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[&AI01 2]
Clstol=Ez=2=2et0l=

&b 0.75mI(1.5mmlo)E  1-0t0l=-3-GtOI ESAIR0ILIE-4-SE2 A S
| 2  GlIOISE2Z20IS (A Al

FE o0l 16AI2 S A20AM 1
HNZA =, onl 28, 8% 2
=2 58 WA 7821 E== &otH
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5- SHOIEZ2 22201 0.675g(3mmol)E 0. 1N 4 31.5m & Erbb=A 0F0| =70t
LI 0.41g(3mmol) EU0 IJt6tD O EESS 72AI2tS0 2Fct JHEEICH. W2 £, EgE8s8 ZL=2
== X6t HEAN SEES HES/MHZ22RH MHZESeO. 88 > 250, ;
MS(FAB)i(M+H)+=245; W NMR(OMSO—ds) : 8 =11.3(s,1H): 9.5(m, 4H); 8.65(d, 1H); 7.92(m, 3H); 7.52(d,
H); 7.46(t, 1H); 2.7-2.85(m, 4H); 1.9(m, 4H).

g

=g 3IgE3s otJI2 &0 MEs:

(a) 5-AlOt--HIEZE

Tel(1) AIOtLIOtE 0.41g(4.5mmol)S DMF 1.3mI= 5-E22-1-HIEZE "&X: J. Org. Chem. 49. 4226
(1984)] 1.0g(4.4mmol) SHO Jt5tD 6AI2F =S¢ 160, Ol wEHEICE, BHS E8E2S 0I0M 80, 2
W25t 2 2.5m ¥ =F4 0.44ml B HSE(I11) 632 1.6g EUS JISILE. BE EEE2 458
2t WBHGHO] W2oll 22 A6t SRULZ =SEHU. RIS E2 HAHGHD at DS A0
N 2HZESHH OiltotD 22 =560, 2 3e=S(a)E SEM ZHYHZE =S5

IR(CH.CI, ):2220, 1690cm ;' H-NMR(CDCls ): 6=8.26(q, 1H); 7.81(a, 1H); 7.43(t, 1H); 3.21(t, 2H);
2.72(t, 2H); 2.23(m, 2H).

(b) 5-EIRIHHI2Y-1-HEZE

AAIO 1(a)2 SAFSIH, T2lE 200 2 E2/ME0I2! 8.6l & 5-AlOH=-1-EIEZE 10.6g(62mo0l ) S
542 HolotD SH2IGH0 22 SES(b)E 24 M2 S8, 8F 200 WX 205, .
(c) 5-Ot0ICI=-1-HIEZE sl0IE22220|=

AAIG 1(b)2F SASHH, 5-EIQIIHI2U-1-HIELE 8.6g (42mol)S E2HELE2LAE HEANZ2RRS
H0IE 8.8 (44mmol) X ABIADE 2.69(49mo0l)2 HM2U5H0! B FES(c)S MEBM AW
£SE)

MS(FAB): (M+H)'=189.

[ A0 4]

4-E|ItHI2 Y-1-01:+=2-2'-0t0ICI =3l0|EetE SH0IEZ2222H01E

EHah A OOl 72 0tLIE! 1.36g(10mmol) & 2N &k 10mIE OIEES 50ml = 4-EIItHI2 2-1-21et2 ©
SAIG 1(a), 1.99(10mmol) SHO JtGt1) 0 ESESS 24AI12F S &F6t JtFsECH. 2 &, Bts
Sg=S S22 =5 X6l HAM sg=EsS =S

[&AI0I 5]

4-0t0ICl=—1-Q1 & 2-2-0t0ICI = 5t01E2tE CIGH0IEZ 22 2t0lE

AAIG 1(b) 2 SALSHAH, 4-EIRIHHI2 Y-1-21+2-2-0t0|C| =5t0IEctE GHOIS2SEet0IE (A AN 4)
E EldlEg=sas HECUEFZLA0E X SF2sd BSAMA HUN =S =S,
=8 330, ;

MS(FAB): (MHH)'=231: ' H NWR(D, 0): 6=8.08(d, 1H): 7.75(d, 1H): 7.58(t, 1H): 3.35(m, 2H): 2.92(m,
2H).

