEEEA
EAraif, Fl4: 10K, LRI 25¥ERGKE KA
IH NMR (CDCl, )Mz G4, ThMEW -8R _CERE, Ml



MRS —RE— 2 — = ( DAEHE)FE -5, 6 —ZR ik
we, R EEHEFALREMGS —AE -2 -2 ( TRAEKRE)
Fik—3, 6—_4iE, RETURTERIBREN R =T,
B KBWFH PR AL RARAEREY, #REH3 —AF
Lo (TAEEE)FE—5, 6 ——EWEHESRGELE
ZJ410%% ZMENESR A, B —HA KW TWERE: 3 —
SE-—2-—"(ZEEHE)FE -5, 6 ——A®%E(3. 178)
AP WERE 3 —fE—2-Z (ZAEHEL) FE -3, 6
g (4. 038). BRUREWHE6 VLK (120mml)
B, edk B 3 /N Aﬂéé@nsﬁﬁ%%ﬁi% N CEEs
REXRAMYBEK, EER—BE, BFEEEEREHKERNENA
fhe O : 184 FEkl. 4FFHAHE DLl KER
BE—EE, ¥ELETESH, B35, 6 ——R—4-AFEE
BWE (1. 428 ), W3 —HAE-2-( LAERE) TE-
5, 6——&HkEit, WEHT 1% #H3—HE—2, 5, 6 —=
o, BKEH13% w-p. 230—233T (8.
B. 5, 6 ——8R—3—(2—ERTHE) —4— — R BE A%k
YEk A B4 (0. 298, 12. 6mmol ) WMETTHE
EEEEHEAZE(1IOnL ), #4BNELEME PAE
K35, 6 ——B—4 —KEELI%(500me, 2. 46
mmol ), KEMA2 —EHFHRLE( 0. 67m1, 5. 0
mmol ), ZET, HWIZRAWAKER LR HEREHAL, B
ks K, FI6 NABBAED E3, MSKEME e KX
T, BE607T0 8 (7T9%) 4.



C. 5, 6——8-3—(2—EHhFEEE) —4 - BAEELIR-
1 -8 -7 EFHRK |

#e, 6——B—3—( 2 ERFEHE) - 4 —KAEERUK
(300me, 0. 96 mmol ) %fEHE LAKDMSO ( 8 m1 )W,
RARMWANETHE (0. 20m1, 1. 43 mmol ), FRABRKT
(0. 16mLl, 1. 4mmol ), ¥HHREHEXKT T
8 5Tt ik 5 Aty MZBEMEINK, AF, N1 THEEER
fEpH2, DEKEFHENER, TH SERWENEN A
09 : 1484, FEEM 4XAFHENNER. KE, HHEE
EE . FEEZS, B2207 0 sMEAEH n-P- |

189—-190C, 'H NMR 1
| | H NMR
(Duso-d ) : 8'9.66 (4, J = 4 Ez, 0.4 H), 9.02 (4, 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 = 5Hz, 0.4
H), 7.76 (&, § = 5 Hz, 0.6 H), 7.30 (dd, J = 4.5 Hz,
0.4H), 7.23 (dd, 5 = 4.5 Hz, 0.6 H), 1.47 (s, 9H). IR
(KBr disc) 1712, 1640, 1579, 1534 cm . Ms m/e
(48 s H 4 H ) 413 (1), 411 (2), 314 (30), 312
(38), 230 (75), 228 (100), 111 (38). L & 4 A iF £ 18

C,-H;gCl,N,0,S: C 49.52, H 3.67, N 10.19; g C

49,45, H 3.58; N 9.91.

S FE 7

3 —(2—ERFERE) -6 —ZHFE -4 -—EEELUR-1-
N —# T % F B |

Ao 2 -8R —3—#E -5 -ZHAFEWE



wHEEA 1421619k EETE2 -R-5-ZAF
%%%ﬁ%?ﬁ%ﬁﬂz—%%—3—%£—5—£ﬁ$£%%.
Yo —$E—3 —ME-—5-—ZAFEUE(8. 88, 42.3
mmol )G OCWE=ZEE#H (4. 2m1l, 45. O mmol ) fu
FEEMARE( 9. 68, 46. 1mmol ) WRAHE, K5 TAT,
“iZEAHMT 8 0T wH IR, ﬁﬁﬁﬁé?%ﬁAﬁﬁﬂiiﬁ.
BIAK S AP, FEERZ ZRA Y, AAfEAEEBRIENE £F
MﬁmL%%E,%%&%,ﬂT*ﬁﬁ@,E%&ﬁmeﬁ%m.
'miﬁ%%a%%R@ﬁ%%?%%ﬁ%,m%ﬁ,ﬂTéﬁéﬁ
(5. 08, 52%), 'H NMR (DMSO—d,) : & 9.20
(s, 1H), 9.07 (s, 1H),
B. 2 —— (¥48L)FE—3-—RFE—-5-ZAFEHRE
TR mAEAAH (6 0%HawE) (800 ms,
5. 0 mmol ), Fl CERAWAREAT M, RERETHEL
MEETEAL, 2——FAECK ( DME) (20 ® 1), FiF
TRMF_B-FAE( 5. Oml, 2. Ommol )W DME( 15
vl ) B BERAWET B TR L, KEWA2-R—3
k-5 - HFEWE( 2. 38, 1 0. 2mmol ) KyDME
(15wl )#H TEETEERBERE, HRRAWENK XK
h, 4F 1 DERBRBNEDH 3, REALRIERZREY, H
ﬁﬁ%%ﬁﬂﬁ,mMﬁm4$ﬁ,ﬁEm%,%9—%ﬁ% E#&
BHBEAEIANL, AT RGN, GHFASIRF aRY, K
EA—BeEE; 3. 88, (7T9%) : m.P. 82—-84T.
C. 3—¥EPE-—6-ZHAFTLE— 4 -ALELER



ENRBIET, 2 - (FEHE)FE-3 -HE-5—=
 EEaxwnE( 1. 28, 2. bmmol), 4 (495ms,
8. 9ummol ), KZE(50ml ) MRAHMAER2 I, %
N, BEEAHE K A, HRKEE EEETR AT
R EESTRNE, BE:780me(93%) s m-p. >250C,
D. 3—XEA8E-6—AFE 4 —EREEIR-1-F-H
TEFHEK |
W3 —EEELE -6 —ZAFE -4 —AEEXI%R (750ms,
5. 2 3mmol ) BETHADMSO ( 15m1) ¥, RAMAZTE
(o.6m1,4.3mmm)%%%ﬁﬂT%(0.38ml,
3. 3 3mmol ). RAT, WHBRAHWE 0— 1 0 0THEF
a5 N, A ETEE. BERENAS AKH, WAL T REE
EEBME p 8 3, EHETEWEG BRETRGE, Arsso,
T, BREKRE, BRYHSERNEN Gk, ARG R, 63EH
O, W, RTEEER RE:830me (86%);
m.p. >250T7T, -
B. 6-ZHEFE—4-RREEIR—1 -7 -RTEFRE
#3—FEBE-6 - ZAFE 4 -AREEIR-1-T—
HTHFEE (1. 108, 2. 53mmol ), 10%E-—K
(300me), RTE(100m1 ) WA A RRE ST T
5 A R AL 2N R MR M R R AN, %
B — K EEE (6 —SAFE— 4 —RAEEIR—1-1
— W TEFBE -3 —%#%) (8508 ), %ﬁ@@%iaﬁ%‘i |
(100m1)d, MAEKLAE AHEZEE BREREEN

—5 0 —



%W AR R EAT dif, SR A, BA 1 0N FE . At
A%Aﬁ%ﬁF%%%ﬁ,ﬂﬁsﬁ@méﬁﬁﬁF%sﬁlomg
(80%).
F-3—(2—%%$%%)—6—3%?%—4—@%%%@%—
1 —N —RTEFHE

%6—_ﬁ¥% 4 —RREET%E -1 - N — ﬁT%W&%
(350meg, 1. 16 mmol ) fud — —F H&EWE (317 o &,
5. 5 9mmol ) HTAADMF( 5ml ), WINER—2 T
£(0. 14m1, 1. 3mmol ), AEEETHZELUEHE1.5
¢ﬁ,%Eﬂk%/%*;mlN%ﬁ%PHﬁgziﬁslﬁkﬁ
BRI, FAME%E, SATER. KERALREER 2K FHE—=
CEMk, 160mseg (32%) sm.p->250T,

\ _ o
ly amr (CDC1.):5 14.12 {br s, 1 H), 9.18 (s, 1 H),

g.74 (&, g = 3 Hz, 1 H), 8.2 (s, 1 H), 8.14 (s, 1 H),
7.94 (d, g =5 Hz, 1 H), 7.25 (dd4d, J = 3.5 Hz, 1 H),

-

1.41 (s, 2 #). MS m/e ( Fa B4 WK ) 411 (2), 312
(23), 228 (100), 111 (27). IR (XBr cisc) 1725, 1675,

1645, 1605, 1535, 1520, 1500, 1415 cm -, T E 4
ﬁF?#.;;1ﬁ; C1gH16%3N3F3S: C 52.55; ®, 3.92; N 10.21.
SEWIME C, 52.52; H 3.84; N 10.12. * N

LM 8
3—(2—shEFHE) -6 ZHFE— 4—%*%%%%—1—

- N -RTEPEREK
L RENHIT TR ﬁi,MG—;ﬁ?£—4—ﬁ%ﬁ§W%—



] —F —KRTEFEREIHE, £FA300me (1. Ommol ) 6 —
SETE- 4 REEENR—1-F -RTATHRE, 0.11n1
(1. 1 mmol )2 —wkviEHBiE, 244 meg (2. OQmmol )
4—N, N—_FHLYWRK 10n1 DMNF #4557 HMEALEH. m%
B EEE Y, AORES S, BRATEFH. REAMELEH. 4
E:230me(58%)s m.p.>250T,

" .
ly aMR (DMSC &) & 9.22 (s, 1H), 8.52 (&, & = 1.7
| 6

2z, 1H), ¢€.18-8..17 (m, 2B), 8.00 (4, & = 2z, 1),
6.74-6.72 (m, 1H), 1.41 (s, 2H). MS m.e ( F.# H
4 Fbo-) 223 3y, 296 (23), I28 1100). IR {¥3r disc)

720, 1670, 1640, 1615, 1540, 1515, 1460, 1425 cm °

T & AWt B CqgHcFiN;0, 1H,0 C 54.07, # 4.16,
N 10.51. 52 y{E : C 53.89, H 3.97, M 10.41. ]

