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MHEE SHES HZE & ACHS NS LAGH =2 LS S60H AL

Motk 2 232 LBA(1)9 S8t2D 1-HE-1,2,3 4-HEGISR0/AR SRS BSAIH 56-CIHE-
2-(4-22Q2H YOI )-4-(1-H2-1,2,3 4 BHIERGI S20| A7 S2I-2-2)T2I0IE - HAAS M=ot
S 9#es N3t US SHOE i

Olot, = 2SS MMl LY

= o JEWHES BSACE LIEHNE OSD 20

aJlol HMzZEEoz 56-CIHE-2-(4-E222HE0I0IL)-4-(1-HE-1,2,3,4-HEIGI EZ0| AR =El-
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o2z 2L =0l AIIXl @0t =801 SJtotA =T
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o] BtSAMA Hal2 222AS LIEHHTH

& BFSANAML 201 4-EF2ZHEFA0LIE - II2UHI0IEE HE 2-HEOtME0LNIEIOIEE S Al
o GUHOR 4-3|ESA-2-(4-2EF2Q2MHE0I0I)-5,6-CIHEII0IES MEE &= A0, CAl E2
ASIHE BISAIDIH 4-2 N =-2-( —EEQEIHI'-'OFDIL) -5,6-CI0IEIcI0Y S HMEE = UTH.

AD| BISA F 4-ERREHEFOILIE - IIZUHOIEE 4-ERQR0LEE8 X9 ML (S S6 X
0,560,726 S)8 0l8ctH =& MZEE = ULt 4-5IESA-2-(4-E=2LZHZ0I0I)-5,6-CIHE T2l
OIEE HMZEot)l I EHESEMZ= OPHIELIE%‘, N N-CIIEZSO0t0t0lE, CIEZZA0IES0| &
HotH, EBFE2E2= 110C WX 160CE RXAIZI= 20l HiEXoCH E£8, M4dE 4-5|ESA-2-
(4-E2LZ2HY0I0L)-5,6-CIHETCI0ITH EAEZHAASAISZE0ES, SALS220/1E, EIQLER
20lE, = EAXHAE Z|BZ2010/E 59 ZRASINE BFSAIIIH SUECE 4-2H-2-(4-E

Aol Bts

SQZHLO00IL)-5,6-CIKETI2I0IEES MZEE &= UCH. HIIAH 22UJ | Z02= N,N-CI0l
EEZSO000IE, CIHEEZFA0IE, 1,2-LIS220E, = 1,2-LIS224d S0| HIEXoH, ¢sS2
C2= 75C WX 95CE |AAIIE 20| H& 26T

E5t, &) T2 4-ERLZHLIRO0ILIE - IZUHIOIEZRH 4-0lS = Al-2-( —EEQEMI‘—'OPDIL)
5,6-CIHIEmel0lgsS HMZEstn, 015 =cl&0l 20l 2ZASIBSHE Iitoted 4-22H-2-(4-E22=2
HE0t0IL)-5,6-CIHEm2I0IE S SABSH(1 pot)Z2 MZEE =& ULCH.
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|€-1,2,3,4-EHIECISIE2 04T =210 K022 0IgtE82 =2
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1. 4-EFLZHEFAO0ILE - FH2UI0IE

QZ 0t &l (1000g, 8.9mol )0l 32%Z AH(882g, 747ml)E Jt8t CtE, 87CE JH2AII|1D, 50%AILHOHD}
SoK(780ml, 9.9mol)E 2Al 2
tseh gk 3L BFSEUS 60CE 2ot BHAMUE

JIGto 402 =QF LWBHEHeHE & 15C2 H2A6t0 MEE Mo DHE st =(600ml)=2 M=
CtAI I OLMIEIOIE(2000mI ) Z MIESH & HEAIHA SIHMOl HH 3tE=(13950)2 +=SotRUL.