[& A0l 6]

4-0t0|Cl—1-Q1&+2-2'-0L0ICI =5l 01 EctE LISI0OIEZR 222401

gt & IN LIES HSA0IE 8H 1.2nlE R HES 5nlE 4-Al0t=-1-2&2-2"'-0t0ICI =5t01E
etE SIOIEZ22 22401 0.26g(1mmol ) X0 Jt6tD EEESS 16AI2t S &Fct ItEEHCH. W2 5,
DH &3 225 0.16g(3mmol)S BtS EE 201 I8t & 1AI2F SQF 60, Ol WBHSHCH B8 E8S
= 0I0N S22 =Fotd SAE 8 =22 ZH36t0 ZM e=S =Sttt
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=Y =SS oI &0l MEZEC -

(a) 4-AlOt=-1-01H42-2'-0l0ICI = 5I0| E2tE o0 EZE2 220l E

ALAG 10 SAGHAH, 4-AlOF=-1-01SH2 314mg(2mmol)S GIEtS 20mI Ol ZAHAIZICH 2 9ml L 2N S &t

imlsS Edte=A 0F0I=7F0 H.IC| 272mg(2mmo|) SHZE Jiot] SE=2 492t 36 wbetsttr,. W24

S, BtE SEES SY2 s AXolD &AISE SZ22H Z&dsloly =Y SIst=2(a)E =St B

& > 230,

' HH NMR(DMSO ds/D:0) : 8=8.16(d, 1H); 7.9(d, 1H); 7.55(t, 1H); 3.28(m, 2H); 2.9(m, 2H): IR(Nujol)
2190cm (CN).

[&LAIO 7]

4-(N-SlOIEZ2AI0FDICI = )-1-21&2-2'-0l0ICI = 5t0| EctELIol0| EE2 2220l &

ol0IES=4012! olOI=EZ22Z2101E 0.2g(3mmol )2 24 HES im0l SEAILD HEESE IN LIES

HISAIOIE EH 2ml2 JtstCt. 0O E&=2 1AI2F SOt WbBtgtn Husttt. 2 2ml = 4-AlOte-1-2!

S©2-2'-0l0ICI =-3l0|SctE BI0IESZ22Z2t0I=[A A0 6(a)] 0.26g(1mmol) SHE MM Jiot]) &

=2 6AI2F S R0t JtEsiCt. W2 =, B8 SEE2 Y2 s506t10 EM SE=SS S =22H

& 5 250, ;' H-NMR(DMSO-ds=D,0): 6=8.12(m, 1H); 7.55(m, 2H); 3.22(m, 2H); 2.83(m, 2H).
[& A0 8]
4-0t0ICI =—2-0Il E-1-21 &+ 2-2"-0t0ICl = ot0l =ctE CIGH0IEZ2 S 22401E

AAIG 12 SASHA, EXM SEESS 4-AMOt--2-HE-1-2IH2C22H MIECHEZX: 0IE8S3 Sd
Ml 3,956,363%)

[& A0l 9]
5-0t0IC =-6-DISAI-1-HEEE-2

-0l0ICI-ot0lEetE ClotoIEZ2EZ2e01E

AAG 12F SAGHH, EHM SIE22 5-AlOt=-6-HISAI-1-HEZZ2oZLH MZESHCHEZX: Chem.
Pharm. Bull. 31, 2329 (1983)].

[&AlO 10]

4-010|Cl =-6-0| & -1-21 & 2-2'-0t0|C| =56l 0| E2t= ClololE222e0|=

AAIO 3} SAGHAI, EXM sSlstEesS 4-B22-6-HE-1-01H4290 226 MXSHCHEZX: Bull. Soc
Chim. France 1964, 3103].

[&LAIO 11]

4-0t0ICl =-6-0I S Al-7-HIE-1-21 &+ 2-2'-0t0ICI =5t0| EetE LB EZRE201E

AAG 30 SAlotH, EM SISE2S 4-E22-6-HSA-7-HE-1-20 42222 MISCHEZ: J
Chem. Soc. Perkin Trans. 1 1974, 1911].