5wl 9 | :
5—RHEL-3— (2 ERFEE) —4 A& L% — 1 —
N —A T ZEF B |

A. (3—fFE—6—FFEAE—2 —wEE) UK

¥ TES(12. 348, 110mmol ) ETALKDMF
(30ml ), AHE—-10T, ZTf EHTHM(4 -EXEA
£)7ZHE (9. 228, 55mmol )2 —RHEAE—5 —FE
we (3 Friedman & AW FIEHE T . An. cn_em.,sOc.eg ,
1204(1947)>)(9. 118, 50mmol )H DMF
(30ml)%H. £OE10TT, ¥ITHEEEARIEL N,
MAEBAEZR(80RL, 5%), FAREEGHENREER. #

—52—



FRAME AT ELERE K 4 RWM, Aueso, TH RE
k%, 9Tk, EEEEL—AEREKS Al 18T
L BEE, MEE KK BAEH( 6 —FREAE— 3 —HE
_ o) THERMAMBMEG 1 1 TES LREAHT, £
BAamE AL KE-HK( 0. B8 ). ERARFEEF, T3k
SERET, ¥izR4HEMRD D, FZ RA B ELDEBREEL
I, WEREER, BREFEEAF, WA Naco: FPrHHFELO,
4% JR AR AFEERE K A FERE, AMeso, TH, ¥
g RYMBEEBENENSEN, KARAL : 28 Bk, 1 1B/
| BRATBMCERM, A3 TR TR 4B R A R A
FBREF, BHXFLCESR(I-—AE-6-—RWAE-2 — ukrg
£)LE(5. 608, 59%) 3 m.p-83—-857T,
B. 5 —BWAZ— 4 —AREEIUK
W(3—&E%—6-—RREX—2-—wEXE)TH (4. 58,
" 93. 5mmol ) AT 3NHBAERY, HES50—-55C Tk
K. YHEO0CE, ZEHWAK NaCH B % %%%Eﬁé{ha 4%
%mamawkm%m,u%aﬁaﬁﬁmﬁ,mﬁm%ﬁ,m
Mgso, T, REFESIN—EE, ZEEREERNEMREN A
ﬂﬁ/?ﬁﬁ%,%AF%(S—%Wiﬁ)—4—ﬁ%%£
W%%%ﬁﬁﬁ,ﬁﬂ—%ﬁﬁﬁ(l 0g, 22%).
c. 5 —RHAE-3-(2— —ERTHEEE) — 4 — ﬁ%ﬁ%"&'l“}k
B kAaBH(250meg, 11 mmol ) w3 |F TR R 5
WA KZE(10nL ) H, #LENTLERE MAEER
5 —BHEAL -4 -HL2EEX%R(419meg, 2. 22mmol ),



KEWMN2 —ENFHRE(0. 59ml, 688me ), ¥iZK
S E R, REANEEER, BOK AE, REAL T
B ZRASY®L, FOURCERE, 434 LB OEERE, Fi#HK
W&, FMgso, TH, REXRS. BREHEERWNENEL KKk
et o: 1846 FEEM 4340 a8rase. K
G, BYEWE A SHEEAEN St AAGER. %R 4HF W
S, W, BES —RHAE—3— (2 ERTHE) — 4 — K
e (FEERK) (300me8, 45%).
D. 5-—RHAE-3— (2 —EHTFHE) — 4 —ARBEETK -
1 — 8 — T &F @ |

%5 —RWAE -3 —( 2—-ERFHE) — 4 —KFEEK

- . (300meg, 1. Ommol )HEFEA

DMSO (7T ml )W, RAMANZZE(O. 3m1l, 2. 2 mmol)
FEEHKTE (0. 17ml, 1. 5mmol ), #£8 0 CH#E¥
WA A 4/, BANEEZR G, HZEREI K AKF,
FHE 1 NEBERBA. FRKETEE WER BRTE iz
R amYy, AERRAEZRER, Fi2R4WBRTaEE LTI,
BIERGRET, BH—F B 5 -—RHAE-3—( 2—%E%
HEE) —4 - REEENR -1 - N -RTEFTEEERARCE
w5, BELEEY, AREEERERK(105m8, 26%) 3
m.p. 160—163T,



1
H NMR (DMSO &) & 9 .20 (br s, 1¥), 8.87 (&, & = 3

Hz, 1H), 8§8.43 (4, 5 = 8.5 Hz, 1H), 7.90 (4, C = = Hz,
1H) , 7.23 féaé, 5 = 3, s Hz, 1H), 6.71 (d, J = 8.5 Hz,

L %]

1), 4.90 (neptet, Z = 6 gz, l4), 1.4C (s, 9H)

. X W

, .38
(d, & = 6H, sH). MSm/e ( A EHEL K ) 401 (12),
302 (61), 17 {100), 48 (18), 211 (36}, IR (XBr Zisc)
1703, 1654, >624, 1604, 1341, 1318, 1472, 1421 C“l-l.

E%—é};‘:ﬁ—ﬂ—ﬁ{ﬁ 20 2334' C 32.83, H 3.77, X

10.47. 52 ymuﬁ C 58.59, H 5.62, N 10.46.

SEHFl1 0
5 —FmE—-3—(2— %%Wﬁﬁ)—6 fEEEE%—-1—-X
— BT AT

Ae ( 3—RE—-6—FKEE—2 —dgE) THHT B

#2 —fi— 5 —RMAERE (# Finger f Start FRFEH
&< J.Am.Chem.So0c., 81, 2674 (1959)>)
(5. 78, 40mmol ) F( FegX) ZERKTE( 9. 0 8,
4 0mmol ) BYyDMSO ( 7 5 m 1l ) AREMEANAREE T HHRKE
F4(16. 08, 400 mmol ) EDMSO ( 7 5m 1) ¥ud,
B ¥R NEEEFAEIOCUT, EXEETHIZEHIHBFTRE,
MEBANKKF, A1 NSRBI P EHE2 L%, KEATRT
BRI IRA Y, A ENERE, FMeso, TH, BEKRE &
maEEWHENEt. A2 @ 1840 el &F4SFET%
W, W, REEAERME ARAHE, RHEALEH(1.58,
11%), m.2-104—107T, | |
B. 5 —FahEk—6 —ALEHEET%



¥(3—HE~—6—FKnEx—2—drEH) TBERTE(1.048,
3. Ommol )AETA4A4M (600mse, 10. 7mmol ) EK
TR, WREES N, ANEZERE HRESBEAK AR,
FafFEE, 4FaFRBRA, A AREHK TH ( Mgso, ), ¥,
%, BHEENAN FXEEEA(560me, 77%), =D
186—-189T.,
Co 5 —KBME-—3—(2—FERFHE) -6 - AKFAXI%

BEHFRRALBM (264me, 11. 5nmol ) HETFFRE
FEEE AR ZE( 100l ) ¥, S2BEH5EL288EE A
5 —FHE—6 —REEEIKR(560m g, 2. 3 mmol )WZ
B(5n1) %M HRREWERES 0T, HEMA2 —ERT
BZEE (0. 55m1, 4. 6 mmol ), &KJEHIEA MM EK
30 /NB, BAHNETER BRREAHEINK AF, WA6 NH
BUEPHEZE 1, DREKENEHNEL T, S2EKRAENLE
Cfks O 1845 PERM. AACATHE —FHE -3 -
( 2 —EHFHE) — 6 —AREERNEG, REEAREMN &
I—AEeEAK(620me, 76%) s m.p. 248—-252T
(%) .
D. 5 —%#h#E—3—( 2 —EHFEHE) — 6 —KLBE£%— 1
— N —RT EZFBE

55 —EHE—-3— (2 —EHTEE) — 6 —REELI%
(255mg, 0. 7 2mmol ) ¥%-FDMsSo ( 5m 1l ), Rk
AZTHE(0. 2m1l, 1. 4mmol ) ARHEHTE (0. 12
ml, 1. 1mmol ), ¥ZEKAES 0T HHKITH, FAHEWZ

—56—



iﬂ%ﬁ %/%¢,ﬁA1N%%&%£&%£PH2-5Ef’
4E | 1
a/f‘hé‘%(TOng’ 22%);m.P->250°C9
'y nMr (DMsO d.) & 9.885 (s, 1H), 8.95 (s, 1H),
8.52-8.50 (m, 1H), 7.92 (s, 1H), 7.64-7.62 (m, 1H),
7.42-7.30 (m, 5H), 7.12-7. 07 (m, 1H), 1.39 (s, 9H).
IR (KBr disc) 1706, 1619, 1587, 1554, 1465, 1427 cm
TEA M EE cya8,,0,N,S, 1/3CHCl,: C 57.04, H
4.38, N 8.55. 5 | {4 : C 56.74, H 4.60, N 8.23.

-1

LA 1 |
6 — 8 — 3-(2- g ) — 4 —REBEE%R -1 -V -K

T & PEER |

BEEHEP L CHRyE N6 —R—-3—(2- — vEa g )
4 -G sk (L2 B) e HRTA A foa i, HiK
RF6—B—3—(2—BHPEE) 4 - REEEIR (450
mg,1.6mm1),%ﬁ BAHATE(O0. T8uml, 2. 4
mmol ), =7 (0. 49ml, 3. 5 mmol ) &1 DMSO ( lQ
ml ), HEHETE /iﬁﬁuwﬁﬁﬂ330mg(55%)F
M, MS m e

U M E LA WE ) 379 (3), 377( 10), 280 (24), 278

(71), 196 (40), 194 (100), 111 (20). IR (KBr disc)
1717, 1659, 1597, 424 enl. R E 4 H W &
C17%15C1N,0,S: C 54.04, H 4.27, N 11.12; 52 H & :C
53.64, H 4.14, N 10.99.)

-5 7 —



LR 12
6—F—3— (2R FHE) — 4 - HAEBEHE~1 -7 —&
TEF B . |

HTREKP2 B & £FBT6-8—3 (2 —wg¥
B ) —4 —REFEET% BEEH6 -—F—4 -KLEEE%
(1. 0&y, 5. 9mmol ), ( 678 m g, 2 9. 5 mmol ),
o HEBTE( 1. 65m1, 11. 8mmol ) RZE( 30 ml),
AR EHEEE S, 8882508 (53%), m.p. 250C.