D 81.4%

1 175C

NMR(DMSO-ds) : 5.50-6.88(bs, 5H), 6.87(m, 2H), 7.17(m, 2H)
20 2. 4-0l=EEBAM-2-(4-EF22Z2HE 00l =)-5,6-CIHIE Ll 20l

ED0H10AN HMZES 4-ETLZHEFOILIY - FZUIOIE(54. 253.2mmol )E N, N-CI0HIE Z S 0t0t0|
) L Ole 2-HEZOtMEOIAIHIOIE (37.8g, 262.2mmol )0l SEAIZI TS, 140COHIAM 3AI2ESOH &

N

nue K

=
(W} —
- J

0 4 32ro
o

v n

BESOHO CHAl N, N-CIHIZXZE0t0I0I=(100ml )2 3lA6H0H 80THIA W2 & U8, 0|AZ2EADS
(160m1)S DJiot0d 302Se WEHAIZI &, MAE DXHE HUSHUCH. 012 OtHMIE(150ml )22 MH=s6tn
X560 EHSEE(419)S +=Sotlt

=8 61.4%

8  256T

NMR(DMSO-ds) : 1.83(s, 3H), 2.19(s, 3H), 7.18(t, 2H), 7.68(m, 2H), 9.36(bs, 1H), 10.63(bs, 1H)
200 3. 4-222-2-(4-E2LZHELO00IL)-5,6-CIHIE T 2l0lE

D020 MZE 2-(4-EFLZ2HIE 00| =)-4-5I =S AI-5,6-CIHE W 2I01 2 (40.5g9, 174.1mmol)S N, N-
CIIEZS0t0otol=(80ml )0l &GO 80C=  JHESHAUCH.  OII0l EAZHASAIZ22H0I1=(31.9g,
19.4ml, 210.1mmol)S 1AIZS S JIGtH A 85CE S XAIZLCH

BISMs 3022t CHAl WEHAIZI &, LS S(4000) 0l JIoHHAM WEHSHACH. GII0l =&SHLESS Dol
pHE 112 XZEGtL 4AI2tSe Wittt & MAE DMHE GUSIACH. 50% HES =X (150m)= M=t
1 AXGHH HHMSES(42.39)2 ot

|._

1 114%C
NMR(CDCls) @ 2.21(s, 3H), 2.41(s, 3H), 7.01(t, 2H), 7.18(bs, 1H), 7.56(1, 2H)
P00 4. 4-222-2-(4-EFL22H L 010l)-5,6-CI0E-Tl /0l 2l

FO010AM HMEE 4-SRLZHLFRO0ILIE - IHZUI0IE(1390g, 7.6mol)E N N-CIHIEZS0H0I0IE
1300ml) ¥ OIE-2-BIEOtMEOLAIEIOIE(1206g, 8.4mol )0l S EAIZ] TS, JtZot0d 1AI2tSoH BREt
SAI2110 4ASF(1100ml)5t0 BrS Aol 2&0t 160CIH 2 WMNA EFGHAC F=S0 NN-CINE
ZEO0t0t0I=(1600mI )E  Jtotd 80CTHHAl =28 8, EAXHAZA| S=22t0/=(1388g, 840ml,
9.1mol)2 1AI2 S JIotH M 80C WXl 85C2 RXAIRICH 302k wetst & N N-CIHIE XL SO0L0H0I
E(2000m)E Jtoll BIAGHRACH. SlAEH BtEUs 2(7000m1) 0l 402 =QF JIGHEAM wek

o

—

wotst & MAE DHE HUSHACH. S0%HEFSEH(1500m )2 MEHotD A . AEE sz
FLZS HES(4000m )0 I AIH Edlist & 10CZ2 HAUSIACH. MHE DHE st & HAZoH E
Hstet2(1186g)2 +=SotRALE.

