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= 1-321 N5 ZIAINED, OtMSAINE, ZS2LLLE=SAINE S2 OLESAIHED], JI2H2Y =
AOIEDl, 1-tEI22-1-t=2 S A0 E I 8-1,3-CIEI0&-2-20] AT+, E£= R = A —CH-T 2 LIEHLH
= JIIob AIEE =0, TE NH4b4s 22USI1 £= 4 SR’ (R78 I = HIXle 48012 UEHH
Ct.)g =% AT
&)l M4 S22LSIIZ2A= ECIHEOrE!, ECIHEOE, 1-HELIHIE, 1-HELSeld, 1-0E-3-
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1]
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1H NMR (ds-DMSO) & : 3.84(s,3H), 5.33(s,2H), 7.06(d,J=9Hz, 2H), 7.48(g,1lD),

7.57(d,J=9Hz, 2H), 8.51(s,1H), 9.86(s,1H)

w
£
2
~

—

2-EZ22-1,5-Cl(4-HIS AU E ZAl)-4-T 2l =]
EEANE-,5-UI(4-HISAHMESAl)-4-Tl2I= 18. 7. =
b 2b2k 629(0.713mol )2 Jtoll 50C OIA 3AIZH WEHCEH. BISHS

I AR OlAZ=2d OHIZE Jtot Z2&83totl, HutohAl Fet = Ax6t

no

-0
A

o ne =
2
I

H mﬂ(dﬂ_fg)' & : 3.78(s, 38), 3.80(s,3H), 5.15(s,20), 5.34(s,2H), 6.72-6,84(m,6H),

6.97(s, 1), 7.10(s, 1), 7.22-7.34(m,2H), ©.64(s,1H)
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(a) 2-GIOIESAINIE- —(4—EH|§/\|@§'3 )-y-II& 21g(80mmol)S CI=4F 300mI 0l oot 25% 22
LIOt== 30ml S DP@PO# ESC0IE0AN 60CZ 4A12F WEHULCH BIEHE 1/42 =s=otl) A=8 2F
£ O{oil A FotD, AXGHH 2-5IESAHE-5-(4-UISAUESAI)-4-TI2I= 12.01g8 AT

(b) (a)UIM 22 2-GIESAUE-5-(4-HSABMEIAlI)-4-TI2|= 8.29(31.4mmol), CISAH 170mI 2 A
Ol&SH2E2E 3.0g(34.5mmol )2l EEES 6AI2H 87 wht GIRUCH r8Us U S Huste odHs o
1, 0IX= SF6I0 E0a MAN =&0E N HES Jtottd Z283totl] 012ds Ot AX0H HA
otet= 2.03g5 &AL

'H NMR (ds-DMSO) & : 3.83(s,3H), 5.33(s,2H), 7.08(d,J=9Hz, 2H), 7.51(s,1H),

7.59(d,J=9Hz, 2H), 8.53(s,1H), 10.03(s,1H)

[2-Z2Y-1-0ISAI-5-(4-HISAIHE S Al )-4-Tl 2l =]

staral 12

0

ﬁoam-—@‘aﬂ}

OHC N

I

0U,
(a) 1-BIE=2Al 2 o| SAHE-S (4 HSEAHESAI)-4-T2l= 5.69(20mmol), OMF 80ml, Er&ZE
5. 5g(40mmoI) L RLESMHE (24mmo|) | %@%% A20A 1TAIZE WEHHCH. DMF £ SF M HGH
0, A0l 2 50mlE }3 = %iPEHI gl 200mI 2 =SFCH. 0|HS EJAEEZ MEES = 22 &4t
PJHI OE AXCI ZBOHE SFRHMAIMUCH. &AHN HEHZ totd 2836t 2 Gl AEXSHH 2-31&

SAUE-1-HSA-5-(4-HSAIME S Al)-4-Llcl=E 5.1208
(b) (a)OlA &2 2-3IESAIE-1-0SAI-5-(4-HSAIHIE S Al)-4-Tl 2]

= = 5.1g(17.5mmol)S OIEtS
350mI 0l Solistn &4 0latsta2t 30g(350mmol ) S Dré O A20IA 3AI2F WEHGISCH. B2 s oot
0 2ME SFoIH SOE XAN GHZE Jtotod 28 3tot) 00 HAE0l0 EHSE S 4.62g2 2
Ct.