RIEWEWP 1 CHE b6 —8R—3—( 2 —skvFELE) —
4 —REBEESEHE e, EERA6 —H—3—( 2%
WEEBE) -4 -KELEXF%(400me, 1. 5mmol ), B
FEARTE(0. 26mg, 2. 2mmol ) E=Z7M(0.41 m1,
3. Qmmol ), REBHEN 4 /Nit, ML EL R, BE:
100me(35%)

17"1&C1N3°4 C 56.44,
H 4.46, N 11.61; L W fH C 56.17, H 4.26, N 11.20. M.p
>2350°C. “ ' -
SEHF 13

6 —8—3—(3—FFEE) — 4 —KLBL90% - 1 —FEE
HAEERP2BTERHBT 6 —RA—3 — (3 —kvgFEEHE)
— 4 —RREHNE, FH6 -H—4—RLELEUE (1. 5 &,
8. Ommol ), 44 (18, 4 4. 5mmoi), 3 —BER LB
(2. 4m1, 17. 8mmol ), FZE(40ml ), FAHKLE
WA, BE: 1. 06(43%), m.D. 250C.,



RIEHREMPI2 CFiE, N6 —R—3— (3 —HB) —4 — &
REEGRAHANELE LSS BERHG6 -8 —3—( 3 —-¥5)
—4~ﬁ%%£ﬁ%(500mg,1.9mm1),m_ﬁﬁ%%
EHE(0. 256ml, 2. 8§mmol ), MZHE(20m1 ), #
EHMEIBESESE, BB 17508 (30%), T4 EM:

Ci3HgClNSO,: C 51.08, H 2.64, N 13.75; 52 WM & c
>1.04, H 2.41, N 13.46. M.p. ) 250°.

LB 1 4
S—EWEE-6 R4 -KEELEIE -1 -V -RTEFEBRK

HAREEMA2 Bk, HET 3 -%PHE-—6-H-4-4
ZRHEE%, BHEEXHG6 S —4—E4EE% (1. 5 8,

8. 9mmol ), 44( 18, 4 4. 5umol ), EFHTE
(2. 56ml, 17. 5mmol)RZEE( 40m1l ), AHRFTEF4
s, BE: 1. 228(49%).

REEERA 1 CHERNRZIRNETAE Led, EERA
3—AHEHE-6—F—4-ALEE5%(500me, 1. 83
mmol ), RHAEHTE(0. 3 ml, 2. 6 2 mmol ), =Z 7K
(0. Bml, 3. 59 mmol )fDMSO ( 15m1l ), FEHZ

Wi AtTES &,

1y NMR (DMSO-E ) : § 9.10 (s, 1 H), 8.43 (4, 7 =

1.4 Hz, 1H), 7.93 (4, J = 1.4 Hz, 1 H), 7.73 (d, J
7Hz, 2 H), 7.52-7.42 (m, 3 H), 1.35 (s, S H). T E 4
AT it B AL CpgH gCIN,O,: C 61.38, B 4.88, N 11.30;
SE MM c 61,19, H 4.51, N 10.99. M.p.) 260°C.
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LHB 15
6 —8—3—(2—HBt) —4 —KL&FEHEIPE-1 —FBEK
2 crE M6—8—3 —(2—%Bt) —4 -8%%
Ak 4k, HETHE s EEXFA400me (1.5mmol)
6 —8R—3—(2—¥BEL) — 4 —K&EE%, 0. 19m1
(2. 25mmol ) N -fA#BFAREM] 50 1l LK., £RLAK
By N - HRF BURAM R A DMsSo (5 m 1 ) FHEH 2 M
FEz A4, ARFGE DELEFY HARALCRESZ &, FE
160me(35%). |

JLE A H A cpyEgcivgo,:r C 51.08, E 2.64,

N 13.75; 3£ WM ME c s51.24, H 2.55, N 13.44. M.p. ) 250°.

~E—-3—(4—-F—2—EwFEL) —4—-REFLH% -1 -
— T & HEEK | -

HRELHAH2 BT EHES —R—3— (4 —F—2 —EHT
Brk ) — 4 —RAEEEE. BERA: 6 —8— 4 —REEL%R
(1. 58, 8., 9mmol ), 4 (1. 08, 44. 5nmol ),
4 —8—2—ERFRTE(3. 38, 17. 8mmol ), MTE
(40ml ), BE:1. 88(64%) sm.P. >2507T,

RIEHREHPIL CHE, W6 —A—3—(4—-R—2 3T
BEAE ) — 4 —RAeHRAERFE FHETHE eH, BEXA6 -
CA—3—(4-R—2—ERTHRE) -4 —REEZIE(900
" meg, 2. §mwmol ), BRHEHMTEE(O. 49ml, 4. 3

iy A
6
N



mmol ), ZZ2E (0. 77ml, 5. gmmol ) ZDMSO{( 2 5
ml), HEWETFEES M, fE:140me (12%).

TE AT 2@ C17%15C1,N,0.5: ¢ 43.52, g

6T N 10.18: St W ME ¢ 45.18, B 3131, w 10. 00, M.p. >
250° .
CEHmH1 T | |
6 —R—3—(3—Wh#E) -4 -—ERELEIR -1 -7-KRTE
¥ B |

HEEP I CH TR, A6—RA—3—( 3 —®BEE) —4 -4
ZEEG® (R L13)FRTHAEAES EEEFA6—-—3-3
— (3 —®\WBE) —4—-KEEFN%(500meg, 1. 9mmol),
%ﬁﬁs‘éﬁiﬂs‘é’( 0. 32m1, 2. 8mmol ), ZZH (0. 52
" ml, 3. 8mmol )fDMSO( 15ml ), MFEHYEREgakE
Maift, AEGER. EXCkESE R BFEERRENAL : 14
RLE. Gl RERAFCEEEZR. RE: 160neg
(23%).

TTE A g C17‘H16C1N304: C 56.44, §

4.46, N 11.61;4 W E 56.38,
M.p. 250°, |

L1 8
3-EFEBE—6—F— 4 -AEBEGE -1 -FBE
SRS 2 ClTE, W3 — K THE— 6 —f—4 —RRE
g@%c%mwl4)ﬁ%7ﬁam%%.ﬁﬁ%ms—xﬁﬁga
6—ﬁw4~ﬁ%ﬁ£ﬂ%(500mg,1.83mm1),N—

H 4.45, N 10.67.



EHBLAREBE (0. 2401, 2. 76mmol )fZHE( 20
ml ), BEFEYHEIE &EE&dE, RE: 121nms8(21%).
TR AN EE CygH1¢CINSO,: 1/4 CHCI

373°¢ 3°
53.01, H 2.°%8, N 12.16; Qlylﬂ | c s3.14, 8 2.78, N
11.92. M.P. 260°. .

C

SEaf 1 9
6 —8—3—(4—F—2—EnFHE) 44— ﬁﬂﬁiﬁ%—l
— B |
NBEHEF2CHE 6 —A—-3—(4—8—2—E9TFH
£) —4-ALRBENRHETHE LM AERF6—4-3—
(4B -2 EnTEBRE) -4 -AFXEEI%R(850msg,
2. 7Tomol ). N-—S@EBERARE (0. 365m1, 4.0
mmol ) RTH(30ml ), MFEUAILHRES R RE:
280me (29%).

IHNMR(DMSOG)SB'?S (@, 3 = 1.2 Hz, 1 H), 8.49

(b:‘s,lH),B"B (a,J—lGHz,lH),?QZ(m,3H)

MS m/e ( A B 4 ) 355 (5), 314 (8), 312 (14),
(126 (21), 194 (72), 145 (30). IR (KBr disc) 1730,
1680, 1600, 1510, 1415 cm”2. ToE AT B4
C, 5! 7C12N3O S: C 43.84, H 1.98, N 11.80; W c
43.90, E 2.01, N 11.23. M.p.) 250°.
LHEF 20

6—H—3— (4—FE_ 2 EPTHE) — 4 — BRBENE
1 —N—HTEFHEK |
ﬁﬁ&%%&m?ﬁMZBff,ﬂﬁTG —3—(4—H



-2 —EHEEL) — 4 -REBEUR, BERA6 —R—4-
S ek (1. 38, To 71 mmol ), (1. 758,
49. 7umol ), 4—FxeEm—2 —FHA(1. 938,
12. Ommol ) fZE( 40ml ), ¥iZEBRANE LEHABERF
BHMHET 4 -FEED -2 —FRUE. PAFRALEENR:
'ﬂﬁiﬁﬁlB%ﬁﬁﬁﬁmoﬁizl.64g(46%)mm-
>250T.

&W?%mlc%ﬁﬁ,m6 — 8 —3—-(4—FHE-2 —EH
HEgst) —4 —RfAEERRETAE LN RERA6 -2 —
3—(4—FE—2 - ERFHRL) —4-AEEEIR(4T70
mg, l. 6mmol ), REBRTEE(O0. 27ml, 2. 4
mmol ). =7 (1. 1ml, 3. 2mmol ) DMsO ( 30
ml ), MFEHSESEERNENEL ARG LEESR. /FE:
300meg(48%), m.p. >250T,

x MR (DMsO & ¢) 5 9.19 (s, 1H), 8.57 (s, 1H),

8.42 (s, 1H), 7.91 (s, i1¥), 7.50 (s, 1H), 2.27 (s, 3H),

1.41 (s, 9H). MSm/e ( M #t H 4 H J 393 (1), 3901
(3}, 294 (10), 292 (27), 196 (33), 194 (100}, 125 (23).

IR (KBR disc) 1725, 1710, 1660 » 1630, 1600, 1560, 1525,

1500 em™ L. TE AWM &EMHE c, .89 _CIN.O.S: C

. 18718 373
53.17, H 4.63, N 10.72. LW {§ C 55.17, H 4.34, N
10.51.
SR 2 1 I
6 —F—3—(2—ERFHE) —4 —AEELIKR-1-T-X
Z W B

_._6 3._



MRl 1 BRI A, 6 - —3—(2—ERTFEE) —
4 —F gAY (A28 ) W& TAE ew EREXRG6 -
43— (2—ERFHRE) —4 —FKLEHI% (1. 08,
3. gmmol ), REEBFE (0. 5ml, 5. 4 mmol ), =7,
(1. Oml, 7. 2mmol )fDMsSO ( 35m1l ), HFE#H%
Fl 7.8, BA Duso B4 %, @ ATHAHE XA RN D S0, £
£:515meg(36%), m-p->250T,
MS m/e (| AH T H 4 kb ) 299 (8}, 387 (23), 280

(37), 278 (:00), 196 (28), 194 (86), 119 (93). IR (KEBr

disc) 1720, ‘1680, 1630, 1605, 1580, 1500, 1425, 1405
—1 — . PN tote
cm . TG E AT E | C,qH,,C1N,0,S: C 57.36, H

3.04, N 10.56. 5 M1 C 56.58, H 2.95, N 10.27.