£8 : 62.4%

& 1 114TC

NMR(CDCl3) @ 2.21(s, 3H), 2.41(s, 3H), 7.01(t, 2H), 7.18(bs, 1H), 7.56(t, 2H)

00 5. 4-B22-2-(4-EF22HEZ0t0I)-5,6-CIHIE-1 2|0l &

D020 MZE 2-(4-EFLL2HE0I0IL)-4-05lESAI-5,6-CIHE I 201 (59, 21.44mmo1)S N,N-Cl
HIEZSO0t0t0IE(40ml )0l &EE =, 65C2 JI2FUCH. GII0l ZAZAAERIEZ00IE(8.1g, 30mmo
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1)2 20250 ZIIAIZI &, 75CHIAN 30250 BFSAIRTH

BSOS ASO=2 WASH LSS(5009)0 It OHS, SMSILESEYS Jsh pHE 112 XD 30
SSob Wetst & 22 AAS Dbl pHE 5.52 ZEGIYACH MHE ZMDMES ojmotD, S(i00m)E
M= & AXGI0 4-222-2-(4-Z222HL0H0I)-5,6-CIHE-T 2101 (4.1g) 2 +SotATH

~2 1 64,58%

S : 123C

NMR(CDCI5) : 2.21(s, 3H), 2.42(s, 3H), 6.98(t, 2H), 7.24(s, IH), 7.54(g, 2H)

(&AL 1]

n-3l &L= (85m1) Off LEISOLMIEIOIE (2.65g, 27mmo | ) Bt 1

)S Jlol 80CZ JI=26IHCH. G0l 4-E222-2-(4-

(6 17g 24 .5mmol )= Jtol0d 140COIAM 28AI2tSOF EBFRESAIA
-1,2,3,4-HIECIo| =20/ AR =l-2-L)Ol2l0lE - it
Al (

al 2 A5t OtMIE(20ml) 2 BI&E UE, 2 Ol ZISHH A WwBHGHACH. 2A124S
WEGHY MAE DHME ost Ohs, S(3mm1)2 MAE =, M4 DHME US220HE(150m1) o
O AN-E4H(20ml) 2 }\‘||7£\|O|'_L 5(20m1)§ NEE =, IN-=MSILUESSHU(20mI )22 MHIEHSHALCE.
= MO OUS2E g0t Z2L=sSE U3, HES(100ml)0l 3A5tD, dEd
A2t E_P_é* =, ddE IHE WU |Et=(20ml)2 MAE =, A X504 5,6-C
HEYO0lL)-4-(1-tE-1,2,3,4-HE2UIEZO| AT sEl-2-L) T 20l - S&tH

,2,3,4-HERISIEZ20/ AR =2(4.09,
E2QRMWE00I=)-5,6-CI0Em 20l
56-CINE-2-(4-EF22H 00| =)~
A=

A
_L

HON
0 w3

010
2
o

@
9
2

Ww 4 2o
Im

02 Mo
o
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&

1 255C

MR(COCl3) : 1.58(d, 3H), 2.21(s, 3H), 2.38(s, 3H), 2.84(m, 1H), 3.12(m, 1H), 3.61(m, 2H), 4.23(m,
H), 5.38(q, 1H), 7.25(m, 6H), 7.61(m, 2H), 10.33(s, 1H), 13.43(bs, 1H)

A A0 2]

oiga=el2(40oml )0l EzI0Eo0tel(8.12g, 11.2ml 80.3mmol)1t n-2ES(30ml) ¥ 1-0IE-1,2,3,4-HE
2ol EZ20IAA=RI(6.58g, 44.1mmol)S JIE %, 4-222-2-(4-EFLZHE0I0IL)-5,6-CIHIE I 2l0]
,6-CItE-2-(4-E2 22 H L 0}0I

— =

—

E|(10 1g, 40.1mmol)ES JtGt0d 130COIAM 30AIZtSS EFJBESAIA 5

£)-4-(1-0IE-1,2,3 4-HIEAGI E20| A7 =l-2-2) M| 2|0/Ql - SAHS MESHACH. OIS AHANIDYN S
ast oz FMOA 5,6-CIHE-2-(4-ERLZHEZ0t01=)-4-(1-HE-1,2,3,4-HEZS EZ0| 2T =
gl-2-g)melolg - F4E(14.79)2 +=SotRACH.