'H NMR(CDC1s) & : 3.77(s, 3H), 3.99(s,3H), 5.14(s,2H), 6.80(s,1H), 6,76-6.88(m,2H),

7.25(s,1H), 7.23-7.34(m,2H), 9.90(s,1H)

[&AIO 1]
7-{2-(2-0l0l =-1,3-EI 0} &-4-)-2[1-(1,5-CIBI EEAl4-LI 2l =-2-L-HE 2|} 2H XL ) -1-HE WS
AOIOI=]OHI EOLDI =}-3-(5-0I & -1,3,4-EI Ol CI O} E-2-2-EI QU & ) -3-M B -4-It =2 2 4t
B}8t4l 13
"]— — CONH *—J:'(S N—n
“I.N‘L CJ{;, N ls Cﬂ
‘ ooy
0
‘ oH
C—CoNH—N=C(H
/\ B
CHy Cif, OH
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(a) 7-[2-(2-0t0Ic-1,3-EIOtE-4-2)-2-(1-It2 T L-1-HE NS AI0I0l =) Ot M E0t0I = ]-3-(5-Dl € -

pr

SAMNHESAl)-4-Tl2|= 1.58g(5.75mmol ) S Ol EF
HE 2 1000ml S0l Hototl dds FHE
1= 2 g EIEDPEJEHHOHA-I 222L
tod 7-{2-(2- OPDI‘— 1,3-ElI0I&E-4-Y)-2-[1-3lE=
BEEL)- 1—EH|EE'01|§/\IOIDI‘—]O KIE0t0I & }3-(5-0fl
&b CIH

L_I[].“EE_IOHAE“E O AL O] '='Dl- 3 Sg_ H A

2
Jm

= OlEl
SAIBE S Al)-4-1] 2| E-2- °'—U1|E'E|@9P
tCIOtE-2-2-EIRUHE )~

Q)A
.l>
m
o

oY o

201 %ﬁ 01|EHE 400m|§01| ot . &
Lot =412 Jt2=AD2 22010 HHE SteE2

_$_
Zors 2 50mi0 B
4wl

(c) (b)OIAN 22 =L Eotd, 5% S$AMF=AUEE =EU2Z pH7. .00 =FHolA Soit
Ct. O 8Hs 94 WEIGIHM 2N g4&2=2 pH 2.5 2 =& = ot 2=
N=et = AXGI ZHeE=E 1.9202 2UCH

'H NMR (ds—DMSO) 8 : 1.62(s,6H), 2.72(s,3H), 3.82(s,2H), 4.38, 4.55(d, J=14Hz, 1H),

5.33(d, J=5Hz, 1H), 5.85-6.24(m,1H), 7.15, 7.62, 8.24, 8.52(s,1H)

[&LAIGH 2]

(&A1 320 LES &)

7-{2-(2-0}01 to-1,3-EI OHE-4-2)-2- [ 1-(1,5-CI 5| E2 A -4-TI 2| E-2-L-H L2l A 2HHE L) - 1-H 2 0l =
AIOIDI =] OF A € 0FDI & }-3-(5- €-1,3,4-EI OFCI 0} S-2-2-E| 2 &)-3- N B-4-It 22 & LE B
AAIG 10IA 22 5B 1.002 2 30mI0l BSGtD S EBASAUES +BUOE pH7.0 OF XX
SolIACH. 0l SMS Sa X (CHOI0F OI2 HP-20)° ZEIAZDIEILIINAN 2, HESS 2o
SE510) SNBSS TEOE EHES 55 = 52 AX0I0 BHSHTE 0.639S 2UCH

NMR (ds-DMSO+D20) & ¢ 1.62(s,6H), 2.75(s,3H), 5.25, 5.90(d, J=5Hz, 1H), 7,08(s,2H)

7.88, 8.42(s,1H)

[&AIO 3]
7-{2-(2-0l0l =-1,3-El O} &E-4-2 )-2-[1-(5-0l =2 Al -1-HI S Al-4-1Ll 2l =-2-2-H E eI} SH X L-1-H E
HISAIOI0I=]OtMI EOIDI = }-3-(5-0IE-1,3,4-E| Ol C| O} B-2-L-EI LT E) 3 M -4-It= 24t
84 14
N C— CONH —N
|
R N - _[)i |
TN 0 HaS S’Lc.ﬂ
3 cooy @
I 0
=CH
chy” cn,CONH = Xo—CHy

