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OlOIE(0IE &Y, CIFE EZZO0HNEOINIE)Z 73 & 742 RANFZHOZ UBISAIHA N-OIMEODNIZE K%
ME HB5H0 stEg2s 7628 =58 + UL

gtSA X112, O&Eeld A0 o 388 = Ues &6 HHEIQHS OIE2lH 802 N5t
= g s TollstCh. S2HAHICN 2HAI0l DISelg A2 77(0S SH, 224 vol Jls= 230 2ol
HMZEE)E Boc-2AZ ES5tN(HE S9H, Boc, 02 M2IE) 0I0HA &DJ| HAHZE Jis=2di6t0 (02
EH, HE=2 & SSUHA FMSILUES T =U32IES AIEE) (-2 U2 LIE2d =AM
782 =SSl AD| II=2A/E 019 (+)-ADLH HoZ MEAII|LD, 012 MHAHSFFAAWE EH, o
g OIMHIOIE & siat T= 222HEE Y SMOZ2H WZAEFAZY) =428 SE2AMOILEEHS E2
S8 £ QUCH AJ| =48 S2UMOILEHC IS SFHAA(MHE SH, EHILUES &= MEZME
MNEE)=48t HEEIQ02 ItsaA 7982 =58 £ UL A DS EAE €2SAI|0(0E =
o, ECIERLZONEAMES AIEE) A HAHZE HE=SH FasS AIZ0IH MESHAA & 802 %=
S&ICH. =, HE2 HCI2 ME6I0 28 Q88 ZEtoll St Sz &) HAHEZE 848 &+
QLCH. A HmEelY 242 O JI20lH(ME X, CIOIAZZEWEOIRIS =HoHHAM OFNELIEES
o BEZZOIMEOIDIZES CIRE OI0IEZ XN2IE) sNoZ &40 &2 818 £=S56HCh. (-)-d2Y

£ MESHH P HIHEIRHE =S 2100

BrEA XIve WE2He MEE I8t UE S&FS Jl=dctn ALt IISeldE, O3 0E =
SHO OFXOIE 22l=E Dl FIHAIA g = 2 . [EX: Cottrell, I|. F., et
al., J. Chem. Soc., Perkin Trans. 1, 5:1091-97(1991)]0l Jl=& Hiet 2ZCt. WCetd, &t& AEHSHOIA
OL=OIE del= HFH 82(0IIAM, Rse =4 & [0IE 83(HDIM, Re=
2230 Jl=E He 210 Ry= Ms52Z0ICH2Y = =

E2 Moo (g s, N-HE 0§29 EN
LLSIAIA N-XIE LIS 862 =S = UU. 8= dEH
LEclH =44 872 MAEHH.

=
i
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N, GE =2 & It=Al B3 OS0ICH0ID; RS (i) ML, (ii) AOI2222, (iii) HY, (iv)
mele, (v) Zete £= (vi) JISDAL XISEX L2 4-HNEANHY, 4-Z222H Y,
FEZLZHY, 2-EFRLZHY, 4-HSAHSAIHY, 4-6l0IESAHY, 4-t-2EHY, 1,3-8HICsE
2, 1,4-HECISAIY C= CSIOISR2UIEIZRIY(MIIAM, XIED|= L2A|, YZAIL2A| L JEAL2
AN2EH SMEEH0ID R 1,3-HXECISSY, 1,4-HECISAIY, CISIOIER2UEZ2IY, 4-HEAHY,
CIHSAHY, ZE22HY = CEZ2LL2HIL0ICH S 3HE20IC.
HMss 22 OS89 AAMHE EXEHCZM & OlchE %= AS A0IH, &Il AAds &Y
o JHEo HAZS SHGII| RABH 7S OILICH. TS 20{JF AFRECH: 3

=S fIotd M3E 0K = &
S-FESAIIIEL0 oo

I
t Boc, HIZSAIIIEL 0l U5t = Coz, 1,8-CIOIXIHIOIAIOIZZ[5.4.0]2¢4
-7-9ol  CHatGdl= DBU, 1-(3-CIGIEOI0I=ZZ22-3-0EItECI0I0IE OIEZZZ0/E01 ot =
EDCI, OIE OtMIEIOIE0 CHotKH= EtOAc, OIEH=0I CHOtO= EtOH, 1-OlOIEEAIMEZECIOLS0 HGHA

= HOBt, EcCINEO0I2I0 CHotO= EteN, el HECISHOIEZ =20l tHott= THRIE AF=Z =

corCx O

I
t
|

&AI00
AAI0 1

EdA EMAD-(4-(HSEAHYE)-4-(1,3-HZCSE-5-2)-1-(Z2Z 00| =I1BL M E)-T Sl = -3-3¢
2 AIAL

=2

ALALON 1A
e 2-(4-THISAIMZTY)-4-LIEZHE-3-(1,3-HXCISE-H5-2 ) E2EIB0IE

13 —
32X (Krapcho) S9o YH[&E#X28: 0Org. Syn. 47, 20(1967)]101 2cH RMZE O E (4-BHIE Al
Z2A)OIMIEIOIE(23.0g, 0.104mol), & 20l 180mL0l o= 2 80CTHHAl JIE = 5-(2-LIEZHIE)-1,3-
0.088mol )0l 1,8-CIOFXIHIOIAIOIZ2 2[5,4,0]22-7-%1(DBU, 0.65g)= 1w bBtolEH A FHII
StCH. &) EE=2, LIEZ &2 220 82 Zdoig WIHKl, JIEstth. A SHE JIEoHA E2d
A 3022t wEtst CHS DBU 0.6502 =Dt FHIISHCH. 4522t =II2 Wtets | 8t 32 0tE Tl (Ol
g 222101EZ9 5% NEOIMEIOIE)E LIEZ &Y S&29 BIE 2=, g2 )2 &Jtol
1, RINM42 S & L NaCl 2oz NASHCH. RIIAS SMLUEESZ AXs O3S 2200l A
SEANZULCH. =S8t 222 Aot 2UM 3:1 AM-0EOIHHIOIEZ EEAMAHA AZ0IEHTISHH Ol
Ao S22 A 2H5tsE A2 21.229 L 32 HE(4-HSAHZL)OLMHIOIE 9.98g2 +=SHL.

n

n
2
N
S
S
=]
=l

I) 9
) GIES 500MLZ 0 AAI0I 1A(210)C2RE S8 SHEBES +200I 45H0IA 2HLI LI 2800
=0H(510)2 AFSGH0I SASHSICHRIL LIZS AR HES=Z 33 MESCH. &) SHES OBt
HHoID, &) SAS 2o SE8HC. +SE FRES LR
OIE OIMIEBIOIER BEAH A2OFEIHTGIN SNt 42 12.34gS £S8HCH
AAIO 1C
NMA-AA; EMA EMA; O AlA EHA-OSHS 28
&-5-2)-T 22l 2-3-9t=2 A 01 E

NNl BRFE 4S8 582(11.800, 0.324101)2 HEIGH0ISRER o7il 2 OIS S4nLof
SHAIRICH LIES AlOH-22510/S2I=(2.350, 0.37410l) L 2223 Z J@l sngS EOIIEICH A
MM goio| MO| B2 =M NEHE RXE IO HISE HESS0 1.22 S5 HCl SAS A
A oo MOISICH HCIS FJIEH0l 8101 B0 N&ES, &) SUS 2022 =)t WEHEICH, &

MHo
HU
x
=2
nm
N
A
A
=)
Jm
>
E
nc
A
A
¢
3
[Pd
0
I

I BHs BN ==&t S SSZ2ZEN SEUZLE =SH2=2 Uit &I RIS =clot
i, SUUESCSE 2Axotl, ZYCIHA sSAZIL. &F=S 423t Z0AM 85115 OIS OtAIEIOIE-
dnMoz ZEAA AZ0IEDNHIGIH EHA EHA SHE2 64% L AL EHA SIES 3% =2
5.960= +Setlt. ==8 HE OtMEIOIEZ TUAls ESAIA DIXS U= 0.50590 OI0 ==8F Al
-AA-3tet= 3.044g2 =SEHL.

A A0 1D

EdA EHA2-(4-HSAIHE)-4-(1,3-HIECISE-5-2)-1-(Z22 00l 2L 0 E)-TI 22l E-3-It=
aldt

EA EMA 64% L AlA EMA-NIE2IE 34%° ESSS(AA0 1C2EH £Sst &8

£2)(5.729, 15.50mol), OIECIOIAZZZ0}2I(4.20g, 32.56mmol) % =SS [ZHX: Weaver, W. e

Whaley, W. M., J. Amer. Chem. Soc., 69:515(1947)]0l Jl== B0 2ol I=zg =

EOI0IE(3.42g, 19.0mmol)S 50C2 OIMIELIEZE 30mL Z=0lA 1AI2H S0t JILECH. 2HsS X260l
2

=250 HESS S200 BHAIID, FTSMUE BUOR MAI|D, BMUESOR AZAID
DN =Z5101 ERHA ERMA- U AL EMA-NEY HAH2O BHSRN M2 7.1602
~SE

AD| BEE2S, HES 5. ¥ SASIIES 5.0002 BR5ts 2 15nLo M0 BHAIIID 3
AIZE Sob A20H WEEICE A BHS AT SE5t0 2 60nlS HIIEICH AJ| =322 ol
22 22510 2S5l %S AlA EWA-GE HAHZE MHBL. A2, CA SHIMIMK Hao
2 HM2BCH Ol0IAN, 02 OIHIEMCR Z3fAIH X & A22 +S30. = 422 nsi1, 0/S
ERSI0IS2 TR BHAIDID, SAUESOR AZADID, AZAN 52510, HEHS22E ZH5
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ot HHME2EM ZH stef= 3.230g2 +=SeHC.

$74:151-153C. 'H NMR(CD;OD, 300MHz)& 0.87(t, J=7Hz, 3H), 1.49(6% A, J=THz,
oH). 2.84(d, J=16Hz, 1H), 2.95-3.20(m, 4H), 3.20(d, J=16Hz, 1H), 3.34-3.42(m,
1H), 3.58-3.66(m, 1H), 3.78(s, 3H), 3.88(d, J=10Hz, 1H), 5.92(s, 2H), 6.75(d,
J=8Hz, 1H), 6.86(dd, J=8Hz, J=1Hz, 1H), 6.90(d, J=OHz, 2H), 7.02(d, J=1Hz,

1H), 7.40(d, J=9Hz, 2H).

AN 2

EUA EHA--(4-UHISAIHYE)-4-(1,3-HEC01SE5-5-2)-1-(0l0I1 = 2L HE )-TI Sl E-3-3¢
A0 1001 JlsE HHS A =l 34%

F=2(AAIN 1IC2RH =S8 2&82) 300mg, CIOIAZZZNE0IR! 220mg L R ZO0LHIEOHDIE

45T OtNIELIEZE 1nLOIM BtSAIH EdiA EghA- 9 AlA EHAN-Z2ZSIE HAHZ2

291mge =S5k, L2(270ng)E 2 Iml L OIEFS 3mL=E2 NaOH 200mgl 2 Jt===ZoiEtH 22

F=ES AEB0I0 EI2HR @22 AL EHA-UE MAHZE MAHSCH. AAI0 1001 D=8 =

SES MESIH HHMN SFEE= 134mgS ==&l

-

()

(TR

Mo

I A
C

~

10

>
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& o
m

P

M0 gon

HU rion
HEl 0o
o o

Ho
02
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#:246-248°C. 'H NMR(DMSO-ds, 300MHz)§ 2.61(d, J=16Hz, 1H), 2.71(t, J=YHz,

do

1H), 2.90(t, J=9Hz, 1H), 2.98(d, J=16Hz, 1H), 3.25-3.35(m, 1H), 3.45-3.55(m,
1H), 3.71(s, 3H), 3.75(d, J=10Hz, 1H), 6.00(s, 2H), 6.8l(s, 2H), 6.90(d,

J=8Hz, 2H), 7.10(s, 1H), 7.17(s, 1H), 7.34(s, 1H), 7.38(d, J=8Hz, 2H).

2 A0 3
E

A ER

~

-ERQ2UAE)-IIS2H-3-It= a4

~2-(4-HSAHEL)-4-(1,3-# RIS 2-5-2)-1-(
gt

A
AAIG 1001 DS YHE MESINH, ESA EHA-TIECIE 64% L AL EHA-TIS2IE 34%

FO4, ,
o SES(AAIN 1ICR2EH £S8 =82) 300mg, CIOIAZZZE0IE! 220mg & 4-ZE2QZ2HIA 22
Oi01E 185mg2 & =22 OtHNIELIEE 1mLOIA 3AIZE SOt BESAIZ EfiA EfiA- U A|A EfAN-2
2st= HAHZS &&= 38/mg=2 £=S&HCH. L2 (360mg)E 2 mL L GES 4l =2 NaOH 250mgl =
Jte=2olotd LS 222 M ZXM SHE2 160mgS =S8t .

I NMR(CDCls, 300MHz)& 2.74(t, J=9Hz, 1H), 2.95(t, J=7Hz, 1), 2.98(d,
J=14.1H), 3.07(dd, J=OHz, 1Hz, 1H), 3.42-3.53(m, 1H), 8.70(d, J=9Hz, D),
3.78(d, J=14, 1H), 3.81(s, 3H), 5.92(s, 2H), 6.70(d, J=8Hz, 1H), 6.77(dd,
J=8Hz, 1Hz, 1H), 6.91(d, J=9Hz, 2H), 6.94-7.00(m, 3H), 7.20-7.25(M, 1H),

7.44(d, J=9Hz, 2H).

A 4

ERiA EAHAD-(4-HISAIHE)-4-(1,3- 22&-5-2)-1-(2-0S A0 E)-TI Sl Z-3-It=a &
P

AAI0 100l Dl S AIE6HH, EdiA EHA-TISCIH 64% E AL EMA-TISCIE 34%
FE(AAIN 1C2RH =58 E&2) 300mg, CIOIAZZEWE0IR! 220mg L 2-E2 20 E W E Ol El
mgS OtMIZELIEE 1.5mLOIAl 3AIZE SOt SFAIH EdHA EdiA- & AL EA-(AHZS &
46mgS =SetCh. 2 mk ¥ OIES 3mL =2 NaOH 250mgLE Jt==Eoliot0d HEAM 3St&=S 140mgS

g = UCH.

[E3
FA
o

n
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$7:88-90°C. H NMR(CDCls, 300MHz)§ 1.25(t, J=THz, 3H), 2.21-2.32(m, 1H),
2.70-2.80(m, 1H), 2.85-2.94(m, 2H), 3.38-3.55(m, 6H), 3.67(d, J=10Hz, 1H),
3.79(s, 3H), 5.94(s, 2H), 6.72(d, J=8Hz, 1H), 6.84(m, 1H), 6.84(d, J=SHz,

2H), 7.08(d, J=1Hz, 1H), 7.33(d, J=9Hz, 2H)

AAIN 5
EdHA EMA2-(4-HISAIHE)-4-(1,3-UE0SE-5-9)-1-(2-Z2Z A0 E)-LI S H-3-3¢

A0 1001 Jls=E HHE AIESHH, AAIM 1IC2RH =S8 82 520mg, CIO|
02! 364mg, Z2& R2CI0IE 50mg, ¥ -2 220 EZZZH0EIZ 350mgS

N 4A2F SO BISAIH E#MA ERMA- U AA EBA-AEH20 =

125C2l OtMIEL
B %=
(500mg)S £ MmL ¥ OIEHS 4mL =2l NaOH 315mgl 2 Jt==06l5t0d RAEE 2L= N HA s

£ =58t

Jnime- i
o e >

‘_T
~
=}
«Q
I
4

==, == =, ==

t

rol
ne
on

' NMR(CDCls, 300MHz)S 0.87(t, J=7Hz, 3H), 1.53(6=A, J=7Hz, 2H),
2.28-2.41(m, 1H), 2.71-2.83(m, 1H), 2.92-3.08(m, 2H), 3.30(t, J=7Hz, 2H),
3.40-3.60(m, 4H), 3.72-3.83(m, 1H), 3.76(s, 3H), 5.92(s, 2H), 6.71(d, J=8Hz,

2H), 6.74(dd, J=8Hz, 1Hz), 6.71(d, J=9Hz, 2H), 7.07(d, J=9Hz, 2H), 7.73(d,

J=0Hz, 2H).
A AN 6
A EMAD-(4-HSAIBIL)-4-(1,3-HECISE-5-2)-1-[2-(2-HIS A K S AN I 2 -0 22| 1-3-5}=
A
&AL BA
g EMHA EHA--(4-HEAHYE)-4-(1,3-8IX[|=5-5-2) I E2|H-3-II=2A Y0 E

OlEtZ 10mL =0 ol=, AN IC2EE =S8 =48t AMA AIA-GE2(3.029)0 MESS
Ol 21% LIEE WS AI0IE S 202422 HIISICEH. &) BISEE =2, HE OMHOIESS 25 aA=z
OtEHIIDN SL=SZE2 RME XA SMNK &AM SFAIZ2ICH. &J] NaOEtE2 HEtE2E2 HCIZ2 =3
A1, &) SHE X36HHA sFetCH. AF2S2 RN SoHAIZIL S5 SENZEELZ F&&
Cl. &) SRS SMUEESZ HXEAII|D 2200l ==6t0 EXM &= 2.77508 =So6+t10 TLC(O
g OIMIHIOIE)Z A HMISHCE.
&L A0l 6B

ERA, EMAL-(4HSAHE)-4-(1,3-WECSS-5-2)-1-[2-(2-HS A HS A NI ]-T B2 E-3-9t=2

Al

AAIGI 1001 D= LHE MECHH, 2A0 AZRE =58 S&ES 250mg,
2-(2-BISAINISAINE EZ0t0IE 150mg ¥ CIOIAZZZ-0E 02! 175mg2 OtMIELIEZ 1mLOIA 100
TZ 3AI2t SO JtZ5tol EA ERMA-HAHZ 229mgS +=SEHCH L=2(200mg)2 = Ik L OHES
2mL 2| NaOH 125mgl 2 Jt==oliot RFEE 222 A HAM &= 151mgS E

'H NMR(CDOD, 300MHz)6 2.9-3.9(m, 13H), 3.81(s, 3H), 4 49(d, J=10Hz, 1H),

5.94(s, 2H), 6.79(d, J=8Hz, 1H), 6.89(dd, J=8Hz, 1Hz, 1H), 7.00(d, J=9Hz,
2H), 7.05(d, J=1Hz, 1H), 7.49(d, J=9Hz, 2H).

AAIN 7
EdiA EA2-(4-HISAHE)-4-(1,3-8E=0=S5-5-2)-1-[2-(2-TI2I )N E ]-I Sl H-3-It= A &t
|

AU BAZRRE S8 SHES(250mg), 2-HIEY T2l (355mg) ¥ OtHIER( StEt=2
HEtS0 SohAIZILD 100CUHA 2.5A12 S WEHSHCH. SFTAS FIIotD, &) SHE SEL2

B
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HoZ NAHEL. &) S2UES SHUZELZ AXAIZID MI6H0l SFAIZICH. SFANS FItotd &)
NS Ms _/\IEE} % 2-HILmlcIelel WAHIE ARt THDLAL, °”°HZP =S 29 g =
5H/\|9|3, ot A2 =284 === MHotl, MB0llAN ==ot0 S2tM HAHZ 225mg= —+—

SHCH. &) 01|*EHEE AAGH D01 JIZE SO oAaH JIAEHGI0l 01XBHS2N EXl sE2 202mg

Mo Jin

SO

A:77-80TC. ' NMR(CD:OD, 300MHz)§ 2.8-3.3(m, 6H), 3.55-3.70(m, 2H),

do

3.76(s, 3H), 3.99(d, J=10Hz, 1H), 5.92(d, J=1Hz, 2H), 6.72(d, J=8Hz, 1H),
6.80(dd, J=8Hz, 1Hz), 6.85(d, J=9Hz, 2H), 6.92(d, J=1Hz, 1H), 7.20(d, J=9Hz,

2H), 7.20-7.32(m, 2H), 7.70-7.80(m, 2H), 8.40(d, J=4Hz, 1H).

&LAI0l 8

EUA EHAD-(4-HIEANHY)-4-(1,3-¥IX[25-5-Y)-1-(B2ZI-4-U3tBY)-T| E2|E-3-I| =2 al At
AAIG BAZREE LS8 31E8=2(300mg) 2 E2IHE 02 (164mg)S HIE M2 Z2H0I1E 2mL 0l 25l

AT g20A W2AIZI TS WDI0 1-22Z2|LIBYZ22210|E 146mge & IISHCH. é\;DI sges

AU A SAIZH SO WMEHEILH, SRS HIIGHD, &) 2HES ZEHMUE MO NHGD, EAHLE

ESO02 AZXAII D Bt SEAH S2UH NAHSES £SaiCt. AJ| HAHIZZ AAIG 1001 J|

=& HHl oo Jt2015I0 EXl 3Et2 288mgsS £S &t

€7 :244-246TC . 'H NMR(DMSO-ds, 300MHz)S 2.96(dd, J=12Hz, 13Hz, 1H),
3.03-3.13(m, 2H), 3.20-3.30(m, 2H), 3.40-3.60(m, 5H), 3.74(s, 3H),
3.70-3.85(m, 3H), 5.10(d, J=10Hz, 1H), 5.99(d, J=1Hz, 2H), 6.80-6.90(m, 2H),

6.87(d, J=9Hz, 2H), 7.07(s, 1H), 7.25(d, J=9Hz, 2H).

AN 9
ERA EHA2-(4-HISAIHE)-4-(1,3-HIECISE-5-2)-1-(
Al

HEcCStEZ e 2nLol EoHAIZID Y=0M W2 =S8 382 (300mg) Ofl
SE0IAAIOLHIOIE 88mgS EItetlt. A20AM 4020l | §— %—.—@2 ’éﬂfﬁfﬂ, &) BEHs B0t
ON s=AH S2AH AHZE =S80 &I AHZE ZAI0 1001 D=2 2l 2o Jt==dH

ol EXl sSt&= 232mgsS £=S¢&tHCt.
€4:220-221C. 'H NMR(DMSO-dg¢, 300MHz)8§ 0.78(t, J=7Hz, 3H), 1.10(6FA,

J=THz, 2H), 1.22(4%%, J=7Hz, 2H), 2.78-3.05(m, 3H), 3.40-3.56(m, 2H),
3.74(s, 3H), 3.95-4.05(m, 1H), 4.93(d, J=9Hz, 1H), 5.80(t, BEEZ=, J=THz,
1H), 5.99(s, 2H), 6.78-6.86(m, 2H), 6.88(d, J=9Hz, 2H), 7.00(d, J=1Hz, 1H),

7.12(d, J=9Hz, 2H).

A A0 10
EUA EMA-2-(4-HSAIHE)-4-(1,3-HZCISE-5-2)-1-(4-HSAIHE OO = 2L )-3-I ElE-
3-Its A At

A0 BAZSRE =S8 38 2(300mg)S AAIG 901 JI=E SHO Wet 4-HSAIHE OlAAIO
UIOIE 133mglZ XMcIetCh. 1 Z2UE =S8 HAHZE AAN 1001 Ji=a HEHS ALE0I0 NaOHZ

Jt==20oliot EHM &= 279mgS +==8tlh.
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#%:185-187T "I NMR(CDCls, 300MHz)& 3.23(dd, J=12Hz, 13Hz, 1H),
3.55-3.68(m, 2H), 3.72(s, 3H), 3.83(s, 3H), 4.50-4.65(m, 1H), 5.06(d, J=10Hz,
1H), 5.90(s, 1H), 5.95(s, 1H), 6.72(d, J=9Hz, 2H), 6.7-6.8(m, 3H), 6.92(d,

J=9Hz, 2H), 6.97(d, J=9Hz, 2H), 7.37(d, J=9Hz, 2H).
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g
=
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10
>

~4-(1,3-#ECIS
. AAIG BAZSE % B! =
12014 WEE =, 22 HII5D AJ| OLNEMNS SEAZ
5Ho1 Z2hdl OIAEIZ 273mg O A
DO YEIS AIZEI0 Jt2ohotol EAl SIS 21igS +SEt. 8-
[e]

200mge & xcelst
E3HAIZICH. A
12 (200mg) S Al Al
T. 3™ OldMe

10 4>
e Mmoo

N

v
2
[
o
& nuo4g
Ny 10
[ON)
(@]

'H NMR(DMSO-ds, 300MHz)S 1.55 2 2.00(s, 3H), 2.94 ¥ 3.03(dd, J=12Hz, 13Hz,
1H), 3.3-3.6(m, 2H), 3.72 Z 3.76(s, 3H), 4.12 H 4.28(dd, J=12Hz, 7Hz, 1H),
4.95 2 5.04(d, J=10Hz, 1H), 6.00(s, 2H), 6.75-6.87(m, 3H), 6.95 ® 7.04(d,

J=9Hz, 2H), 7.18 ¥ 7.32(d, J=9Hz, 2H).

AAI0 12
EfiA ERMA-D-(4-HISAHY)-4-(1,3-HECISE-5-2)-1-

He: 2=22t0l= 2mLol SoiAI9I12 L= H2t
2 ECINEO0LS! 164mgll 2-F2 222t0/E 138mgS & It
2 AlAlN 80 D= ZEOCZ EFXH2IGHH =2+ ol A
== -0l 2ol Jt=20iot REE 2LZ2 A =M F

»
e

s HU
e
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o
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o
&
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=
=2
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©
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Q
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Ho

1 NMR(DMSO-ds, 300MHz)6 3.06(dd, J=12Hz, 13Hz, 1H), 3.3-3.6(m, 2H), 4.25(m,

1H), 5.19(d, J=10Hz, 1H), 6.67.4(m, 8H), 7.8-7.9(m, 1H).

A A0 13
EMA EHAP-(4-HISAIHYE)-4-(1,3-

A0 GAZRE =S¢&t stg=, HE0AAIOUO0IE, AAI0 90 Jl=e 2EES AISot, HA
stet==S MZstlh.

MIZCIS£-5-2)-1-(H 00 =9t

§74:209-211C. 'H NMR(DMSO-ds, 300MHz)& 3.03(dd, 1H), 3.55(m, 1), 3.70(m,
1H), 3 72(s, 3H), 4.15(m, 1H), 5.13(d, 1H), 6.00(s, 2H), 6.88(m, 5H),

7.07-7.20(m, 3H), 7.30(d, 2H), 7.38(d, 2H), 8.20(bs, 1H).

A 14
EUA, EWA--(4-HSAIHE)-4-(1,3- M ELI S E-5-2)-1-(L L0 =B L HE)-T 82| E-3-9t =4

= =, = =
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AAN 101 Dl=E 2™

o

ALSBot HXH =SS MZ&th.

£7:138-140C . i NMR(CDCl;, 300MHz)S 2.84(d, 1H), 2.90-3.10(dt, 2H),
3.98(d, 1H), 3.35(dd, 1H), 3.62(m, 1H), 3.72-3.97(m, 3H), 3.80(s, 3H),

5.13(bd, 2H), 5.80(m, 1H), 5.97(s, 2H), 6.74-6.97(m, 5H), 7.38(d, 2H)

MO 15
A ERA-(4-HSAHL)-4-(1,3-MECISE-5-2)-1-(n-2 00| =3t 2L HE)-TI B2l E2-3-3t=
/\I&

AA0N 101 Jlss EHS AISO

$7:105-107C. 'H NMR(CDCls, 300MHz)& 0.90(t, 3H), 1.30(m, 2H), 1.45(m, 2H),

e
b
é
L?l
o
m
o
é
P
i
[w)

2.80(d, 1H), 2.87-3.35(m, 6H), 3.62(m, 1H), 3.80(s, 3H), 5.97(s, 2H),

6.75-6.92(m, 5H), 7.28(d, 2H).

AAIGH 16
ERMA ERMAD-(4-HISAHE)-4-(1,3-HECISE-5-2)-1-(N-(n-Z 2 Z)-N-HI 2 00| =3t S L K 2 )-TI|

Ec|U-3-It= 44t

A0 101 JsE YES AS0tH RFEE LE=SZN HM SEES MZsSU. 3E 0ldHesE
NMRE & == RUCH.