=2 1 91.%

& 1 256C

NMR(COCl3) @ 1.58(d, 3H), 2.21(s, 3H), 2.38(s, 3H), 2.84(m, 1H), 3.12(m, 1H), 3.61(8, 2H), 4.23(m,
1H), 5.38(a, 1H), 7.25(m, 6H), 7.61(m, 2H), 10.33(s, 1H), 13.43(bs, 1H)

[&AI0I3]

HEAZ22I2(150m )0l E2INE0F2I(45m1) % n- ?EF%(SOmI) ERE IJ1|%'—1,2,3,4—HIEEF6IEEOI£%§@
(329, 217mmo1)2 Jist &, 4-222-2-(4-EFLZHE0I0I) -5,6-CIHET2I0IE (51.3g, 203.8mmo
)2 Jtotd  135COUHIA  28AI2E B F{FEE  AlA 5,6- |D1|a' 2-(4-E222HY 00| = )-4-(1-HE-
FRACEH. OIE AAN1D sS2st gyge=z
4-

1,2,3,4-HERSIER20IAAsE-2-2)I2l0IE - SaHS M=
2, HECISIE20IATF =s8l-2-2) IO

’SHIBP@ 56-CINE-2-(4-ZEF22HEL0t0I = )-4-(1-HE-1,
B - Hatg(66g) S +=SotHRULE.

5
3,

=8 ! 81.1%
SE

& 1 2567C

NMR(CDCls) @ 1.58(d, 3H), 2.21(s, 3H), 2.38(s, 3H), 2.84(m, 1H), 3.12(m, 1H), 3.61(8, 2H), 4.23(m,
1H), 5.38(aq, 1H), 7.25(m, 6H), 7.61(m, 2H), 10.33(s,1H). 13.43(bs, 1H)
[&AIO14]

T 2-ZZZZ2/2(100ml )0l EZIOEotel(75ml )2t 1-HIE-1,2, 3 HEZISIEZ  0lAF=¢&l(65g,
442nmol)E  OJtoH 80C=Z JI2SHACH. G0 4-2S2=2-2-(4-EF lHI dotole)-5,6-Cloil€melolgl

(100.9g, 0.40mmol)ES JtotGd 120COUIM 64AI2tSQH BEFSAIA 5,6- EIHI%‘—Z (4-E2Z2H 00 )-4-
(1-HE-1,2,3,4-HERICI E20|AA=8I-2-2)T 2|08 - SMES HMEIoHACH. 015 AAM1D SL&
gHoE  FHMSH 5,6-CIHE-2-(4-EF222H L 0t0lL)-4-(1-HE-1,2,3,4-HE2AIEZ0| LT =8l
-2 )Oel0le - F&HE(919) 8 +=SatALCt.

2-g

28 57.1%
& : 258C

NMR(COCIg) : 1.58(d, 3H), 2.21(s, 3H), 2.38(s, 3H), 2.84(m, 1H), 3.12(m, 1H), 3.61(m, 2H), 4.23(m,
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), 5.38(q, 1H), 7.25(m, 6H), 7.61(m, 2H), 10.33(s, 1H), 13.43(bs, 1H)
[&AIOH5]

1,2-Z2ZZel2  (2100ml)0l EecloZot2l(720ml ) 1-0IE-1,2,3,4-H ERISIE 20/ AP =2 (6959,
4.72mol)2 Jtol 80CZ Jt2otRACH. GII0 4-22=2-2-(4-E2LZH 00l )-5,6- EI[HIE'HIBIDI’:|
(1179g, 4.68mol)S JtotGd 130COIA 58AI2tS0H BESAIHA 5,6-CIHIE-2-(4-ERL2L2HIL 00l )4

(1-HIE-1,2,3,4-HERICI E20| A =s8I-2-2)T 2|08 - SMES HMEIoHACH. 015 AAM1D SL&
gHoE  FHMSW 5,6-CIHE-2-(4-EF222H L 0t0l)-4-(1-HE-1,2,3,4-HE2AI EZ0| LT =8l

2-2)melole - HakE(12509) 2 =S GHACH.