L2 2 | |
5_f—3— (2 —EHFELE) — 4 —GAEEIR— 1 —FHME
BEWH2 CH M5 —R-—3—( 2 —EATFEHRE) —4 -
R (2E 1 B) HATHREEN EHXAL—8—
3 ( 2—EHTFEHE) —4—HRESI%R(500me, 1.79
mmol ), N —H#EGLFEFEE (0. 18m1l, 2.15mmol )
L (15ml ), E5RAABALEMP, ¥ -G ETF B
Meda @7 DMsSo (1. 5m 1 ) i 1 DEEZ K. mAKIE
WA, WKW EIEY ALRESZ A, FE:36me (6%).
MS m/e ( M H & K 2 323 (7), 321 (17"), 280 (9),
278 (24), 196 (22), 1924 (62), 170 (25), 168 (100).
O E AN H A o B cINgo.S:  320.9975; 5 W fH

320.9977. IR (KBr disc) 1724, 1623, 1570, 1512, 1415

cm'-l . M.p. 222-224°C.



L 2 3 |
5~R—3—(2—HBtE) 4 - AREEIR-1-T-RTH
F BtK /

HAREERT 1B EHEDL —R—3—( 2 —FHEE) —4 -
KRB E%, BERHS —A—4—EF&FEN% (1. 08,
5. 9mmol ), #44( 0. 6868, 29. 6mmol ), CE(30
ml), 2—-BBCE(1l. 658, 11. 8mmol ), 6 BE:
500mg (33%), m-p->250T,.

RIEWEWF 1 C FEHNERE e BEFEAS—R—3—
(2 —%EE) —4 -G 2EX%(500ms, 1.90mmol ),
EEBRTE (0. 33m1, 2., 9mmol ), ZZMH( 0. 53
ml, 3. 8mmol )FIDMSO ( 10m 1), HEHFATEEE L.

28 :240nm8 (35% ), m-p- 194—-1957T,

13 wmMR (DMSO-G,): £ 8.96 (s, 1 K), 8.38 (s, 1 H),
8.35 (4, J = 8.3 Hz, 1 H), 8.C6 (s, 1 H), 7.24 (3, J
8.3 Hz, 1 H), 6.80-6.78 (m, 1H), 1.40 (s, 9 H).
(KBr disc) 1725, 1590, 1563, 1541 cm~ L.
( M@xx &'k )

(100), 95 (4).

IR

MS m/e
361 (10), 262 (13), 196 {37), 154

'ﬁ?ﬁﬁfﬁﬁ’[ﬁ Cy,H; (CINO,: €

~b.44, H, 4.46, N 11.61. KX MM c se.18, H 4.43, N

11.56.

Ewfl 2 4 |

5—5—3—(2—#8it) -4 —HK&EEETI%— 1 —Fhi
P2 CHrik, M5 —H—3— (2 —WEBL) —4—H%

LAEAE (EHA 2 3 ) HETHE e AR5 —f-3-

— 65—



(2 —fBc&k) —4-K&EXE9%(200meg, 0.76 mmol ),
NS HARAEE( 0. 1001, 1. L mmol ) WTH( 8
| ml), WAKFELRREEKR AR ZRGHEZE TR,

| u%ﬁﬂ—%ﬁﬁﬁﬁﬁﬁﬂm iR W B 1, Al DMSO #ATES
B pBE:T75me(32%).

FAB MS m-se 306 m.p.248—-2607T.
LB 2 5 |

— 8 —3—(2—EnTHREt) -4 -KLEEN%-1-7-X
X T BZ |

WEEWB 1 CHE 58 —3—(2—EnFEHE) —4 —
QA (ZHA 1B ) HETHREMEY, BARRS —f—
3—(2—vEumHEXE) -4 -KE&EENIK(500me, 1. 8
mmol ). BREHBLEHK(0. 29m1l, 2. 7mmol ), =K
(0. 54ml, 3. 9mmol ), DMSO( 10 ml ), 6 MMFEHL
LR TBES R, RET RS TFEN

35 ... o
CigH;, "CIN.S: 397.0287;5#fEA 397.0295. IR (KBr

Iisc) 1728, 1622, 1603, 1582, 1563, 1412 Cm_l.

TR EHMA C,gH;,CIN,0,S: C 57.36, H 3.04, N
10.56; 52 W /4 c se. 84, H 2.87, N 10.52. M.p. |

T 226-228B°C. .

P2 6

5-%—3—-(2- ﬁ%‘?’@tg)—zi ﬁx?&kﬁ%?&"il“fr&—l—m - F
CEFBRE

&%ﬁﬁlbﬁﬁsm5—ﬁ—3—(2*%%¥%£}—4—-



FE ATk (A 1B ) HATHE NG AGRAS R~
3—(2—ERTELE) —4—REEEI%E(560me, 2. 0
mmol ), BEABACEE (0. 38ml, 3. Ommol ), =¢
.%(0.56ml;4.0mml)ﬁmmo(loml).m?ﬁ

s, FATE  AtESEm. RE: 91ms (11%).

M.P. 169-170°, TR EE

C,gH,5C150,8 §H,0: £ 55.27, H 4.64, N 10.17. W 1
C 55.17, H 4. 34, N 9.87. ) -
MS m/e ( M X E 4 H ) ¢0s (1), 403 (3), 280

(22}, 278 (56), 196 (33), 194 (100), 111 (14). IR (KBr
disc) 1712, 1625, 1585, 1518, 1417 cm 1.

w27
5—-8—3—(4-8—2- %%?%#)—4 —RzEE% -1
— W -4 T £ F B |
ﬁ%%mﬂzo%fﬁsﬁ%ﬁ%TS—%-3—(4—%—z
— B ) — 4 — R REBET%, BEXAS R —4-A%E
EeEk (1. 08, 5. 93 mmol ), 44( 0. 958, 41. 3
mmol ), ZEE(25ml ), 4—fEH—2-FHRA(2. 2 &,
11.3mmol ), BE:1. 688(90%).

WG, HWEMA 1 CHE, w5 —A—-3—(4—H—2 —EH
R ) — 4 — RABETEHNE THE A BERAS —f—
3—(4—F—2—EHFHE) -4 —AEEFNR (0. 75 &,
5. 39mmol ), REMKTE(O0. 411, 3. 5mmol ),
=K (0. 65m1, 4. 7mmol )fwDMsSO (20m1 ), M

6T —



Wk sak R NEAT S, R CR B, FATHE. AU ES
., BE:438mes(44%).
m%éz\ﬁﬁﬁ'ﬁ:{ﬁ C17H15C1Nos C 49.53, §

3.67, N 10.1¢; S WM C 49.58, H 3.39, N 5.94. M.p
208-209°C. .

SH 2 8
5 —R—3—(4—HR—2—ERTFEX) — 4 -ARZFN%R-1
— B |

e HB 2 CHFE 5 —RA—-3—-(4—-8—2— %%?&
X)) —4—GrEEE(ZHERM27) FETHE LG EHX
Fl:5—-8®—3—(4—8—2—gpPEE) —4 -8£&£2E9%
(0. 7585 2« 39 mmol ), ﬁ—%&ﬁ@t&%i@tﬁ?( 0.31
ml, 3. 56mmol ) fZAF(12nm1 ), £5AKAARNBEIK
H, TEET, #1 - AHBETEREAEDMs0 (8w 1 ) FiKH 4
/NEHEZ KAE. RARER EA%,%FLﬁ%%F%,ﬁFmL&
E%a%.%E'SSng(zil/)

TR A HE M CoB,ClN,0.5: C 43.84, H

373
1.9, N 11.80; 5 WM ¢ a3, 52, H 1.93, N 11.52. Mp.>

250°C.

ZHE2 9
B—f—3—(2—¥DFEE) 4 —RELHEE—1 -1 —
(2, 4—Z8¥E) FRik | |
BEHA L CHE mb—B—3—( 2 —WHFERE) —4—
RAEREIS (ZHEA 1B ) HETHEEN, EhRF6 —H—



53— (2 WpFEE) -4 -—AREENR(580mse, 2.08
mmol ), =7 (0. 58m1l, 4. 15mmol ), B{EH

2, 4——§F#£B (0. 578, 3. 1mmol )FfuDMSO (10
ml ), HEXEHWATE fRFEERE. ﬁ'—ﬁi 231meg(24%).

i%’ﬁﬁﬁﬁ{a‘ CgHygClN,0,8:  C 48.90, H

373%3°
2.16, ¥ 9.00; 5 W {& C 4s. 73,1—105,N897

M.p.
244.5-245°C,

55 3 0
5—f—3—(4—-Fx-—-2-— %%W&%)—4 ﬁ%%%ﬂ%—
1 — N — ;T EFBE

YREEEN2 T HE N6 —f—4- ﬁ%ﬁﬁﬁ%%ﬁ,ﬁ
 A£T5—-48-3—(4-FFE -2 —ERFBRE) —4—-KEEES
W, BARES —R—4—RAEEEN%R(1. 458, 8. 60
mmol ), 44( 1« 3 85 56 5 mmol ). Z;E?(40ml)ﬁ’ﬂ
4 —FHEEH— 2 -FEHRA(2. 388, 14. 8mmol ), fHE:
1. 718(76%). KEEIE:x®&, |

REHREHEF 1 cCHE, S5 —HR—-3—(4-—FE-2—E®R
FEE) — 4 —ARESNRAETHEE e RAERAS —R-
3—(4—FE— 2 —FERFBE) — 4 -AREEAR (0. 8e,
2(73mw1),%ﬁﬁﬂT%(o.5m1,4.36mmﬂ),
ZZK (0. 8m1, 5. 7 4mmol )fuDMsOo (25m1l), btk
F%%%ﬁim;ﬁ%%,mL&LW%M,%FEWﬁ/—ﬁEF
EH4G, BE:600me(56%). |



"E NMR (DMSO-d.): § 2.06 (s, 1E), 8.63 (s, 1 B),
8.37 (¢, 6 = 8.2 Hz, 1 BH), 7.61 (s, 1 H), 7.23 (4, J =
8.2 Hz, 1 H), 2.21 (s, 3 B), 1.42 (s, 9 H). MS m/e

-

( KM B4 WK ) 293 (1), 351 (4), 294 (16), 292
(43), 196 (33), 194 (100), 125 (11). IR (KBr disc)

1720, 1670, 1585, 1540, 1415 cm—l. ’ j—ﬁfﬁ'ﬁt}“ﬁﬁ' ﬁﬁ

= 7 . £ : . 50
CygE;gCIN,0,8: C 51.17, H 4.63, N 10.72; 5K W 4E

55.14, H 4.38, N 10.57. M.p. 167-169°C.