AN 1 22 ZEH0 2oid HEHMStE =SS LAL
IH NMR (ds-DNSD) & : 1.61is,t6H), 2,74, 4,34(s,3H), 3,82(s,2H), 5,33(d,J=5Hz, 1H),
5.82-6.22(m, 1H), 7.12, 7.68(s,1H), 8,88(s,2H)
[&LAION 4]

7-{2-(2-0t01 =-1,3-El Ot &-4-2 )-2-[1-(5-CI EEA-4-Tl 2l =-2-L-H Ecl dIt=2Ht =L )-1-HI E 0| S Al O
0l ]0t }dIEO 0= }-3-(5-01€-1,3,4-EIOICI Ot E-2-2-EI QU € )-3-NB-4-It= 2 4t

279



S=S0S0178011

o
5
2
>

| ; C“s
0 woH o
’ ff"
/C CONH — N=CH "
H
ciyy - a
AAIG 1D 22 SO QAHA EXEE2S LA

1H NMR (ds~-DMSO) & ¢ 1.64(s,tH), 2.75(s,3H), 3.82(s,7H), 4.28, 4,88(d,J=14Hz, 1H),

5.34(d,J=3Hz,14), 5.87-6.24(m,1H), 7.12, 7.68, 8.30, 8.67(s,1H)

A 1ot 22 -l 2N CrS2l SHE201 MZECt.
(a) 7-{2-(2-0L0|=-1,3-ElOt&E-4-L)-2-[1-(5- IGIEE |-6-0l € —4-1l 2l =-2-L-HE el oS H =Y ) -
1-HE WS AIO0I0I = ]OtHI EOIDI =}-3-(5-0IE-1,3,4-EI Ot CI 0} E-2-2-EI QU & ) -3-M B -4-3t = 2 4t
3t58t4! 16
HiN N M. - _PL |
é CDOH o
IGH
i—--— H—n=cH -
oy u,CON H

(b) 7-{2-(2-0l0l =-1,3-El 0} &-4- )-2-[1-(1,5-CIBI EE Al-6-H E-4-1| 2| =-2-L-H E 2| S I 28I =
)1 EHI%'OHE/\IOIDI‘—]O HIEODI & }-3-(1-Ul E€-1H-HIECIE-5-L-EI QU E )-3-AM B -4-I =2 2 At

s 17
ST
CH I ]
7S h{ 278 S en
(.H
O\ oH 3
/C: CONH—N=CH ';3 Cﬁ3
¢ ;
iy CH; oM
(c)
7-{2-(2-0t0| =—-1,3-El O} &-4-L )-2-[1- (1 5 CISIEEAI-6-HE-4-1| 2l =-2-2L-HE el 2H X2 ) -1-
HEWHSAIOIOI=]0tMEOIDI £ }-3-(2-2IE=2 A -5-HE-5-ECIOtXZ[1,5-a] Ll 2|02 -7-2L-EI2H E )-3-