=2 1 66.9%

& 1 258C

NMR(CDCls) @ 1.58(d, 3H), 2.21(s, 3H), 2.38(s, 3H), 2.84(m, 1H), 3.12(m, 1H), 3.61(m, 2H), 4.23(m,

1H), 5.38(a, 1H), 7.25(m, 6H), 7.61(m, 2H), 10.33(5, 1H), 13.43(bs, 1H)

[&AlOIE]

olee=2c12(600m )0l n-SE=(110m), EcIHE0teI(240ml) & 1-01€-1,2,3,4-HIECISIEZ20I2F =

gl(236g, 1.60mol)S Jt8t OIS, EDOU50MAM MEEH-SR22-2-(4-STLL2HE 001 L)-5,6- EIEHIE'JlIEI

0l €1(400g, 1.59mol)S JtGHOY 140°COIM 48AI2+S et UFD/\IJ# 5,6-CI0IIE-2-(4-E2 22 H L0012 )-4

(1-01€-1,2,3,4-HERISIE20/ AR =&l-2-2) He2l0lE - dA4HES MISHACH. 0l AAIG 1 %%PJ
gHo=z  IHMGHH 5,6-CIHE-2-(4- %—?—QEIHIL'OH]IL) -4-(1-01€-1,2,3,4-HEAUS E20I A7 =~

2-g) melolg - @A (4850)2 =S OtRALH.

=2 ! 76.5%

& 1 257C

NMR(CDCls) 1.58(d, 3H), 2.21 (s, 3H), 2.38(s, 3H) , 2.84(m, 1H), 3.12(m, 1H), 3.61(m, 2H), 4.23(m,
H), 5.38(q, 1H), 7.25(m, 6H), 7 61(m, 2H), 10.33(s, 1H), 13.43(bs, 1H)
[&AI0I7]

1, 2-Z2Ze32/2(25n)0l S22 (240m) T 1-BIE-1,2,3,4-FIE25| E2 0|47 521 (9.70,
65.8mm01)S o 80C2 JF2FCH O 4-B23-2-(4Z222HI0H0IL)-5,6-CIHZ N2l Ol
(150, 51mmol)2 Jk3H0! 110COIAl 2BAIRFSOF BESAIZI CHS, AIAICI1D SUS SO HAHGHH 5,6-
CIHE-2-(4-22 22 H L 00l = )-4-(1-HIE-1,2,3,4-H Ecto| E2 0/ A R S81-2-2 ) T2l 0l €l - &4
(15.860)2 +5 oHRALH.
~8 1 78%

S® : 257C
NMR(COCI3) : 1.58(d, 3H), 2.21(s, 3H), 2.38(s, 3H), 2.84(m, 1H), 3.12(m, 1H), 3.61(m, 2H), 4.23(m,
1H), 5.38(a, 1H), 7.25(m, BH), 7.61(m, 2H), 10.33(s,1H), 13,43(bs, 1H)

—

(57) 79 &5

SHol deral(])el Sl 1-HE-1,2,3,4-HEIIEZOAASES BISAID =
56-CINE-2-(4-2FLZHE 001 )-4-(1-HIE-1,2,3,4-HEI EZ20 AR sE-2-2 )20l -

rl_[_
Oy
0
i
o
10
og M

N”CHg HC 5, 6-C|0f&l-2- (4-BFQ 21 =0}0] )
“4- (1-0f€-1, 2, 3, S-El Egfa = =20] 2
CHy | N FH=el-2-) ujelofel - YAy
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Hal CHs
HN

cm:[kN
CHa—X., sk
e

Qetal () &}5|

710N Hal2 g2Ag LIERHICE

78 2

MAZ0l QUOIH, BS200F NN-CIHEES0IS, S8, n-BES, n-dag, OHELEA0C,
WwIelE, 1 2-I2TIelE T= 0|50 2820 NS SIOR ot 56-LHE-2-(4E222
HL 010l &= )~4-(1-H E-1,2,3, 4-H E2I 5| SR 0| A7 52l -2-2) T2I0[E - FAeo HZ .

78 3

H1g L= M2l JAA, 210 ECINE0or2, N N-CIHEOoLY, Tl
St= 5,6-CIHE-2-(4-ERL2H L 00l )-4-(1-HE-1,2,3,

=7