SEHFl31
5 f—3— (4—FH—2 ERFEL) — 4 —REBEE—
1 —FEBE | |

W m 2 chk, W —HR—3—(4—FEX-—2 —ERTFE
£) —4 —HEERIE (ZHA 3 0) HAETEE et EBEX
Fl:5—8—3—(4—FFHE -2 —EnFHRL) -4 —KLEE
% (0. 908, 3. 07 mmol ), N —ABLLRARE
(0. 40ml, 4. 60mmol )FZLFE( 15wl ), AHEKXKK
AE BRI, Y - SEBE R AREME £ DMSO PHEY, FX
Kig, AARE, TRIEFY, FACRESE, FE: 190 s
(18%)s m:p-227—228T.

TR AW H M CyH Clngos: ¢ so.08, H
3.00, ¥ 12.5,

£ W fEc 49.88, 8 2.96, B 12,39,

S : |
H NMR (CMSO-d_ ) § : 8.71 (s, 1H), B8.46 (br s,

1K}, 8.35 (d, J = 8.5 Kz, 1H), 7.84 (br s, 1H), 7.61
(s, 1H), 7.24 (4, J = 8.5 Bz, 1H), 2.31 (s, 3H). Ms
m/z C ABx H 4 WK ) 337 (33), 336 (42), 335 (100).

IR (KBr disc) 1730, 1630, 1580, 143G cm 1.



SR 3 2
3 -FFBE—-5—F—4 %%%%W%—l—ﬂ—ﬁT%@%ﬁ
HHRWERT 1 BFEHET 3 —FXFBE-56 -84 %
B3 %, BERA: 6 —f—4—RAEEH% (1. 5 &,
8. Ommol ), 47( 1. 0 &, 44. 4mmol ), ZE( 40
ml ) MEFHIM( 2. 5nl, 17. 5 mmol ), HE:
1. 68(66%), |
REHHERF 1 CFE, B3 —EXPBE-—5 -8 —4— &%
EREARHBTRECEY, SERA: 3 - KPHE—5—F—4
—REZEHIR(B800me, 2. 93 mmol ), ZTHK(0. 8
ml, 5. 74 mmol ), PRAMKTE(0. 5ml, 4. 36
mmol ) fa DMSO ( 25 m1 ) .
ﬂ?%&&%ﬂ%ﬁ%%,maﬁaﬁﬁﬁs%Eﬂﬂ%i%%,
BE:320me(29%).
M.p. 107-111°Cc. i%%ﬁﬁﬁiiﬁ C19H13C1N3°3

€ 61.38, H 4.88, N 11.30. S M C 62.00, H 5.11, N
10.75.

1y nmMr (DMSO-d) & 9.03 (s, 1H), 8.36 (4, J = 8.2
Rz, 1H), 7.78 (4, J = 6.9 Hz, 2H), 7.59-7.46 (m, 3H),
7.20 (éd, J = 8.2 Hz, 1H), 1.35 (s, 9H). MS m/e

C fa x84 W 2 373 (1), 371 (3), 274 (34), 272
(100), 194 (44), 105 (55). IR (KBr disc) 1730, 1720,
1590, 1550, 1455 cm” L.

M 3 3 .
5—%—3—(Z—Q%W%E)—4—ﬁ%ﬁ£ﬂ%"l—ﬂf¥



EZ¥EHmE 0
HRELHEF L CHAETRNF & A6 -8 —3— (2%
HEEE) — 4 —RABE% (LHEF1B) HETAE e, &
5 BTHATHR ., RATRABRBUF EARARTE, KEHE :
5/, FrERME miEwT: 5 —A—3— (2 —ERnFHREL)
— 4 —fREEF%(560m8, 2. 0mmol ,), F AT
(0. 18m1, 3. Ommol ), ZZK (0. 56m1, 4. 0
mmol )}, FDMSO ( 10m1l), |

Mty 29 A ESE R, BE: 1518 (23%),

m-p- 179—-180T,

Iy NMR (CDC13)£‘ 8.98-8.24 {(m, 2H), 8.45 (4, J =

§.5 Bz, 1H), 7.70 (8, J = 5 Hz, 1H), 7.22 (44, J = 3, 5
Hz, 1H), 7.02 (&, J = 8.5 Hz, 1H), 3.01 (s, 0.5 H),
2.92 (s, 0.5 H). '

m%%#ﬁﬁﬁfﬁ Cq4Hyg CIN,0,S 1H,0: C 47.88

B 3.21, N 12.18. 3L M1 cC 4°.00, H 2.84, N 12.05.
BRI ESTEN C14H1g 35C1N3038: 335.0121.

O fE 225.0012. N L

LHF3 4 | |
5—#—3—( 3 —HBHE) —4 —AREFIKR-1 - -TE
¥ B

BT HM 1 BrEEHET 5 -8 — 3—(3—&%&)—4
—g e, BEARE: b—8—4—REEENR(1. 08,
5. 9mmol )., #( 6. 82meg, 29. 6mmol ), 3 —FHE
7E (1. 5ml, 11. 8mmol )fMZE(25nl), £&:



1. 28(80% ).

HREHB 1 COiFE. A5 —8—3— ( 3—HEex) —4 —
ARBEETNRHETHERAY EHAFA: 5 -8 —3—(3—f
B ) —4 —RZeEES% (1. 28, 4. 5mmol ), %—ﬁ&ifx
TEE (0. 78ml, 6. 8mmol ), =7 ( 1. 2m1,

9. Ommol )frDMSO (45m1 ), |
 BEYSERAEN S R4 1 TR TERM. 4E
SHFT W R R EE — B FZRATEAH, AR UFEL R,
ﬁ§:740mg(76ﬁ);mm-182—184C,

'y NMR (DMSO-&,) & 9.13 (br s, 1H), 8.77 (br s,
1H), 8.32 (d, J = 8.6 Hz, 1K), 7.86 (s, 1H), 7.25 (4, J
= 8.6 Hz, 1K), 7.12 (s, 13), 1.40 (s, 9H). MS m/e
( A8 x B 4t ) 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™l. Eo Mt Em

Cy;H  (CIN,O,: C 56.44, H 4.46, N 11.61. LB c
56.33, H 4.17, N 11.68.

P 3 5 ~ |

6 —A—3— (2 —ERNFEHEL) — 4 —BLEEE— 1 —Fahk
CERERBI2CHE H6—F—3 — (2 EHFEE) —4

—RAREEAER (ZHAS ) HETHENAY, AR 6—f—

3—(2—ERFEE) -4 —HEEENE (41908, 1.60

mmol ). N —RHEBEERFRAHEE (0. 2ml, 2. 3 mmol ) fu

CHiF (8 ml ), REHFEZ3X, £S5 KA EBIR P, HiL



-+ DMSO *WN—%Eﬁﬁﬁtng%ﬁ%; ’(ﬁZJ}(ﬁ?—. F AT i
&%F%,maﬁéﬁﬁ,%%:210pg(43%).

5T A M E (g Cp5HgFN,0S: C 51.15, H 2.64,
N 13.76; .5C J| f¥ C 50.90, HE 2.46, N 13.45. M.p. 265°C.

EHF3 6 |
6—F—3—(4—FHE— 2 ERFHE) — 4 —ARELI%R -
1 — N —®TEFBEK

WA B 2 ORI ENET 6 —FR—3—~ (4 -F&H—2
g FEE) — 4 —RAER%R, AGRA: 6 - A—4-AF
3wt (1. 08, 65 7mmol ), (1. 058, 45. 6
mmol ). ZEE(30m 1) A4 —FHEn—2-FER
(1. 868, 11. 6mmol ), 8&E:1.178(64%).

RERTHB S EFE 6 -A—3—(4-—FFX-2 %%
W ) RALEAR NS THE e, BEMANE, %7 H0A
HEEsn, BE:234ne(31%), |

1y wMr (DMSO-&) :614.0 (br s, 1 H), 9.24 (s, 1 H),

8.60 (s, 1 H), B8.45 (d&, J = 2.3, s.4 Hz 1 H), 7.99
-7.96 {(m, 1 B), 7.50 (s, 1 H), 2.28 (s, 3 H), 1.42 (s,

9 H). MS m/e ( A # B 4 ) 375 (15}, 276 (67),
178 (100), 125 (12). IR (KBr disc) 1720, 1670, 1610,

1560, 1530, 1425 cm . SLE At EE

- . 3 “
C,gH1gFl5055: C 57.59, H 4.8B3, N 11.19; E WM {E c

57.37, H 4.73, W 11.33 M.p. 275°C.



P37
6 —5.—3—(4—FHE—2 —ERFEE) —4 —KEEEN%R-
1 —FEE

WM 2 CHE, W6 —FA—3— (4 -—FE-—2 ERFE
#£)—4-8"% %%%%(imﬂ36)%ﬁT&E%A%,ﬂﬁ%
H:6—-%f—3—(4-—FF%—-2 %%W%ﬁ)—4—ﬁ%ﬁ%ﬂ-
(6 14ame, 2. 22mmol ), N—RHFEXARARE
(0. 30m1, 3. 46mmol )AZH(10mL ), EERK
A ER N — S B T AR A DMSO (4 ml ) W
ﬁ#ﬁ&@z%ﬁ,mmﬁﬁ,ﬁﬁ%@F%,%mLﬁénw,m
B:249meg(356%), m-p->250T.

TG F 4 AT AT BEE Cq4H,4FN,038: C 52.66, H

3.1€, N 13.16. 5L M {4~ C 52.16, H 3.00, N 13.03.
1y wmmr (DMSO=d.) § 13.96 (br s, 1H), 8.64 (s, 1H),

8.60 (br s, 1H), 8.39 (é&, J = 2.3, 9.5 Hz, 1H), 7.96

(&d, J = 2.3, 3.5 Hz, 1H), 7.89 (br s, 1H), 7.49 (s,

1H), 2.26 (s, 3H). Ms m/e ( A at H 4 b o 319 (7)),
276 (13), 178 (100), 125 (19). IR (KBr disc) 1725,
1610, 1590, 1510, 1430 cm -.