N#-4-3t=2 24t
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B}8t4l 18
CO-OH
N S —<
)L ] %—CONH;:N cH,—$ N—‘w
W N S N O = M
\O COOH CHy
\ o] |
C—CONH—N =CH —ﬂ
7\ N
CH,y, CH, oH
(d) 7-{2-(2-0t0| =—-1,3-El 0} &-4-L )-2-[1-(1,5-CI5s| EE2 Al-6-UIE-4-1| 2| =-2-L-H E 2| B}t 2 HI =
o)-1- EH%'OHE/\IOI[H‘—]O MIEOIOIE}-3-(2-0l0| E=2 AN E-5-HIE-S-E 2| 0} IE[ ,5-alll2l 0| el-7-2-
|2HE)-3-ME-4-ot= 24t
S84 19
ACH"’OH
/[L C CGNH‘—‘;'(
H).“ CHL“S
() LH}
\
Ay CHy OH
(e) 7-{2-(2-0I0l =-1,3-El O} &E-4-2 )-2-[1-(5-LIB| =2 Al-1-UHI S Al-6-0 & -4-LI 2| =E-2-L-H 2| H ot =
HFZ=2)-1-HE IS A 0I0I =] OLMI EOL0I1 =}-3-(5-0I E-1,3,4-EI Ol CI O E-2-2-EI 2L & ) -3-M B -4-II 2
=4
EEY
—]-C cony —N
u s
H}. S N CH)- CHJ
CooM
k ™
C— CONH—N =CH i
7 % N —Cﬂg
NEN CHy |
O—CH,
(f) 7-{2-(2-0t0| =-1,3-El O} ZE-4-L )-2-[1-(5-BIl E2 Al-1-HI S A -6-H E-4-10| 2| =-2-L-H E 2| S I} 2 1}
A 2)-1-0l '01|§/\|0|D|‘—]0 MEODIZE}-3-(1-HE-TH-H EcIE-5-L-EIQMH E )-3-H EH-4-I S 24t
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38tal 21
NTC CONH j——( —_n
[
i 57 N cm S—&N,,&
\O o) u{3
\ fﬁz"”
C_~CONH—N =(
CHy CHy 0—CHy
(9) 7-{2-(2-0tDI '=—1,3-EI Ot BE-4-L )-2-[1-(5-56| E= Al- IS AI-6-UIS4-Tl2l=-2-2-Hl 22 eIt 2 )
XU)-1-HEZ 0 EAI0I0] =] OtM EOIDI £ }-3-(2-It 2= Al-5-H E-s-E2| 0t X &2[1,5-a] T 2l 0| El-7-L-E| 2
HE)-3-HB-4-It2 =2 4
38tal 22
S wx(wﬂ
N~ C = (ONH
H N
lLS I‘\,l Uh—¥ MN
\ feloly}
°© H
CHy  CH 0‘__% ’
(h) 7-{2-(2-0tD| =~1,3-E| O BE-4-2 )-2-[1-(5-5| S = Al-1-0I = Al-6-0 2 -4-T| 2| E-2-L -0 Z 2| I} 2 b}
X2)-1-HZ 0 EAI0I0I%]OtM EOHD| £ }-3-(2-5| S= Al 2-5-0 E2-s-E2/ 0t E[1,5-a] Il 2/ 0| E1-7- L~
QU E)-3-ME-4-It2 =24
38t4l 23
culoH
v
TC coNHT _%Q
HxN ! C'H ,b
CooH
D\
C — CONH—=N=(H
7/ \
CH; LH}
[2D0 5]

[5-(4-HI SAIMIE S Al)-1-0I S Al-4-T] 2| E2-3t 2 2 &t
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EEY

O

ﬁ-o&r@*o%
HOCO—Xy

|

ocH,
-2 |-H S A-5-(4-HSAMBSA)—4-TI21E 2.89g (10mmol)S BIEHS 50mIet 2 20mIo =240
BEGID N-~ABHLIES £2% 6nlS J15I0] 2UE BUOE o64ACH KII0 A2 2.8g(12mmol) S
Jtolod A20IA 1.5 AlZh werltt, BrsHs (et 2 HE=SsS 7 MHoll, 20 8RS ¢
d WPGIHAM ON-S A2 pH 22 GIRULCH. AE=2S oA Fotl, =AHg = AX6IH HH &=
24495 SALH

'H NMR (ds-DMSO) & ¢ 3.77(s,3H), 4.10(s,3H), 5.02(s,2H), 6.45(s,1H), 7.03(d,J=9Hz,

2H), 7.38(s,1H), 7,46(d,J=9Hz,2H), 8,20(s, 1H)

|(4-BIS A B S AN -4-T 2| E-2-It 22 o]

Sous 0f 22 Z7 N6t 20iF +8US Yu -2
AOZ pH 22 SHACH HESS GBHA HolD, 22 MEE 2 AL TREHESS 3.6402 2Y
Ct

'H MR (ds~DMSO) & : 3.78(s,3H), 3.82(s,3H), 5.08(s,2H), 5.26(s,2H), 8,77-7,05(n,6H)

7.08(s,1H), 7.15(s,1H), 7.25-7.40(m,2H)

[E200 7]

[2-(2-0t0l=-1,3-EI0
OIS AIOIDI =] = At &t

UQM

E-4-2)-2-[1-(5-3I| EEA-1-HSAl-4-T 2l E-2-2-ItEB I t=H =L )-1-0 &
]