'H NMR(CDCl3, 300MHz)§ 0.73, 0.84(2t, 3H), 1.49(m, 2H), 2.80(dd, 1H), 2.85(2s,
3H), 2.95-3.20(m, 3H), 3.20-3.40(m, 1H), 3.40(d, 1H), 3.60(m, 1H), 3.79(s,

3H), 5.93(s, 2H), 6.73(d, 1H), 6.86(m, 2H), 7.03(m, 1H), 7.32(d, 2H)

AAICH 17

EMA, ERAD-(4-HISAHL)-4-(1,3-HELSE-5-2)-1-(I B2/ El-1-2IH2 L IS )-TI 2| £1-3-3
Sl

A0 101 DlsE LHE MESH RFEE LE=2 M HH =S HMZEtL.

1 NMR(CDCls, 300MHz)8 1.40-1.70(m, 6H), 2.80(d, 1H), 3.00(m, Z2H),
3.24-3.43(m, 5H), 3.60(m, 2H), 3.73(d, 1H), 3.80(s, 3H), 5.95(s, 2H), 6.74(d,

1H), 6.80-6.90(m, 3H), 7.04(d, 1H), 7.30(d, 2H)

2 A0 18

EtA EMA2-(4-UISAIHE)-4-(1,3-HELISS5-5-2)-1-(01 AR E 00 B E N E)-TI Sl &-3-3t

A0 10 DIs=E 2HE MEGH HA SEES

é
P
o
o

$A:175-177C. 'H NMR(CD/OD, 300MHz)§ 0.87(dd, 6H), 1.75(7%F7d, 1), 2.85(d,
1H), 2.90-3.10(m, 4H), 3.23(d, 1H), 3.40(m, 1H), 3.58-3.67(m, 1H), 3.78(s,

3H), 3.89(d, 1H), 5.92(s, 2H), 6.76(d, 1H), 6.86(dd, 1H), 6.91(d, 2H),

7.02(d, 1H), 7.40(d, 2H).
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AAI0 19

3-ItsAaldt

AN 101 JIEE 2YUS ALESI0I EX S22 MZESC
§74:137-139°C.  'H NMR(CDCls, 300MHz)§ 1.34(m, 2H), 1.62(m, 4H), 1.90(m, 2H),

2.76(d, 1H), 2.90(t, 1H), 3.04(dd, 1H), 3.22(d, 1H), 3.28(dd, 1H), 3.40(m,

1H), 3.80(s, 3H), 4.15(m, 1H), 5.97(d, 2H), 6.75-6.95(m, SH), 7.27(m, 2H).

A A0 20
EYA EMA2-(4-HSAIHE)-4-(1,3-HE0SE5-5-9)-1-(22Z24- OO0 = ELHE)-TI Sl El-
3-Its A At

A0 101 DI=E SEE AS

{ NMR(CDCls, 300MHz)§ 2.82(d, 1H), 3.00(m, 2H), 3.24(m, 1H), 3.30-3.52(m,

ol REE IEES

ol
oa
o
x
tHl
=
o
o
]
1o
é
P>
o
[wl

4H), 3.52-3.75(m, 8H), 3.80(s, 3H), 5.95(s, 2H), 6.75(d, 1H), 6.84(d, 3H),

7.00(s, 1H), 7.28(d, 2H).

A A 21
EUA EHA--(4-HSAHE)-4-(1,3-HMECISS-5-2)-1-(2-H=ANE)-TScl-3-It= A &
A0 401 Dl=E LHS MECH REE UE=S=MH HMN =SS HZ&tl.

' NMR(CD/OD, 300MHz)§ 2.82(m, 1H), 2.96(dd, 1H), 3.13(m, 1H), 3.32(m, 1H),
3.51-3.70(m, 2H), 3.77(s, 3H), 4.00(d, 1H), 4.07(m, 2H), 5.91(s, 2H), 6.72(d,

1H), 6.80-6.95(m, 6H), 7.03(d, 1H), 7.22(dd, 2H), 7.39(d, 2H).

A A0 22

3-It= Al

AA0 101 Jlsel SEHS AISoHH EH =S MZEtCh

7:107-109C. 'H NMR(CD:OD, 300MHz)& 2.82(d, 1H), 2.97(q, 2H), 3.21(d, 1H),
3.38(m, 1H), 3.32(s, 3H), 3.44(m, 4H), 3.62(m, 1H), 3.79(s, 3H), 3.86(d, 1H),

5.93(s, 2H), 6.76(d, 1H), 6.85(dd, 1H), 6.91(d, 2H), 7.01(d, 1H), 7.38(d,

2H)
AAIG 23
ERA ERMA2-(4-HSAIBL)-4-(1,3-

E:
FA
o
Jo
>
<
e
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N
v
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Jn
>
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m
T
=]
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o]
ra
e
4
i
i
=
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AAION 401 D= 2™

o

ALSBot HXH =SS MZ&th.

$7:53-55C. 'H NMR(CDCls, 300MHz)5 0.88(t, J=7Hz, 3H), 1.32(6% J=Thz,
oH), 1.50(LZM, J=THz, 2H), 2.27(tt, J=6Hz, 1H), 2.92(q, J=10Hz, 2H),
3.35(t, J=THz, 2H), 3.42-3.56(m, 4H), 3.68(d, J=10Hz, 1H), 3.78(s, 3H),
5.94(s, 2H), 6.73(d, J=8Hz, 1H), 6.83(d, J=9Hz, 2H), 6.82-6.87(m, 1H),

7.06(d, J=2Hz, 1H), 7.32(d, J=OHz, 2H), MS m/e 442(M+H)".

AAIGI 24
EgiA ERA-2-(1,3-HEC=2E-5-2-4-(4-HIEAHE)-1-(ZE2E 00 LN E ) -T2l E-3-3t=

2)OLMIHIOIEE OIE(1,3-H 5 C=22s-52
,3—“&&1%%—5%% -(2-LIE2HIY)0ILIE2 XI&tat

o

$3.97-99C. NMR(CDCla, 300MHz)S 0.78(t, J=7Hz, 3H), 1.39(6%A, J=THz,
oH), 2.72(d, J=16Hz, 1H), 2.74(t, J=10Hz, 1H), 2.80-3.10(m, 4H), 3.26-3.38(m,
1H), 3.53(m, 1H), 3.73(s, 3H), 3.80(d, J=10Hz, 2H), 7.80(t, J=6Hz, 1H),

MS(DC1/NHz) m/e441(M+H)'.

A0 25
EdA ERfMA-2-(1,3-HXEC2E5-5-2)4-4-HSAHE)-1-(2-Z2Z A0l 2 )-LI Sl -3-H= & &
SAIK 501 Jl=E ZHES ASotD ME(4-HSAUEZL)OLMEIOIES HE(1,3-HECI8S-
5-2IIE2 L )OLNIEIOIER X856t 5-(2-LIEZHIE)-1,3-HECISE-524E 4-(2-LIEZHIE)0LIEZ X
It A o

M stEEs

$4:67-69TC  'H NMR(CDCls, 300MHz)§ 0.89(t, J=7Hz, 3H), 1.56(6%%1, J=7Hz,
2H), 2.33(m, 1H), 2.78-3.00(m, 3H), 3.32(t, J=7Hz, 2H), 3.45-3.57(m, 4H),

3.73(m, 1H), 3.79(s, 3H), 5.93(s, 2H), 6.22(d, J=8Hz, 1H), 6.85(d, J=8Hz,

3H), 6.98(s, 1H), 7.37(d, J=8Hz, 2H). MS(DCl/NH3) m/e 428(M+H)".
ALAIOH 26
Ea_u,ga_u -2-(1,3-#I R0 E-5-2)-4-(4-HIS AL )-1-[2-(2-HSA M SAD W E) -1l £l 2 -3-5}

rn
T

A0 401 D=
%’-

AFESEL, AAI0 2501 DIsE SLESES X&otD, 2-(2-HSA0S
ANUIEEZ001EE At o EAE g g=s 2

E 22USAIHA HH &t
$7:85-86°C. 'H NMR(CDsOD, 300MHz)S 3.18-3.90(m, 15H), 3.79(s, 3H), 4.57(d,
J=10Hz, 1H), 6.02(s, 2H), 6.91(d, J=8Hz, 1H), 6.95(d, J=9Hz, 2H), 7.06(dd,
J=8Hz, 1H), 7.12(dd, J=1Hz, 1H), 7.37(d, J=9Hz, 2H). MS(DCI/NH;) m/e 444

(M+H)".
AAIOI 27
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ERiA ESHAD-(1,3-#XCSE5-2)-4-(4-HEAHE)-1-(RSAME)-LIISele-3-3t= & &t
A0 400 Jl=E HEES AIEotl, &AM 2500 D= EEEES X&otd, 2-0SANEE
Z0I0IEE AME6IH HIScld 248 ¢SAA BEX =S =5 = AL

$4: 54-56C 'H NMR(CDCls, 300MHz)S 0.89(t, J-7Hz, 3H), 1.44(6%Al, J=THz,
2H), 1.52( %A, J=7THz, 2H), 2.40(m, 1H), 2.74-2.98(m, 3H), 3.46(t, J=THz,

2H), 3.42-3.56(m, 4H), 3.68(d, J=10Hz, 1H), 3.80(s, 3H), 5.93(dd, J=6Hz, 1Hz,

2H), 6.72(d, J=8Hz, 1H), 6.74(dd, J=9Hz, 3H), 6.96(s, 1H), 7.36(d, J=9Hz,

$74: 80-81C. 'H NMR(CDCls, 300MHz)S 0.89(t, J-7Hz, 3H), 1.49(6%F, J=THz,
2H), 2.78(d, J=16Hz, 1H), 2.92(t, J=10Hz, 1H), 3.05-3.43(m, 5H), 3.24(d,
J=16Hz, 1H), 3.52-3.62(m, 1H), 3.80(s, 3H), 3.80(t, J=10Hz, 1H), 4.27(s, 4H),

6.74-6.93(m, 5H), 7.29(d, J=9Hz, 2H), MS(DC1/NHs) m/e 455(M+H)".

EOS4-6-2)-1-(N-HIE-N-Z2Z 00l 2 LN E)-T Sl

£

HA-2-(4-HISAIH L )-4-(1,4-
A

'l NMR(CDCl3, 300MHz)S 0.73, 0.83(2t, J=7Hz, 3H), 1.48(m, 2H), 2.78(dd, 1H),
2.85(2s, 3H), 2.96-3.15(m, 3H), 3.27-3.42(m, 3H), 3.52-3.60(m, 1H), 3.75(d,

1H), 3.78(s, 3H), 4.22(s, 4H), 6.80-6.98(m, SH), 7.32(d, 2H), MS(DC1/NH3) m/e

469(M+H)* .
&AL 30
EdA EHAI-(4-HSAIHEY)-4-(1,3-HXCISE5-L)-1-(N-HE-N-2EO0I0I =IBELHE )-TI S| S -
3-It=sL '/S
AAIG 10 DIisE 2SS AIS6IH ZH SE22 HESC. 3™ Ol8XMe=E NWRE & == UL,

'H NMR(CD:OD, 300 MHz)& 0.86(2t, 3H), 1.04-1.50(m, 4H), 2.85(2s, 3H),
2.93-3.20(m, 4H), 3.40(m, 2H), 3.52(dd, 1H), 3.60(m, 1H), 3.80(s, 3H),
3.85(m, 1H), 5.91(s, 2H), 6.74(d, 1H), 6.83-6.95(m, 3H), 7.03(dd, 1H),

7.35(dd, 2H).
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A A0 31
ERA EAHAP-(4-UISA-2-HSAMHSAHE )-4-(1,3-HECISE-5-2 )-1-(N-0E-N-F L 0t0| =t
dog)-mSele-3-Its a4t

|
=
=2
w
>

HE 2-(4-0ISAI-2-HSAIHSAIHE-4-(1,3-H I S&-5-2)-T S| E-3-t=4 Y0 E

A0 1A L 180 DS 2HES AFE0tD HE(4-HISAMES ')O}HIHIOIE e (4-DIl S Al-2-
[HIEAIIHIE/\I“ﬂEE%') tAIEIOIEZ XI&otH OlE-2- SA-2-HSAHSAHYE )-4-(1,3-HE=CI25-5-
2)-4,5-CIGI0I E2-3H-IIE-3-II =LY 0IEE *=S&.

&J] Clstolez 1IE It=42l0IE(3.0g, 7.0mmol)E OIEtS 20mLOl ESHAIZILD, 10% Pd/C
500mg= J’HBIBPE =2A0015H0 32412t S 2XIetC. &1 FIHE Husotod MHoHD 6HS 226t
S=0t1 Aot Z2UAM HEOMHOIEZ EEAIH AZ0LEDHISIH AlA-AlA OI/\*JHIE/\-I HA ztg
£(1.90, 63%)2 =S8l

|U

A A0l 318
EA EMAD-(4-0I SA-2-BISAIHSAIH L )-4-(1,3-HIECISE-5-2 )-1-(N-0I E-N-F 00| =5t =2
EHE)- TLIEEI':| -3-It= At

A0 3IAZRE =S8 ag= =
EgHA ERiA SHEE(100mg, 0.23mmol)S & AIGH 1001 Ji=E 20
NEOIIIEE N-UIE-N-FE SZ20tMEODIERZ XI&otH HAM stE=
65-67%. 2/ & OldXMeE NWMRE & = UL,

' NMR(CDCls, 300 MHz)S 0.64, 0.68(2t, J=7Hz, 3H), 1.14, 1.12(2 634, J=THz,

=S AA0l 6A0 Dl=E HEHo=z OIoiastC. Ol0AM MAE
2 ol BtEZAIZID N-ZZ2EEZ D0t
F2(75mg, 62%)2 =S8&tt. 8F:

2H), 1.40-1.48(m, 2H), 2.86, 2.89(2s, 3H), 2.95-3.42(m, 6H), 3.50(s, 3H),
3.43-3.65(m, 2H), 3.78(s, 3H), 4.30(t, J=7Hz, 1H), 5.09(q, J=7Hz, 2H),
5.92(s, 2H), 6.55(dd, J=3Hz, 1H), 6.68(s, 1H), 6.72(s, 1H), 6.85(2t, J=1Hz,

1H), 7.04(t, J=1Hz, 1H), 7.42(dd, J=3Hz, 1H).

alAIG 32

EHA EHAL-(4-HSAIHE)-4-(1,3-HECSE-5-2)-1-3-HSA TR L)-T S| E-5-2-3-It =54l o

ALAIG) 32A

OlE 2-(4-DISAIMZEY)-3-5t2
% THF 20nL0i &3

E-5-ZZ02LUI0E
[e]

EAIUJ_._E')OPHIHIOIEM 44g, 0.02mmol)Oil NaH 480mgS U+
ol ’éﬂioF[]. &) Eg=S =2 2Z0lM WEHEICH. THE 5mL =9 HE(1,3-HXZ0sE-
5-2)EZ220tMIHI0I£(5.46g, 0.02mol)S ?‘33}3._*[]. s2g22 F9 2Z0A ZM jt‘U\IDIT EtOAc
200ml 2 sl&5tl, 8 € S22 HIE@D $—’r7|é!% EMUEESZ AXAIIILD HB0I0IA sHAIHA &
H aEE(7.679, 92%)2 =

A A0 328

HE 1-(3-UHSAZ2E)-2-(4-HSEAHE)-4-(1,3-HE025-5-9)-4,5-CLIGH0| E2-5-S A -1H-TI E-
3-It=4di0lE

AAI0 32AR2E =S8t 382 (700mg, 1.69mmol), 3-0ISAIZZZ 0+8!(348mg, S%MM)

= E2LHO OLMEA ImLe ES 22 18AI2F SO 125CHM JIZSHCH. A B89 S22 +
= )] 2822 0l OMIHIOIE(2 x 100mL)2 ==&t &

E , 2L AH+Z MNEGILD, EMLEESZ AXAID|1D 2Z6HA
IS ES A2Jt2NAM 3:2 &A-0E OtMEBEIOIEZ E&EAI74 AZ0tE1HTIGHA

W0
wW
wW
o

=1
Qe
N
R
1o
4
1n
ol
O

e 1-(3-USAZZE)-2-(4-HSAHE)-4-(1,3-HECISS-5-2)-TISeld-

OIS 15mL =< ’é/\|01| 3BRLEE 58 StES(300mg, 0.64mmol)
SEAZICH &I Z0E O Uoto! MGt D oA

£ 110 &

o

FIZ2Z0A 3Al
A

SEANA B

MO
0;
2
ol
=2

v
O
el
3
32
0
o
~
'S
5
S
=3
@
[0 ]
|'ﬂJ

= A:ol_c}

=
ol
o
ml

Im
=

e
>
Im

A-2-(4-DISAIH L )-4-(1,3-BI RCISE-5-2)-1-(3-USA Z2E)-I S| -5-2-3-ItFa ¢
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3202 2H =58 3&=(100mg, 0.21mmol )0l OIEtSE2Sl 2
S HSA0IE 2% 3HES FIeth. &) 822 70-80CZ 3AI2t St Jigst T3, = 1
S4SHLEEE(100mg) XS HOIGHD FIIE 1AIZE S0t JtE 8 AI&SICH. &) B8 B8
SO d25t0, & == MIictl, OEHEZ MAEs 520 =22 SOetC
HCIZ S3tAI2ID 2A XIS A Z2FE DE2S, ool 2Adh =HE2ZM HM St 2(60mg,

N
>

gz 0

Ol 44

74 134-140C. 'H NMR(DMSO-ds, 300 MHz)& 1.04(t, J=7Hz, 3H), 1.55(6%A,
J=7Hz, 2H), 2.48-2.56(m, 1H), 2.93(dd, J=9Hz, 1H), 3.25(t, J=7Hz, 2H),
3.28-3.40(m, 2H), 3.48-3.57(m, 1H), 3.78(s, 3H), 3.88(d, J=10Hz, 1H), 4.72(d,
J=10Hz, 1H), 6.02(s, 2H), 6.74(dd, J=8Hz, 1Hz, 1H), 6.87(d, J=8Hz, 2H),

6.98(d, J=8Hz, 2H), 7.38(d, J=8Hz, 2H). MS(DCI/NH3) m/e 442(M+H)’.
A A0 33

EWA EHA--(4-UHSAHYE)-4-(1,3-HMEC0SS5-5-2)-1-(3-HSAMUE)-II Sl g-5-2-3-It=5 & &
AAI0 3200 JisE YHE =21 FUHSAIZZZ0S 3-UHISAIMEORICZ X0 HA

SH&2(123mg, 65%)S ==8tLt.

74 150-152C. 'H NMR(CD;OD, 300MHz)§ 2.96(dd, J=8Hz, 10Hz, 1H), 3.72(s,
3H), 3.80(s, 3H), 4.06(d, J=10Hz, 1H), 4.58(d, J=8Hz, 1H), 4.92(q, J=16Hz,
2H), 5.92(s, 2H), 6.55-6.63(m, 2H), 6.82(d, J=8Hz, 4H), 6.94(d, J=8Hz, 2H),

7.15-7.22(m, 3H), MS(DCI/NHs) m/e 475(M+H)".

AAICH 34
EiA, ERMA-D-(4-HISAIHE)-4-(1,3- M RCISE-5-2)-1-(N.N-CI0| 20 L 0H0| = 32 H I € )-TI B2l €
3ot A

AACH 101 JIEE WHES ABCH PHY NHSEA BN SESS HES

'H NMR(CDCl3, 300MHz)& 0.70-0.90(m, 12H), 1.10-1.60(m, 10H), 2.75(d, J=13Hz,
1H), 2.90-3.10(m, 4H), 3.15-3.30(m, 2H), 3.40(d, J=10Hz, 1H), 3.40-3.52(m,
2H), 3.55-3.62(m, 1H), 3.75(d, J=12Hz, 1H), 3.79(s, 3H), 5.93(dd, J=1Hz, 3Hz,

2H), 6.72(d, J=8Hz, 1H), 6.82-6.90(m, 3H), 7.03(d, J=2Hz, 1H), 7.30(d, J=9Hz,

2H).

A A0 35

EWA EHA2-(4-HSAIHE)-4-(1,3-HZCIS5-5-2)-1-(N N-CIHEOl0I Ot 2 L0 E )-T Sl -
3-Jtsadt

188-52
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Ct.

=)
=

tol

0

'H NMR(CDCl3, 300MHz)S 0.82(t, J=7Hz, 6H), 0.95-1.03(m, 2H), 1.10-1.30(m, 8H),
1.40-1.51(m, 2H), 2.72(d, J=13Hz, 1H), 2.90-3.08(m, 4H), 3.25-3.50(m, 3H),
3.37(d, J=18Hz, 1H), 3.52-3.60(m, 1H), 3.70(J=10Hz, 1H), 3.75(s, 3H),
5.92(dd, J=2Hz, 5Hz, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.88(m, 3H), 7.03(d,

J=2Hz, 1H), 7.30(d, J=9Hz, 2H).
A A0 36
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AAO 101 Jlsel SEHS AISoHH ZEH =SS MZEtCh

€74 120-122C. 'H NMR(CDCls, 300MHz)& 2.82(d, J=13.1H), 2.94-3.08(m, 2H),
3.12(s, 3H), 3.23(s, 3H), 3.20-3.70(m, 11H), 3.73(d, J=10Hz, 1H), 3.79(s,
3H), 5.92(dd, J=2Hz, 2Hz, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.90(m, 3H), 7.04(d,

J=2Hz,1H), 7.30(d, J=9Hz, 2H).
AAI0 37
EHA EfH

=

E i -/

AAIOI 401 JIEE LS AIBSI0, AN ARSEH +S& Y2, =48 EUMA EA (
S 20mgS, S [EZ: Perkin |,, 2004(1987)]101 JI&E 2y 0

1A SOF 55COHIA BHSAIH S HAHZ 226mge =SS A 0of

NaOHS AME5HH 3AIZ S¢F A20 A Jt+=2aote EHl atets C
'H NMR(CDCls, 300MHz)§ 1.00(t, J=7Hz, 3H), 1.54(m, 2H), 2.14-2.22(m, 2H),
2.96(dd, J=7Hz, 13Hz, 1H), 3.07(dd, J=18Hz, 2Hz, 1H), 3.15(dd, J=9Hz, 2Hz,
1H), 3.26(t, J=9Hz, 1H), 3.36(dd, J=18Hz, 2Hz, 1H), 3.47-3.55(m, 1H), 3.79(s,
3H), 3.88(d, J=9Hz, 1H), 5.95(s, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.88(m, 3H),

7.03(d, J=2Hz, 1H), 7.22(d, J=9Hz, 2H).

2 A0l 38
EdtHA EMA-(4-UHSAIHE)-4-(1,3-HELSE5-5-2)-1-(N-AMOI 222 ZHE-N-Z2E 00| =9t 2
U E)-TEelH-3-It=s a4t

A ot ZH stet=sS MISU. F: 167-169T. 2/& OIdHME

101 Jl=s 2YHE AIS
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' NMR(CDCls, 300MHz)8& -0.1(m), 0.05(m), 0.12-0.25(m), 0.32-0.51(m), 0.67 2
0.74(2 A=A, 3H), 0.90-1.00(m), 1.20-1.55(m), 2.72(d, J=13Hz, 1H),
2.85-3.29(m, 4H), 3.30-3.50(m, 3H), 3.52-3.62(m, 1H), 3.65-3.73(2 ©|ZFA,

J=10Hz, 2Hz, 1H), 3.78(s, 3H), 5.95(2 @YUM, 2H), 6.72(2 o|=A, 2H),

6.80-6.90(m, 3H), 7.00 2 7.05(2 ©o)&-d, J=9Hz, 2H).

2 A0 39
EdA EMA2-(4-HSAIHE)-4-(1,3-HE0=S5-5-2)-1-(N-HE-N-HE 00 = EL M E )-T Sl el -
3-Jt=s a4t

ALESH REE NE=SZA HAM =S HMIEC. 218 0ldHE

ujo

101 Jlss g
"I NMR(CDCls, 300MHz)S 0.85(t, J=7Hz, 3H), 1.00-1.08(m), 1.13-1.32(m),
1.35-1.50(m), 2.72-2.82(2 o]FA, J=13Hz, 1H), 2.83 E 2.86(2 @YUM, 3H),
2.92-3.20(m, 3H), 3.22-3.45(m, 3H), 3.52-3.62(m, 1H), 3.72(2 °|FA, 1H),

3.75 2 3.76(2 ©dA, 3H), 5.92(2 <©YAM, 2H), 6.72(d, J=8Hz, 1H),

=

6.80-6.87(m, 3H), 7.03(2 o]F5A, J=2Hz, 1H), 7.30(d, J=9Hz, 2H).

2 A0 40

EdA EMA2-(4-HISAHE)-4-(1,3-HE=0S5-5-2)-1-(NN-CIOI AR E 00 L2 EH E)-T Sl &

= YEE AIE

Ct.

o
o

Ol 2H =S M

ol

AAIG 101 D=
€7 141-143C. 'H NMR(CDCls, 300MHz)§ 0.54(d, J=7Hz, 3H), 0.70-0.90(3 °]%

A, J=MHz, 9H), 1.60-1.75(m, 1H), 1.90-2.02(m, 1H), 2.67(d, J=13Hz, 1H),

H

2.70(d, J=13Hz, 1H), 2.84(dd, J=6Hz, 15Hz, 1H), 2.96-3.06(m, 2H), 3.20(dd,
J=OHz, 15Hz, 1H), 3.35(dd, J=2Hz, 10Hz, 1H), 3.44-3.60(m, 4H), 3.70(d, J=9Hz,

1H), 3.79(s, 3H), 5.94(dd, J=2Hz, 2Hz, 2H), 6.72(d, J=9Hz, 1H), 6.82-6.90(m,

3H), 7.03(d, J=2Hz, 1H), 7.31(d, J=9Hz, 2H).

A0 41
EtHA EMA2-(4-UHISAIHE)-4-(1,3-HELISS5-5-2 )-1-(N-HE-N-(2-ZZ2 0 ) Ot0l 2L N E ) -
LEcH-3-It=a 4t

AA0 101 JI=E YEE ASoIH REE DESZAM HM eSS MZEEL 3E 0ldHME
NRE & = ULH.

188-54
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'H NMR(CDCls, 300MHz)& 2.09 2 2.32(2 43X, J=2Hz, 1H), 2.80-3.10(m, 3H),
2.90 ¥ 2.99(2 ©dA, 3H), 3.35-3.50(m, 2H), 3.52-3.62(m, 1H), 3.78(s, 3H),
4,03(d, J=13Hz, 1H), 4.00-4.30(m, 3H), 5.93(s, 2H), 6.72(2 °)|ZFA, J=8Hz,

1H), 6.80-6.90(m, 3H), 7.02 ¥ 7.11(2 ©o]FA, J=2Hz, 1H), 7.30(2 o]FA,

J=9Hz, 2H)

<847> AAIOI 42

<848> EA EHA2-(4-HSAMHYE)4-(1,3-HECSES-5-2)-1-(N-HE-N-(n-H & )0l 0I =t 2L HE-TI &
2l El-3-It = Al At

<849> AAIG 10l D=2 ZBIS MESIH RAE NHESZH EXM SES2 MZESHC.

' NMR(CDCls, 300MHz)§ 0.85(2 434, J=THz, 3H), 1.00-1.50(m, 8H),
2.72-2.82(2 ©]FA, J=13Hz, 1H), 2.81 L 2.86(2 ©YXM, 3H), 2.92-3.20(m,
3H), 3.22-3.45(m, 3H), 3.52-3.62(m, 1H), 3.72(2 ©]FA, 1H), 3.75 & 3.76(2
©d X 3H), 5.94(2 @AM, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.87(m, 3H), 7.03(2

o|FA, J=2Hz, 1H), 7.30(d, J=9Hz, 1H).
<851>  AAl0f 43

852>  ERA EMA-P-(4-HSAIHE)-4-(1,3-MECISE-5-2)-1-(N,N-Cl (-2 2) 010l =S L HIE )-TI 22l €l
—3-ot= Al
<853> AN 10 DS WHES AFSSI0l BN S22 MES

$4: 123-125TC. 'H NMR(CDCls, 300MHz)§ 0.79(t, J=7Hz, 3H), 0.85(t, J=7Hz,
3H), 1.00-1.50(m, 8H), 2.74(d, J=13Hz, 1H), 2.90-3.09(m, 4H) 3.23-3.50(m,
3H), 3.38(d, J=13Hz, 1H), 3.52-3.62(m, 1H), 3.75(d, J=10Hz, 1H), 3.78(s, 3H),
5.93(dd, J=2Hz, 4Hz), 6.71(d, J=8Hz, 1H), 6.81-6.89(m, 3H), 7.03(d, J=2Hz,
1H), 7.30(d, J=9Hz, 2H), MS(DC1/NHs)m/e 511(M+H)*.