SLHEF 3 8
3—(2—ERpTHE) —6- ﬁ%ﬁ%W%~1—N RT ETE
J&

Yo EhH 1l BFERNET3 - (2 E9PHE) —6—K
ppial, BARAG6 -—AxEE9% (2. 88, 20. 9
mmol ), 44 ( 2. 48, 104 mmol ), Z#( 45ml ) fE



w2 _HEE (5501, 40. 9mmol ), #E: 4.05¢8
(79%), m-p- >280T,
%E&%%ﬁleﬁ.m3—(2—%%$%£)—6 %
BRI TRE AW AEGRA: 3 - (2 ERTFERE) -
4—REEEN%E(500m 8, 2. Omool ). FRERKTE
(0.35m£,3.0mm1),51&(0.6m1,4.4
mmol ) feDMSO ( 10 m 1),
 mEmZRERSK B9 1Rt FERMN. 43R AR
P WA, REBRE— E%.F%mﬁm/ﬁm/%ﬁgﬁw.
ZE:390ms(57%)
’—' ISR -(DMSO—&G): £ 9.57 (s, 1 H), 8.21 (s, 1 H) ,
.43 (&, J = 3.5 Hz, 1 H}, §.15 (¢, J = 6.4 Hz, 1 H) ,

.02 | = 6.4 Bz, 1 #), 7.80 (¢, J = 5 Hz, 1 KH)),
7.17 (8&, J = 3.5, 5 Hz, 1H)., 1.40 (s, 9 H). MS m/e

Dy

o W
L

( daxt T4H 0 343 (0.4), 244 (6), 160 (27), 111

(9), 84 (100). IR (KBr disc) 1715, 1592, 1539, 1408
-1

cm . TTE & & E C17H17N30._.'S: C 59.46, E
. 4.99, N 12.24; 5 W {4 C 58.99, H 4.€3, N 12.10. M.p.
250-252°C.

SEHEF 3 9

5—&—3—(2— %%?&%)*6 BRI — 1 — R
W2 CHIF ., 5 —R—3— (2 —ERTFHRE) -6

G el (s C ) HEBTEE Kb AEXA: 5 -

A—-3—(2—EHFEHE) -6 —KAEREEIR( 140D &,

0. 5mmol ). N — S EREBHE(65ml, 0.75mmol)



Ff7E(5ml ), EHEARHBYRESF. ¥ LERN -—AFHGRET
%%ﬁ&EDmmWﬁﬁzwwﬁiﬁﬁ,mkﬁﬁm$F%.ﬁ%
&g, BT EESE R BE: 27T (17%).

l' 1=y, L 3
H IIMR (DMSO—Q6):6‘ 8.73 (br s, 1 H), 8.61 (s, 1

H), .42 (&, § = 4 Bz, 1 H), 8.03 (s, 1 H), 7.80 (&, J

-

=5 Kz, Y H), 7.76 (br s, 1 K),7.14 (dd, J = 4, 5 Hz,
1H). FAE ME m/e 322. M.p. 252°C.

sl 4 0
3 (2-—mEMmEELE) -7 -RAEEFNPER-1 -N-HTEFHK
- ’ ' |
HhETHEFA L BFERHE T3 — (2 —EnFBE) -7 -K
Zep gk, EfRR 7T —&&EEG% (1. 58, 11. 2
mmol ). 4 ( 1. 38, 56+ 5mmol ), LE(256m1 ) H
gy — 2 —FHBLE(3ml, 22. 3mmol ), f5E:2.54¢
(93%). |

REHEZHEG 1 CHE, B3 — (2 —ERFHRE) —7 K&
ke b A T HE e BAERA:3 - (2 ERFHE) -
7S AEETE(500me, 2. 0mmol ). RABATE
(0. 35m1l, 3. Ommol ), ZZHK (0. 6m1, 4. 4
mmol )frDMSO (10 m1 ), MFENBEKNENE F
9: 140  PERM FELATE &FE4%. RE:7T0nE
(25%). |



1y NMR (Dmso-ds):é“ 9.34 (s, 1 H), 8.81 (4, J =

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

( 48 x 8 4t ) 343 (35), 244 (81), 160 (100), 111
(9) . IR (KBr disc) 1718, 1654, 1629, 1607, 1554, 1524,

1497, 1433 cm 1. T FE A AU KM coH L Nj08: C
59.46, H 4.99, N 12.24; L WM c s9.24, H 4.77, N
12.14. M.p. > 250°C.
SLHEF 41 |
5. 6 ——f—3— (2 —ERWEE) —4 —KLEEIR -1 -
B

W2 CHE. b5, 6 "8 —3—( 2 —ERFEgX)
— 4 -G EE (EEF6B ) HETHELEY EEXA
5y 6 ——8—3—(2—EpFiE) -4 -KE&EE%
(194mg, 0. 62mmol ), N —FAHMEEFRARE(8 1
ml, 0. 93 mmol ), ML (10wl ), REEENHNE0T,
EHKEMBHRRAT, B LRy - S8 BEF BN L £ DMsO ¥
Pz A AAREE TRKEERE FEALRESSR. 7
E:129m8(58%).

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

8.58 (br s, 1 H), 8.26 (=, 1 H}, 7.95 (4, J = 5 Hz, 1
H), 7.78 (br =, 1 H), 7.26 {(ad, J = 3.5, % Hz, 1 H).

IR (DMSO) 1710, 1550, 1515, 1455 em . 55 3 4 # ¥ B (&
C13H7C12N3035:-4C 43.24, H 1.98, N 11.80: SE M 1E C
43.65, H 1.87, N 11.68. M.p. 237-239.5°C.



LM 4 2
3 (2 -—WHFEE) — 6 —RELEENE -1 —FHk

W E 2 CHE, 3 — (2 —ERFERE) —6 —E#x7E
k(2P 3 8 ) HATHELSY, EEXA: 3 —(2—%E%yp
gk ) -6 —RLEEET% (3. 098, 12. 6mmol ),
N SEBREREBEE( 1. 211, 13. 8mmol ) T
(60ml), REEFEN3. 500,
 EBxAMBHBEAT. BERY —ERBREAFREMEE
DMSO ( 3 0 m 1 ) hWHARFI AR, AAFEE HEURE
ﬁ,%% REHZEFRLBREELGW XK AT - CREZR— K.
2E:163me(5%), m-p-213-215T,

15 xur (DMSO-d.) £ 8.86 (br s, 2H), 8.45 (4, J =

3.6 HEz, 1H), 8.16-8B.09 (m, 2H), 8.80 (d, J = 4.3 Hz,

1#), 7.76 (br s, 1H), 7.16 (&, J = 3.6, 4.3 Hz, 1H).

IR (KBr cisc) 1733, 1708, 1€30, 1559, 1517, 1479, 1418

em™ L. TR Mt EHE C13HgN3038: C 54.35, H

3.16, N 14.63. 5L W {E ¢© s54.04, H 3.24, N 14.16.

LEHEfla3 |
3 —EECHAE— 6 —ARLEINE— 1 —FEE

ERE A 1 BT B 6 —KAEENRAET 3 — %K%
LEE— 6~ RAEEIE, EARA6—AREENE (16,
7. 4:mmol ). A( 2‘5'7m.g, 11« 2mmol ), FETLRT
B (2. 3ml, 14. Qmmol ) MZE(30m1), mem
H 4. 5&% RFFA@@%% A MENK A, FHWZ

-7 99—



AHRAEPH 6 L4, LRk EF W AR UERE, /E:
1. 238(66%). m-P- 250T,

WEMER 2 CHE, W3 -FRECHE- 6 -HLBIN%HE
THE e RERA3 —RELTHE -6 —ARBE%
(1. 08, 3. Qmmol ), N —FHEBRERAKLRE( 0. 41
ml, 4. 7mmol )FnZMF(40m1l ), REE[EN 4/, &
EREABHEBEE T, ¥LH Y - RETHETHE MR E DMso
(6m1l ) Pl P EZKE 2RAKEEE TREEF D,
T, AIBELES. BE:172m8(15%), m:D-
131—133T (44E).

1., .. . :
E NMR (DMSO q6)-5‘13.28 (s, 1H), B8.86 (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 { M A H
a4 H ) 252 (30), 161 (ic0). FAB Ms Wt H 4 F B

A CigHp,N305 (M+1): 296.1035. 5 ji| {4 296.1021.

LM 4 4 |
5—RRAE—3— (2 —ERTFEE) -4 -FEHLEG%R -1 -
¥ Bk

WEHEF2 CFiE HE—RRAEX -3 —( 2—ERLTFEE)
4 RLEE (EAFOC ) HATHE A, AR
5-RWEE -3 — (2 —EnPEBL) —4-E&5EEU%(T70
mg, 0. 23mmol ), N -SHBEFEBE(25mn1,
O. 29 mmol YFZHE( 1. 5ml ), REEEN4/PE, #E
# T - BRSO R AL P 3 REL AN REREE



B, FHERERENGN, A2 1 LHIE TRER. 3
CEAE, RE:30me(37%)s mP-194-196T,

1 WMR (DMsO-d ¢) & 13.04 (s, 1H), 9.08 (br s, 1H),

8.99-g.58 (m, 1H), 848 (d, § = 8.6 Hz, 1H), 7.62-7.60
(m, 1K), 7.19-7.16 (m, 1H), 6.26 (d, J = 8.6 Hz, 1H),
5.29 (br s, 1H), 4.74 (heptet, J = 6.4 Hz, 1H), 1.42
{¢, 3 = 6.4 Hz, 1H). IR (KBr disc) 1720, 1607, 1565

¢m“l. FABMSTH T H 2 F B H CigH H0,5 (M+1):
346.0862. SC Wl fH  346.0844.

SEHF 4 5
3—(4—F—2—ERFBE) -5 -REELEN%k-1-T-K

TEFEBLR |
Wk W2 0FE W5 —REBET% (LHF4B)
HBT3—(4—R—2—ERTHhE) -5 -REERN%, BHE
FH: 5 —fREEIE (1. 08, T- 45mmol ), 4
(1. 21&, 52. mmol ). 4—REH— 2 — FEHA
(2. 728, 15. Ommol )FZE(40ml), REKEN
3%, AWEFHMEYy, BE: 42708 (21%), m-D-
250T., |

kG, WEMFIL CHE 3 —(4—FR— 2 —ERTFHE)
— 5 —REEEIIRHBETHAE A EEEXRA 3 - (4 -8~
2 —ENFEE ) -5 —R[AeHLG%(42Tne, 1. 53
mmol ), REEHTHE(0. 26ml, 2. 3 mmol ), E_Z,ﬂ%
(0. 43m1l, 3. 1mmol )fUDMsSO ( 10m1 ), KRt :

ﬂF% é#w;ﬁ%m,mamaw&m.maﬁéﬁw,

—8 1‘_‘“



BE:172me(30%), mP-250T,
1y wmr (DMso-a.) Y 9.72 (s, 1H), 2.19 (s, 1H),

.73 (s, 1H), 8.44 (&, J = 7 Hz, 1H), 8.31 (4, J = 7

Hz, 1H), 7.81 (s, 1H), 1.43 (s, 9H). LE At EE

C17H16C13N3O3S: C 54.04, H 4.27, N 11.12. 5 | 1&

C 53.76, H 3.93, N 10.98.