[& Al 12]

4-0t0ICI =-6,7-CI0E¥-1-QI&t2-2'-00|C| =5t0| EctE Llol0IEZ22e0|E

AAIO 3 SAGHA, ZHM 3E=SS 4-BE22-6,7-LIHE-1-QH20 226 MXESHUHEZX: J. Het.
Chem. 24, 677 (1987)].

[& Al 13]

4-0t0ICl =-7-CLOI ES AI-3-HIE-1-21 4 2-2'-0t0ICI =50l =2t E LB EZRE201E
AAIN 30 RAGHH, EX SEES 4-BE22-7-0l0IESA-3-HE-1-2HRCZ2H MZSHCHE=X:
(

Indian J. Chem. Sect. B 24B, 1061 (1985)]

[& A0 14]

4-(MIEOI0ICI 2 )-1-Q1et2-2'-0t0ICl =ol0l E2tE Llol0IEZ2E222H0l=

AAG 1(b)2 SAIGHAH, 4-EIQItHI22-1-01Cct2-2'-0}0|CI=5t0|E2tE ol0IEZ 22201 = (A Al O
2%} EEIOHE'QA'E HEUEZTLLZEHUO0E & HELZE 2Z2H0IELY BISAIHA ZAM stE=E=S =S
[& A0 15]

4-0t0|Cl =—1-21 &2-2'-0l0ICI =8l0| EctE CIGH0IEZ2222H01E

stol=Ez222t0l=[&x: A0 1(b)] 9.459(44.9mmol)S £ 100ml R 1IN
46m|§ Etdb=2 OOl 72OtLIE! 6.12g(45mmol) UM DiotD EEESS 24, M 24A12F St WBHst

16-11
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Ch. Z2d3e dd=2S 206N A2 =22 M=otl = 30m ZFE MZEH36I0, &=+ Imol
£ gRols M stg=Es +Set. &3 ) 330.

MS(FAB): (M+H) =231: ' H-NWR(D,0): 6=8.08(d, 1H): 7.75(d, 1H): 7.58(t, 1H): 3.35(m, 2H): 2.96(m,
2H).

[ A0 16]

4-0t0IClc-2-E-1-21 & =2-2"'-0t0ICI = ot0l EctE CGH0IEZS2et0lE

0.5N &4k 10ml = 4-0t0ICI =-2-0IE-1-Q1&t2 StOI=2 22201 1.0g(5.0mmol) & EtdtA OO
OfLIE! 0.68g(5.0mmol)2 EUS 25, OlM 120AI2t=Qt wEHEICH, ZHSIE MHES FA0WMGHD o
g2 =2 MHOIW Axs= HA iP@%% =SE0. 88 ) 250,

MS(FAB): (M+H) =245: ' H-NWR(D,0): 6=7.95(d, 1H): 7.66(d, 1H): 7.48(t, 1H): 3.45(m, 2H): 2.85(d,
H): 1.12(d, 3H)

=Y SIg=S oI &0l M=sT

(a) 4-EI2IHHI2 Y -2-HIE-1-2 &2

SAIG 1(a)2t SAGHAI, Telg 200ml 2 E2INEO0tE 9.7mIE 4-AlOt--2-0IE-1-Q&2[&=x: 08
== S06] H3,956,3635] 11.1g(65mmol)S &3t=A2 HMeldtn —?—xﬁalﬁf £ =2 (a)E M &
Y dHE +S8t. & 195 WA 198, (=2dH); ' H-NMR(DMSO-ds): & 961(8, H): 7.71(m, 2H):
7.48(m, 1H): 3.48(m, 1H): 2.81(m, 2H): 1.23(s, 3H); 1.19(s, 3H)

(b) 4-0tOICI=-2-E-1-2 &2 GI0IEZ22Z2t0lE

A0 1(b)2k KAGHH, =2 &2 (a) 10.29(50mmol)E ECIME=SAS HEUZSIL2LL0IE
11.0g(55mmol) ¥ SSA 2= 3.29(60mmol )2 XMelotH £ SFHES(h)E =M Z2E HHH2 +SEHH.

0IE Al =0t UJ%/\I%'E}.