CooHasNoOsoll e A& -

AAFZ] @ C, 68.21; H, 7.50; N, 5.49.

AZ&x . C, 68.07; H, 7.47; N, 5.40.

<855>  ALAIGI 44

<856> EA EHAI-(4-HISAHY)-4-(1,3-HXC=E-5-2)-1-(N,N-CIH 00 =2 L N E)-TI 22| & -3-
Sh= Al
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AA0 101 Jlsel SEHS AISoHH ZEH =SS MZEtCh

€73 132-134C. 'H NMR(CDCls, 300MHz)§ 0.98(t, J=7Hz, 3H), 1.06(t, J=7Hz,
3H), 2.78(d, J=13Hz, 1H), 2.95-3.20(m, 4H), 3.30-3.50(m, 4H), 3.55-3.65(m,
M), 3.76(d, J=12Hz, 1H), 3.79(s, 3H), 5.93(s, 2H), 6.72(d, J=8Hz, 1H),

6.80-6.90(m, 3H), 7.02(d, J=2Hz, 1H), 7.32(d, J=9Hz, 2H).

AAIGH 45
ERMA, ERMA-D-(4-HISAHIL)-4-(1,3-MECISE-5-2)-1-(N-H 2 -N-H L 0H0l =2 LB 2 )-T S2l -
3-Sh= Al

AACH 101 JIEE WHES ABCI P DHSEA EX SEB22 MES,

'H NMR(CD:OD, 300MHz)& 2.75-2.85(m, 2H), 3.05-3.13(m, 1H), 3.18(s, 3H),
3.40-3.58(m, 2H), 3.78(s, 3H), 3.88(d, J=12Hz, 1H), 5.92(s, 2H), 6.72(d,

J=8Hz, 1H), 6.75-6.85(m, 3H), 7.00-7.12(m, 5H), 7.82-7.92(m, 3H).

A A0 46
EdHA EHA-(4-HEAHL)-4-(1,3-HE0=SS-5-2)-1-(N-HE-N-AHOI S22 A Ot0I = ELHE ) -
IScle-3-It=a 4t

AA0 101 Jl=E 2
NRZ & == UCH.

'H NMR(CDsOD, 300MHz)& 1.00-1.85(m, 10H), 2.72 2 2.78(2 ©dUM, 3H),

ArSot REE UEEZ A HHM 23S MEIEh. 2™ OI8dHE

ujo

2.75-2.82(2 ©o|FA, J=12Hz, 1H), 2.96-3.22(m, 3H), 3.40-3.65(m, 3H), 3.68 ¥
3.82(2 ©]&A, J=10Hz, 1H), 3.77 2 3.78(2 ©&¢<«A, 3H), 5.92(s, 2H), 6.72(2
o]ZXA, J=gHz, 1H), 6.82-6.88(m, 3H), 7.02(2 °}&A, J=2Hz, 1H), 7.30-7.40(2

olF, J=9Hz, 2H).

A0 47
EgA EMA--(4-HSAMHYE)-4-(1,3-HECISSE-5-2)-1-(NN-CI(n-Z2E) 00| 2L U E)-TIE
clE-3-ot= a4t

AN 101 JIsE SES AISoHH ZEH =S MZsthh

€3: 170-172°C. 'H NMR(CDCls, 300MHz)S 0.69(t, J=7Hz, 3H), 0.85(t, J=7Hz,
3H), 1.20-1.55(m, 4H), 2.72(d, J=13Hz, 1H), 2.90-3.10(m, 4H), 3.25-3.47(nm,
4H), 3.35-3.62(m, 1H), 3.72(d, J=9Hz, 1H), 3.79(s, 3H), 5.94(s, 2H), 6.72(d,

d, J=8Hz, 1H), 6.80-6.90(m, 3H), 7.02(d, J=2Hz, 1H), 7.30(d, J=9Hz, 2H).

A A0 48

EA EMA-2-(4-UHSAIHE)-4-(1,3-HECISE-5-2)-1-(N-HE-N-0| AR E 00 B L HE)-TIE
el El-3-It= Al &t

A0 101 JsE YES ASotH RFEE LE=ZN HM SEES M. & 0dHME
NMRE & == RUCH.
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'H NMR(CDs0D, 300MHz)8 0.65-0.85(4 ©]%4, J=7Hz, 6H), 1.75-1.95(m, 1H), 2.80
2 2.90(2 @Y, 3H), 2.90-3.10(m, 4H), 3.10-3.65(m, 4H), 3.74(9S, 3H), 3.81
% 3.88(2 ©o]FA, J=10Hz, 1H), 5.93(s, 2H), 6.72(d, J=8Hz, 1H), 6.80-6.90(m,

3H), 7.02(2 o]F4d, J=2Hz, 1H), 7.80-7.90(2 °©]FA, J=9Hz, 2H).

&LAIGH 49

OE 2-(4-HSAMEL)-4-LIERHEL-3-(1,3-HUECISS-5-L)REIYO0IES THE ME
ALAIOH 49A

2-(3,4-HEACSAHL)-1-LIEZ 0 E

HES(120mL) S LIHZY (759, 500mmol) SEHS 10COHA wmWetstD OII0 LIEZHIE

7.1mL, 500mmol, 1 eq)2 &JIotL) OI0A 2EE 10 WX 15C2 RANGIHAN S22 252 =45
E&(21g, QMMI1O%MOHM&mi§%Em5MUP TE SCH. A BtE &
0l E0f, Eall&ICtH. EJIE OIEE AD| E822 3022t nets 08, S0l =S8 UK &) &8
=2, 5C 0I2t9 28 KXotHA, Y= (~350mL)2 SIAAIZICH O 202
MEIINEL (150mL)s_J 36% C|§/¢P(1OOmL) 2oy s ﬁE%‘(streem)QE(é}Jl 0] 2422 EMXIX
UTE) D=0, BN M Egg(LIEEAElal) ‘3' ) 22 HUStH +=H3tLD, HH0l =SH0l E
WX 2(1.50)2 HI&*&FEP gy Holag =2J12 DJEAPI EPQ 29 WHES(3L)Z2LH HRASA
H SMHls 229 E-2-(3,4-HEBICI=SAl)-LIE2AE|8I(53g, 55%)S £=S&tCt.

['E

_,_

'H NMR(300MHz, CDCl3)6 7.94(1H, d, J=13.5Hz), 7.47(1H, d, J=13.5Hz), 7.09(1H,
dd, J=7.56 2Hz), 7 O1(1H, d, J=2Hz), 6.87(1H, d, J=7.5Hz), 6.06(2H, s).

MS(DC1/NHz) m/e 194(M+H)*, 211(M+H+NHs)'.

ALAIOl 498
HE 2-(4-HISAHY)-SA-4-LIEZ-3-(3,4-HECISAIHY )REIH0IE

T2 o-2-=2(75mL) 5‘—4 ElolOlE2ZFet(175mL) 2l EE =52 AA G 40AZ2H =S8 LIEZ
AEI@(14.17g, 73.34mmol, q) 2Hs AR20M wEtetD oI10 THF(50mL) =2
Ol & (4~ MIEAIHJX"')O}HIHIOIEH .59, 51.7mmol) 2 2 O|HAM 1,8-CI0FAHIOIAIOIZZ[5,4,0] 22—
7-21(DBU) (0.45mL, 3.0mmol, 0.05 e )2 HENMOZ FHISDH, O ZUR =St S22 A20AM 1Al
2 SoF Wetst s, DBU(O.45mL 3.0mmol, 0.05 eq)E =Ji=2 FHIISICH. AD| E82S 1AI2H S ¢
netst OIS, X3otHA sgd 222 Mooll &F2S 5009 A2I2H20A 20% HE OFAIHIOlE-&l 4t
oz E2EANAH H42 IAZ0IEDAIIZ HHolH E&= AS0| 25% HEOFAIHOIE-& A0 SCH. A &
HE XNZBoHHAM HHoIH B4 2LZ A LUEZ HEWAHZ(19.36g, 76%)= £=S&HC. E2H 0l4
HME NMRZ & 4= QL.

' NMR(300MHz, CDCl3)6 8.06(2H, d, J=9Hz), 7.89(2H, d, J=9Hz), 6.96(2H, d,
J=9Hz), 6.91(2H, d, J=9Hz), 6.77(1H, dd, J=9Hz, 3Hz), 6.73(1H, d, J=9Hz),
6.65(1H, d, J=3Hz), 5.95(2H, s), 5.89(1H, d, J=4Hz), 5.88(1H, d, J=4Hz),
4 90-4.60(3H, m), 4.39(1H, m), 4 18(2H, q, J=7Hz), 3.94(2H, m), 3.80(3H, s),
3.78(3H, s), 1.19(3H, t, J=7Hz), 0.99(3H, t, J=7Hz), MS(DC1/NH3) m/e

416(M+H)*, 433(M+H+NHs)*.
ALAIOf 50

EdA EHA2-(4-HSAHE)-4-(1,3-HECISS-5-2)-1-(1-2EZAELHE)-TI S2I-3-t=4

OtMIELIEE (2nL) =2l A Al0
Jlofl ClolaZ 2 E oI (70uL, 0
eq)S HEXNCZ FHIISICH. &) 5§

S}&r2(100mg, 0.27mmol) SUS wWEHAII|ILD Of
, 1. 2 {-22 ‘Z'EDOIHIEIIOIEMSLJL 0.29mmol, 1.1
=S 2AI2F SO WEHAIZI T2, &) 20HE 260 AM HAHGHA
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X COUAHZ2E LS50 MESS(IL)Z2 ClHAHZS 2HS AS0A REHSID 010 2= 50%
W/W 2= A3HLFE S(300mg, 3.75mmol)S gjrs_u. AJ| BEI2S 2AI2F SOF WUHE 42, N XS
XDSIOIA MAHBICH A &E22 2(5m0)0 2HAISID AJ| 2HS NHZ2 MEECH 242 OHAl
Ea(soouL)Oi MAHBIAIZ TS, OlE OIMEIOIE(2X) 2 X280}, 88 £ 2222 AZAD D
(Na;S0,), OIDH5ID, S=5l04 A DEHS2A TR 3182 (74ng, 60%)S S S3EHCY.
'Y NMR(300MHz, CDCls)6 7.36(2H, d, J=8Hz), 7.13(1H, d, J=3Hz), 6.90(1H, dt,
J=3Hz, 8Hz), 6.88(2H, d, J=8Hz), 6.76(1H, d, J=8Hz), 5.96(2H, s), 3.96(1H, d,
J=OHz), 3.81(3H, s), 3.58(1H, ddd, J=12, 10Hz, 3Hz), 3.52(1H, dd, J=9Hz,
3Hz), 3.32(1H, d, J=17Hz), 3.08(1H, t, J=10Hz), 2.92(1H, dd, J=9Hz, T7Hz),
2.83(1H, d, J=17Hz). MS(DC1/NHs) m/e 456(M+H)*.
CagHzoNO7+ 0.3Ho000 w3 YAEA:
AAFX : C, 65.07; H, 6.48; N, 3.04.
AZ3x :C, 65.02; H, 6.42; N, 2.93.
AAIO 51
EA EHA D (4-HEAHY)-4-(1-UEZL)-1-(N-HE-N-Z2)0l0| = SLH L )-T Sl 2-3-31 =
ALAH

LA d0n] MHZLS LS 1-b=AQ0I501S2 (HIGHs BE M= MAH 1 %
4901 DS gl M2t ZXM E2S RZEECH 318 OAHE WR2 & 4 UCH.
IH NMR(300 MHz, CDCls) & 8.29(1H, bd, J=8H;), 7.86(2H, d, J=8H;), 7.75(1H, d,
J=8H;), 7.49(3H, m), 7.34(2H, dd, J=3Hz,9H;), 6.83(2H, dd, J=9H;,2H;), 4.50(1H,
m), 3.94(1H, dd, J=9H;,2H;), 3.78(3H,s), 3.65(1H, m), 3.49(1H, d, J=14H,),
3.40-2 .93(5H, m), 2.91, 2.83(3H, s), 1 48(2H, 73, J=TH;), 0.83, 0.77(3H, t,
J=THz). MS(DC1/NHs)m/e 461(M+H)*.
CooHooNO7+ 0.5HOAcO] s dAEA:
AXX . C, 71.00:H, 6.99:N, 5.71.
A&z - C, 70.95;H, 7.00;N, 5.46.
ALAIO 52
EMHA EMADI-(4-HEANHY)-4-(2,3-CIoI0|ERBI X Z2H-5-2 ) -1 (N-HIE-N-Z2Z ) 0t0| =t 2L Ol
€)-I| =2 Cl-3-I 2 Al A
ALAIOII 52A
2,3-Clol0|EEH T Z S5-I A 2[H G0l =

HEd S22210/1=(30mL)=2 o, a-CI22Z2HE HE oHI=2(2.15g, 19mmol, 1.35eq) 2HS
%MNWAEEMIE,SE%—%C5$EJDWK%§°Nde NNMI%EHQ$&H6®,WMM
1.2eq)S BJlotd HEXMOZ 158 S0 CHLIL(5mL)S2l 2,3-LIot0IEZ2 I X ZE2H(1.68g, 14mmol) S2HS
HOIBICH AD| BE22 0CHIXl JI25D, 1AI2F SoF mEstD LIAl, g'¢o+| 9D, 3022 O metst
Ct. &) BEI22 OHIZ22 8450, A A2 2250 AJ RIIAS XZGNA S=5t0, &ee
S AZ =22 HHGI0 M MY A HM 3HE2(1.25g, 60%)2 ~SBHCH 0.3mmHgOIAl HIZE: 119-
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<899> alAl0l 52B

<900> EEHﬁ,EE‘_Hﬁ -2-(4-HISAHE)-4-(2,3-ClotolEZ M EF2t-5-2 )-1-(N-H E-N-Z 2 Z ) 0t 0| = It 2 L O
g)-IlEclt-3-It= a4t

<901> A A0 4042 TIHZES & |01| 52A2 2 H —’-‘—5@ 3
32| & 0

E2 WMot E2 MdtD= A0 1
= 4900 Dl== -0 Ot ZX FE £ M Z&tCt. 2

= &
SHME NWRZ & = QL.

'H NMR(300 MHz, CDCls) & 7.33(1H, d, J=8H;), 7.28(1H, m), 7.19(1H, m), 6.87(1H,
d, J=8H;), 6.73(1H, d, J=8H;), 4.56(1H, t, J=8H;), 3.83(1H, d, J=10H),
3.80(3H, s), 3.63(1H, m), 3.4-3.0(%H, m), 2.87, 2.84(3H, s), 1.51(2H, 7%FA,
J=THz), 0.88, 0.78(3H, t, J=7Hz). MS(DCI/NH3) m/e 453(M+H)".

CogllaaNo0s- 0.25H000 didt 484!

A4k - C, 68.33; H, 7.17:N, 6.13.

A&z : C, 68.60;H, 6.88; N, 5.80.
<903> &AL 53

=2

904> ERA EUAD 4HIAU-HSAHE)-1-(NHE-N-T2Z)0I0 =S LHE)-TI B2l S-3-IH= A ot

<905> AAIG 4949 THZES 4-HSAMESOG6I01E2 WSl E2 MAStD= AN 1 2 490
Jlesd 2ol et EM eSS M=EISCH 3Id 0I8HME NMRE & = ULk,

' NMR(300 MHz, CDCl3)§ 7.37(2H, d, J=7.5H;), 7.32(2H, d, J=7.5H;), 6.86(4H,
m), 3.83(1H, m), 3.81(3H, s), 3.79(3H, s), 3.64(1H, m), 3.48-2.97(6H, m),
2.87, 2.83(3H, s), 2.85(1H, m), 1.45(2H, m), 0.84, 0.74(3H, t, J=7.5H;)
MS(DCI/NH3) m/e 441(M+H)".

CosHszN20s+ 0.5H,00 o3t A2 84!

AAFA) . C, 66.80;H, 7.40;N, 6.23.

A&x @ C, 67.15:H, 7.31;N, 6.00.
<907> AAIG 54

<908> EdA EHA-P-(4-UISAIHE)-4-(3,4-CI0ISAH L )-1-(N-OIE-N-Z2Z)Ot0| I 2L N E)-TI Sl -

ﬂJ\II

<909> 49A°] TlH=ZzYE 3,4-CIHSAIHELHSI0IEZ WMot B2 MAdtn= AN 1 2
of o

& AL0l 3,
4901 Dl=g Yol Ot EXM stetES MAeCh 2™ 0ldME NMR

HU
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'H NMR(300 MH;, CDCl3)8 7.33(2H, d, J=7.5Hz), 7.07(1H, d, J=2.0H;), 6.98(1H,
m), 6.85(1H, d, 7.5H;), 6.82(2H, d, 7.5H;), 3.91(3H, s), 3.86(3H, s), 3.83(1H,
m), 3.79(3H, s), 3.64(1H, m), 3.50-2.95(6H, m), 2.87(1H, m), 2.85, 2.38(3H,
s), 1.45(2H, m), 0.84, 0.74(3H, t, J=7.5H;), MS(DCI/NH;) m/e 471(M+H)*.
CoeHaaN20s+ 0.5H000 ot P&E4:

A4k ¢ C, 65.12;H, 7.36;N, 5.84.

A&3x 1 C, 65.22;H, 7.27; N, 5.59.

EUA EHAP-(4-UHSAIHE)-4-(3-HSAIHE )-1-(N-OE-N-Z2Z)0t0| It2 L0 E)-TI Sel = -3-

A0 4948 THZYS 2ZHot0l=2 Mol B2 Melotd=s &AM 1 & 490
Jled 2ol et EX stg=SS MEISCh & 0I8dHME NMR=2 & == UL,

NMR(300 MH;, CDCl3)& 7.33(2H, d, J=7.5H;), 7.24(1H, t, J=7.5H;), 7.05(2H,
m), 6.85(2H, dd, J=7.5&2H;), 6.76(1H, m), 3.83(1H, m), 3.81(3H, s), 3.79(3H,
s), 3.64(1H, m), 3.48-2.97(6H, m), 2.87, 2.83(3H, s), 2.85(1H, m), 1.45(2H,
m), 0.84, 0.74(3H, t, J=7.5Hz). MS(DCI/NHs) m/e 441(M+H)".

CosHaoNoOs+ 0.5H000 Wi YAy
AlAkx] : C, 66.80;H, 7.40;N, 6.23.

A3 C, 66.76;H, 7.36;N, 6.05.

&LAI0l 56

E’A ERMA-DP-(4-HSAHY)-4-(2-UZE)-1-(N-HIE-N-Z2Z)0l0| 2L U E )-TI S| -3-3t=
ALOl 49A2] THZY

2 U= gtiotol==2 tHot= 8= M2l
4901 7|%E‘ 2O et EM ste=SS M8t 2 & OldHME NMRE & == ULCH.

fJ
rr

>
=
=
He

"I NMR(300 MH;, CDCl3)§ 7.82(4H, m), 7.69(1H, m), 7.47(2H, m), 7.37(2H, dd,
J=7 5&2H;), 6.85(2H, dd, J=7.582H;), 3.90(1H, d, J=8H;), 3.78(3H, s), 3.57(1H,
m), 3.52-2.97(6H, m), 2.93, 2.85(3H, s), 2.90(1H, m), 1.52(2H, m), 0.86,
0.76(3H, t, J=7.5H;). MS(DC1/NHs) m/e 461(M+H)*.

CogHaaNo0s+ 0.5H000 gt BAEA.

AAbA] 1 C, 71.62;H, 7.08;N, 5.97.

A&x . C,71.58;H, 7.11;N, 6.01
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Al 57
EWA EHA--(4-HSAHYE)-4-(1,3-HECISS5-5-2)-1-(2-(NE LT L) E)-LISclE-3-IH=a &
OtMIELIEE 6mLoll Solie, AAIG 1C2REH =58t §P§.’%(100mg 0.27mmol) & 2-22 =20 &
Mg &Iol=(67.5mg, 0.5mmol, 2%%)01| KI 10mg & CIOIAZ=ZZHNEO2! 0.5mL.2 ’“3}3 Ct. &0 &
S22 4M2 S EFA U3 ASotlM sSA20. =S8 &8=22, /\'EIDP Z0IA 4:1 A0l
g OIMIHIOIEZ S&EADl= 42 IAZ0OEDAIIZ FHMSH HEEIQME 3t&s Bng(75%)2 =S
= UCH
H=ZLHS| CHCl, 5mLOl EoiE AI0I=(90mg, 0.2mmol)0ll S-S2ZHSAIMEZ & 68mgS FHOLE
Ch. &) Eg=2S 4022 Y=0A Wetotl 3AI2E St A20lA wBHetth. 10% =&ELUES E

. Eg=
(2mL)2 #Eototll &J| ESS Et0Ac(2 x 50mL)§ FESU. g8
E=O

I, SMUEESZ AXAIIL, MIGHHAN = = Aot Z0IAM EtOAc X CHLI,
Z2| 10% MeOHZ E2=AIH A2 0tE i Il 6HA ’é%/\POIE(Gng 65%)2 =S& = ULt

HE HAHIZE AN 100 D= LM 2o Jt+=2oictH SELMOIEM E822M 2AH
stefEs =S¢ = UL

MS(DC1/NHs) m/e 446(M+H)*. 'H NMR(CDCls, 300MHz)S 1.25, 1.32(t, J=9H;, 3H),
2.45-2.75(m, 4H), 2.84-2.96(m, 3H), 3.02-3.08(m, 1H), 3.32, 3.36(d, J=3H;,
1H), 3.47-3.58(m, 2H), 3.65, 3.68(d, J=7.5Hz, 1H), 3.76, 3.80(s, 3H), 5.94(s,

2H), 6.72(d, J=7.5H;, 1H), 3.84-3.89(m, 3H), 7.02(d, J=6H;, 1H), 7.30, 7.34(d,

J=7.5H;, 2H).
AAIGH 58
ERA EUMAD-(4-HISAIHE)-4-(1,3-HECISE-5-2)-1-(2-(0| A T2 Z AT L0 =) 0 2)-TI 22|l
EEETT

D4 CHONOI BEHEl 2-5I2 D002 5101 S 2B 20H01S (Tmmol )0l EtN 122FS U}@E} &
Ol 2822 022 DS (1S 0AD2E £ZY 222H0/S 192 L EtLN 1S #Jtet, 1 23
2 4S8 S22 A2 SO MR0M DUE CHS CHON 3nLEo ANl 1CREEH +S8 a2
(185mg, 0.5mmol) SO HIISICH, &J| ESSES 50-60CHAH 242 SO JH256tD, ASNK YA
2, 2 Helshl Eloo2 FEED. BE 20| FSES S L 342 MG ATA5LL A5
N SZARICH 4S8 HE22 A2l A0 3:2 SA-Et0Ac2 BEAH I20IEIHTSH0 o2 of

£ 0. =

m>‘—
>__I.I.

AHZ 195mg(75%)% £S5 A OIE olAHIZ(160mg, 0.31mmol) [0l 100 Dl=a 2ol 2K
t==2cliotd EH 3HerE(133mg, 88%)2 =S& = ULCH.

A 94-96°C. 'H NMR(CD;0D, 300 MH;)6 1.26(d, J=6H;, 6H), 1.97(s, 1H), 2.38(m,
), 2.77(m, 1H), 2.88(t, J=9H;, 1H), 3.04(m, 1H), 3.14(t, J=7.5H;, 2H),
3.35(m, 2H), 3.46(m, 1H), 3.58(m, 1H), 3.78(s, 3H), 5.92(s, 2H), 6.74(d,
J=OH;, 1H), 6.86(dd, J=9H;, 3H;, 1H), 6.92(d, J=9H;, 2H), 7.00(d, J=3H;, 1H),

7.36(d, J=9Hz, 2H). MS(DC1/NHz) m/e(M+H)".
ALAIO 59

EUA EHA--(4-HSAHYE)-4-(1,3-HMECSSE5-5-2)-1-(2- (0|22 SA)UHE)-LIScIE-3-IH=a &t
AAIG 1ICERH =S8 32 2 2-(0ARSA)HE EZ0I01EE ALS6H0T A0 1001 JI=
= 2o Ot ZX steES MXett
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€3 68-70C. 'H NMR(CDCls, 300MH;)6 0.88(d, J=6H;, 6H), 1.82(4ZFA, J=6H;,
), 2.22(m, 2H), 2.72-2.79(m, 1H), 2.86-2.95(m, 2H), 3.13(d, J=6H;, 2H),
3.45-3.56(m, 4H), 3.68(d, J=9H;, 1H), 3.79(s, 3H), 5.94(s, 2H), 6.72(d,
J=7.5H;, 1H), 6.85(dd, J=9H;, 7.5H;, 3H), 7.08(s, 1H), 7.34(d, J=9H;, 2H).

MS(DC1/NHs) m/e 442(M+H)*

&L Al0l 60
EYA EMA-2-(4-HISEANHY)-4-(1,3-8IXCI=S

THF 1omLOll EoHE AAIN 1IC2FH =S8t
(46.7mg, 1.1€%) & ClOIA~ZZ2Z O E0t2!(53mg, 1.
A2t St A=20lM netst Os SME SLAIZIH
EEANA 42 JAZ20ETHIZ EHGHH HE OHAHZ

A OIAEIZ(120mg, 0.244mmol)S EtOH 1mLOIl SoHAIZILD, =
oAD| BEES 3AI2 S0 ARWAN et S 2N =EA nl)S EIi5tD AD|
M2 OEHE=zZ MESIH =20 X 22 EEHA /\I* OIME &R HAHSEIHCH. =SHZS OLHIEX
pH ~6ItX &tASEAIZ] [}C’ EtOAc(2 x B0mL)2 ==¢&tCt. &8t |I| =228 942 Mo, &
CHo 2EAID 2LAUN SHo0l Ha DEEZN Sad B2(60ng, 538 +5
2ACH.

¢
e
no1
X
i
um
x
n  H
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D
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0F 1
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o

—_—

a0H 100mg EAHE HD
5

@ng
o rEIo

1 Hu O

€74d. 67-69C. 'H NMR(CDCls, 300MH;)S 0.82(t, J=7.5H;, 3H), 1.20-1.33(m, 2H),
1.58-1.68(m, 2H), 2.48-2.69(m, 2H), 3.28(dd, J=9H;, 1H), 3.49(t, J=12H;, 1H),
3.65(dd, J=12H;, 1H), 3.82(s, 3H), 4.32(dd, J=12H;, 1H), 5.17(d, J=9H;, 2H),
5.95(s, 2H), 6.70-6.78(m, 3H), 6.92(d, J=9H;, 2H), 7.35(d, J=9H;, 2H).

MS(DC1/NHz) m/e 462(M+H)".