EHPl 4 6 4 o
3—(2—"ERFEEE) -5 —KL&EET% -1 -FEK
%%ﬁ%zcﬁkams—(z—%%ﬁﬁg)—4—ﬁ%%£
A (A4 C), HETHEELAY, BARH: 3 —( 2%
HEBE) — 5 —EEEEI%(500me, 2. 0mmol ),
N —AREBAREBE(0. 268, 3. Ommol ) WA (15
ml), REEEN2. 2548, £5KAAAEMEMRE, #HER
.Ngﬁ%gﬁt%qﬂ@tﬂﬂéﬂ%;@ DMSO ( 1. 5m1 ) HfE# 1. 5/H
Ex AR, WANTEBYATREESY RENNTE, B RIHEER,
WE AR, BARETRE BT HERKERR, ERBE
MNizEREERE Y, DERE, BB : 3908 (7%),
m-p- 2507C.

n MR 14.21 (br s, 1H), 9.15 (s, 1H), 9.12

(br s, 1H), 8.68 (4,-J = 4 Hz, 1H), 8.37 (&, J = 7 Hz,
1H}, 8.24 (@, J = 7 H, 1H), 7.85 (br s, 1H), 7:72 (4, J

= 4.5 Hz, 1H), 7.14 (44, J = 4, 4.5 Hz, 1H). IR (KBr

disc) 1741, 1476, 1433 cm *. FAB MS @ U H 4 F B
% Ci3H gN5055 (M+1): 288.0443, 52 J {4 288.0439.



CEwmHl4T
6—F—3—-(2—ENFEE) — 4 —KLBET% - 1 —FRE
By BRI 2.
—R—3—(2—EHRTFEHE) — 4 —FLB8H8%—1—
fﬁrﬁhﬂﬁ( 500meg, 1. 55mmol )BEE % ( THF) ( 6 0
ml ) BERERKAMAZCHE( 0. 4m1, 2. 87 mmol )
ZHA (0. 2m1, 2. 81 mwol ), HiHeWEEE TR
RH., MWZCHE( 0. 4ml, 2. 87 mmol ) fu B4,
(0. 2m1, 2. 81mmol ), TEETHEHEIEIXE ¥k
SR KEF Y, RRAAG. A FPEELREY, FTEeERK
(390me, 69%). Wik ARGHASEE MY
(109me, 19%). a9t i ARGEL SR BIHEE
Et(289mea, 51%), m-p->25 0T,

. |
¥ HNMR (Dmso—ds)c? 8.51 (d, J = 4 Hz, 1H), 8.43

(d, J = 2 Ez, 1H), 8.26 (&, J = 2 Hz, 1H), 8.23 (&, J =

5 Hz, 1H), 8.05 (br s, 2H), 7.37 (dd, J = 4, .5 Hz, 1H).

BFE2. 50 bty DMSO R KGR TREF Oy RUMBMT R,

TE N E CygH;(ClN,0,S: C 49.53 H 2.77, N
11.25. st W fH < 49.23, B 2.53, N 11.52.

LRl 4 8

5—fR—3—(2— %%Wﬁﬁ)—4—ﬁ%ﬁiﬁ%—l—m—a

AT BRAZ
WEMB1CHE, H5—R—3— (2 —E)RTFEL) —4 —



’

RARIAE (ZHH L D) HETHE RS RERF S5 — R
3—(2—ENFEHE) —4 ~HAEEU%( 1. 25¢&, 4-89
mmol ), ZZMK( 3. 2ml, 23 mmol ), BREHTE

(1. 77inl, 22.\4'mmol)fﬂDMso(30ml ) o K ALEE
B 6N, K DA M S RS B, B
1. 098(70%).

TESIITEE Cy1gHy,CIN;0.8: ¢ 51.51, H
3.46, N 12.01. W E ¢ 51.56, H 3.21, N 11.90.
M.p. 153-154°C, : '

1n nmr (CDC15) & 9.04 (br s, 1H), 9.01 (dd

J =1, 4 Ez, 1H), 8.47 (d, J = 8.2 Hz, 1H)Y, 7.71 (dg,
J = 1’ 4.9 HZ, J.H), 7.22 (dd' J =‘4, 4.9 HZ, 1 HZ),
70

03 (4, g = 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 I,

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

EHEBl4 9
5—R—3—( 2—ERHFEBE) —4 —GLEHI% -1 -1 -8
WEFBR

WEMEH L CHE M6~ —3—( 2—ERFBE) —4—
RAEZEIR (ZHALB) HETHELSGH AGRXH: 5 -4
—3— (2—ENFEHE ) — 4 —HLEZEIE (1. 2 5 &,
4. 49mmol ), ZZJR(3. 2m1, 23 mmol )., RAKS
WEE( 2. 2m1, 22. 4mmol )fDMSO (30 ml ). RA
BE 6 e, MESR R ELR. BE: 1. 308(80%).



' nMR (CPC13) £ 9.02 (aa, 5= 1, 4 Hz, 1H), 8.9
(br &, 1H), 8.46(a, J = g.5 Hz, 1H), 7.71 (da, J = 1, s
Bz, 1H), 7.22 (3 - 4/ 5 Hz, 1H), 7.02 (4, J = 5.3 Hz,
C1H), 4.19 - 4.08 (m, 1H), 1.30 (4, 7 = 6.6 nz, ¢n).

IR (KBr disc) 1710, 1605, 1585, 1540, 1520, 1430
en™t. MS mse ( Ag MESW ) 3653, 363(14),
280(17), 278(45}, 196(32), 194(100), 111(18).

EHP S50
3—FWHME-—5-H—4 -KEEE% - 1 —FEg

WEMP2 6 ik, M3 —EFBE—5—f— 4 —F 788w
ROSEHH3 2 ) HBTHENE Y EARES —XFBE— 5
R—4—AREXI% (2. 738, 10. Ommol ). ¥—fs
BEFAKRE( 1. 3m1l, 15umol )RZHE(8OmLl ), K
RiutPl ;22 0/Net, MERY —EHEBLELETFTEEMEZAEDNSO (15
ml)#ﬁ#20¢wﬁzmm,ﬁF%%L&zmw,m%%&é
-ﬁﬁ 0. 368(11%) .

LTEASW T £ Ci5H; ,C1N,0 1/4 H,0: C

o0
o)

w
[0
w

M.p. 220°C,
“H KMR (DMSO —dc) & 8.41 (br s, 1H), 8.33 (a, J =
€.3 Hz, 1H), 7.80 (a, J = 7.3 Hz, 2H), 7.72 (br s, 1H}),
7.58 - 7.45 (m, 2H), 7. 20 (&, T = 8.3 Hz, 1H) .

IR (KBr disc) 1750, 1660, 1620, 1600, 1590, 1575,
1290 cm™ 1,

| Y



Sl 5 1
5, 6 ——8—3—(2—FEE) —4-A#BEEWUR-1-F~

BT EFBRE

Wk, HEHM 1 BFEHNES, 6 ——8—3— (2 —HWEE)
4 —ERBE%, AARR: 5, 6 -84 AREENK
(763 m&8s 3o 76mmol)\%ﬁ\](0. 43&, 18. 8
mmol ). 2 —WEWZE( 1. 058, 7. 5mmol ) fHZH
(25m1l). BE:0. 98(88%).

W, WEWM1CHE Wb, 6 ——f—3— (2 HEH
4 -G enEa R aaTHEE e AR 5. 6 R -
3—(2—®BE) —4-ELEFI%R(T21me, 2. 43
‘pmol ). =JE( 1. 8m1l, 15. 4mmol ), FREKTE
(1. 4m1, 12. 3mmol )FuDMsO (20m1), REWM

S22/, AFEAEEY HACKES R, BE: 218ne
(23%).

TESNITEH Cy4Hy5Cl,N,0,:  C 51.53,
'H 3.82, N 10.60. SE WM& C 51.70, H 3.81, N 10.57.
M.p. 205 - 206°C.
¥ MR (DMSO-d,.) &' ©9.37 (br s, 1H), 8.32 (s, 1H),

7.91 (=, 1K), 7.85 (d, 3 = 3.7 Hz, 1H}), 6.69 (4, J =
3.7 Hz, 1H), 1.38 (s, 9H). ,

» IR (XBr disc) 1730, 1620, 1605, 1590, 1555, 1535
cm “. MSm/e ( A EH LB ) 397(0.5), 395(2),
296(21), 296(33), 230(62), 228(100), 95(40).



SEHH S 2
5 —8—-3—(2—WEE) 4—-g2EHENI%-1-3-(1-
h-2-FE£)W-2 —EFHBRK
A. 2 —HE-1-FEE - 2-FEWK
H2—AE—2-FE-1-FHE(T7. 1lnmol ) WNERH
(THF) (25ml ) BHEEMEG6 0 e fdimomtE (3 8,
7 5mmol ) WTHF( 7 5m 1) ¥AH, HLRANWEE R TR
1/NEs SREZWREHEAY, HmFEL(5. 9ml, 50mmol),
T OTCHM 2 /NG, HZKSRADENK AF, FLBTER
B, AERARSANE TH(Mss0, ), REBH—RY, &
# BRI BN G F 6% TE |WEM. &afHir wnR
B WRYE, BE R, FE: 4. 28(47%).
Bo (1 —¥EEx-2-FX)HW-—2-EREAEE
’lé}f-j"fj‘f"h( 0890me, .3. 3mmol ) 4= kAWE KA B
2 —FE-1-FEE-2-FEWK (2. 18, 10mmol )
ZZH(4. 5m1l, 32mmol )HZRFHR(50ml) EHF,
WZERBAMEOTHIR0. 25/ 8, KEEFTETHHE 4/ 0,
REBREEL Y, FORHRYE N RRE. 88
1. 98(95%). | | |
Co 5—F—3~— (2 WB&E) — 4 -—REEEUIKR-1 -7 -
(1—FEx-2-FE)I)F-2 —EFBK
Bl 1 C i, W5 —fi— 3 (2 —MEE) — 4 —fR
EEER (M2 3 ) HETRIMeY EHRA: 5% —3
(2 BWEHE) 4 —REEER (1. 908, T. 2mmol),