[ A0 17]

4-0t0ICl -6, 7-CI0 E-1-Q &&2-2'-0t0ICI =5t0l E2tE CISH0IEZR 2 Ze01E

AAI0 12t sALSHH, EH &2 S 4-0l0I1CI=-6,7-CIHE-1-2 &= ol0IEZ S Z2t0IEZRE M
Ct. 88 ) 2407C:

MS(FAB) : (M+H)® = 259; 1H—NMR(D20)61=7.43(S, )5 3.12(m, 2H); 2.75(m, 2H); 2.43(s, 3H); 2.24(s,
3H)

=g sIgES otJI2 &0 MIsHH:

(a) 4-AlOtc-6,7-CIHIE-1-21c2

OMF 18mI & 4-E22-6,7-CIHE-1-QI2[&=X: J. Het. Chem. 24, 677 (1987)] 17.8g(74.5mmol) &
el(1) AIOtLIOIE 7.3g(82mmol) 2l E&ES 170° OIM 6AI2F S©F WBHEICE. ©Bt8 E82S 0I0A 100
TR 2ot S22 200ml, ¥ = 47ml L =G4 8.2miE SSE(I) 6352 31.2g SHS 0/0 A
£0OF JIEtCt. B2 BE¥E3 707 OIAM 20=22t WEtot W2t S ¥ =22 AL, RIIY
S Zclot 22 MHotD Bt UEE Btist EHE NEE = OAl 22 MEE =, HdXZAH S
2T =HESICH MAIE € OINIEIOIE £ MHZZR2H Zd3otl 0l &Y &S (a)dl ASSH

80| 160 WAl 163" ¢! HIOIXIAM 2EES +=Sstth

IR(CH,C1,): 2220, 1710cm .

(b) 4-EIQItHtR 26, 7-CIHI 2-1-0lEte

AN 1(a)9F SAHA, T2lT 2000 2 E2|00t2l 7.5n15 SLSIES (a) 10g(54. ol )= =5t

AA2 H2l5tD BH2I5H0 B2 ES( 2 ~Ss0p. 83 207 WX 208 H-

NMR (DMSO~ds) : 8 =10. 1 S 3.12(m, 2H); 2.61(m, 2H); 2.54(s, 3H):

2.29(s, 3H).

(c) 4-0t0ICI % -6,7-CIH Z-1-01Et2 5l0|S 222240/

AN 1(b)%F RABIH, =2 SE2(b) 4.49(20mm0l)2 E2INESAE HEAZZRZLY0IE
s 1. |

4.26g(21mmol) & &3t 22 29(24mmol )22 HMclotH &Y sEE (c)E HOoIXM ZFEHZE =5
BiC}.

[

[& A0 18]

4-0t0ICl -6, 7-CIHI S AlI-1-21 & 2-2"'-0t0ICI = 5t0IEctE CIGHIEZE220IE

4-0t0ICI -6, 7-CIHI S AI-1-Q1&+2 SlOIS22=2t0lE 0.73g(2.7mmol)S 0.5N L&t 6ml S EtétA Of
Ol OtLIE 0. 4@(3mmo|) SRl Jtotll EEES 500 OlA 24A128 St wBtetth, dH2f =, 2=
HESES S2UMUGIH 222 22 MGt AXSIH HM SEES =S80, 88 ) 220,
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MS(FAB)I(M+H)+=291; ]H—NMR(DZO)I §=7.45(s, 1H); 3.97(s, 6H); 3.27(m, 2H); 2.98(m, 2H).

=g 3gEs oIl &0 MIsHCH:

(a) 4-AlOtc-6,7-CIHIS Al-1-2IcH2
OMF 7mI & 4-B22-6,7-CIHISAI-1-Q &2 [&X: Can. J. Chem. 57, 1603 (1979)] 6.57g(24.2mmol) &
Tel(1) AOHLIOIE 2.5g(28mmol )2l EEES 170, MM 5.75A12F S¢F WEHEICH. BtS E822 010
A 100, £ H=2et = S0 70ml, = 15.6m & sS4 3.5mS %ik’_é*(lll) 6==3t= 9.79(36mmol)
ZEHS 00 2522 Jtett. B2 Eg =S OIOM-I 80° OIAM 3022+ wBtoll) W2AAIH S & =
£ 3Hetth. RII4S =2clotd 22 MEGHH Batx=A UHEE Btist EHOZ NHE = UAl 22
NZot0, 2Xotl SLE SsFetlh. TAIE P20 150 LHII 160° /0.1mbardt E]5t1 Ol =Y
ASSEHCH. 8& 150° ;5 IR(CHLCI,) 12220, 1710cm 5 H- NMR(CDCl3): 8=7.33(s, 1H); 4.12(s

.90(s, 3H): 3.19(m, 2H); 2.76(m, 2H).