A0 61
Seis Sa A2 (CHSANL)-4-(1.3 ME0SS-5-2)1-2-(N-HE-H-0l 2 2B 2 010 =) U E)
-1l B2l E-3-3H=
AAIO 61A
A EMA--(4-HISAHE)-4-(1,3-HECISE-5-2)-1-(2-22 20 2)-TIB2I2-3-I =4 0
HABIZ
1,2-CIS2D0IE ool BHE, A0 CRLE LS8 AL EHA U EgHA A TS
clol &8 % (400m0 0l LIOIATZ B0 070l & Reos i 0mgS FIIEICH 1 FW2 S
S 2B 00THA TN SO Jtgs S, SUIZ MBoIIA MHEC HESS E OAc EER
o0 2 4 e AR50 MAGD, AZADID 2es A SSAIRICH A0 = M2E ael3) 2ol
AT Sa-EiOheR BEAD M8 AEOSATIS HAS TN AE 470mg2 +SEHCt,
AAIGI 618
EA, ERHA-2-(4-HSAIBHIE)-4-(1,3-MECISE-5-2)-1-(2-(H 00| &) I 2 )-T B2 E-3-3H= A &
EEENTE
EOH 1ONLOI SEHE SN0l 61AR 2B S8 SIE/2(450m0)0 40 4 BHIE0Rl 0.61L % 2
QESHIES 50mgS EOISICH A0 EB22 80THA 1A SO JiEe 1S, BHE XIS Al
Hellh BESE C0AH BHHADID, 2 % B2 H5100 AEEL, HEAIID DS SEA
2CH 1 ZW!E 4S8 422 HOIY IHEK 2D AMSECH
MO 61C
EHA ERHA-2-(4-HSAIBHIE)-4-(1,3- M EC) SE-5-2)-1-(2-(N-HI £-N-01 £ 2 EIZ 00| .o ) M 2)-TI B

2| CI-3-I= Al A

1,2-CI2220IlE 5mLoll Sdie AAl6 61B2RE =S8t 3tE2(~150mg) 0l ClOIAZZ 20 0ot
2l 0.3mLS HOISICH. &D] SHES -40CHA YW2AII|1, 0lAREIE S=2et0/=(0.17mL)E #Ots6t1,

188-62



1019970701079

AJl 2 MIGHD, 4 EUS ZASENA IHSSHD 15A2 SOF WEHEICH, AD| SUS BSH0IA
Moot ; MS22 EtOACH SoHAIIID 1:1 SSMUES SU/2 U AHE AR50 MEOID, AEZA
J1D TBSHIM SHAZICH Al A22, 42191 Z0IA P 131 EtOAC-HMACZDE EtOACR EFA
1D EHEHOR 10% MeOH-EtOACE AFZ5H0I BBAIH 42 AZNIEIHIZ FRSCH

<951> AI1 OIZEIS2 EOH 15001 BSHADID; 17% Naok +Z4 07501 &JI51D, 1 2D= 2=
o EB2S FSIRTOA 3A2 SO WEHSICH AJ| BHE IBSHHAM MGt HRSS 20 =
NElIn N3 1|x4°+u 242 IN HPO,Z pH 37X Awgwam MEHZZ S8 FZsHh. &D| 85
R FESS YLE MEOID NaSOE AEACH SHE MToH0IA MG W WEHZA EH
3tte 8omgs ¢%§ Ch SIMOISME NWR2 2 4 QUCH =2

A olAdAle H MR(CDCl;, 300MHz) & 1.06(d, 3H, J=10H;), 1.12(d, 3H,
J=10Hz), 2.15(m, 1H), 2 .5-3.0(m, 3H), 2.91(s, 3H), 3.32(m, 2H), 3.50(m, 2H),
3.65(m, 2H), 3.77(s, 3H), 5.92(s, 2H), 6.73(d, 1H, J=8H,), 6.75-6.9(m, 4H),
6.96(d, 1H, J=2Hz), 7.29(m, 1H). MS(DC1/NHs) m/z 469(M+H)*

CoeHaoN0s 0.3TFAS] tHeh AAEH:

A4z - C, 63.55;H, 6.48;N, 5.57.

A&X : C, 63.44;H, 6.71;N, 5.24,
<953> Al

A A
954> ERA EWMA-D-(4-HSAHE)-4-(1,3-HECISE-5-2)-1-(2-(N-HE-N-Z2D 200l =) 2 )-11 =
A

<955> 0l 61C2 OIAREIE SZ22401EE Z2UIE S2201=E2 Hols S Heotd=s Al
ol 6101 JI%E‘ 2HU Ot EM =2 HMEIEC. =2

3] Mol A2l 'H NMR(CDCls, 300MHz) & 1.13(t, 3H, J=8Hz), 2.19(m, 1H), 2.30(m,
2H), 2.65-3.0(m, 3H), 2.85(s, 3H), 3.25-3.4(m, 2H), 3.5-3.7(m, 3H), 3.79(s,
3H), 5.92(s, 2H), 6.74(d, 1H, J=8H;), 6.75-6.9(m, 4H), 7.00(bd s, 1H), 7.29(bd
s, 1H). MS(DC1/NHs) m/z 455(M+H)".

CasHaoN2Og- 1.0H:001 tdt YA

AAA : C, 63.55;H, 6.83:N, 5.93.

A&z ¢ C, 63.55;H, 6.52;N, 5.73.
<957>  AA0 63

<958> EdA EMAD-(4-HSAIHE)-4-(1,3-HECISES-5-2)-1-(N-HE-N-HZOI0| =IELHE )-TI Sl ¢~
3-I=2 A A
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AAN 101 Dl=E 2™

o

A0t 2M stetES MZASC. =2 28 0

A9 'H NMR(CDCls, 300MHz)& 2.79(s, 3H), 2.8-3.2(m, 2H), 3.48(m, 2H),
3.61(m, 2H), 3.77(s, 3H), 3.78(m, 1H), 4.3-4.5(m, 2H), 5.95(d, 2H, J=2H),

6.7-6.9(m, 4H), 7.00(m, 1H), 7.15-7.35(m, 7H). MS(FAB/NBA) m/z 503(M+H)".
CooHsoNo0s+ 0.5 Hx00 thgk YA EA:

A4kA] . C, 68.36,H, 5.74,N, 5.50.

A&z @ C, 68.41;H, 5.74;N, 5.36.

A A0 64

EHA EHA-D-(4-HEANHY )-4-(1,3-HEILSE5-5-2)-1-(N-0IE-N-2E 00 =IELHE)-TII S| -
3-IH= A A

AA 101 JI=E EYHS ALSGHH EM 32

ulo

0p0
ol

PN/

o

Ct. =2 3& 0l

23] H MMR(CDCls, 300MHz)& 0.88(t, 3H, J=7H;), 1.06(t, 3H, J=7H;), 1.27(m,
2H), 1.45(m, 2H), 2.8-3.6(m, 11H), 3.79(s, 3H), 3.80(m, 1H), 5.92(bd s, 2H),
6.75(d, 1H, J=8H;), 6.85(d, 1H, J=8Hz), 6.92(d, 2H, J=8H;), 7.03(s, 1H),
7.33(d, 1H, J=8Hz). MS(DCI/NHs) m/z 483(M+H)".

CorHaNoO+ 0.5HOAcOl Whdt PAF4]:

AlAk] : C, 65.61;H, 7.08;N, 5.46.

A&x : C, 65.51;H, 6.70;N, 5.66.
ALALGH 65

EA EHAD-(4-HSAIHE)-4-(1,3-HECIKE-5-2)-1-(N-HE-N-(2,2-CIHEZZZ) 00| =ItE L
HE)-II 22| 2-3-I} =2 Al A

A0 10 D=2 YEE MESIH 2EH stEE28 AT, =2 30

A9 M NMR(CDCls, 300MHz)§ 0.90(s, 9H), 2.8-3.1(m, 4H), 2.94(s, 3H),
3.3-3.5(m, 3H), 3.61(m, 1H), 3.80(s, 3H), 3.82(m, 1H), 5.94(bd s, 2H),

6.74(d, 1H, J=8H;), 6.86(d, 2H, J=8H;), 6.87(m, 1H), 7.03(d, 1H, J=2Hp),

7.33(d, 2H, J=8Hz). MS(DCI1/NH3) m/z 483(M+H)*.
A AI0 66
EUA ERMAD-(4-HSAIHYE)4-(1,3-HELSE-5-2)-1-(2-(N-HYE-N-FLETLOI )N E ) -T2
2| El-3-II = Al At
CHsCN 5mLOll 2oli=l A AN 61BR22H =S8 3&=(60mg, 0.13mmol )0l EtsN 0.2mL & {-SEHA
s 2224 OI‘: 22mg(0 143mmol, 1. 1C*at)° U}éHZ}. &) éé*%z 1AI2E SO A20AM W B
o

EtOAc-s&to 2 EEAIH 28 220 PEJEH
FCH. & AIGI 1001 D& 20l 2ok 01|*E1|E

0x
=
O
29

0z 4
S
2

>
g
Iy
()]
g
3
=
LO
g
HIIO
1
g
r
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g JhrEslstd B4 AgES £58 4+ doh. §3H: 64-66T. 'H NMR(CDCls,
300MH;)8 0.92(t, J=7.5Hz, 3H), 1.39(#A}=, J=7.5H;, 2H), 1.68-1.76(m, 2H),
2 16-2.25(m, 1H), 2.72(s, 3H), 2 75-2.92(m, SH), 3.12-3.20(m, 1H),
3.25-3.34(m, 1H), 3.46-3.55(m, 2H), 3.65(d, J=9H;, 1H), 3.78(s, 3H), 5.53(s,
2H), 6.72(d, J=7.5H;, 1H), 6.82(dd, J=7.5H;, 3H;, 1H), 6.86(d, J=9H;, 2H),

7.02(d, J=3H;, 1H), 7.34(d, J=9Hz, 2H). MS(DCI/NH3) m/e 519(M+H)".

~(4-BISAIHIL)-4-(1,3-HIXCIS5-5-2)-1-(2-HEY-N-ZRL L TLOI0| =) E)-TI S
1—%%&**&2‘@' E=2c20lEE2 UHot= E2 Mestd= AAIN 660
€d¥: 69-70C. 'H NMR(CDCls, 300MHz)§ 1.02(t, IJ=7.5H,, 3H), 1.78(&Al=
J=7.5H;, 2H), 2.18-2.26(m, 1H), 2.72(s, 3H), 2.75-2.95(m, 6H), 3.13-3.22(m,
1H), 3.25-3.35(m, 1H), 3.47-3.58(m, 2H), 3.66(d, J=9H;, 1H), 3.80(s, 3H),
5.96(s, 2H), 6.74(d, J=7.5H;, 1H), 6.84(d,d, J=7.5H;, 3H;, 1H), 6.87(d, J=9H,

2H), 7.04(d, J=3Hz, 1H), 7.43(d, J=9Hz, 2H), MS(DCI/NHs) m/e 505(M+H)".

AAIOH 68
SE-5-2)-1-(>-ZRLMTY)HLY)-TIZ2IH-3-IH=2 A

cl
FEEEH%&w,%0%%”%NH6%M%G%WU%§&
2 -70COIA TAIZ2E SOF DS, AD| S 20| THF 2mL§9|
MOl 61IAZ2EH =58t 3t8=(180mg, 0.38mmol)S HIISICH. 60-70COIA FII2 2AI12 SO AHIS
st 08, sgy %’é‘% ?:%*8}01/\% HIHOFEP M) X ZZ2ZEIQUE 2IIES, &23t "'01|/\-| 3:2
A-EtOACE 2SAIH A4 AZ20IEDHIZ E MBI 170mg(95%) S #5&*&

OFMIE 20mL & H.0 5mLel E&2&2 AJ| £Ut0lS 170mg(0.36mmol) ¥ N-HIER2 S

0l =(NMO) 93mg(0.8mmol)2 Z MO t- —‘?’—E% 0.3nL=2 A& HE=ZAMOE=(10mg) E2HS ’_éJ}ED

ZU2 =S5 SEHESS M A20 A wtst TS 2 ot0lA % AZ2IC}. &%g% Et OAC o H02 2

| RI1as g94+2 HI&OD Na,S042 HZAID|I D EBSIHA sEAZICH &2 A20tE0

HIIE +%6+O1 AJ OlE OIAHZ 177mg(98%)S +=Soll, 012 A'A|01| 1DOH Jlzgl UOFEOH OloH It
HH g FCE.

%= THF 10mLOIl &5

o e
HA 2w BB A0 B

e
S

ol

ﬁﬁm@

rw
Z
uz

€%: 73-75C. 'H NMR(CDCls, 300MH;)8 1.04(t, J=7.5H;, 3H), 1.78(ZAt=,
J=7.5H;, 2H), 2.59-2.66(m, 1H), 2.84-3.08(m, 7H), 3.43(dd, J=9H;, 3H;, 1H),
3.53-3.60(m, 1H), 3.68(d, J=9H;, 1H), 3.82(s, 3H), 5.96(s, 2H), 6.75(d,
J=7.5H;, 1H), 6.82(dd, J=7.5H;, 3Hz, 1H), 6.88(d, J=9H;, 2H), 6.99(d, J=3H,

1H), 7.32(d, J=9H;, 2H). MS(DC1/NHs) m/e 476(M+H)*.
AL AI0H 69

EdHA EHA--(4-UISAIHE)-4-(1,3-HELISS5-5-2)-1-N-(EHA-S-HEAA-2-0L)-TI Sl -
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ALAIGI 69A
EUMA-S-HILH A0 HE OAHE

QY 2A +ABLIES(0.850)2 HAMOZ MEGHD THF(20ML)0l SEAIDID, &) EBSS
SOIA 0CHX H2AIZICH CIOIAZZE(MSAIEZLHE)ZAZLO0IE(5.0iL)2 MABI ZIHstn &
Dl EBZ2Z 2022t 0CHX WEISICH THE(SML)ES O/AZEILEIGH0IS(2.0iL)S 5259 XIIsiCt, o
SS MOItD 4| SB2S 18AI2 SO FASTOIN WEHEICH. T35 AYSARE SU(50mL)S FItok
D 4 =82S CNZEZ(3 x 5018 =S80 &)l 01|E1| ZE2S WEAIID, NaSO,E 2AE
AT, BLAIH R QS £S5HH, 0/ Aeldt LN HACZ BFAH 47 IAZ0EIHIZ
HUBCH 24 QA2 B HE2(2.10)2 =eldtt
ALAIGI 698
EMA-S- YA A-0l-1-2

AAIG BAZRE =SE S S(2.09)2 SRAUU SoHAIIID L=S0A 0CTHA H2AIZICH C
ot1l

OAREA20|5 SlOIERIE(SRAS 1.5N, 2nL)E =t &) BHE 0CHA 2A12t St wekst
Ch. AIESY SH(25mL)S H2AI21 4] A0 012 Aol FItetlt. 1 202 +S8 S8=S 18
A2t S0t F=2C 0l wetsttt, CINE olel=Z(50ml)S &Otsty, /\UI NEES totd M6
HEIZ(2 x 25mL)2 FIt2 MIAEICH AJ] HUsS OHZ(2 x 25nL)2 =SS 401 g2 =528 &
NEESZS Bigotl, AXAIIL), SEAA 24 2= #=5olH, 08, A'BIJP Z0lA 25% EtOAc-S &2
2 EEAN3H 2 JZ0EDNIIZ FHEL. fM 22 HEH 3ES(1.259)S 22l&Ht.

2 A0 69C

EHA-EH2 D[ E &l A-2-0

1.00)S CIGIZ OIEIZ0I SGHAIDID WSOIM 0TIX W2t
A2ICH &E83 01(2.5g, 0.871L)S EJtet A B2 0THA 2A2F SO WEHSICH &D| A2
0

[HIZ2(3 x 25mL)&2 =It2 &6t

Q
oo
40

&) Otz & &

=S |01| 21, &) £ =clotd, =52 2
St, AXAID, SLAA M 22(0.959)2 =S6tH, Ol= COI4 AHMGHA 2$D ALEELC.
2 A0 69D
EHA EHA--(4-UISAIHE)-4-(1,3-HELISS-5-2)-1-N-(EHA-S-HEAA-2-0L)-TI Sl -
3-Jt=s a4t

N-Z2Z SZZ0LNMEODIESE AAlIM 69CZ2RH ==& sIg=2 Aot 2 NMelstil=s &
ALGI 1001l Dl=E 2HES ALSotH =X ste=2S 48t

"I N\MR (CDCl3, 300 MHz)6 0.84 (d, 6H, J=8Hz), 1.57(7%A, 1H, J=8Hz), 1.87(t,
2H, J=6Hz), 2.60 (dd, 1H, J=8Hz, 14Hz), 2.86 (t, 1H, J=10Hz), 2.96 (dd, 1H,
J=8Hz, 10Hz), 3.20 (dd, 1H, J=5Hz, 14Hz), 3.29 (dd, 1H, J=3Hz, 10Hz), 3.50
(m, 1H), 3.70 (d, 1H, J=10Hz), 3.78 (s, 3H), 5.47 (m, 2H), 5.93 (s, 2H), 6.71
(d, 1H, J=8Hz), 6.83 (d, 3H, J=9Hz), 7.05 (s, 1H), 7.32 (d, 1H, J=9Hz). MS
(DC1/NHs) m/e 438 (M+H)'.

CocHaiNOsoll Tt A E4:

AlAbX] : C, 71.37;H,7.14;N,3.20

A&x 1 C, 71.16;H,7.24;N,3.17

AAG 70
ERA, ERMAD-(4-HISAIHE)-4-(1,3-HECISE-5-2)-1-N-(EHA-3,5-CIH L A-2-0)-TI E2l &
-3-ot= Al

MAIGI 69AC] O|AZHLEIBIOISS 4-HE-2-HEH=02 WRASHE HS MeAstDs AA0 690
JlEE SHo Mot ZX S82S MASHSO, 0= EHA/AA 2B ~7:1 220/CH 4| =
A22 0.1% TFAZSl 10-70% ISl CHONSE ZZAIH Ot HPLC(Vydac nC 18)2 FAIBHCH =5
252 SAXSN WA DHSEH 4| 42(L 019 L2YHOILH)S 2580 =2
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(Ed2) o]AA9 'H NMR:(CDCls, 300 MHz)S 0.83 (d, 6H, J=8Hz), 1.56(s,3H),
1.74(m, 1H), 1.92 (d, 2H, J=6Hz), 3.3-3.5 (m, 3H), 3.6-3.8 (m, 4H), 3.78 (s,
3H), 3.9-4.0 (m, 1H), 5.22 (m, 1H), 5.90 (d, 2H, J=12Hz), 6.63 (m, 1H), 6.78
(m, 3H), 6.95 (s, 1H), 7.45 (d, 3H, J=8Hz), MS (DC1/NHs) m/e 438 (M+H)'.
CoHssNOs+ 1.0TFAS) Wik AAEA:

A4FA : C, 61.59;H,6.06;N,2.48

A& @ C, 61.36;H,6.10;N,2.34

EdA EMA2-(4-HISAHE)-4-(1,3-H LIS S5-5-

e
—
+
‘?
e
in
A\
H
Ic
=
im
&
My
o
a
&
W
i
iz
=

1_%1 2 S_MEJJ—I 2 o-ll}\|.i

24 UES220EH2nL) 0l Soll=l 2-Z2 ZHEHAH(156.6u |, 1.00mmol )0l DMF(3 L, 4mol%)S =
Jiotd, AJ| sz i EHDIOHHI/\-I OCHHXl W2AIZICH. &) 2oy sS4 2=22(01=(9%4.3uL,
108mmo|)a 2SS0 HIISCH, A BtS=22, FAS2TIHA JI20tHA, 18A12F S0 1 Bhst P A
SI2Z 0THR YW2AIZ1D D9 ~0.3M Ol E %’S CIOFXDIE 2SS FHIISHCH. AbD| UF%§
2 2K JI26HHA, 18AI2F SOF WBISHCH. AD| BlES S8IE2S IM ERMUEE £29H(3 |
otl, 24 EMUESSZ AXAIZILD, ot 2ZotlA sSAZICH &) 22 0 mL)
ZolAIZID A HIIoHHIA OCTHHX '—”“AIEEP. Cl=2AH275uL, 1.10mmol)=2l 4N 2HO=Z At
g £8S0 X*N%H} AD| BIEEE, T 2K JI20tHA, 18AI2 SO WEHSHCH. AD| 2tE
S22 2SN sSAIZI0 &7 2 % Clol& MMotK 210 TS SHAHOA AlSSHT.

7

EdiA E-A-NE 2-(4-HSAHE)-4-(1,3-HECISE5-5-2)-1-(4-RENEL N E )-TI Sl e-3-It=4

AAI0 7IAZ2H £S5 SI8=2(1.00mmol, ZICH OI2E £=2)0 AAI0 1IC2EHS EMA EH

A OE II=2AY0IE(295ng, ERANFO| 50% HOZ 0.80mmol) 2H, CIOIAZZENE0I2I(700uL,

4.00mmol) ¥ OIMIELIEE (4mL)S &HIIeCH, O HUZ2 £S5 2AHW LESILES(12mg, 10mol%)S
O

&Jtot 1, AUI gts EglEs 2 HDIOPOI FRA2Z UM 18AI2F S WBtEHL. 2R ESHLIE S (24mg,
20mol%) ¥ OINIELIEZ (4mL)E FIt2 &HIiotll, & BtS E=SS, 18AI2t S wEGtHAM, 45-
50COIM JtESCH. &) BtE =828 2 6PM|A SEANILD &F=SS A2IIF Z0AM 1:9 OIE OtAlE
OIE-EMCZ EEAA AZ0EDHIIGIH &M 22 M HHl 3t S 237mg(46%)S =S8t

2 A0 71C
EdA EMA2-(4-HISAIHE)-4-(1,3-HE0S5-5-9)-1-(4-EEII2EHE)-L S -3-3t=
2

nz
a

OlEFZ (10mL) 0l o, AAlI0 71B2SRE #=S8 SI&2(231mg, 0.4532mmol )0l =(2.5mL) =2
£A312IS(38mg, 0.9065mmol) 2HS ZHIISHCH. A 2HES A WIIGHHA 18AI2F SO mBtstn 2
(0.5mL)=2 243121 S(19mg, 0.4532mmol)S F=It2 ZII5tD, 24AI12F SQOF HI=3H0 mBHSHCH. A Bt
2 S22 2YUGHHAM sEAA AD| HE22 MHGLD, &) =4 ARES %(45mL) S|Aotn off
HIZ2(50mL)2 MIEECH Al £=48=0] EclA T2 IN EM22 F3HAIZI TS 10% =4 AE24ts &I}
ol pHE ~52 XAHECE. OI0A, AD| 2HE %EE E(4 x 25mL)E 2 10% MEtES2 =&SHCH. AbD|
gt QI FESE2 R4+ ENMUEESZ HZAIIILD, et 2ol sSAI2ICH &) &F22
AlZIIF Z0IA 1:1 OE OIMIEIOIE-ACRZ FEAIFH 0lHl TLCE H XS S| 29245 ZX 3te
2 86mg(39%) 2 £=S&HCh
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'l MR (CDCls, 300 MHz)& 0.73-0.97 (m, 6H), 1.03-1.33 (m, 6H), 1.36-1.58 (m,
2H), 2.46 (m, 1H), 2.80-2.98 (m, 3H), 3.38-3.64 (m, 3H), 3.75-3.90 (m, 1H),
3.79 (s, 3H), 5.94 (s, 2H), 6.75 (d, 1H), 6.86 (d, 2H), 6.92 (d, 1H), 7.12
(s, 1H), 7.32 (d, 2H). MS (FAB) m/e 482 (M+H)'.

CosHasNOsoll THEF WA EA]:

A4EA : C, 69.83;H,7.32;N,2.91

A&x -+ C,69.57;H,7.41;N,2.73.

>ERYHENS HEUOR UHoE BS HAGIE ANU 7IA0 JISE SHS A0
QUBN ERl eSS £S5t04, 0l= O 014 FEGHK 21D Ch2 SAHUA ABECH
ALAIGI 728
EUA EUMA-UILY 2-4(HISAIHL)4-(1,3-HECISE-5-2)-1-(LHLHLY)-TI S2/H-3-I=2 A
QOCSHUESS M HIITHE M50, = STHA 18A2 SO WErtD 3:17 L
OLHIEIOIE-Seto2 BEAI d5t 2 Cetiedte BHae B2 Ko Qotns, -222-3-12
ToMA=S MACl 7AZRE ~SE SEZZ OAIGH AAN 7180 JISE BES ARG, BM Q
A=A EH SE2 30510(65%)S ~SEC.
ALAIGI 72C
ERHA ERAD-(4-HSAIHE)-4-(1,3-MECISE-5-2)-1-(LYLHE)-TISelH-3-IH=Z a4
2(3.5n) 59 45216 (81.5ng, 1.942m0]) BABHS HII5HD Ol 18AIZF SoF mutdts
NS MG, SA EA-OIE 2-(4-HISAIHE)-4-(1,3- W2 5-5-2)-1-(4-B L2 L0 D)-
DIS2lH-3-I= A 0IES AN 7BRE +S8t StB22 UAGIH A 7100 JIEE ZHS A
25101, slWM 2Y2N ER SHEZ 130mg(46%)S +SBHCH.

'H NMR (CDCls, 300MHz) 0.87 (t, 3H), 1.26 (m, 2H), 1.49 (m, 2H), 2.37 (m,
2H), 2.79-2.98 (m, 3H), 3.31-3.49 (m, 2H), 3.56 (m, 1H), 3.77, 3.79 (d,s,

4H), 5.94 (s, 2H), 6.75 (d, 1H), 6.81-6.93 (m, 3H), 7.09 (d, 2H), 7.33 (d,
2H). NS (FAB) m/e 440 (MH)'.

CosHaoNOgoll THE A4

AAL] ¢ C, 68.32,H,6.65;N,3.19

A&% : C, 67.95;H,6.64;N,3.05.

A0 73

EUA EHA-(4-HEAMHIELE)-4-(1,3-HECISS-5-2)-1-(N-(3,4-CIHSAIHNE )-N-BE 0t0| = It 2L
HIE')MIEBIE —JtS A4

A A0 73A

EdA EdiA- g /\Iﬁ, (4 HSEAMHY)-4-(1,3-HEZCISE-5-2)-1-((3,4-CIHSAI A )00l =
-3

EiA-D-
PS4 HE OIAHE

=

Tt N
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[Z2Z SZ2O0LMEOINIES 3,4-CIHSAME SZD0IMEOISE HHAGH0, A0 1D,
et 19 BHS AR, WA YEIZAN SHOE ABO| EFES 8% ~82 LSO
AN 738

EUL SRAS O AL EUAD (4 HISABE )4 (13UELISE6)-(N-(3 4 TIUSAHE)-
NI 001 St 2 L O E ) DI E2IEI-3-3t= Al & ol ol AEI2

SN0l TBAZRE S8 2(220ng, 0.404mol)S 24 THE 21L0l SHAIIID, Ol22 THIB

OlAl REFStD H2H(0C)AIR, THF 0.21LFC +ASLUES (DY 22 setok 6052% 23ng, 16.5mg,
0.69mm0l) BIEIHO) FOIBICH 1 ZIE 258 SEHB2 0COA 1Al SO RS (3, HE2 220
OIS (28 L, 64ng, 0.45mmol)S &IISICH &J| 8BS EBSZS 0COIA 4552 WESHCH. TLC(EL0)E &
S0l AZEX UUSS LIEIHCL B2 22CH0IS(28ul, 64ng, 0.45mmol) X 24 1,3-CIOE-
3.4,5,6-EIE2+5101S2-2(1H) T2I0ICI=(50uL, 0.41mmol)S FIIEC2 HIIsICH 47| Big 282
FRASTOIM 22 S0 MEHSIC, AD| BIS2S 0.5M &4 AIE24 261L0l 21 2 x 2651l EtOACE =3
BICH B8t RJ| ZE2S 2 30l ¥ A4 M2 ARG MES 'S, HAEAIIID(NaS0,), 04DHoHD
LB SEAN E 2H 270102 +SECH A2 AHAM EL0Z SBAH A% ARUDEINDZ 2
218 4 9= EB2RM N HBSS 4% £82 2SI

' NMR (CDCls, 300MHz) & 2.79 (s) % 2.81 (s), N-CH; AE&. MS m/z

591(M+H)".
A0l 73C
EYUA EMAD-(4-HS IlHI )-4-(1,3- M0 SE-5-2)-1-(N-3,4-CIHI S A HZ )-N-0 E 00| = It 2 E
HE)ISele-3-It a4

EtOH ImLOll SHAIZIL2 0CZ H2tAIZI, A0 73B2REH =5
0.5mL.E2l +=4&tste|E d=4tst=(17mg, O 41mmol) EBHE Ottt 1
SHOILAL 16AI2F SOF wWEHetCH & B0 ==A2 Ohg, &
2CH =4S Et0 M2 FEE US, =42 106 =8 ANESALSZ &Y
ESFAIZID 3 x 15mL EtOAcE =Z &L, | EtOAc =E== BIEAIDILL
ZGIHM sZAIH M 2Ty N EH S 40mg(42%) S *EEFU.