=7 (2. 8ml, 21mmol )., (1 -¥RE-2-¥E)W
o EBEEE( 2. 28, 10. 7mmol )fuDMSO (T 5
nml), REH. BENSERAENE L ARFEM. 44
AT HRE ks WK%, BE—FEWRM. BE: 2. 28
(656%).
D. 5 —f—3— ( 2—FBHE) —4 —KEAEUR-1 -7~
(1-%FE-—2-F£)H-2 -EFBE

WK EN 1 MFf’J_JE‘c’IUﬂB( BBrs ) WI—RAFHAK(3nl,
3mm1)ﬁﬁ@%@ﬂ%5—ﬂ—3—(2—ﬁ%£)—4—ﬁ%
gk —1 —§— (1 -Fa£-2-FH)W-2 -EFEK
(1.0g,2.1mml)m:%$%(25ml)%ﬁ¢.%ﬁ
R MiRAAE O T 2 N, HKIEH W 1M BBrs W_REEER
(0« 5ml, 0. 5mmol ), BFOCRKRE1MitE, BiZEA
%@AW/ﬁ¢,maﬁaﬁﬁm'm%ﬁ%ﬁﬁMﬁ,%ﬁ
( Mgso, ), K%, BH—# EE AEZEERTH, RERATF
ﬁi%%,ﬁ%:55zmg(704)°

ﬁ?ﬁﬁﬂtgﬁ Cy7H16CIN;05: € 54.05, H
4.27, N 11.12. E W ¢ 53.82, H 4.05, N 10,92. M.p.

185-186°C. _ \
' mmr (cpc1,) d 9.3 (br s, 1H), 8.43 (d&, J =
1.3, 3.6 Bz, 1H), 8.38 (4, J = 8.2 Hz, 1H), 7.70 {(dd, J
1.3, 1.6 Bz, 1H), 6.98 (d, J = 8.2 Hz, 1H), 6.61 (dd4,
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 ( A0 X H 4 . ) 380
(1), 379(3), 378(5), 377(9), 265(1B), 264(50), 263(53),
262(100), 197(12), 196(60), 195(33), 194(97), 95(25).

i



SR 5 3
5—fi— 1 —-ZE—3—( 2 —EHFEE) — 7 —ARBHNE
AL 1 —TE-T-REE%

£%EE T, $#10e( 0-0846m01) 7 —£A&% (Alarich
(B4R) ) BMA20 0 LXFAWEY, HAH 108 (0-178
mol) KOH HAAHEZ, 4h2~344F H5— 10840
67 ml(0.-846mol )ETEE, WHKMREWEE B
30—4044, BEEM(BFH: 96 : 6 —RFk TR LE)
ERREmAHEA, FEMRTE-—NHEREFSS. WiZRKERE
R ERE, BRE AR TAF_EFR (35001 ) ZFE. 4%
AHE, FAfothAikd, T8 (Na50,), BERSEHANERA,
B — g emihi, EESEREENEN A95: 5 2AFK
BT, BEEEN11. 158 ( 90% ) AL EY
(RERME) .
| 60 MgHz 'H NMR (CDCI,) $:1.35-1.65 (£, 3H);
4.20-4.60 (g, 2H); 6.35-8.45 (m, 5H).

B. 3, 3—"@—1—-0X—7 —RKEEHNER

#£3 0CT, BEArwethitmtih(27. 28, 85 mmol)
AkmE 1 —LE—T -R&9% (5. 48, 34nmol ) BRT
B(200n1 )., HEREBRSHEZRTHHIR RE
K AF, BP0, 5AEE BB TERRZRAH AKX
ERANAIRA TR Meso. ), RERRH—REERY B
255 A B, AR, A% RAH I R R, R

—8 98—



Ek %, BE—FediRkd, 5. 308(049%).
C. 5—8—3, 3—Z#—1—-CT&—7 —KEEEIK
EEHTRABRBNEZFRMF, #¥3, 3 —ZR—1-0TE~
7T —ReEEF% (5. 38, 16. 5mmol ) FETDNF ¥, T
%ﬁ#%ﬂéot,ﬁﬁﬁﬁ¢ﬁkﬁﬁﬁﬁ,wM%4%ﬁﬁz%
v, W% R RLIRS MITE O CHIE 2 /e, REBENK . ARF. HEEF
wﬁf H 78 TES RS M, AAREANERE TH
( MgS0, ), WH. Ba—Femkl, BEHEEREEN AT
BOEERR. A4 B Rk, BERSE, FE4. 69e
(8 0% ) FHEHK.
D. 5 —8—1—-0E~-7-GFFLU%K
Je4ER (2. 58, 3 9mmol ) S4EWAS—R—3, 3—=
W1 —E—-T7 —RLEE% (4. 608, 13. 0mnmol )
Bk 7B (7 5m 1 ) EaEF. IHRERKREE, FEwlk, RE
TR RS 1 e, R ENK KF, RERAC
B LEREE, FAREE IR, TH(Meso, ), ARERE
—i ik b, EE BRIt ARGER. SR U
ﬁ%sﬁﬁﬁﬁ,ﬁﬁl.70g(68/)¢%@@¢,mp
78~-82T.
E.5—%—1—L ~-3—-(2- %%@&ﬁ) 7T —R & A
e |
LZOCTHEH—2—FHHA(O. 24ml, 2. 24 mmol)
i ——HEEWE(537Tm 8, 4. 4mmol ) }yDMF(10ml)
&ﬁ? 3% KP&A%EEﬂT&%ZmH.%FEAw/m¢.



B8 CEEREIRAY. AARMLKEEAENE, T ( Mg'sm)

BERS ., R MBI, FRGEE. 43R 445N

EHWER, REEZTCKEESZ REANBEREE LEY TRES

BHEEHN29mE(50%). |

. M.p. 111-112°C. TE M B |
C14H17CIN,0,S: C 54.82, H 3.61, N 9.13. L WA c

54.45, H 3.34, N 8.80. MS m/z ( A A H 4 W ) 308
(6), 306 (19), 224 (22), 222 (100), 209 (8), 207 (24),
196 (24), 194 (77), 111 (77).

S 5 4
58— 1—2CF—3—( 2—FBE) -7 -RKEEFNR

L HAS 3 B B 5 —f— 1 LE-T —RREET
W (Z#F 53D ) RETHE WeH EEXA:56-8-1-0C
E—7-REEXAI%(405n8g, 2. 06mmol ), 4—=F
ExEME (500me, 4. 09mmol ), 2—HEEA (0. 22
ml, 2. 23 mmol ) ADNF( 10m1), ¥ENEHFREK
%ﬁi%ﬁ%%.%ﬂllomg(IS%)F%.

M.p. 162~-163°C,. TE ST EHE Cy 4Hy,CIN,0,:
C>57.84, H 3.81, N, 9.64. L W {4 c, 57.59, H 3.54, N
9.49.

‘m wMR (cpc1,) 6 8.43 (4, 3=1.7 Hz, 1H), 8.11

1H), 7.86 (s,
J=1.7, 3.5 Hz,

(s,
13), 7.38 (4, J=3.5 Bz, 1H), 6.72 (dga,

1H) , 4.04 (g, J=7.1 Hz, 2H), 1.35 (t,
J=7.1 vz 2H). '

e p '

IR (KBr disc) 1645, 1620, 1535, 1470, 1440 cm !,
MSm/z ( X E L ) 292 (8), 290 (27), 224 (32),

222 (100), 209 (8), 207 (27), 196 (28), 194 (86), 95
(70) .



SEE#HPF 5 5
5-R—-1—-2#%—7-— ﬁ%&%ﬁ% 3—N—(4—ﬁ$g)$
B |

&?%ﬂ53Emﬁﬁ.m5~i—1—5%~7—ﬁ¢%£ﬂ
ROKHAS 3D ) METHE et RERE: 5—F—1-2
E-T-RAREELU% (400me, 2. 03mmol ), 4——m
ﬁ%%%(537mg,4.4mml),%ﬁ&4—ﬁ££%
‘(0-. 25ml, 2. 2mmol ) fDMF( 10m1l ). 58l EF
%%%—%%%'%RﬁﬁA%EAW/m¢,ﬁFm6Nﬂ&wﬁ
BAEDHS3, %&EﬁFﬁﬂ%@ﬁF%ﬁL%/ﬂFi%m,’
§ﬁ95mg(15/la

M.p. 155-157°C (gec.}. Eﬁﬁ%ﬁ#ﬁﬁ

- |
CISHIBClFN302 C 57.58, H 3.93, N 12.59, E R E
57.50, H 3.64, N 12.33.

IP NMR (CpCi,) 89,42 (br s,
8.05 (s, 1H), 7. 53 (da,
Hz, 1H), 4.43 (s, 13

1R), 8.22 (s, 1m),
J=5, 7 Hz, 1H), 7.02 (& £, J=7

r 3.80 (q,..?Hz, 2H), 1.29 (t,
J=7H, 3H). IR (B disc) 1725, 1665, 1605, 1580, 1550,

1510, 1470, 1435 cp™l g oo C BxE4 W ) 33s
(18), 333 (52), 198 (33), 106 (100), 170 (10), 168

(30), 111 (21).

EHFS 6

5—R—1-THE—7-R4L8E% 35— — KA F B
&?Wm55%ﬁ$,m5 —R—-1-ZLE-—7-KLBE0y

(?mﬁssb)ﬂﬁT%E%%%.ﬂ@%m,5—ﬁ—l—6§



— 7T —R&LEU%(451meg, 2. 29mmol ), 4 ——WE
;iiz%vﬁ( 607Tmg, 4. 97 mmol ), BRFRREXE (0. 27 .
ml, 2. 48 mmol ) ADMF( 1 1m1 ), £#HAERNELY
BIAKHE, B TGS EEER, HiZEGR 08 LEFH, £
B EEE (TRANEY) . REEERKE, B aBKk,
BER%R LB LB, ARG ECEERAFCHES R 53
38me(5%)H EEKREE el

M.p. 157-158°C. L& 441t & & CqgHy 4C1N;O,:
C 60.86, H 4.47, N 13.31, S Q| fi c 60.83, E 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 (KBr disc) 1730, 1660,
1605, 1580, 1550, 1470, 1445 cm . MS m/z ( M H

4~ B-y 317 (3), 315 (10), 198 (33), 196 (100), 183
(3), 181 (10), 170 (11}, 168 (36), 93 (22), 77 (20).

;_9 3 —
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