AAIG 1(a)2 SAGHAI, T2lE 100ml & E2lNE02 2.4n1E EL3at&t=(a) 3.7g(17mmol )& &3t
A% XMclotld =Xclott, EY ste=(b)E &84 28 gz +=Sstth. & 196 WAl 199° -
; 6H): 3.

NMR(DMSO-ds) :  =10.06(s, 1H); 9.50(s, 13(m, 2H); 2.63(m, 2H).

(c) 4-0t0ICI<-6,7-CIISAI-1-2 &2 GIOIEZZ22240/E

A0 1(b)2F SRAGHI, &2 3&2(b) 3.39(13mmol)S EclNE@=SAs HEUZSIL2EL0IE
2.8g(14mmol) & S5t 2= 0.8(15mmol )22 Melotd, &2 3E2(c)E HIOIXIMN ZHEEHZ =56
Ct. 8% 188" (=)

IH—NMR(DMSO—ds): 8=9.4(s, 3H); 7.63(s, 1H); 3.92(s, 3H); 3.89(s, 3H); 3.18(m, 2H); 2.68(m, 2H).

[&Al0I 19]
4-0t0|Cl=-3-D€-1-21 & =2-2"'-0t0ICI = ot0lEctE CIGH0IEZS2et0lE
(

0.5N & 4nl S Erédbs=A OHOI=FOFLIE! 300mg (2.3mmol)E = 6mls 4- OPDIEI‘— -HE-1-2l==2 ot
OlEZ2Z2=2201E 300mg(1.3mmol) EUM JI5tD, EESS 24A12F S 80° Ol wBHEHCH. EH2

ES AW BLZ =500 MAIS %EHIEA-I E2 AME5t tﬂ ct0l E® ER- 180 =Kl &H0ll A

OIEJNIIZ ZHSEC. EXM eSS HES/0H=22RE MEEEE0. 88 > 2507 ;R=0.18(&c
ot &, HEH S2e0IE/HES /= L2LI0t 5 3 1): MS(FAB) : (MHH)' = 245; H—NMR(D20)16=7.97(d,
H): 7.64(d, H): 7.49(t, 1H); 3.86(m, 1H); 3.17(a, 1H); 2.49(d, 1H); 1.24(d, 3H).
g

=Y =SS oI &0l MEEHC:

OMF 2.5mI= 4-E22-3-HE-1-A&=2[&=: J. Org. Chem. 22, 1019 (1957)] 2.6g(11.5mmol) &
22l(1) AOILIOIS 1.14g(12.7mmol )2l EEES 6AI2ESC 170° OlA wBHSHCH. Brts E8ES 0l0A
100" 2 H=26tD SR 50ml, & 2 7nl L s 1.7/mIS SSE(I11) 652 4.59(16.5mmol) SN
= 0|0l HE£2=F DJietlt. e S8 =S 2022 70° OlA wBtoled d=26tl) S=0 2 =2 54 &t
Ch. KIIA2 226t 22 MAGILD, Statxa LHEE BIES EXHOZ NS & UAl 22 MG
O HE0tD SEZ2 ==&, SAE F220A 100 LHXI 120° /0.05mbardt SR AN 0l =2 3tE
E(a)0l &4Ssc. & 109 WX 117 ;

IR(CH:C15) : 2220, 1710cm ; ]H—NMR(CDCI3)36=7.92(m, 2H); 7.52(t, 1H): 3.73(m, 1H): 3.03(q, 1H):
2.40(a, 1H); 1.55(d, 3H).