(]

ot&r=(98mg, 0.17mmol)0ll H,0

i ASE 2HS A D)
=2 H,0 15mL2t Et,02 ZHHA
SHAIZICH. &4 =4S NaCl2

Al21 2 (NapS0,), O 0tk

Y
I-H

' NMR (CDsOD, 300 MHz, 5 /9] 314 o]4A¥)6 2.85 (s, 3H), 2.94-3.25 (br m,
3H), 3.35-3.70 (br m) % 3.64 (s, 4H %), 3.70-3.97 (br m), 3.74(s), 3.76(s),
3.78(s), 3.79(s), 3.81(s), % 4.03(br d, J=14 Hz, 8H %), 4.43 (4B, 1H),
5.91(s) 2 5.93 (s, 2H %), 6.50-6.60 (m, 1H), 6.67-7.02 (br m, 6H), 7.29 (br

d) Z 7.35 (br d, 2H &). CaHassNOs(M+H) o) i3 HRMS Al4AbA] . 563.2393. AZFX

563.2385
AA 74
EUA EHA-(4-HSAHEL)-4-(1,3-HECISS-5-2)-1-(N-(3,4-CIHISAIBIZE ) Ol 0| =2 L HI € ) T
So|g-3-t= a4t
AU 73B2RH +=SE SIEESS HAU 7TAZRH =S& SFEFSZ WAHGHO, A6 7302
SEHE AEot0 EX 2SS +=SEthh.
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'H NMR (CDs0D, 300 MHz)6 2.85 (d, J=16HZ, 1H), 2.92 (br t,K=OHz, 1H), 2.98 (br
t, J=10Hz, 1H), 3.32-3.39 (br m, 2H), 3.54-3.65 (br m, 1H), 3.67 (s, 3H),
3.78 (s, 3H), 3.80 (s, 3H), 3.85 (d, J=10 Hz, 1H), 4.21 (d, J=15Hz, 1H), 4 .41
(d, J=15Hz, 1H), 5.91 (s, 2H), 6.67 (d, J=8Hz, 1H), 6.75-6.95 (m, 7H),

7.33-7.40 (m, 2H). CoolaNOs(MtH)'ol th@ HRMS AALX] : 549.2237. A&

549.2224 .

A A 75

(2R, 3R, 4R) -(4-BISAIH L )-4-(1,3-BI LIS S-5-2 )-1-((1R)-1-(N,N-CIZZ2Z 00| =t 2L )-1-%
a) oEcY-3-3¢

-2-(4-0I SAIHE)-4-(1,3-HECISE-5-2)-1-((1R)-1-(HESAISIEL ) RE )L Sl -
I

S8l [&X: Fung, et. al., J. Med. Chem., 35(10): 1722-34(1992)]0fl DIM= Y2 BHE5IH
MNESICH. &AI0 AZRE =S8t §+§,%(103mg 0. 279mmol)° LIEZMHE 0.7mL ¥ HgO 0.7mLOll SolHAl
I, Q&%‘E%(Mmg 0.35mmol) & (2S)-H& 2-EB=Z22HEH-00IE(78mg, 0.30mmol)S & JItCH. At
J| BtSES2 24AI12t S0 BFAI2ICH. Al S22 IM =4 Na,C0sz 15mL ¥ CH.Cl, 25mLZ =HHSHCH. =
AS 2 x 10mL CH.Cl,2 =&ot1, &t RIIMNS d4 15nL2 MEGED, HAZXAIIID(NaS0,), oot 2
BN sSSAIH 24 22(169mg)=S =SstCh. AJ| X A28 3:1 CHLIL,-8aoZ2 & /\I94 Al2)9}
2 AZ0IEDHIIZ2 HMoIH AR (waxy) DEE2A EM &S 106mg(68%) = 5@&. RE &
RE0 REEAMOIEM A2 =MHE EHEC.

AAG 758
EdA EHADI-(4-HSAIHEYE)-4-(1,3-HEXCISE-5-2)-1-((1R)-1-(N N-CIZZ2E0}0| =ItE L )-1-8
g§)IE2H-3-3t=44 e dAHE

AAIO 75AZ22E =S8 8= (101mg, 0.180mmol) & =SEHAIOl 10% Z2tE 30mgsS H, 17|1&6h
S| EtOAc 2mLOlA 4AI2t SQF TWBHSHCH, MeOH 15mLE AF2SH0 AD| ES0HE MEGIHA, &) B2 &8
£2 H20IE EHE Solf (ustlt. &St oY LU NESS HIotUA sFAIIH M DEHEZN &
&b 81.4mg(96%)S =S8tL}.
&% 24 DMF 2nL=2 HOBt ==3t=(41mg, 0.27mmol), CIEZZZ 02 (26mg, 0.26mmol),
mg, 0.37mmol)1t HHESICH. AD] SHE -15CTHA H2AIZI TS, 1-01E-3-(3-CI
EC00/0IE dl0IEZ222201=(44mg, 0.23mmol)S & JIstCH. &D| &8 2
AN WetstD /é oz BM MASl Jt2stCh. ADJ| 2O0HE 2ot E&8/=2 Xﬂ?iéi &=
A Na,C0; 10mLe = —v—HH/\lil} Solas %‘4‘— i0mLE MIESHL, _JE/\|3| (Na,S04), Ol
PSS AI2ICH MESE AT HUA 1:2 Et,0-dto2 EEAIH &2 A20IE
JeHIl2 HAMECH. =3 288, 1.2 Et,0-3AIO2 ZEAIH 0lHl TLC2 U= FHMGIH 28t 24 A2
32mg(34%) L 28t =4 AZ 44mg(46%)= #=SStCt.
ALAIO 75C
(2R, 3R,4R)-2-(4-0
g Eele-3-It=24
AAIO 7BREE £S5 ASS AN 7T5BREE £S8& A5t 24 OILAHMZIZ HAHISH, & Al

=
73C2 ZYHE Mt EM SIE2SS H% =82 =SEtH.

]

A

o

A

_'_OO
J
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[a Jo=-52, (c=0.235, CHsOH). 'H NMR (CD{OD, 300 MHz)§ 0.55 (t, J=7Hz, 3H),
0.87 (t, J=THz) % 0.87-0.94 (m, 6H &), 1.03-1.25 (br m, 2H), 1.25-1.68 (br
m, 4H), 1.90-2.07 (br m, 1H), 2.75-2.94 (br m, 2H), 2.94-3.02 (br m, 2H),
3.20-3.40 (m, CD:HOD A& 9% F3), 3.40-3.60 (br m, 2H), 3.79 (s, 3H),
4.04 (br d, J=9Hz, 1H), 5.92 (dd, J=3.5Hz, 2H); 6.72 (d, J=8Hz, 1H), 6.79
(dd, J=1.5,8Hz, 1H), 6.92-6.98 (br n, 3H), 7.29-7.39 (m, 2H). MS m/z 525

(M+H)*.
ALAIGI 76

(28,35,48)-2-(4-HISAHE )-4-(1,3-HECISS5-5-2 )-1-((1R)-1-(N,N-CIZZ2 ZOI0I =t EE ) -1-2
g)IScg-3-It=a ¢

AAIG 7BR2PE =SE ASS AW 75B2RH ==& 28 24 0IZMZ2 WHSIH, AAI
73Ce g™l met ZH sEsE

[a Jp=t58, (c=0.37, CH;OH). 'H NMR (CD;OD, 300 MHz)§ 0.57 (br t, J=7Hz, 3H),
0.88-0.98 (m, 6H), 1.08-1.35 (br m, 2H), 1.35-1.68 (br m, 4H), 1.75-1.90 (br

m, 1H), 2.75-2.86 (br m, 2H), 3.10-3.30 (br m, 2H), 3.51-3.65 (br m, 2H),

3.69 (s, 3H), 4.03-4.16 (br m, 2H), 5.91 (s, 2H), 6.71-6.83 (m, 2H),

6.86-6.97 (m, 3H), 7.32 (br d, J=9Hz, 2H). MS m/z 525 (M+H)'.
AAIO 77

2S,3S,48)-2-(4-BI S AIH &) -4-(1,3-MI (IS 2-5-2)-1-((18)-1-(N,N-CI T2 00| = I ) -1-%
)1 22l E-3-It= Al i

AAG 77A

A EUMAD-(4-HISAHE)-4-(1,3-HELISE-5-2)-1-((1S)-1-(NN-CIZ 2B 00| 2 ) -1-2
2)IE2IH-3-It = AL g olAH2

:

(2R)-N N-CIZ2Z 2-5l0IS =S AIHIEFOIOI =(106mg, 0.528mmol, E=EHEHOl Clof MIZXE)S 0t2
CHolotel THF 2mLoll ol AlI2112, ClOIAZZZ I E ORI (75mg, O. 58mmol)% Botet U8, &) sdHs
—20CHtKRl H2FAIZICEH EEIEEQE[MEQE 242(95uL, 159mg, 0.565mmol)S ‘-“D*M?' AJ| 290
FS0t HItotl, AJ| BtS S22 -20CHM 1AI2E SO wbetetn, A20 A FIIZ (A2 St
BISCH, 1 ZUE 58 £222 0CTHA THH2LAIZILD, &AM 6AZSRH =S8 3HE2(195mg,
0.528mmol )2l & & CH.Cl, 3mLE 2l CIOIAZZZWEOF2I(10uL, 75mg, 0.58mmol)S xUP

S22 0CHAM 3AI2t SQF Wt AR20A FIOt2 2230 WS TLO(Et0-3 4

I

—_

ot 1

O] &Jetlhs HE BEUHFEZ, &) EE=S 4A12 S JI26t0 SFAI2IC. éijl gt 2t Al
21 Ct3, EtOAc 30mL & M ==& Na,C0; 15mL=E =ZHHAIZICH. &S EtOAc 15mL.2 F&&H U gt R
A2 Z= 20mLE MIEGHLD, HEAIDID(NaS0,), HGtD MISHUHAN SSEAHA M U458 S5
A2t ZOUAM 1:2 Et,0-#ACZ SEAH & IAZ0EDNHTZ FHMOIH s =4 A2 19.9mg(7%)
2 25 I LS 20.1mg(7%) 2 =S EHLE. HNRR ABIERS U MSE AAIG 7689 2T S UG,
A A0 778
(28,35,48)-2-(4-HISAHE )-4-(1,3-HECISE-5-2)-1-((1S)-1-(N,N-CIZZ2ZOI0| =t EE ) -1-8
g)ISclg-3-It=a ¢t

AN 73BEZRH =S8 M4SS HAI0 77AZRH =S8 A =4 0I4MZ UAHSHH, Al
7300 SOl Wt EH SESS 100% 282 +S3C. H NMR(CDs0D, 300MHz) & MS= & Al0I 7502 24

1t S6tC.
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A A0 78

(2R 3R, 4R)-2-(4-DISAIHE )-4-(1,3-HMECISE-5-2)-1-((1S)-1-(N.N-CIZZ2Z 0} 0| =2 L )-1-2
g)ISelg-3-It=a &

A0 7BZREH =S8 M4EE HA0 77TAZ2RH —’.‘—55& 28 =24 OI8M=Z AT, A Al

SOOMHZ) 2 MS= AAI 762 2t

i
o
Ol

_H}.

=0
=2
~
©

EE& 2-(4-HISAHE)-4-(1,3-HZCI=2E-5-2)-1-(N,N-CI (-2 &) ot0I =t 2L Ol € )-3-(5-H
Eclt

[

mim mux o

U >
s
=t

U [

JtELCI0I0ICE (510mg, 3.148mmol)2 TMF 2.7mLE2 AAlIGI 432=2
1.020g(2.00mmol )0l &Itotn, &I %E‘%% 40272t 50TCOIAM JFtZSCH. &) gt
d2AID1L, DIEt=SS2l 25% S2LI0F SHs D b, 302=, 010l g4d& NE=s totl, OE=
Z HMZEGtL zSH2Z OH=ZE=2 /\‘IliéPO# 3-IHEA00IE HE S 850mg(83%)S =SEHL. 8
196C.

SAESI(1.06g)2 T2lE 7mLE2l & Ot0IE0l EItotn J 2gES 1A St =20
AN wBtett, CIZZ22HES Eototn, &) SHs SEHUZE O“OE NG, EdUEELRE A

=
ZADILD, sFEAZIC. &F=S Aot Z0A 2:1 2&-0E OLMEIOIEZ EEAIH 20L& 1l ot
O 3-II2LIEY &= 790mg(96%) 2 +==8HCt.

EFU mLE2 &) LIEEW EcIHE a4 385mg 5’:‘ LIEE OIXIE 126mgS & OJt&tCt.
E2 20AI2t SO 125T(2 8_'.:_)01|/\-| PG &L WAl =, DIEFS(5nL)S Eototn, &
SotllA s=AIZICH. 1 éﬂ} =St &F=0 HE=S el € 24t 0.2 ERot=
A2+ %O* ’\'QOH/\-I *EF 5—, £ &ototl dJ| eg== LUEZZNE2Z ==
Ol

€3: 165-167°C. 'H MR (CDCl3, 300 MHz)§ 0.85 (t, J=7Hz, 3H), 0.87 (t, J=7Hz,
3H), 1.10-1.50 (m, 8H), 3.0-3.6 (m, 8H), 3.70 (s, 3H), 3.7-3.8 (m, 1H), 3.90
(t, J=9Hz, 1H), 4.37 (d, J=9Hz, 1H), 5.86 (s, 2H), 6.62 (d, J=8Hz, 1H),

6.65-6.73 (m, 3H), 6.95 (d, J=2Hz, 1H), 7.11 (d, J=9Hz, 2H)

Im
&
[>
Im
&
[~
NS
A

|
UK
ol
0]
HU
=

C
T
~
A
¢
£
P
O

|25-5-2)-1-(N,N-CI (-2 E)0t0I 2L E)nlSel

i

=
tet =

Q2UEY)OLMEHIOIE 2 5-(2-LIEZH]

2=
HIZBHCH,

MOE:

"I NMR (CDCls, 300 MHz)8 0.81 (t, J=7Hz, 3H), 0.90 (t, J=7Hz, 3H), 1.0-1.55
(m, 8H), 2.81 (d, J=13 Hz, 1H), 2.90-3.10 (m, 4H), 3 15-3.30 (m, 1H),
3.32-3.45 (m, 3H), 3.55-3.65 (m, 1H), 3.86 (d, J=10Hz, 1H), 5.94 (dd, J=2Hz,
4Hz, 2H), 6.72 (d, J=8 Hz, 1H), 6.86 (d, J=8 Hz, 1H), 6.95-7.07 (m, 3H),

7.32-7.45 (m, 2H)

EHA2-(4-HISAIHE )-4-(1,3-¥=C]E-5-2)-1-(NN-CI (n-F 2 ) 0l0I =0 EotE2 L ) T Sl El-

THF 0.7mL=2|, 2SI [&X: Bowman, R.E., J. Chem. Soc. 1346(1950)]0il JIi=% 20l 2loH Xl

X=l, NN-CI82E 22/4(150mg, 0.813mmol)S EP_‘?'_"'EIOIDIEPE 138mg(0.852mmol )2 X 2l5t1] 3022+ 50

CTOIA JIEEICH. ASDER W2AAIZI &, AAM BAZEH =S8 382, Y EHA EHA-2-(4-UIS

AHE)-4-(1,3-HIX(=2E5-5-2)-TIE2|H-3-II=2A Y0 E 250mg(0 678mmol)S EIIo |'_|_, A =Eg=2
2

(
A5COIA 3022t JHZECH. &1 == A2t ZoA 1:1 SA-0lE OLAEIOIEZ SEAIH Z20IE]
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ol

i I

tod S2HHl IE 0 ARZ 306mgE +=Ss8tlt.
o El tOf WA 2UZN HM SIEES

HAHZE 2 € =SS =M UHESE2Z Jt==d

ol

AbD
265mgE =5

' NMR (CDClz, 300 MHz)s 3A o]dA : -0.75 2L 0.85 (2t, J=7Hz, 3H),

o=
[w

1.05-1.5 (m, 8H), 2.65-3.20 (m, 6H), 3.43-3.70 (m, 3H), 3.72 (s, 3H), 3.87
(d, J=15Hz, 1H), 4.49 (dd, J=12Hz, 6Hz) % 5.23 (dd, J=12Hz, 8Hz)2H, 5.90
(dd, J=2Hz, 4Hz, 2H), 6.63-6.78 (m, 3H), 6.86 % 7.04 (d, J=9Hz, 2H), 7.22

(d, J=9Hz, 2H).

A A0 82

EUA EHA-(4-HSAHEL)-4-(1,3-HEOSE-5-2)-1-(N-n-2E)-N-(n-Z2Z )00l 2L N E)
IEcg-3-It=a 4t

A0 101 JIsE SES AISotH ZEH =S MZsthh.

€7 160-162C 'H NMR (CDCls, 300 MHz) 34 o]AA] & 0.69. 0.80, 0.84, 0.87
(470 A3, J=THz, 6H), 1.00-1.52 (m, 6H), 2.63 = 2.66 (27} ©]Z A, J=13Hz,
1H), 2.90-3.10 (m, 4H), 3.23-3.61 (m, 5H), 3.71 2 3.75 (27] ©]%A, J=10Hz,
M), 3.78 (s, 3H), 5.92-5.96 (m, 2H), 6.72 (d, J=8Hz, 1H), 6.83-6.89 (m, 3H),

7.03 (d, J=2Hz, 1H), 7.81 (d, J=9Hz, 2H).

&LAl0l 83
EdA EMADI-(4-HSAIHY )-4-(1,3-HECISE-5-2)-1-[2-(N,N-Cl (n-Z2 ) 0t0I1 =2IE2 <)l E ] 1l
E2|Y-3-I=2 A A

AAIN BAZEH £=S8 3&2(250mg, 0.677mmol), CIZE OF3 2 0H0IE(Polysciences, Inc.)
205mg(1.36mmol), &L OAIELL 10mg=S HISEAINES 0.75mLOIA 1AIZE SQF 85CUIA JIESHCH. ERAS
EIIolD, &) 2HS ZEHAY ZUOZ ANEGID, HEAIID, SSEAIZICH A2 20A 3:1 stA-
OlE OIMIEHIOIEZ 25 A1 IZ0IEJHIIZ CIYLE 382 283mg(80%)S =S8&tCt.

D] O SIEE2, =4 UIIoHA OE OLHIHIOIE(25mL)Z 2 10% Pd/C S0H(27mg) S AFS
otd 2=ASSCh. AD| S0HE ol HMAHGHLD, &) HHE s=AIH CO=Z=22 00l ol HAHEZ
£ 100% =82 =St .

a1 OIARIZE AAIG 102 -0l 2o Jt+==oliot:

FH

22

1
in
o

Ml =t Ct.

i
i

839

4

=]
=

tol

i NMR (CDCls, 300 MHz) & 0.82 2 0.83 (27} &3 A, J=7Hz, 6H), 1.39-1.54 (m,
4H), 2.35-2.60 (m, 3H), 2.80-3.07 (m, 5H), 3.14-3.21 (m, 2H), 3.31-3.38 (m,
1H), 3.51-3.61 (m, 1H), 3.73 (d, J=12H, 1H), 3.75 (s, 3H), 5.94 (s, 2H), 6.71

(d, J=9Hz, 1H), 6.79-6.85 (m, 3H), 7.04 (d, J=2Hz, 1H)<7.32 (d, J=9Hz, 2H)

AN 84
EehA, ERHA--(4-HISAIHIE)-4-(1,3-# RIS -5-2)-1-(NN-CI (-2 &) 040l .= I 2 & ) T B2l €1 -3-
SRS,

S&[&Z: Hoshino et al., Syn. Comn., 17:1887-1892(1987)101 JITHEl ol olah HZEE Cl

g JiH2Y SZC0IEE SLSE I A AIESHN, AAI0 80 JI=E ZHHEHZ HH =SS MIE

4
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'H NMR (CDCls, 300 MHz) & 0.86 (t, J=7Hz, 6H), 1.14-1.28 (m, 4H), 1.35-1.48
(m, 4H), 2.81-2.94 (m, 2H), 3.11 (t, J=12Hz, 1H), 3.30-3.41 (m, 2H),
3.59-3.68 (m, 2H), 3.76 (s, 3H), 3.78-3.85 (m, 1H), 5.81 (d, J=9Hz, 1H), 5.94

(s, 2H), 6.73-6.86 (m, 5H), 7.24 (d, J=9Hz, 2H).

&LAI0H 85

~H S AIHE)-4-(1,3-#I X0 SE-5-2)-1-(N,N-Cl (-2 )00l = B L H E ) W Eel T -
o +UBILIES(98.3% =2 48.2n0, 1.184mm0])S MeOH SnLS 2l HAI0 4322 E

| EOIBCE Al BOlE EEA AZADID, O 2BE 4S8 2o
X250 A x1|310+04 292 AS5D, 02 2412 %er 60°COI Al &=

Jn
 tor
o
=
El
s
o

=1
[
m
0

2 =2
fo's
o

-2-(4-HISAHE)-4-(1,3-H X0 SE-5-2 )-1-[2-(N.N-CI (- E)0t0I =212 L )N E T 2

aqm = oo 4>

M = 1t
b
Sm

o e
vz |>
Fl

T
o

UH”E-SO

M r

75mLE S|, AAIG 61AZRE =S8 ERZWE st&=(150mg), CISE0HRI(150mg),
mg)°| ENE 80THA TAIZE Seb JIEeCh. d2tAl2! = |
BHO=2 MNHOIL, NaSO,E HXZAIIILD =5 .
oo CIRE0EES MIsttt. &) &s=s Ji=28 |
OlutstCt, &0 #Et2 XBotA MG Z2td HIZ2HAHZ 143mg(87%)

fon
Ce

]

A > o
rm
e
Mo
o W=
[

r
]
ol
kJ
0z
e
O MHT Ol 2 He

L300 J2 00 FO

= = = 0 =olio == o= HAlegi== ==¢f .
A0 AEHIZE A0 102 2ROl 2ol Jt~==2olict MM ZUZ2 N HHMESSE +=SEHH
4

"I NMR (CD:OD, 300 MHz) & 0.89 (t, J=7Hz, 6H), 1.16-1.30 (m, 4H), 1.
(m, 4H), 2.48-2.57 (m, 1H), 2.80-3.08 (m, 8H), 3.14-3.25 (m, 1H), 3.31-3.38
(m, 1H), 3.59-3.60 (m, 1H), 3.74 (s, 3H), 3.75 (d, J=10Hz, 1H), 5.89 (s, 2H),
6.71 (d, J=9Hz, 1H), 6.81 (dd, J=9Hz, 2Hz, 1H), 6.90 (d, J=10Hz, 2H), 6.96

(d, J=2HZ, 1H), 7.37 (d, J=10Hz, 2H).
A0 87

EHA EMA--(4-HSAMHE)-4-(1,3-HECISS5-5-2)-1-{2-[N-(N,N-CI (-2 &) 0t 0| =3t 2 & ) -N-[l
SO0l ] E I Sl e -3-It= A &t
S22t01E(135mg)2 CI2Z2=2ME InLs2 AAI0 61B2RH =S8 32
(250mg) £ EcCINEO0r2l 150mg0l ZOIISHCH. 1AI2E S0 AR0AMN West &, ERAs &HIIS
ZEHE SEMZE EUNCZ MEGL, NaxSO,E AXZAIZID sHAIZIC. &F=SS Aot 20
38% L A 62%2 EREZ SEAI AZ0IEHIIGIH HE HAHIZ S2HA
| £

LALOI 102 2>HO=2 Jt=20liot0 HAl &= 14ings =58 = UL

>

' NMR (CD:OD, 300 MHz) & 0.92 (t, J=7Hz, 6H), 1.21-1.32 (m, 4H), 1.42-1.53
(m, 4H), 2.62 (s, 3H), 2.65-2.76 (m, 1H), 3.00-3.20 (m, 8H), 3.44-3.55 (m,
1H), 3.62-3.78 (m, 2H), 3.80 (s, 3H), 4.07 (d, J=12Hz, 1H), 5.93 (s, 2H),
6.75 (d, J=9Hz, 1H), 6.87 (dd, J=9Hz, 2Hz, 1H), 6.94 (d, J=10 Hz, 2H), 7.04

(d, J=2Hz, 1H), 7.40 (d, J=10Hz, 2H)
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A A0 88

EWA EHA--(4-UHSAHYE)-4-(1,3-#MEC0S5-5-2)-1-(NN-Cl (-2 E)0t0I =2 )N E ) T Sl &
-3-(N-HEEZY)IH=A001E

JIEYCI0I0ICHE (75mg, 0.463mmol)S HIEZIGIHOIE2 X2 0.4nLE 9 A A0 4322 8H =S&t
St&fE 150mg(0.294mmol )0l & IlotL), ADJ| SHE 60COH A 2AI12H SO WEHSHCEH. W2HAI2I =, THF
0.3mL=2 HIE&Z0t0IE 50mg(0.526mmol) & DBU 68mg(0.447mmol)S ZIISCH. AHD| ES2S 45
2A12F SOt WbBtsCH, Z20HE A IotUAM MHGHLD, RES2 20 SHAIZICH. OIMEA 2 222 &I}

St, &) BHg SZAZCN M SFES 121mg(70%) = =S8,

=

€3: 170-173C. 'H NMR (CDCl; 300 MHz) & 0.82 (t, J=7Hz, 3H), 0.88 (t,
J=THz, 3H), 1.05-1.51 (m, 8H), 2.75-2.86 (m, 2H), 2.83-3.25 (m, 4H), 3.17 (s,

3H), 3.32-3.50 (m, 3H), 3.70-3.78 (m, 1H), 3.80 (s, 3H), 3.87 (d, J=10Hz,
1), 5.96 (dd, J=2Hz, 4Hz, 2H), 6.74 (d, J=9Hz, 1H), 6.84 (dd, J=9Hz, 2Hz,

1H), 6.90 (d, J=10 Hz, 2H), 7.01 (d, J=2Hz, 1H), 7.34 (d, J=10Hz, 2H).
A A0 89

EWA EHA--(4-UHSAHYE)-4-(1,3-#MEC0SS5-5-2)-1-(NN-Cl (-2 E)0t0I =2 )W E ) T Sl &
“3-(N-HIME I )II=A001E

£, NEtEEOINIEE HHEMAEOIDIEZ HME AAIN 889 &
=
e

|8t
HoZ, ZHN =2 deAl2I B W28t 8422 88: 169-171TC.

' \MR (CDCls, 300 MHz) & 0.81 (t, J=7Hz, 3H), 0.89 (t, J=7Hz, 3H), 1.02-1.50
(m, 8H), 2.65-2.80 (m, 2H), 2.90-3.25 (m, 4H), 3.80-3.95 (m, 3H), 3.50-3.60
(m, 1H), 3.65 (d, J=10Hz, 1H), 3.81 (s, 3H), 5.94 (s, 2H), 6.70 (s, 2H),
6.81-6.90 (m, 3H), 7.17 (d, J=10Hz, 2H), 7.55 (t, J=7 Hz, 2H), 7.66 (t,

J=7Hz, 1H), 8.95 (d, J=7Hz, 2H).

AAIG 90
ERUA EUAD-(4-HISAHE)-4-(1,3-HECISE-5-2)-1-[NN-C (-2 L) 010l e £ TL B 2 ]-T 22
3-o=a

S/ [EX: Brintzinger et. al., Chem. Ber. 85: 455-457(1952) 10l JIXHE &0l 2o HXEH,

|l 222012 S8 [&X: E. Vismaier, Liebigs Ann. Chem. 1055-1063(1980) 101 JIXH
CI2E0tall 8tSAIHA NN-CIRE 2220 E £HY 2220/EE +5S8t. =, CHE
HECEZT2Z2H0IEE CIRE0I2IW BtSAIA NN-CIRE HEELHY 2224012
= , Jl X280 JIME, E. Vilsmaier &Ml 2d N-2=2248480/01E2 S A3H6HH
S=zZHE HdHY S2201EE £5S&HL.

o

NN-CIRE SZ22MHE ZHE 2Z2401EE AA0 6AZ2 FH =S& SESh BSAA UE
EWA EHA--(4-UHSAHYE)-4-(1,3-#MEC0S5-5-2)-1-[NN-Cl(n-2E) 00| = HEHEHE]-T Sl &
-3-It=4O0IEE ST &I g oAHZ2S Ji==2d=, 015 28 [HFX: S. Kaldor %
e |

Hammond, Tet Lett, 32: 5043-5045(1991)]0f DI = &0l 2ol LAS HESAOIE ,—c' N-0
gl N-SAI0IEZ MSIAIHA EX FE=2 =S8t

A A0 91
EdA EHA2-(4-HSAHYE)-4-(1,3-HMECISS-5-2)-1-[(NN-CIRE 00l =) It2 L-1-(RS)-0 € ] Tl

Eelc-3-at= 44t
ALAION 91A
(+£)-CIRE 2-222T20010|=
2-B2 2T 2T AH510mg, 3.33mmol) L 4-HIE22Z21(0.74mL, 6.73mmol)S CH.Cl, 10mLOll =dH

A1, &I BHS N, HOIGHHIAM OCHEXI H2AAIZI TS, 0laRE 22 2EZ=001E(0.45mL, 3.5mmo
)2 HIISCH. 0COM 10201 XItE:, CISE0t2!(0.57nL, 3.4mmol)S HIISICH. &D] BtSES 0COl
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A TAIZE Seb hetetn AR20M FIOtZ 16AI12F Set Weet &) S22 1.0M=4 NaL0; SN
25mLZ 2HiAIZI CHE, &J1 RII1&S IM =4 NaHSO, 25mL & 2= 26mL2 =6t AIEGHD, HAZXAID
D(NaS0s), OiDtotn, 2ot =SAIH PMH 22N = EZZ20H01= 698ng(2.64mmol, 79%)2 =S
Ct.