EE

N——o1~C —¢poH

H(|» an-ltslf ,'«’ -
\0 (%’0“

2z><c0NH ~NHCO Sy
<l>-CHs
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(a) 5-(4-DISAIHIE 2 Al )-1-HI S Al-4-T1 2] E-2-IF 22 &+ 2.449(8n
mol),  2-(2-0tDI—1,3-EI0FE-4-2)-2-(1-FIZHI EL-1-HIZ W SAI0I0I =) EA  -SEHAHZ
2.750(8mmo|) Bt 1-5I= = AMIZERIOIE 1 23g(8mmol)S OF 100mI 0 Bl NN -CINS2a5}2
20/0IS 2.06g(10mmol )2 Jtot0d 222t WEHGIRICH PHSHS GilE = OEHIZ0| Xotsi0] MME &
Hes omo M OHSID OHZZ NES 2 28t 2-(2-010| ket 360 B2 )-2] 1-(5-(4-H & Al o1

HA
H=2A)-1-0ISAl-4-T2l=-2-2)-1-HE WS A0l0l

b) (aJllM 22 2SS OlLIZ 1ml2 ECIER2Z =
Ch. O40101 DIEr=S Sml2 S A3l 0.55m2 E=S D
dol M FHotld, OiHIZEZ M3 = 2X0t0 HHMSES 2.660= ALt

0
& t-REHUHAHZS 22E AT
3 A

—

'H NMR (ds-DMSO) & : 1.62(s,6H), 4.41(s,3H), 7.34, 7.68, 9.08(s,1H)

AAI0 5]

(
7-{2-(2-0t01=-1,3-EIOtZ
|

& )-2-[1-(5-5I ESAI-1-HI S Al-4-Tl 2| =-2-L-It=2 2Lt
S0 SAI0I0I=]0tHIE0ID 5 ,3,4-El0 9

-4-&
E1-8-( tCIOtE-2-2-El 2011 € )-3- A & -4-

HaN —JL——W' CONHT\J—CHx—s—B\ 1

\o

rcl.—coNH — A/HCO»(lj,O

3

H
. O—cHs
(a) a1 9 Z 300 70l A g2
2-(2-0I0l =-1,3-El 0} BE-4-2 )-2-[1-(5-0l =2 Al -1-HI S Al-4- ulalE 2-2d-IJt28 Y2t XY )-1-t ol
SEANOI0IC]=AEAA 2.55g(5.2mmol), 7-0t0I=-3-(5-0IE-1,3,4- EIOHZIOP -2-2L-EI2HE)-3-H=-
4-I22A0HY HEWAHZ 2.669(5.2mmol )t 1-Sl|E2SAIHIZEZEZ|0FE 0.8g(5. meol)a OMF 30ml Off
2oliot) 2WSHCH N N'-CIAI228 A2 0|0lE 1.289(6.2mmol )S JIot0 YHHIH M 3022 wetsh
10 CHAI &20lA 1AIZ2E _’UFa”EP BIEME Ut =, S SZZLES Jiotl WS wBk S0l o
Hz0l Hotolod MHAE 22 UHA Fotl, HEHIEZ MES & HAXGIUCH. 0lHS aeord
2+ EIEDPE:! cHII ol A Jiiﬁﬁa HIEtS, JHOIALS] &Mooz E&E0tY] 55 = WHEZEZ X2IoHH
1.43g2] ZHstet=2 t2=40(0t EIIHI‘—'EHIE'DIE 2SE g2 =2=S /UL
(b) (a)OllA %8 A = A 10mIE DJtetn 9l

i

d5HolA 3022t wBtotal %01 R‘LE
N&, AX0H0 EHI 29

(c) (b)UIM 22 2L 2 30ml
Ct. O] EH= 4
2ot HAHse= 0.

1H NMR (ds-DMSD) & : 1.60(s,8H), 2.73, 4,35(s,3H), 3.80(s,2H)

5.40(d, J=5Hz, 1H), 5.80-6.18(m,1H), 7.14, 7.45,8.90(s,1H)

[0 8]

[2-(2-0t0l .-1,3-EI O} B-4-LY)-2-[1-(1,5-CIGI EE A -4-T| 2| E-2-L-I2 2L I} 2HIZ L )-1-HE H S Al
OI0I ] = A HAA]

38t4l 28

C—CUOH
Het- wﬁT" 0
CH,: ‘cCNH-CDNH ‘)‘j
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