5
(b) 4-EI2HHI2L-3-HIE-1-2 &2

A A0 1(a) 2t
St=4AE Helotn

a) 1.45g(8.47mmol) S %

cl 2 E & SEE (
SHelstol &2 StEs (b)E S8 2 gz +=S6tt. & 198 WX 200

90
>
_O'ﬂ
=
=

1
H-NMR(DMSO-ds) : 8 =9.78(s, 1H); 7.65(m, 2H): 7.46(m, 1H); 3.98(m, 1H); 2.95(q, 1H); 2.26(q, 1H);
1.25(d, 3H).

c) 4-0t0ICI=-3-0IE-1-21Et2 SloIEE2222H01E

—

AAI0 1(b)2k SAGHA, &2 3&=(b) 0.969(4.68mmol)S ECINE=2As HEISFZE0E
1.00(4.93mmol) & S35 2= 0.3g(6mmol ) 2= HMelott &2 SHES(c)E HIOIXIM Z2H ez =S
StCt,

H—NMR(DMSO—d6)36=9.59(S, 4H); 7.65(m, 2H); 7.46(m, 1H): 3.98(m, 1H); 2.95(q, 1H); 2.26(q, 1H);
1.25(d, 3H).

[& A0l 20]
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22 THF 10ml S 4-(N-SI0IEE AI0I0ICI = )-1-21=t2 2'-0l0ICI =50l =2tE LIGI0IE 222 210| S (A Al
0l 7) 0.32g(1mmol), E2IOIEOLR! 0.36ml (2mmol) L & HEIEE 0.2g(1mmol )2l BESS 16AI2S 0
825l HISAZIC. o2 B82S 0/0IN 222 5510 AAES 8 AMORLH ZHG0, A
set22 +SE0, S8 ) 330" .

(& A0 21]

4-0t0ICI =—2-0l € -1-21 &+ =2-2'-0l0IC| =3t 0l Eet&E Lol EZ2222101&
3-(2-S22HY)2-HLTR0 2 (S UL RS2 S5 H2,733,8085)2 S20IA Z2I0AS AE5
Of H& UISAIH AS5ts 1-QEH22 Ha5tn, AAI0l 33 SAGH EX SE22 HBAI0
[&LAI0f 22]

4-0L0|Cl =-2-n-2€-1-21t2-2'-0t0ICI =5t0| E2t&E CIG0IEE222t01&
3-(2-222HY) 2R IR M (SUALBSR S5 K 2,733,885)2 S0 21242 A
3101 BB BISAIH ASsie 10T HAsin, AAIN 31 LA EA slees XMBAZI.
[&1AI0f 23]

M 42, 02 SO AAIG 1 X 225 SIIX SIEIE 0.2502 BRsls ASHE 51019 20 ME
3 2 UCH:

ZH2 (500000 HSHO CHE)

By M2 1250g

=R 180g

Y mE 120g

DIOUIS AHIOIHOIE  80g

SHEQA 20g

24 S22 0l 2210t 0.6mmQ! M0l SWAIH SH ST =S 0.33g 222 BEN-SHIIE
ArSSHol ZetE =Wl S AIZICH

=

10,0000 B ME HZX5t2, 0l 222 HMe 84 82, 08 =0 &AM 1 WX 2200 et MZEst
SHIHXl StetE bmg=2 &K/ stlt:

H2

24 842 50.00g

SHEQA 2535.00g

S M2 125.00g

Zc20Ed 222 6000 150.00g

Ot2ulEs AHIOHYIOIE 40.00g

PSPSIES ESREgEs

/eS|

RE 2M A2 U2 3210t 0.6mm2! MOl S DHAIZ2ICEH. OIOM-I SN2, HEQA 0IOUIZE AHO
dIOIE L 1/29 M2s N&st 8|2 &M SEAI2ICH. LIHX 1/29 d22 2 65nl0 SEAIZID
=S¢t SEHg 2 260mES Z20Ee 2222 HIS MU ItSttt. #=Sgt ltHOI*EE 2L S8=2
Ol Jiot) ZQE AL O ¥2 28 JIotHA EPE SHAIZICH. DHES ZAM 35COAM 2 EAI% H+ 3
JI0F 1.2mmQ! Mol SHAIZILD 2=AH T =Xl(breaking notch)E 2= FME E4SHCH
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