IH NMR (CDCls, 300MHz) & 0.93(t, J=7Hz) 2 0.97(t, J=7.5Hz, 6H =),

-

o

1.26-1.60(m, 7H), 1.60-1.78(m, 1H), 1.82(d, J=6Hz, 3H), 3.04-3.27(m, 2H),

3.42-3.64(m, 2H), 4.54(q, J=7H, 1H) MS(DC1/NHz) m/e 264 2 266(M+H)".

ALAI0I 91B
EgiA EA- U AIA EHADP-(4-HSAHYE)4-(1,3-HECSE-5-2)-1-((N,N-CIRE 00l =) IIE Y
-1-(RS)-0I €)M E2IE-3-It=2Al A OIE OIAHZ
CHsCN 2mL=2] AIAI0 1C2RE =8 EgHA EBA U A|A EMA 3529 = 2(232ng,
.628mmol) & AAG 9IAZREH £S8 SE=(183mg, 0.693mmol)2 S|HZ2 ClIOIAZZ2EE 0Ll
1.3mmol )2 XZI8tCH., ADJ| 2HS 60-80C & A WIIotHIA 16AI2F SoF WBHSHCH, AtD| gtE
ZOHUHA sFAIZ T8, ¥F=2 Et,0 30mL & 1M =4 Na,C0; EH 10mLE SHHAIZICH. FI14
L & 4 20mL2 MIASD, NaS0,2 HZXZAIDID, 6D 2SN SSAIH 2N QUZ A

A

[e]
a2t Z0lAM 20% EtOAc-EAeZ
BE22M HH SES 224mg(70%) 2

2
|- OIDIE(339mg, 98% £=2)E =S& == UCH. &I &=
I 82 JdZ0tEJHI=Z ZXote 442 2F2LMOoIEH2

TR U0 WS o
rjon U0

JIn

"I NMR (CDCls, 300MHz) & 0.66-1.55(70H9 m, 19H), 2.63-3.00(m, 3H),
3.05-3.39(m, 2H), 3.40-3.76(m, 4H), 3.78-3.80(4s, 3H), 3.84-4.25(m, 2.6H),
4.38(d, J=10.5Hz, 0.2H) % 4.58(d, J=10.5Hz, 0.2H), 5.90-5.97(m, 2H),

6.68-6.96(m, 5H), 7.38-7.43(m, 2H). MS(DC1/NH;) m/e 553(M+H)*.
A A0 91C

m
B3
>
im
oo
I3
Mo
i
T
==
n
=
=
e
L
X
P
E3
o
o
o
i
g
e
¥
T
=
p
O
1n
m
=)
=)
i
v

T

=-1-(RS)-0Il €)1l

Ec|H-3-It= a4t

AAI0 73BZEE £=SEt SIE=22 AAM 9BERREH =58 SIEE2Z UM, &AM 73C2
LHH=S AMESIH EX SIESS 61% =82 =SEtCt.

' MMR (CDOD, 300MHz) & 0.70-1.05(70¢] m, 8H), 1.14(d, J=6Hz, 2H),
1.17-1.55(m, 6H), 2.79-3.03(m, 3.5H), 3.20-3.65(br m, 4.6H + CD.HOD),
3.70-3.78(m, 0.4H), 3.79(s, 3H), 3.98(d, J=8Hz, 0.6H), 4.06(t, J=7.5Hz,

0.4H), 4.25(d, J=8Hz, 0.4H), 5.92(s) % 5.94(s, 2H F 6H), 6.73(d, J=2.5Hz)

2 6.75(d, J=3Hz, 1H =), 6.78-6.85(m, 1H), 6.91-7.00(m, 3H), 7.30-7.38(m,
2H). MS (DC1/NHs) m/e 525 (M+H)'

CaoHaoN2Os- 0.5H:00] thah YaF4:
AArA : C, 67.52; H, 7.74; N, 5.25.

AZx :C, 67.63; H, 7.65; N, 5.21.
ALAIO 92
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EiA EMADP-(HE)4-(1,3-HICSE-5-2)-1-[(N.N-CIREO0I0I = )IIBELHE TS| S-3-It= Al At
&AL 92A
HE 2-(4-M =2 )-4-LIEZ2-3-(1,3-H X =2E5-5-2)LEIYO0IE
olAZZ o= 10mL§°| Hge 3- 93.5 6-=HI- 001 E(502mg, 2.95mmol) 2HS THF 10mL=2l 5-
(2-LIEZHIE)-1,3-HE=CI=S&(712mg,  3.69m o) oMo  HOist =, DBU(22ul, 0.15mmol)S
EHOstth., 1 éﬂ}i —’.‘——OF NAGIo] ZMZ S0l A 2022t W BHSHCEH. TLC(01|E' OLMIEIOI E-&l AL,
1:3)=, HAEUHAHZII 2F5| AHIEASS _‘?’_04-1:- Ct. &) 242

SOUA s=AI910 A3t 2ol
101 419 ?E%!ﬂloléiﬂl Sg=

—_

s x
A SAEOl 18% OIE OIMIHIOIEZ 2EAIH &2 AZ0tEHIIGHN
SN EH 3HEE 879mg(2.42mmol, 82%)=2 =S &tCh.

'H NMR (CDClz, 300MHz) & 1.55-1.66(m, 3H), 2.02-2.17(br m, 1H), 2.20-2.37(m,

A

1.5H), 2.49-2.76(m, 1.5H), 3.57(s, 1.5H), 3.74(s, 1.5H), 3.97(d, J=7.5H,

0.5H) % 4.05 (d, J=8Hz, 0.5H), 4.10-4.20(m, 1H), 4.68-4.82(m, 2H),
5.06-5.52(m, 2H), 5.95(2s, 2H), 6.65(m, 1H), 6.68(br s, 1H), 6.75(d, 7.5Hz,
1H). MS(DC1/NHz) m/e 381 (M+NHs)®.

CigHaiNOs0l| @ HAAaEY.

A4A 1 C, 59.50; H, 5.82, N, 3.85.

A& :C, 59.32; H, 5.71; N, 3.72.

ALAI0] 92B

HEY EMHA EHA--(HE)-4-(1,3-HZEXCISE-5-L ) ZS2IC-3-IH=2 A A

AAI 1AZEE =S8 SIE2S AAN RAREE =S8 SI8=22 WHMotD, £8 AAN 18

Z2H =S¢ =SS M) =56 S22 UHMGIHA, &AM 1B L AAG 1o 2ol e, &
QUZAN EXM =SS X HEHZ =SEHCH. 01218 X SISESS US ZHoHA MLIHEET. HetsS
s x gE=2(660mg, 2.07mmol) SHES UEE HSA0IE S (W%E Lol 2= LIEZE(14mg,
O.61mmo|)a IS5t HMZX8Ho2 XMelstth, O ZUR =S8 2HS 18AI2 ¢+ JIE6HN

B2 AIZICH. AD| BIS2SS Z2AGHA s=AI210, A RF2SS 2 102 A AIZ! 25mL EZ 3 NaHCOs
2 CHCl, 30mLZ =2HHAIZICH. 2=AS =&0110(2 x 30mL CHClp), OIOIAl &8 |IIAS S 20mLE ANIE
ot1d, Nap, SO,2 HZEAIZILD, Gdltoll] AD| (HUE 2 AoIUHA SEEAIH X MSS =S £ JUH. Alel
P 20HA CHCI,Z2 3.5% HIEtE2Z ESAH 42 AZ20IEDHIIZ HEHMHOIH &M QU= A EHMH e

£ 336mg(57%)= +=S&tLt.

'l NMR (CDCls, 300MHz) & 0.90(br t, 3H), 1.25-1.70(br m, 8H), 1.83-2.02(br s,
2H), 2.58(dd, J=8.9Hz, 1H), 2.99(dd, J=8,14Hz, 1H), 3.34-3.45(m, 2H), 3.53(q,
J=9Hz, 1H), 3.66(s, 3H), 5.94(s, 2H), 6.65-6.75(m, 3H). MS(DCI/NH;) m/e
320(M+H)*.

CigHasNOgoll S PAEH:

AlAkx] : C, 67.69; H, 7.89; N, 4.39.

A&x @ C, 67.39; H, 7.84; N, 4.37.

2 A0 92C
EMA EA-P-(HE)-4-(1,3-HXCISE-5-2)-1-[(NN-CIFE0I0I =) 2L HE T Sl E-3-It S A &
A0l B2RH =S8 =S A0 2AZFH =S8 IS=2 UAHGHH, &A0 18-102
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=1 =3]
==

o

Ch.

o

ALSCHO, M HEY A HH SESE =S

ol

'l NMR (CDCls, 300MHz) & 0.87(br t) 2 0.89(br t, 6H &), 0.97(t, J=7.5Hz,
3H), 1.21-1.42(br m, 10), 1.43-1.78(br m, 6H), 2.76(t, J=7Hz, 1H),
3.02-3.30(br m, 6H), 3.40-3.60(m, 3H), 3.73(d, J=14Hz, 1H), 5.98(AB, 2H),
6.70(d, J=7Hz, 1H), 6.77(dd, J=1.5, 7Hz, 1H), 6.89(d, J=1.5Hz, 1H).
MS(DC1/NHs) m/e 475(M+H)".

CotlaoNzOs- 0.5H001 gk A 8A:
AAX . C, 67.05, H, 8.96; N, 5.79.

A% - C, 67.30; H, 8 77; N, 5.68.

AAIG 93
SeiA, ERA-2-(HE)-4-(1,3-HECSS-5-2)-1-[-(VTE2E-N-T2H LT L0H| =)l 2 ] 1 B2/ El-
3-oh= Al bt
ALAICH 93A
e SA, EMAL-(HE)4-(1,3-UESE-5-2)-1-(-22 20 L) I B2l L-3-IH=Z A0 E

AN 1CRRE £S8 SB2S M0 OBRE £SE B2 MG, AN 6142 2

' NMR (CDCls, 300MHz) & 0.89(br t, J=7Hz, 3H), 1.24-1.40(br m, 6H),
1.60-1.80(br m, 2H), 2.61-2.75(m, 2H), 2.76-2.91(m, 2H), 3.10-3.22(m, 2H),
3.36-3.47(m, 2H), 3.68(s, 3H), 5.92(s, 2H), 6.69-6.77(m, 2H), 6.90-6.94(m,

1H). MS(DCI/NH3) m/e 426, 428(M+H)*.

ALAI0l 93B
HE EciA EMHA-(HE)A4-(1,3-HESESS5-L)-1-[2-(N-EZ2E-N-Z2ZHZLOI0|=)NE TS
2| &l-3- J}E“HIOIE
EtOH mLE2l A A0 93AZ2E £S5 &= (102mg, 0.24mmol) ¥ HEASREAZE L20H0]
S (6mg, 16umol) BHS ZZEOIA(60uL, 0.73mmol)E XM2ISHCH. AJ| E2HS 80THAl 4A12F S0t I}
25HCH. &D] BtE22s 22oliA sEAI2I US, &) =22 e OLMIHIOIE 35mL0l ZaiAI212 M
%= Na,CO; 2 x 156mLZ i%@ﬂ A RIIAS2 I4 15nLE2 A& UsS Na2804E HAZAI212, Odtotd

ZASIHMN SSAIH &M 2
3, EIOI_J.\_EE%'OHE'OPE(
7
|

F

2ZAM X 220t21(94.2mg)S =SEHCH &I X 0212 CHLl, 1mLOll &3dHst

65uL, 0.373mmol)S FItstl Ol A EE%QEE‘ S=er01E(29pL,
0.26mmol)E &ItEtC. % 801|/\-I ANZE SoF WEHEICEH AD| BH2S2 10% =& AEZ&H(pH 4
NANez SHHAIZID,
t

é = 2 2 X 3mLE —’T‘—%éﬂ. === Z=+ 2L NIHE
Ct=, NaS0,2 A ZAIZ1D, (totd 7& Ch. &S 20% OlE OLMIEIOIEZ EEAMA
&2 Jd=0EHIlz FHSHH, %‘ﬁé'?,l J_%ﬂ%E/\-I HH St&E 65.0mg(53%)S =+=SE&CH Ry =
0.17(20% EtOAc-8!4H) . MS(DCI/NHs) m/e 511 (MHH)".

2 ALl 93C

EdA ERHA-2-(HE)-4-(1,3-UELI2E-5-9)-1-[2-(N-ZE2E2-N-Z2ZL L L0I0| ) HE TSl E-
-S4 0E

AAM 7B2RH =S8 stE
SO et oA %ixﬂi/\-l HAHM 3tE
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Re=0.14(5% MeOH-CH:Cl2). 'H NMR (CDCls, 300MHz) & 0.88(br t) R 0.92(t, J=THz,
6H %), 1.22-1.52(br m, 6H), 1.63(63, J=8Hz, 2H), 1.75-2.10(br m, 4H),
2.89-2.98(m, 2H), 3.05(br t, J=OHz, 1H), 3.10-3.30(m, 3H), 3.30-3.80(br m,
7H), 5.94(s, 2H), 6.71(t, J=8Hz, 1H), 6.77(dd, J=1.5, 8Hz, 1H), 6.89(d,

J=1.5Hz, 1H). MS(DC1/NHs) m/e 497(M+H)*.

A A0 94
EHA EHAD-(Z2E)-4-(1,3-UACISE-5-2)-1-[(NN-CIREO00I )2 LU E | T Sl E-3-It=
/\I&
A A0 94A
Mg 2-(4-REtcd)-4-LIE2-3-(1,3-HIRCISE-5-2 ) REL0IE
OE 3-2A-6-=H<OUO0IEE 0E SEIE OMEHIOIEZ HMOIEA, AAIG 92A2] ZEH @t

EdA L AlA OIEH EEESEM EXM SHES(47mg, 80%)S =SEHC.

Re=0.28 (25% EtOAc-#]4F). 'H NMR (CDCls, 300MHz) & 0.74(t, J=7.5Hz) R 0.91(t,
J=7.5Hz, 3H %), 1.08(t, J=7Hz) 2L 1.28(t, J=7Hz, 3H &), 1.45(6%F X, J=THz,
1.5H), 1.63(6%A, J=THz, < 1.5H), 2.17(t, J=7Hz) % 2.24(t, J=7Hz, 0.5H

%), 2.40-2.54(m, 1H), 2.60(t, J=7.5Hz) 2 2.67(t, J=7.5Hz, 0.5H =),

3.93-4.09(m, 2H), 4.10-4.20(br m, 1H), 4.23(q, J=7Hz, 1H), 4.67-4.85 9m, 2H),
5.94(s, 2H), 6.62-6.75(m, 3H). MS(DCI/NHs) m/e 369(NM+NHs)".

CrHaNOroll D& FAEA:

AAFX ¢ C, 58.11; H, 6.02; N, 3.99.

A&x) :C, 58.21; H, 5.98; N, 3.81.
ALAIO 948

S-HIECI2E-5-2)-TI Eel2-3-9t 54 (0]

2 1,38l = €
AU AZRH =S8 2SS AAU MAZREH =S6 SFEEE UHSHHA, AW 9282
SR T, ZXM ste=ES =SEth.

MS(DCI/NHs) m/e 306(M+H) .

[0l 94C
A EHA-(Z2E)-4-(1,3-U=ECI2S-5-2)-1-[(N,N-CIRE0t0l )L ) HE T Sl E-3-I1=

>

wxm nx
g

A0 92B= SHEES A0 9MBERRE =St AFESZE HHMIHAM &AM 922
et =AM ste= % =SBt

0z
e
2
i L
1
in
o
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1 NMR (CDCls, 300MHz) & 0.89(t, J=7.5Hz), 0.92(t, J=7.5Hz), R 0.97(t,
J=7.5H, 9H ), 1.22-1.80(br m, 12H), 2.83(t, J=7.5Hz, 1H), 3.40-3.55(br m,

9H), 3.55-3.68(m, 1H), 3.78(d, J=15Hz, 1H), 5.92(q, J=1Hz, 2H), 6.70(d,

J=8Hz, 1H), 6.79(dd, J=1Hz, 8Hz, 1H), 6.90(d, J=1Hz, H). MS(DC1/NH3) m/e 447
(M+H)*,

CosHaaNo0s+ 0.5H,000 gt YA EA:

AAA : C, 65.91; H, 8.63; N, 6.15.

A&X) :C, 65.91; H, 8.68; N, 5.9,

AAIO 95
(2R,3R.4S)-(+)-2-(4-BISAIHE )-4-(1,3-

E1-3-Jt = &l A

£
e
o
J
Mk
T
[
-
-
=
z
o
2
1t
[
I
=
H
N
H
e
2
[
£
Iy
o

AAIG 95A
EdA EHA-(4-HSEAHEL)-4-(1,3-HE0=SS-5-2)-1-[(3S-FESAIIEL 00 2L HE |-T
Ec|U-3-It= a4t

AAI0 1IC2RE =S8 64% ESHA EA-Y AL EHA-TIELICC =2E HEH 2=2ct
Ol 50mLOil SSHAIZICEH. D10 HIER S=22t01E 20mL =2 Cl-3=-2ECI3t2UI0IE(1.96g, 8.97mmol)
s A UIISHHAM Zototn, 1 Z2U2 =S5 SHS 3022 WEHGHEHE, 0 AIFN, TLC(OIE OfAl
HOIE: &4, 1:1)= SYS2E 2RI AHILHUSE =0, Y| Bte =EES =2 J300A =5

=]
L ATAIA HLM QAN LY KHAHZ 3.9492 =SS
'H MR (CDCls, 300MHz) & 0.99, 1.07(br t, br t, J=7Hz, 3H), 1.11-1.62(57}¢
br m, 9H), 3.05(br m, 1H), 3.44-3.95(m, 3H), 3.81(s, 3H), 4.04(q, J=7Hz, 1H),

4.14-4.28(br m, 1H), 4.89-5.24(br m, 1H), 5.94(d, J=3Hz, 2H), 6.69-6.90(m,

5H), 7.06-7.20(m, 2H). MS(DC1/NHs) m/e 470(M+H)*.

HIErS 170mL0l SallAIZ! OIE NAHZN 2 60mLs2 =432l &(1.06g, 25. 1) Eds &
JHStCH. &0 B2 S&=2S 2 WIIGHUA 18AI2 =0t HE5| WEet, &) B8 =82S sEAM
H HEt=22 MAHGHL, 2 250nLZ 3A5tD OlHIZ 250mLE 331 =SS0, &J| |IIA0l O EolA
HFEZ 018 INGASZ AHSIAIIID(pH ~7), OIHA 10% AIEEASZ pH 40K AASHAIDI LD, O
S=22/01=E39 5% OEF=(3 = £ 55 = ), 0I5, s=35t

D =2 UIBG0l AXAIHA MM SIHZ A ZEH SHES(2.19g, 60%)

"I NMR (CDCls, 300MHz) & 1.16(v br s, 9H), 3.11(br m, 1H), 3.50-3.64(m, 2H),
3.81(s, 3H), 4.24(br m, 1H), 4.96(br m, 1H), 5.94(s, 2H), 6.71-6.79(m, 3H),

6.84-6.91(m, 2H), 7 19(d, J=9Hz, 2H) MS(DCI/NHs:) m/e 442(M+H)*.
ALALOI 958

(2R,3R,49)-(+)-2-(4-HSAIHE)-4-(1,3-HUELISE-5-2 )-1-(3=-2ESAFIEE 001 2L M E) Tl
Ec|H-3-It= a4t

HAI0 BAZRH =S8 aES(2.159, 4.86mmol) L (+)-&I2LI(1.43g, 4.86mmol)S HEE 2
Z2t01= 100mLOIl EOtotL; &0 SEEAE, NI"E HFEE EoHAIZIJ| Aot E+=H2Z JI26tHA 1
BHett. A0S &) EUE SHEAINLD =2 NUSot0A AXZAHA M LEYE =Sl &)
2zg, 254 2ZZ2EE(64nL) ¥ A4AH(360nL)2 EEESZREH ZFSAIRO. O 22 +S6 Z2F
S G50 22I5iD SYUB MESIHA X2 73 MZESAIZICH B0 S8 2 L HHs
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NMR & I12 HPLCZE ZLIESHCH. (2S,3S,4R)-(-)-0IHEI20 S 242 HAY 2HUM 241D Ol0HA oA
01|/\-| ZAL0, (2S,38,4R)-(-)-OItEI2MIt HAUMAN GOl FEE =+ AW AF9 SLE
OI2Ct. OIZH =S& &=+8 (2R,3R,4R)-(+)-UILEIR2HE 10% AIEZAH 100mL & OIEHIZ 100mLE =2 bH
ARICH =&2 OlHZ 10mlz2 S ¢ O ==8Ch. g8 otz 52 D—.—E N&EotD, 2XZAI211
(NazS04), Gitot, ==A9110 =2 XICIUAM HZAIH A 2(550mg, OS24 50% ZICHZEC 55%,
>99.5 ee)S Ct.

=
=

k]

A
e

"I NMR (CDCls, 300MHz) & 1.05-1.50(br m, 9H), 3.12(br m, 1H), 3.50-3.65(m,
2H), 3.81 (s, 3H), 4.24(m, 1H), 4.96(br m, 1H), 5.95(s, 2H), 6.70-6.79(m,

3H), 6.86(d, J=OHz, 2H), 7.19(d, J=9Hz, 2H). MS(DC1/NHs;) m/e 442(M+H)*.

AAIOH 95C
(2R,3R,48)-(+)-01'E 2-(4-BI SAIHIE)~4-(1,3-¥ X0 S &-5-2 -1 B2l E-3-I-=Z A Y 0| E

UNO| 9BECEN SSE HEE(%5ing, 0.568m0)E P& HEEBS 22 Hol(g) TS
200l BIMAIZICH MHEs BHS 18AIZF SO WHHSITIA S0CHA JiEs0l AXE nags MR
SHAZICH 47| YIS SHSS SHAH D22 £S5, 01 0.84 +8 BULES(Sm) L HE
2 B2el0IC (5010 EHAICH AD| £58 N S=20IS(2x 500)E O =ES0. &8 2|
2 AZADID(NaS,), OIS SZAIID =2 TSN AZAIH IS 2u0 =N EH 5

ggﬁ%m %ME<T;QU.
'H NMR (CDCls, 300MHz) & 1.11(t, J=7Hz, 3H), 2.18(v br s, 1H), 2.93(t, J=9Hz,
1H), 3.19, 3.22(dd, J=7Hz, 1H), 3.50-3.69(m, 2H), 3.80(s, 3H), 4.07(a, I=7Hz,
2H), 4.49(d, J=9Hz, 1H), 5.94(s, 2H), 6.73(d, J=2Hz, 2H), 6.81-6.92(m, 3H),

7.34-7.41(m, 2H). MS(DC1/NHs) m/e 370(M+H)".

2 ALl 95D

(2R, 3R, 4)-(+)-2-(4-DIl S AIHI L )-4-(1,3-# RO S E-5-2)-1-(N.N-Cl (-2 &) Ot0l .= Sk 2 L Bl 2) - Tl B2
E-3-It=

MO O5CZEE 4S8 5+82(131ng, 0.355mmol)0l CIO|AZZZOIL0tS!(137ng, 1854L,
.06mmol), OFMIELIER (2nL), NN-Cl-(n-S2)S220HE0HIIS(133ng, 0.581mmol)S &Jtstn, 4D
S22 50COIAM 1.5A2F S0 ey, Be BE2Z VS SZAIIL, =2 IISH0A
HZAIDID, M2I3 AOIA 1:3 012 OHMEIOIE-3ACZ SEA3H AZNEIHNZ IHGHH 24 @
RN =48 HAHZE +SEC

i —

' NMR (CDCls, 300MHz) & 0.81(t, J=7Hz, 3H), 0.88(t, J=7Hz, 3H), 1 10(t,
J=7Hz, 3H), 1.00-1.52(m, 8H), 2.78(d, J=14Hz, 1H), 2.89-3.10(m, 4H),
3.23-3.61(m, 5H), 3.71(d, J=9Hz, 1H), 3.80(s, 3H), 4.04(q, J=7Hz, 2H),
5.94(dd, J=1.5Hz, 2H), 6.74(d, J=9Hz, 1H), 6.83-6.90(m, 3H), 7.03(d, J=2Hz,

1H), 7.30(d, J=SHz, 2H). MS(DC1/NH3) m/e 539(M+H)*.
OlEtZ 7mLOl SoliE e OHAHIEOH ( 5mL) S 2 ¢a§+ I (45mg, 1.06mmol) E2HsS &I}

Ct. &0 E8=22 1AI2t SO =9 TOlA et 2.5A12F SQF 40CHHXR dAB| Jbt=20lH 1O
o, SYL=SE2 88 AH|EC. NJI BrS éé*%% S=AA 01IEF§‘; HAHGED 60mL =2 SAAIZ|1D
40mL)2 ==L, éJJI >=2HZ S EMNA IN =4 Moz Helst Chs, 10% =4 Al
FCH. &) =822 1:19 OHEP% L=k 3§B+0IE(3 X 50mL) 2
(NasS04), (dtotD, S=EAIID =2 XNZ2ot0A HEAIZH sHAH g

=S8l

>
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' NMR (CDCl;, 300MHz) & 0.80(t, J=7Hz, 3H), 0.88(t, J=7Hz, 3H), 1.08(m, 2H),

1.28(m, 3H), 1.44(m, 3H), 2.70-3.77(svr br m, 12H), 3.79(s, 3H), 5.95(m, 2H),

6.75(d, J=8Hz, 1H), 6.87(br d, J=8Hz, 3H), 7.05(br s, 1H), 7.33(v br s, 2H).

MS(DC1/NHz) m/e 511(M+H)*. [a 1%= +74.42°

CooHsgNaOs+ 0.5H001 w3k Y284
AAkx] : C, 67,03; H, 7.56; N, 5.39.
AZx : C, 67.03; H, 7.59; N, 5.33.
&ALl 95E
(2R,3R,4S)-(+)-2-(4-BIS A HYE )-4-(1,3-H XLI=S5-5-2 )-1-(32-EL =S AL L OIDI =2 L M E ) -1
E2|U-3-II=SA A fotAOl HIZEHE

ALAIOl 95A2] AFS(2.858g) = EtOAc 10mLOIl S EFAIZICH. OIE OMIHIOIE 3mL=2 R(+ ) FIF HIE
HIZOF0I 0.7833g2 & JISHCH. wetold, DNEES2 M2 SoHAIZICH. AD] HE OLMIHIOIE & Z5HA
KIASHCH. OIEIZ2(13ml)E RS0 HIMeHCH, &F20| 8 S2oHASWH, mMeE Z2H 5mg— AJtstD
Olefst Z2HES, S22 HAAIHAN, 25 F2A2o=z2 ENEHCH. A M=S2 e &S

ZESAIZICH. 1A = &D| D"EES Oﬂfo}_’ =22 M=ot 1.4213g, &: 163-167° £
Ch. &0 S sHAI|LD, H2AID FAHA2Z FHUON SHM &2 0.1313g, & 164-168°
SEtCt. & OUES OAl s=A210 HE00 €10 SM SXIAIH 1.6906g, S&: 102-110° £
CHOIE HPLCZ HHMIGHH, SXGH= HIHEIDIF 20%01 2 AXIAS HHEI2D{ DL 80%cts 2SS &
CH).

23 2Ho b J Cl
MO E SHECH 20l SEAIDID 222 DS,

S OIBEIZ2 Xclotd EH &t

-1-[2-N-Z2 Z-N-2EIZ0t0lL )| mSal -

AAI0 6182 HIEOYES Z2EOIELZ, el AN 61C2 0IAREIE

IE2 UiMots 82 Motns, AAN 6101 Jise LHSZ ZX &=

1% TFAZ Sl CHCNSI 10-70% 7HHE &ZAI24 Oldl HPLC(Vydac pC 18)2 A
| &tE=

cto
0.
Z ARG WA NEIZAM & &

U

0>
rr = 1

HI — m

=22ct
Ml Z=

|
FCE.

Hoin

RS
_O'j
Jov 2z

o 1o i

'H MR (CDCls, 300MHz) 6§ 0.80(m, 3H), 0.90(t, 3H, J=8Hz), 1.42(m, 2H), 1.58(7

4, 2H, J=8Hz), 2.20(t, 3H, J=8Hz), 2.94(br m, 2H), 3.10(br m, 2H), 3.48(br

m, 4H), 3.76(br m, 2H), 3.78(s, 3H), 4.30(br s, 1H), 5.95(s, 2H), 6.75(d, 1H,

J=8Hz), 6.84(m, 1H), 6.85(d, 2H, J=8Hz), 7.04(d, 1H, J=1Hz), 7.40(d, 2H,

J=8Hz). MS(DC1/NH3) m/e 497(M+H)".
CogHagNOs+ 1.0TFA] T3t PAaEA:

A : C, 58.82, H, 6.42; N, 4.57.
AEX

: C, 58.77, H, 6.30, N, 4.42.
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A0 97

EdA EHA2-(4-HSAHE)-4-(1,3-HMECISS-5-2)-1-[2-(N-ZZZ-N-(0 2 0t0I =3t2 L) 0t0l =)
Helmselg-3-ot= a4t

&AI0 6182 OIEotels =2
OI*/\IOPHIOIEE Uixsts 82 M6t
J &= =22 111 TNE oS-
oA %’é A0t WA NEHEZA

£, Jdcld &AM 61C2 OIAREIE
LALOI 6101 Dlesel ez &
ZMoI6 HMECH O 2otz 2
A

'H MR (CDCls, 300MHz) 3A o]AdA9

rld

38 & 0.80(t, J=8Hz) ¥ 1.05(t,
J=8Hz) 2 1.20(m) ® 1.42(m), 409 I NP 8H F, 2.35(br s, 1H),
2.70(m, 1H), 3.0(m, 3H), 3.2(m, 3H), 3.25(dq, 1H, J=1.8Hz), 3.42(m, 1H),
3.6(m, 1H), 3.75(m, 1H), 3.78(s, 3H), 4.8(br s, 1H), 5.95(s, 2H), 6.74(d, 1H,
J=8Hz), 6.85(m, 3H), 7.00(s, 1H), 7.30(d, 2H, J=8Hz). MS(DCI/NHs) m/e
498 (MHH)* .

CorHasNaOs+ 0.75H,000 Tt YA EA:

AAX - C, 63.45; H, 7.20; N, 8.22.

A&z . C, 63.38; H, 7.29; N, 8.44,

ALAICH 98
EA ERMAD-(4-HSAIHE)-4-(1,3-# XIS S-5-2 )-1-[2-(N-2 L-N-2LEIZ0H0| = ) 0 2 I B2l El-
3-J=2 A A

A0l 6182 BHIZOI2IS RLORICZ, D2l MA0 610 OAREIR 22H0EE REIZ
22210/E2 HAIGHE B2 MStDE, AA0 6101 JIsE Yyoz HX SI82S MXESC. 4| £
A2Z 11 CIOIE OEI2-2A402 SM50 HHBICH 1 ZNU2 +S8 DHSS CHON L 201 SHA
D SZ AXRGI0 WA DHBIZA 4| &

t2E =S8l

' NMR (CDCl3, 300MHz) & 0.80(m, 3H), 0.90(t, 3H, J=8Hz), 1.45(m, 4H), 1.6(m,
2H), 2.20(t, 3H, J=8Hz), 2.94(br m, 2H), 3.10(br m, 2H), 3.5(br m, 4H),
3.80(br m, 2H), 3.82(s, 3H), 4.30(br s, 1H), 5.95(s, 2H), 6.75(d, 1H, J=8Hz),
6.84(m, 1H), 6.85(d, 2H, J=8Hz), 7.04(d, 1H, J=1Hz), 7.40(d, 2H, J=8Hz).
MS(DCI/NHs) m/e 511 (M#H)'.  CoolssNoOoll @t HRMSol wig Q¥ AAakx:

511.2808. A 3X%]: 511.2809.
ALALGH 99

EA EMHAD-(4-HSAIHYE)-4-(1,3-
Z22|Cl-3-} 2 Al A

=

EOEE-5-9)-1-[2-N-Z2Z-N-0ISAIt2E0t0l =) E |1

AAI0 61BS BIE0IRIE Z2Eottlez, Jelld AAN 6102 OIAREIY SZ2U0IEES
:‘EEMEEHIOIEE Uixdicts 82 HMelstd=s, &AM 6101 JisE HEH=Z “HI stgt2s M=xgt
A = ME2 111 OUE did=s-"acz ZH6HH FMSt. O 202 =S8 N8=Es
Ol SoiAIZI1] S& HX0I0 MM NESEAM &) MES =SET
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'H NMR (CDCls, 300MHz) & 0.80(t, 3H, J=8Hz), 1.05(m, 2H), 1.22(m, 3H),
1.45(m, 3H), 2.08(br s, 1H), 2.75(m, 1H), 2.88(br q, 2H, J=8Hz), 3.08(br m,
2H), 3.27(br m, 2H), 3.44(m, 1H), 3.54(dt, 1H, J=1.8Hz), 3.63(d, 1H, J=8Hz),
3.78(s, 3H), 4.02(br d, 2H), 5.93(s, 2H), 6.72(d, 1H, J=8Hz), 6.81(dd, 1H,
J=1.8Hz), 6.85(d, 2H, J=8Hz), 7.00(s, 1H), 7.30(d, 2H, J=8Hz). MS(DCI/NHs:) m/e
499(M+H)"

CorHaaNz07+ 0.5H000 o3k FAE4:

A4z C, 63.89; H, 6.95; N, 5.52.

AZx :C, 64.03; H, 6.71; N, 5.30.
ALAIGI 100
EdHA EMHADI-(4-HEANHY )-4-(1,3-BIXC|2E-5-2 )-1-[2-(N-HIE-N-(2-0|Z 2 EIZ ) 0t0l =) Ol
eI SeC-3-II= Al At

THF(2mL)0ll =i A2l A A0 61BEEH =S8t sl&= (190mg)01| HOBt (60mg), EDCI(85mg), N-HIE
PE2EZ21(50ul) & DMF(2mL)E ZHIISHCH. 2-0IZ2 REIZ2AS HDlotd &) 2¥sS =92 20 M =AM
WEAIZICH. S(1omL)E EJlotLD, A&D| E&2S EtOAc(2x25mML) 2 Z=F&HC}. &8 |J| =28 =&t
MLES Z3EM, IN HPO,, & S22 MAGILD, NaSO0,.2 HTAIIILD, SLAH 228= =S0tH, 0l
Al2I9F Z0IA 1:3 EtOAc-8IAtC 2 EEAH A2 AZ20IE0HUI2 HAHSHCH. O H=2 =S8 ol o
AHEZE AAM 61CH D= LU 2ol HISSHAIZICH. AJ] X A22 CHCN & 20 Z2alAl21] S2&
HAXEGHN YA NEZRA A (ME2E S8
'H NMR (CDCls, 300MHz) (3] ol4gxe] E§E) § 0.66, 0.74, 0.80, 0.88(EF

245X, F 6H, J=8Hz), 1.05(m, 2H), 1.25-1.75(m, 5H), 2.16(m, 1H), 2.32(m,
1H), 2.45(m, 1H), 2.70(m, 1H), 2.86, 2.94(s, 3H ), 2.95(m, 1H), 3.35(m,
1H), 3.52(m, 2H), 3.65(m, 1H), 3.80(s, 3H), 5.94, 5.96(s, 2H %), 6.73(m,
1H), 6.84(m, 3H), 6.97(m, 1H), 7.30(m, 2H). MS(DCI/NH3) m/e 497 (M+H)*
CasHaeN2Os* 0.25H:000 wHah P4

AAbz] . C, 67.11; H, 7.34; N, 5.59.

A&x :C, 67.13, H, 7.24; N, 4.56.
&AL 101

EHA EMA--(4-HISAHYE)-4-(1,3-HZECISE-5-2)-1-[2-(N-BIE-N-(2-Z=2Z & &) ot0l =) ol
SN EDEEETE VAP
M El't:tga X‘”

% -ODZREHENMCOZ (HHMots &8 Melotns, &Al
s A
nuCi1g)= HRMSHCE. %

A0 & &4=2Z 0.1% TFA 52 10-70% <8 CHs =
=

N2
6}E T2 S SZ HX0tH MM DHEZM o I &t

=

[ 1000l Di=& YdEgo=z
= Al7{ 0llHl HPLC(Vydac
A=

Ct.

o Om

o
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" N\MR (CDCls, 300MHz) & 0.79(t, 3H, J=8Hz), 0.82(t, 3H, J=8Hz), 1.10(m, 4H),
1.2-1.5(m, 4H), 2.55(m, 1H), 2.96(s, 3H), 3.15(br m, 1H), 3.32(br m, 1H),
3.56(m, 2H), 3.68(m, 1H), 3.68(s, 3H), 3.70(m, 1H), 3.80(m, 2H), 4.65(br d,
1H), 5.92(s, 2H), 6.75(d, 1H, J=8Hz), 6.84(m, 1H), 6.85(d, 2H, J=8Hz),
7.05(s, 1H), 7.42(d, 2H, J=8Hz). MS(DCI/NH3;) m/e 525(M+H)".

CaoHaoNoOg+ 1.25TFAo] thdh PA2A .

A4k : C, 58.51; H, 6.23; N, 4.20.

A&x : C, 58.52; H, 6.28; N, 4.33,
ALAI0 102

Im
e
>
Im
e
>
N
R
*
=
M
>
=
o gt
L
A
e
£
FA
a
o
s
i
e
T
T
)
|
=
I
HU
e
=
A
w
]
|
i
i
o
>
w
H
I
=

r

2 A0l 6182 OIIEO el A0 61C2 0IAREIE 222028 38-7
g E=ZZOMHIOIEZ XA D=, AU 610 JIsE YEez =2 FSIg==
MESCH, &0 = d28 1:1 CoE &oZ EMoted FHMEt. 1 2z =5

CHCN & =0l SBolAIZ1D S2 AXotH WM NHEZ N I M4=2S =SEHH.

'H NMR (CDCls3, 300MHz) & 0.82(t, 3H, J=8Hz), 1.18(m, 2H), 1.19(s, O9H),
2.12(m, 1H), 2.46(m, 2H), 2.70(m, 3H), 2.85(m, 2H), 3.20(s, 2H), 3.40(dd, 1H,
J=2.8Hz), 3.50(dt, 1H, J=2.8Hz), 3.62(d, 1H, J=8Hz), 3.78(s, 3H), 5.95(s,
2H), 6.72(d, 1H, J=8Hz), 6.84(m, 1H), 6.85(d, 2H, J=8Hz), 7.05(s, 1H),
7.16(d, 2H, J=8Hz). MS(DC1/NH3) m/e 541 (M+H)'.

CaoHaoNz07+ 1.0H:000 thgh LAY

AL : C, 64.50; H, 7.58; N, 5.01.

A&z : C, 64.75; H, 7.35; N, 4.86.
&AL 103

ERHA, EMAD-(4-HSAIHE)-4-(1,3-HECISS-5-2)-1-[2-(N-E2H-(--Z2-OLI = IH2 L
)00l )OI 2 ] 1 B2l EI-3-Ih = Al ¢t

AAIGI 6182 BIZOIRIS T2EoIRIoR, 121D AN 610 0/AREIY S22H0ISE N-I2
Y S2QOMEONIERE HHlGts H2S Relotns, AN 610 JIEE Yoz BH 822 HMXs
Ch &1 X M22 0.1% TFA 2| 10-70% 7HH CHCN22 SZAI34 06l HPLC(Vydac pC18)2 FEIBHCH
SNols 22 S22 AXGI0 WM DHSRH 4D NES LSBT

188-85



<1252>
<1253>

<1254>

<1256>
<1257>

<1258>

1019970701079

' MR (CDCls, 300MHz) & 0.78(t, 3H, J=8Hz), 0.88(t, 3H, J=8Hz), 1.45(m, 2H),
1.48(m, 3H, J=8Hz), 2.55-2.7(m, 2H), 2.90(m, 1H), 3.04(m, 1H), 3.15(m, 3H),
3.28(t, 1H, J=8Hz), 3.45(t, 1H, J=8Hz), 3.60(m, 2H), 3.70(d, 2H, J=8Hz),
3.75(m, 1H), 3.80(s, 3H), 4.25(d, 1H, J=8Hz), 5.95(s, 2H), 6.75(d, IH,
J=8Hz), 6.86(dt, 1H, J=1.8Hz), 6.88(d, 2H, J=8Hz), 7.04(d, 1H, J=1Hz),
7.40(d, 2H, J=8Hz). MS(DC1/NH3) m/e 526(M+H)*.

CooHaoNsOs 1.85TFAol] TH3t PAEA].

AAkx] : C, 53.32; H, 5.59; N, 5.70.

A&z - C, 53.45; H, 5.62; N, 5.63.
AAI 104

Eehn, ERHAD-(4-HSAIHE)-4-(1,3- U LIS SS-2)-1-[2-(N-Z2B-N-(4-H S A H = AISH2 L) Of
Dl )02 |0 B2l El-3-I= &l ot

AAI0I 61BS BIE0I2IE Z2dotelez, eld AAN 6102 0IAREIE 22240

= IEE 4-0IS
ANHEZ2ZZ2Z2H0IEZ WHdts B2 MAdtD=, AA0 6101 JI=a YEZ HM SIEEE M=
StCH. &1 X A28 111 OUE o =2-aez ZH5t0 FMECH O 2 =58 DESES CHCN
2 S0l EBoilAlZI) S AXot0 WM NHEHESZAH &I d=2S =Seth

'H NMR (CD:OD, 300MHz) 3|A olAAel EFE 6§ 0.88(m, 3H), 1.57(m, 2H),
2.45(br s) 2 2.60(br s, 1H &), 2.90-3.15(m, 4H), 3.42-3.7(m, 5H), 3.78(s,
3H), 3.80(s, 3H), 3.85(m) ¥ 4.0(m, 1H %), 5.95(s) % 5.98(s, 20 &),
6.63(m, 1H), 6.72(d, 1H, J=8Hz), 6.81(m, 2H), 6.93(m, 5H), 7.40(m, 2H).
MS(DC1/NHs) m/e 577(M+H)".

CaolaeN20s+ 1.0H000 gt YAEA:

AAA 1 C, 64.63; H, 6.44; N, 4.71.

A&x :C, 64.70; H, 6.38; N, 4.63
&AL 105

EHA EMA-(4-UHSAIHE)-4-(1,3-HELSE-5-2)-1-[2-(N-Z2E-N-(4-HISAIBIZ ) 0t0l =) Ol
gISclg-3-It=a ¢t

& A0l 6182 BIEOtRIS EE%‘O}\JEE, Jelld AAIN 6102 OIAREIE EZ2240IEE OfLla
2 2Z2401EZ UHSts 2 MdtD=, A0 6100 JsE Yge=z ‘-LHI stetEs Mxett. &7
X M=S 111 UOE OHZS-a22 EMotd Hett. O Z2UE =S8 J8=2S (HCON & 20l 2
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<1260>
<1261>

<1262>

<1264>
<1265>

<1266>

1019970701079

'H NMR (CDCls, 300MHz) 3 oldAe ZFE 6§ 0.78(m) = 0.98(t, J=8Hz) 3H
% 1.47(m) 2 1.52(q, J=8Hz) 20 &, 2.25(br s, 1H), 2.78(br s, 1H), 2.90(br
t, 2H), 3.12-3.68(m, 7H), 3.80(s, 3H), 3.82(s, 3H), 5.94(s, 2H), 6.75(d, 1H,

J=8Hz), 6.83(m, 5H), 6.94(m, 1H), 7.22(m, 4H). MS(FAB) m/e 561 (M+H)'.

CaoHzeN207+ 0.75H:000 sl A8
AALz] : C, 66.94; H, 6.58; N, 4.88.

Al&x : C, 67.00; H, 6.38; N, 4.59.

AAIGI 106
ERA EUMAD-(4-HISAIHE)-4-(1,3-HECISS-5-2)-1-[2-(-T2E-N-# X2 00| . ) 0 2] T 22/l
—3-ot= A
AAIGI 6182 HIZOIRIS TROIYIOR, 121D MG 6100 0/AREIY 2RSS WEY
222101S2 HHGHs B2 AMAGtDE, AA0 6101 JISE YHo2 HXl B82S NI &I =
8 CHs

A== 111 C0E o E-"taez 2

HEI0l HAEC 1 Z2BR 45
D SZ AZGH0 WA DHBRA A

'H NMR(CDCls, 300MHz) 3@ ol4dAe EHE §0.65 £ 0.9(m, 3H =), 1.4 &
1.55(m, 2H %), 2.05 2 2.15(m, 1H %), 2.6-3.6(m, 8H), 5.92(s, 2H), 6.70(d,
1H, J=8Hz), 6.82(m, 4H), 7 2-7.4(m, 6H). MS(DC1/NHs)m/e 531(M+H)".
CaiHaaN20s+ 0.3H000 TH3H YAEA.

AALz] : C, 69.46; H, 6.51; N, 5.23.

A& @ C, 69.48; H, 6.19; N, 4.84,
ALAIGI 107

— = £

EtHA EMA-(4-UISAIHE)-4-(1,3-HELISSE-5-2)-1-[2-N-Z2Z-N-HZESAFI2EL 00l =) E ]

AAI0 61BS BIE0IRIE Z=2dottlez, Jeld AAN 6102 OIAREIY S=Z2H0IEE H

pN|
222X Z2HO0IEZ WMol E2 H Ioh_J_E, AN 6101 JisE YHEZ HM S22 MXEZStC.
AJl = MES 0.1% TFA 52 10-70% b CHCN2Z2 & AIA 0lldl HPLC(Vydac pC18)2 FRMIEHCH ==
Ol= B8l =2 AX0l0 WM NEEZN &I dE8E2 =SeHH.

'H NMR(CDCl3, 300MHz)8 0.8(m, 3H), 1.45(m, 2H), 2.20(br m, 1H), 2.75(m, 1H),
2.93(m, 1H), 3.15(m, 2H), 3.32(m, 3H), 3.52(m, 2H), 3.66(m, 1H), 3.78(s, 3H),

5.00(m, 2H), 5.94(s, 2H), 6.72(d, 1H, J=8Hz), 6.82(m, 3H), 7.0(br d, 1H,
J=15Hz), 7.2(s, 4H), 7.30(m, 3H). MS(FAB) m/e 561(M+H)*.
CacHaeN:07+ 1 .0TFAS) T3t QAEA :

A4tz . C, 60.53; H, 5.53; N, 4.15.

A&x - C, 60.66; H, 5.34; N, 4.28.
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<1269>
<1270>

<1271>

<1272>

<1273>

<1274>

<1276>
<1277>

<1278>

<1281>
<1282>

1019970701079

A A0 108
EWA EAHA--(4-HSAIHE)-4-(1,3-HELISE-5-2)-1-[2-(N-Z2E-N-(4-HSAIHE S A E
£)ot0l ) E ]ISl g-3-It 5 A bt
A A0l 61BS DIEOtElE Z2EOEILZ, Tdeld /é'/\|01| 61C<] OI_/.\_ EIZ 2Z22401EE 4-0IE

ABIE SZ22Z200IEZ WHMots B Melotls, AAG 6101 Jise LHeZ M sg=S M
StCt.

A A0 109
Ea_Hﬁ,EEHﬁ—Z (4-U1|§/\I1_H|“') (1, 3-8 RCISE-5-2)-1-[2-(N-RE-N-0IS A2 L 00l =) ol € | Tl

AAIGI 6182 BIE0IRIE REOtIexE, D2l AAM 61C2 0IAREIY 2=t
EZZE=MO0IEZ UHMst=s & HIJ_Io}I’_E, A0 6101 Jl=E HHOZ HI FE=
J 1% TFA &2 10-70% 7HH CHCN2Z SZAI3A 0lldl HPLC(Vydac uC18)2 FMISHCH. == 6t

X A220.
S 2S£ ARG WM DHSRM Al 4SS SSEIL

[t (wal]

=)
In

"I NMR(CDCls, 300MHz) & 0.82(t, 3H, J=8Hz), 1.20(m, 5H), 1.34(m, 2H), 3.08(m,
2H), 3.17(m, 2H), 3.52(m, 2H), 3.75(m, 2H), 3.78(s, 3H), 4.06(q, 2H, J=8Hz),
4.35(br s, 1H), 5.94 (s, 2H), 6.76 (d, 1H, J=8Hz), 6.92 (d, 2H, J=8Hz), 7.03
(br s, 1H), 7.17 (br s, 1H), 7 7(br s, 2H). MS(FAB) m/e 513(M+H)".

CogHagNoO7+ 0.5TFAS] tHat P42

A 1 C, 61 15; H, 6.46; N, 4.92.

AZ=x 1 C, 60.99; H, 6.80; N, 4.93.

AAI0I 110
Saix SR A2- (40 SAIHE)-4-(1,3-UECISE5-2)-1-[2-(N-PE-N-T 22 A= 0f0]=)of
] |§a|£| 3 9|.E/\I,\|»

AAIOl 61BS DIEOIRIS SE00IO2, J2lD AAIG 6102 0|AREIY 22210|E2 T2W
S22I2M0IER (sl E8 MoAGns, AN 6101 JiSE WeO= EX HEBS MEBC
A X A2Z2 111 0olE oE2-3a02 2 HB HMAFBICH. 0 ZD2 £S3 DH2Z CHCON 2 2
Of 2HAIIID ST AXG0 MM DEHSZAH A A22 %s_u
H NMR(CDCls; 300MHz) & 0.80(br s, 1H), 0.85(t, 3H, J=8Hz), 0.92(br s, 1H),
1.22(m, 3H), 1.40(m, 3H), 1.62(br m, 1H), 2.15(br s, 1H), 2.72(m, 1H),
2.87(m, 1H), 3.1-3.45(m, 5H), 3.55(m, 1H), 3.64(d, 1H, J=8Hz), 3.79(s, 3H),
3.88(br s, 1H), 3.97(br s, 1H), 5.95(s, 2H), 6.73(d, 1H, J=8Hz), 6.85(m, 3H),
7.0(s, 1H), 7.30(d, 2H, J=8Hz). MS(FAB) m/e 527(M+H)*.

CooHsgNoO7+ 0.15H:000 thgh PAEA:

AAFR : C, 65.80; H, 7.29; N, 5.29.

A&x :C, 65.79; H, 7.30; N, 5.21.

AAIC 111

Saix S A2-(4- 0 SAHE)4-(1,3-WELSE-5-2)-1-[2-(N-TZH-N-T 2242 L0101 =) 0f

gl Eeld-3-It= a4t
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<1283>

<1286>
<1287>
<1288>

<1290>
<1291>

<1292>

<1294>
<1295>
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S=2XZHO0IEZ UHdte 2 Hst= I
a4l £ =2 111 UOE GlHS-ae=2 2Mot0d RSt
A

'H NMR(CDCl3, 300MHz) 6 0.80(t, 3H, J=8Hz), 0.93(m, 3H), 1.43(m, 3H), 1.62(m,
1H), 2.15(br s, 1H), 2.68-3.45(m, 8H), 3.54(m, 1H), 3.66(m, 1H), 3.78(s, 3H),
3.94(m, 2H), 5.94(s, 2H), 6.72(d, 1H, J=8Hz), 6.82(m, 1H), 6.84(d, 2H,
J=8Hz), 7.00(br s, 1H), 7.33(m, 2H)  MS(DCI/NHs)m/e513(M+H)".

CosHagNoO7+ 0.15H,000 ot LA EA:

AArX] : C, 65.26; H, 7.10; N, 5.44.

A& . C, 65.22; H, 6.74; N, 5.06.

AlLGI 112

HA EHMA-I-(NN-CI(n-E2E)0I0IIEY ) HE-2,4-Cl (1,3~ E2L|=2&-5-) I =2
g A

4-HISAIOHNEH = A& 3,4-HECIZ2AMNEH =S Y
Krapcho et al., Org. Syn. 47, 20(1967)]101 JIMHE gHo=2 HXE= g =]
HIOIEE AAI0 10 Jl=S 2RO 2ol BHSAIFH HWM NSHS2M EH 22 =S8

$3° 58-60TC. 'H NMR(CDCls, 300MHz) & 0.87(4%A J=6Hz, 6H), 1.12(6FA,

Im

J=6Hz, 2H), 1.24-1.51(m, 6H), 2.80(d, J=13Hz, 1H), 2.94-3.12(m, 4H),
3.28-3.50(m, 4H), 3.58-3.62(m, 1H), 3.78(d, J=9Hz, 1H), 5.95(s, 4H), 6.73(dd,
J=8Hz, 3Hz, 2H), 6.84-6.89(m, 2H), 6.92(d, J=1Hz, 1H), 7.01(d, H=1Hz, 1H).

MS(DC1/NHz) m/e 525(M+H)*.
AAI 113

EgiA EA-1-(2-(N-(n-22)-N-Z2Z L Z L 0t0|
2) I Eele-3-Irsadt

A0 6601 JI=E LS AIEGIH, WA DESZ2A

ok, &4-: 64-65TC. 'H NMR(CDCls, 300MHz)S 0.83(t, J

-

JOIE)-2-(4-BI SAIH L )-4-(1,3-HUECISS-5-

tHl

Ml =t (S

i
m
mjo

tol

7Hz, 3H), 0.98(t,

J=THz, 3H), 1.12-1.25(m, 2H), 1.32-1.41(m, 2H), 1.75(6%%, J=THz, 2H),
2.23-2.31(m, 2H), 2.72-3.32(m, 8H), 3.43(dd, J=9Hz, 3Hz, 1H), 3.53-3.59(m,
1), 3.65(d, J=9Hz, 1H), 3.80(s, 3H), 5.95(s, 2H), 6.73(d, J=8Hz, 1H),
6.83(dd, J=8Hz, 1Hz, 1H), 6.88(d, J=9Hz, 2H), 7.02(d, J=1Hz, 1H), 7.33(d,

J=9Hz, 2H). MS(DC1/NHs) m/e 547(M+H)".

A0 114
EgiA EHAA-(NN-CI(n-2E )00l 2L UHE )-2-(4-HSAHE)-4-(1,3-

3-It= Al

S
b
a
o
[LIIH
@
e
=
1
o
ra
|
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<1296>

<1298>
<1299>

<1300>

<1302>
<1303>

<1304>

<1307>
<1308>

<1309>

1019970701079

AAI0 28 & 4301 Jl=& LHES AIEotH,

e
Iz

A=

0&

S2AM

Fel

IN[I-igsi

o

PNIES

o

tCE.

=
=

o

ton

§™: 74-76TC. 'H NMR(CDCls, 300MHz) & 0.80(t, J=6Hz, 3H), 0.88(t, J=8Hz,
3H), 1.08(6%4, J=8Hz, 2H), 1.21-1.48(m, 6H), 2.75(d, J=12Hz, 1H),
2.95-3.09(m, 4H), 3.26-3.59(m, 5H), 3.75(d, J=9Hz, 1H), 3.79(s, 3H), 4.28(s,
4H), 6.78(d, J=9Hz, 1H), 6.85(d, J=9Hz, 2H), 6.91(dd, J=3Hz, 9Hz, 1H),

6.98(d, J=3Hz, 1H), 7.32(d, J=9Hz, 2H). MS(DCI/NH3) m/e 525(M+H)*.

A A0 115

EtHA EHA-(2-(N-EZ2E-N-ZZ2ZAZY0I0IS)HE ) -2-(4-HSAIH L )-4-(1,3-HECISE-5-
)| 22| Cl-3-IF = Al A

A0 660l Jlsel HES AISOI0, B4 NES2 M HM =SS MZEtl.

¢4 72-73°C. 'H NMR(CDCls, 300MHz) & 0.79(t, J=8Hz, 3H), 0.98(t, J=8Hz,
3H), 1.43(65A, J=8Hz, 2H), 1 75(6%A, J=éHz, 2H), 2.22-2.32(m, 1H),
2.69-3.32(m, 9H), 3.42(dd, J=3Hz, 12Hz, 1H), 3.52-3.58(m, 1H), 3.64(d,
J=12Hz, 1H), 3.80(s, 3H), 5.95(s, 2H), 6.73(d, J=11Hz, 1H), 6.83(dd, J=1Hz,
11Hz, 1H), 6.87(d, J=11Hz, 2H), 7.0(d, J=2Hz, 1H), 7.32(d, J=11Hz, 2H).

MS(DC1/NHs) m/e 533(M+H)*.
AAIC 116

Im
i
NE
m
m
I
33
;g
1
m
=
|
1
i
Bx
I
ne
=
a
b
=
m
=
=
0
>
=
C
P
E:
b
[w
o
s
o
o
=
i

2l &-3- J}E“/\F

AAI0I 660 JI=E HHEE A

€3 62-63C. 'H NMR(CDCl;, 300MHz) & 0.82(t, J=6Hz, 3H), 0.91(t, J=6Hz,

0fo
ol
=
JE
=
N
0&
H1J
x
bl
>
ton
ot
1o
ujo
>
FA
o
a

3H), 1.20(6FA, J=6Hz, 2H), 1.33-1.42(m, 4H), 1.68(4%X J=6Hz, 3H),
2.23-2.32(m, 1H), 2.70-3.28(m, 9H), 3.41(d, J=8Hz, 1H), 3.52-3.58(m, 1H),
3.65(d, J=8Hz, 1H), 3.79 (s, 3H), 5.95 (s, 2H), 6.72 (d, J=8Hz, 1H), 6.82 (d,

J=8Hz, 1H), 6.87(d, J=8Hz, 2H), 7.01(s, 1H), 7.32(d, J=8Hz, 2H). MS(DC1/NHs)

m/e 561(M+H)*.

AAIN 117
EfA EHA-(2-(NN-CIREO0I0I 2L MU E )-2-(N-HSAIHSAIHE )-4-(1,3-H =01 5-5-2) I

o EZZ0E HE oE=2 & ECEote2z XLl

SIOIESAIONEH=S A20lA 23
& 0t b, OIS AAIG 101 D= HH2Z Xcloto A

Gtod OilE' 4-U1I§/\I[H|§A|H“ MIEIolIE
NEEENM HEN SEES =S50

Jin
ghmx

THF
A

MN—L
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% 48-49C. 'H NMR(CDCls, 300MHz) & 0.81(t, J=7Hz, 3H), 0.88(t, J=THz,
3H), 1.06(6%4, J=7Hz, 2H), 1.20-1.35(m, 4H), 1.44(4%A, J=THz, 2H),
2.75(d, J=12Hz, 1H), 2.94-3.10(m, 4H), 3.25-3.35(m, 1H), 3.40(d, J=12Hz, 1H),
3.43-3.52(m, 2H), 3.47(s, 3H), 3.55-3.62(m, 1H), 3.77(d, J=9Hz, 1H), 5.15(s,
2H), 5.94(m, 2H), 6.73(d, J=8Hz, 1H), 6.86(dd, J=1Hz, 8Hz, 1H), 7.0(d, J=8Hz,

2H), 7.04(d, J=1Hz, 1H), 7.32(d, J=8Hz, 2H). MS(DCI/NHs) m/e 541(M+H)*.
<1311> ALAIG 118

<1312> EgtiA EMA-(2-(NN-CIREO00I=HELHE )-2-(4-CtOIESAIHYE )-4-(1,3-HZ0ISS-5-2) I E
clE-3-Jtsa 4 ol0IEZS2201E &

<1313> AA0 1162FH ==& 2SS 111 THR: 0 AEZ2EES S && HCIZ XM2lotd %M NS
AN 2N EES +=SEtl.

¢d: 211-212C. 'H NMR(CDL D, 300MHz)§ O .90(t, J=8Hz, 6H), 1.12-1.27(m,
6H), 1.36-1.45(m, 2H), 3.04(bs, 1H), 3.14-3.35(t, J=O9Hz, 1H), 3.90(bs, 3H),
4.17(d, J=15Hz, 1H), 5.96(s, 2H), 6.82-6.93(m, 4H), 7.03(d, J=1Hz, 1H),

7.42(bs, 2H). MS(DCL/NHs) m/e 497(M+H)*.
<1315> AAI 119

<1316> EHA EMAA-(2-(N-0|ARE-N-ZEEZHIZHOI0| =) E)-2-(4-HSAIH L )-4-(1,3-H 0K 5-5-
)OI Sele-3-It=al ¢t
<1317> A0 660 D= HES ALESCIH, HM ISHEZ AN HA sS=S MIEC.

$3: 73-74°C. 'H NMR(CDCls, 300MHz) & 0.80(d, J=6Hz, 6H), 0.98(t, J=8Hz,
3H), 1.62(6%A, J=6Hz, 1H), 1.74(6%X, J=8Hz, 2H), 2.23-2.34(m, 1H),
2 68-2.98(m, 7H), 3.08-3.18(m, 1H), 3.26-3.42(m, 2H), 3.52-3.58(m, 1IH),
3.65(d, J=OHz, 1H), 3.80(s, 3H), 5.90(s, 2H), 6.74(d, J=8Hz, 1H), 6.82(d,
J=8Hz, 1H), 6.86(d, J=8Hz, 2H), 6.98(d, J=1Hz, 1H), 7.33(d, J=8Hz, Z2H).

MS(DC1/NHs) m/e 547 (M+H)".

<1319> A A0 120

<1320> EfA EA--(2-(N-HIAA
E2|CI-3-It=2 Al A

Hel

E-N-Z2Z0t0l )0 E)-2-(4-0ISAIH L )-4-(1,3-IECIS5-5-2) I
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H

<1321> AAI0 6601 D= 2E

o

APSSH, A 1S

OQL

SZMN EM 3t

o

NS

i

Ct.

=)
=

oo

tol

$7: 89-91C. 'H NMR(CDCls, 300MHz) & 0.74(t, J=6Hz, 3H), 1.33(654, J=6lz,
oH), 2.20-2.30(m, 1H), 2.62-2.72(m, 1H), 2.85-3.05(m, 4H), 3.12-3.22(m, 1H),
3.38(dd, J=3Hz, 9Hz, 1H), 3.49-3.57(m, 1H), 3.62(d, J=9Hz, 1H), 3.82(s, 3H),
5.96(s, 2H), 6.73(d, J=8Hz, 1H), 6.84(dd, J=1Hz, 8Hz, 1H), 6.85(d, J=9Hz,
2H), 7.02(d, J=1Hz, 1H), 7.28(d, J=9Hz, 2H), 7.39-7.54(m, 3H), 7.70(d, J=THz,

2H). MS(DC1/NHs) m/e 567(M+H)".
<1323>  ALAlOl 121

<1324>  EUA EMA-(2-(N-(4-HISAMH LT L)-N-T 20101 &) WL )-2-(4-HI SAIH L) -4-(1,3-HEC S
~5-2) I 2l EI-3-Ih= Al A
<1325> AAICI 660 JISE HHS ALEGI0l, WA DHSEA EX HESS HES,

€4 96-97C 'H NMR(CDCls, 300MHz) & 0.73(t, J=7Hz, 3H), 1.34(65A, J=THz,
9H), 2.20-2.30(m, 1H), 2.62-2.71(m, 1H), 2.82-3.03(m, 4H), 3.08-3.18(m, 2H),
3.38(dd, J=3Hz, 9Hz, 1H), 3.48-3.58(m, 1H), 3.62(d, J=9Hz, 1H), 3.81(s, 3H),
3.86(s, 3H), 5.95(s, 2H), 6 73(d, J=8Hz, 1H), 6.81-6.89 (m 5H), 7.01 (d,

J=1Hz, 1H), 7.28 (d, J=8Hz, 2H), 7.62 (d, J=8Hz, 2H). MS(DCI/NH;) m/e

597 (M+H)*.

<1327> AAI0 122

<1328> EA EMA--(NN-CI(n-2E)0t0| =2 L HE )-2-(2-THEAMHNEAA4-HEAH L )-4-(1,3-H =2
-5-9)TI| 2| HI-3-IH = Al A

<1329> 2-5{0IS=A-5-HISAOHHEH =S 70CH A TH S +£3LES  S=R0ISHL0E 22
Helotd e 2-HIEANSAI-4-HSAIHZLOLMHOIESE 58%3, 0lE AAIW 10l Jl=e gEgoez

Xcloto] M NE=SZA HM SE=ES —’F%@E}.

§3d: 63 WA 65TC. 'H NMR(CDCls, 300MHz)& 0.84(t, J=7Hz, 3H), 0.89(t, J=THz,
3H), 1 16(6%A, J=7Hz, 2H), 1.28(6%FA, J=THz, 2H), 1.45-1.52(m, 4H),
2.87-2.94(m, 2H), 3.00-3.16(m, 3H), 3.26-3.36(m, 2H), 3.43(s, 3H),
3.47-3.54(m, 3H), 3.66-3.72(m, 2H), 3.78(s, 3H), 3.76-3.84(m, 1H),
4.02-4 10(m, 2H), 4.25(d, J=9Hz, 1H), 5.92(s, 2H), 6.40(d, J=2Hz, 1H),
6.52(dd, J=2Hz, 9Hz, 1H), 6.70(d, J=8Hz, 1H), 6.83(dd, J=1Hz, 8Hz, 1H),

5.98(d, J=2Hz, 1H), 7.53(d, J=9Hz, 1H). MS(DCI1/NHs)m/e585(M+H)*.
<1331> alAI0 123
<1332> EYA EHAA-(2-(N-E2Z-N-(2,4-CIHEHHEZL)OI0I )0 E )-2-(4-HEAHE )-4-(1, 3-8 ]
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S&-5-2)0E2lH-3-3t=4
<1333> A A0 6601 Jl=E

&t
=]

YY=S ASoIH, |/ e

[e]]
OQL

22N

tHl

Ml =t

i
mjo

D[S

o

Ch.

=]
=

tol

7 88-90C. ' NMR(CDCls, 300MHz)§ 0.69(t, J=7Hz, 3H), 1.32(6%, J=7Hz,
oH), 2.12-2.20(m, 1H), 2.32(s, 3H), 2.47(s, 3H), 2.62-2.69(m, 1H), 2.78(t,
J=9Hz, 1H), 2.89(dd, J=8Hz, 1H), 3.02(6%A, J=9Hz, 2H), 3.15-3.32(m, 3H),
3.46-3.55(m, 1H), 3.60(d, J=9Hz, 1H), 3.82(s, 3H), 5.96(s, 2H), 6.72(d,
J=THz, 1H), 6.80(dd, J=1Hz, 9Hz, 1H), 6.86(d, J=OHz, 2H), 6.97(d, J=1Hz, 1H),

7 03(bs, 2H), 7.29(d, J=OHz, 1H). MS(DCI/NH3) m/e S95(M+H)*
<1335>  ALAIO] 124

<1336> EUA EMAI-(2-(N-EZ

L-N-(3-2R2E2T2LETY)0H ) 0l )-2-(4-HSAIH L )-4-(1,3-# =C|
22-5-2)0S2H-3-IH= A

<1337> A0 660l Jl=a LS ALZ0IH, 8N DESZA

tEl

Ml =t

i
mjo

D[S

o

Ch.

=]
=

toln

$7A. 75-76°C. 'H NMR(CDCls, 300MHz) & 0.80(t, J=7Hz, 3H), 1.45(6%A, J=THz,
2H), 2.15-2.31(m, 3H), 2.70-2.80(m, 1H), 2.85-3.10(m, 6H), 3.23-3.31(m, 2H),
3.43(bd, J=9Hz, 1H), 3.55-3.66(m, 4H), 3.81(s, 3H), 5.94(s, 2H), 6.73(d,
J=8Hz, 1H), 6.82(d, J=8Hz, 1H), 6.86(d, J=8Hz, 2H), 7.00(s, 1H), 7.33(d,

J=8Hz, 2H). MS(DC1/NHs) m/e 567(M+H)".
<1339> ALAIGI 125

<1340>  ERA EMA--(2-N-TRE-N-(2-HISAINZETL)0H0I L) 0L )-2-(4-HSAH L )-4-(1,3- U 0| S &-
5-2) I B2l E-3-IH S Al A

<1341> AN 6601 Jl== EE AISoHH,
EUA ESHA-1-(2-(N-Z2Z-N-(HIEE2d)0t0lc)0E)-2-(4-HSAH L )-4-(1,3-BI X0 S E-5-
2) I EcIE-3-IF LS MESC. HES 2 =8 FMSFUESS MS5H MAHZ Jt=20H6tH
A DHEZAM HEAHM @

74 62-64C. 'H NMR(CDCls, 300MHz) & 0.78(t, J=7Hz, 3H), 1 42(6F X, J=THz,
2H), 2.23-2.32(m, 1H), 2.72-2.79(m, 1H), 2.86-3.05(m, 4H), 3.10-3.27(m, 4H),
3.32(s, 3H), 3.43(dd, J=3Hz, 9Hz, 1H), 3.53-3.58(m, 1H), 3.65(d, J=9Hz, 1H),
3.69(t, J=6Hz, 2H), 3.80(s, 3H), 5.94(s, 2H), 6.73(d, J=8Hz, 1H), 6.82(dd,
J=1Hz, 8Hz, 1H), 6.87(d, J=8Hz, 2H), 7.02(d, J=1Hz, 1H), 7.33(d, J=8Hz, 2H).

MS(DC1/NHs) m/e 549(M+H)*.
<1343> AAI0 126

<1344>  EUA EMA|-(2-(NER2L-N-(-HSANZLEL)0H0I L) HE)-2-(4-HSAHL)-4-(1,3-HEO S
-5-2) I B2l EI-3-Ih = Al ok
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<1345>

<1348>
<1349>

<1350>

<1352>
<1353>

<1354>

<1356>
<1357>

1019970701079

AAI0 660 D= YHES AEoH0, A tet

¥4 58-60C 'H NMR(CDCls, 300MHz) & 0.78(t, J=7Hz, 3H), 1.18(t, J=7Hz,

N
ogr
o

2N

H

N

o

NS

i

Ct.

=)
=

ol
tol
on

3H), 1.43(6% 4, J=7Hz, 2H), 2.24-2.33(m, 1H), 2.70-2.80(m, 1H), 2.87-3.05(m,

4H), 3.13-3.20(m, 2H), 3.22-3.32(m, 2H), 3.42(dd, J=2Hz, 9Hz, 1H), 3.46(q,
J=THz, 2H), 3.52-3.58(m, 1H), 3.65(d, J=9Hz, 1H), 3.72(t, J=6Hz, 2H), 3.80(s,
3H), 5.95(s, 2H), 6.73(d, J=7Hz, 1H), 6.83(dd, J=1Hz, 7Hz, 1H), 6.87(d,

J=8Hz, 2H), 7.00(d, J=1Hz, 1H), 7.32(d, J=8Hz, 2H). MS(DC1/NHs) m/e 563(M+H)".
AAl0 127

$3: 102-104T. 'H NMR(CDCl3, 300MHz)§ 0.62(t, J=7Hz, 3H), 1.28(634, J=THz,
2H), 2.12-2.20(m, 1H), 2.78(t, 1H), 2.88(s, 6H), 2.72-2.89(m, 1H), 3.05-3.12
(m, 2H), 3.26-3.45(m, 3H), 3.45-3.52(m, 1H), 3.58(d, J=9Hz, 1H), 6.97(d,
J=1Hz, 1H), 7.13(d, J=7Hz, 1H), 7.26(d, J=8Hz, 1H), 7.42-7.50(m, 2H),
8.08(dd, J=1Hz, 7Hz, 1H), 8.20(d, J=8Hz, 1H), 8.48(d, J=8Hz, 1H).

MS(DC1/NHs)m/e 660 (M+H)*.

2 A0 128
EtHA EBA-1-(2-(N-ZZ2E-N-(NIEEZY)0t0I =) E)-2-(4-HEAHE )-4-(1,3-HELISE-5-
)OI SelE-3-I= ALt

AAI0 660 DI=E LHEES AIEGIH, WA NHEZ M HA f

b
€4 70-72C 'H NMR(CDCls, 300MHz)& 0.79(t, J=8Hz, 3H),

ujo

NES

28(t, J=THz, 3H),

o

Ct.

Ton

ton

2
1
1.43(q, J=8Hz, 2H), 2.22-2.30(m, 1H), 2.71-2.80(m, 1H), 2.82-3.10(m, 6H),
3.18-3.32(m, 2H), 3.43(dd, J=3Hz, 9Hz, 1H), 3.53-3.60(m, 1H), 3.65(d, J=9Hz,
1H), 3.80(s, 3H), 5.96(s, 2H), 6.73(d, J=7Hz, 1H), 6.82(dd, J=1Hz, 7Hz, 1H),

6.88(d, J=8Hz, 2H), 7.00(d, J=1Hz, 1H),. 7.32(d, J=8Hz, 2H). MS(DC1/NH3)m/e

519 (M+H)*.

2 A0 129

SeiA EMA--(2-(N-EZE-N-(4-H S U ST )OI =) 0 2 )-2-(4-HI S AIH L) —4-(1,3- M R LI S &-
5-2) I E2lE-3-IHZ Al
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<1358>

<1360>
<1361>

<1362>

<1364>
<1365>

<1366>

<1369>
<1370>
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L

o

i

A A0 660 JI=E ZHEHES AIE0I0, M DHEZA

H

N,

€4d. 78-79C. 'H MMR(CDCls, 300MHz)S 0.73(t, J=7Hz, 3H), 1.33(6%4, J=7Hz,

o

HIZ=8tCt.

=)
=

ol
tol
on

0

2H), 2.20-2.30(m, 1H), 2.40(s, 3H), 2.61-2.72(m, 1H), 2.83-3.05(m, 4H),
3.08-3.19(m, 2H), 3.48(dd, J=3Hz, 9Hz, 1H), 3.49-3.57(m, 1H), 3.62(d, J=9Hz,
1H), 3.81(s, 3H), 5.95(s, 2H), 6.73(d, J=8Hz, 1H), 6.82(d, J=8Hz, 1H),
6.87(d, J=8Hz, 2H), 7.00(s, 1H), 7.21(d, J=8Hz, 2H), 7.29(d, J=8Hz, 2H),

7.57(d, J=8Hz, 2H) MS(DCl/NHs)m/e 581 (M+H)*

AAIG 130

E#A, E2A-(N,N-Cl (n-52)0H0I I B L B2 )-2-(3-TI2I 2 )-4-(1,3-H XL
Sl

Jo
k>

-5-2) I EelEl-3-3¢

28 [ZX: Wenkert, et al., J. Org. Chem. 48:5006(1983) 10l JIME Yoz
OLMIHIOIEE M5t 0l &AM 10 JIXHE 2oz XH2lolod s NES= N HAH
5tC}.

3. 167-168TC. 'H NMR(CDCls, 300MHz)8 0.82(t, J=7Hz, 3H), 0.89(t, J=7Hz,

g LIZ2E
|

seEsS

3H), 1.14(6%A, J=7Hz, 2H), 1.23-1.48(m, 6H), 2.86-3.20(m, 6H), 3.34-3.43(m,
2H), 3.57(dd, J=3Hz, 9Hz, 1H), 3.75-3.83(m, 1H), 4.08(d, J=9Hz, 1H), 5.93(s,
2H), 6.73(d, J=8Hz, 1H), 6.90(dd, J=2Hz, 8Hz, 1H), 7.03(d, J=2Hz, 1H),
7.38(dd, J=4Hz, 8Hz, 1H), 8.04(d, J=8Hz, 1H), 8.48(dd, J=2Hz, 4Hz, 2H).

MS(DC1/NHs)m/e 482 (M+H)'.
ALAIOGI 131

EdA EHA-(2-(N-EZZE-N-(n-REEZL)00I)ME)-2-(4-HSAHE)-4-(1,3-H LI S&-5-
)OI SelE-3-I= a4t

AAI0I 6601 JI=E HHEES M f

ol
o

NIES

o

= Ck.

t
4. 65-66C. 'H NMR(CDCls, 300MHz)§ 0.78(t, J=7Hz, 3H), 0.92(t, J=7Hz, 3H),

=)

LA DES2 A

ogr
FH

Ml st

0F0
o]}
ton
Il

1.31-1.46(m, 4H), 1.68(4%4, J=THz, 2H), 2.21-2.32(m, 1H), 2.70-3.08(m, 7H),
3.12-3.23(m, 2H), 3.42(dd, J=2Hz, 9Hz, 1H), 3.52-3.58(m, 1H), 3.64(d, J=9Hz,
1H), 3.80(s, 3H), 5.96(s, 2H), 6.72(d, J=7Hz, 1H), 6.83(dd, J=1Hz, 7Hz, 1H),
6.86(d, J=8Hz, 2H), 7.00(d, J=1Hz, 1H), 7.32(d, J=8Hz, 2H). MS(DCl/NHz) m/e

547(M+H)*.

AAI0N 132
EWA EHAA-(2-(N-ZZ2E-N-(4-S22HHLEZY )00 )HE)-2-(4-HSAHYE )-4-(1,3-HECI=S
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<1371> AAIG) 6601 JISE LS ALSOHO, WAl DHS2A BN ASESS MIE,
€3 105-106C 'H NMR(CDCls, 300MHz)§ 0.72(t, J=7Hz, 3H), 1.34(6%4, J=THz,

2H), 2.56-2.62(m, 1H), 2.78-2.86(m, 1H), 2.96-3.03(m, 3H), 3.13-3.26(m, 3H),
3.51(dd, J=bHz, 9Hz, 1H), 3.62-3.68(m, 1H), 3.80(s, 3H), 3.94(d, J=9Hz, 1H),
5.92(s, 2H), 6.75(d, J=8Hz, 1H), 6.84(dd, J=2Hz, 8Hz, 1H), 6.94(d, J=8Hz,
2H), 6.98(d, J=2Hz, 1H), 7.36(d, J=8Hz, 1H), 7.49(d, J=8Hz, 1H), 7.68(d,

J=8Hz, 1H). MS(DCI/NH3) m/e 601 (M+H)*.
<1373> ALAIOG 133

<1374> Ea._Hﬁ,EE‘_Hﬁ 1-(2-(N-Z2E-N-(HWEEZ )00l =)0l E)-2-(4-HISAH L )-4-(1,3-UECI S E-5-
2) I Sele-3-It=a 4t
<1375> A0 660l Jlsel HES ALSOI0, B4 NS M HH =SS MZEtl.

$74: 88-89C. 'H NMR(CDCls, 300MHz)& 0.72(t, J=7Hz, 3H), 1.32(6%4, J=THz,
9H), 2.06-2.16(m, 1H), 2.56-2.67(m, 1H), 2.75-3.10(m, 6H), 3.30(dd, J=2Hz,
OHz, 1H), 5.95(s, 2H), 6.73(d, J=7Hz, 1H), 6.80(dd, J=1Hz, 7Hz, 1H), 6.86(d,

J=8Hz, 2H), 6.97(d, J=1Hz, 1H), 7.27-7.35(m, 7H). MS(DCI/NHs)m/e 581 M+

<1377> S A0 134

<1378> ERUA ERMA-(2-(N-DRE-N-(4-EZQ2UHET L )00 ) 0l 2 )-2-(4-HI SAIHE )-4-(1,3-# XL
S£-5-2) 0182l H-3-I= A &

<1379> A A0 660l JI=E HHEE AIE0I0, M DEHEZA

FH

Al =t

]
1o

PN[[ES

a

Ct.

=]
=

tol

$A. 91-93C. 'H NMR(CDCls, 300MHz)s 0.73(t, J=7Hz, 3H), 1.44(6FA
J=THz, 2H), 2.18-2.27(m, 1H), 2.56-2.67(m, 1H), 2.78-2.87(m, 2H), 2.97(7FA,
J=8Hz, 2H), 3.11-3.16(m, 2H), 3.33(dd, J=2Hz, 9Hz, 1H), 3.43-3.50(m, 1H),
3.57(d, J=9Hz, 1H), 3.78(s, 3H), 7.08(t, J=8Hz, 2H), 7.24(d, J=8Hz, 2H),

7.69(dd, J=5Hz, 8Hz, 2H). MS(DC1/NHz)m/e 585 (M+H)'.

<1381> A A0 135

<1382>  EUA, EMA-(N-HEL-N-Z2LOI0I LIS LIS )-2-(4-H SAIHEL )-4-(4-# EF et ) I 22l ©-3-9t =
A

<1383> 2 A0 135A

<1384>  WMIZETR-4-5=ALEEH0IE

<1385> 0'C2l DNF(60mL) Z°| OIUYIZ 22 (4.00g, 100mmol, 1.25eq) ZS| 60% +=ABHLIESO| & Etouof
DNF(51L) 59 3-222H=(13.80, 80mmol) SAUS HIISICH 102 £, SEZRO0MELHGHIE CloE
OFKIE(14.9nL, 96.6mmol, 1.24eq)S EOIEH C1S 1 22 +58t SH2Z2 120CHA 2,502 S0t If
ABICH &) EB2S ALK H2ANIID 20 2D, HEHEZZ o8 =380 &I RI SAUS NSO,
2 ATAIID, GBI, SLAD FB SRO0 LM MR (17.1g, 74%)E ST 0.4mHoMIA bl
& 160-163C.

<1386> Jt@st Z2IQ1AM(15.30) 0 WA (50L) FO AD| &8t2(17.1g, 59.3mo0l) BUES HIIstC 1

B2 £SE SESS 4A2 SOIO ABE DL A% BRAIISA JtEstD, 1% M 52 X4



<1387>

<1388>
<1389>

<1390>

<1392>
<1393>

<1394>

<1396>
<1397>

<1398>

1019970701079

AN et 2, OtdS e .
Fot 24 c’%‘JHI(S 139, 707)% +=S8tCH. 0.6mmHoOIl Al BIE 62-721
)

-78C2 OIEIZ(80mL) =2 &2| StE=(8.11g, 41.5mmol
£ &2 1./M t-2=2l&(48.8
MF(6 5mL, 83mmol, 2eq) EBHUS FHIotD, &I EEFSS 2412 S %‘83

-70Cot €Al &
IEHE(ZOmL) %O

o) Eg=Es

1210+ A &2

= “EIJ} D“Oﬂ/\-l AtSOl 10% iHZZ E2EAA & 320 EJEHLLIE X*HIOP@I (HRFE6-ItSL
2HIGH0IE(1.22g9) ¥ HIZZE-4-IISAAHGH0IE(1.860)E 2 Sl

Ej

PO

|'0II
>—£]52-*

AAGI 1358
EahA, ERA--(N-HE-N-T 200 = Ik 2 L M2 )-2-(4-HI S ALH & )-4-(4-#1 Z 22 ) 1| B2 2 -3-5}
=l

AAIGI 4902 THZES AN 13BAZRE S8 SI822 WAL, 2A0 1 L 4901 DI
SE wHS ABOO EH SE2S HESCH

' NMR(300MHz, CDCls)(&% 3] olAA)s 7.59(1H, t, J=3Hz), 7.4-7.2(6H, m),
6.8(2H, d, J=8Hz), 4.03(1H, m), 3.94(1H, dd, J=8Hz, 3Hz), 3.77(3H, s),
3.61(1H, dd, J=8Hz, 73Hz), 3.42(1H, dd, J=11Hz, 5Hz), 3.40-2.90(5H, m),
2.82(2.81)(3H, s), 1.50(2H, 7%FA, J=THz), 0.82(0.75)(3H, t, J=7Hz)
MS(DC1/NHs)m/e 451 (M+H)'.

Cz6HaoNz05+ AcOHoll thdt Yai4]:

AR : C, 65,87; H, 6.71, N, 5.49.

A&xX . C, 66.04; H, 6.42, N, 5.60.

Ol 136
A EHA-I-(N-HE-N-ZZ2Z 00| IELE U E)-2-(4-HSAIH L )-4-(6-B = Fet ) I Sl 2 -3-3t
A

A0 40A9 HlHZYS A 135A§‘:’Ei =Set HAFTe-6-IISALHOI0IEZ HAMGHLA,
AAIG 1 R 4901 D= L0 et EH =SS MESHCH

' NMR(300MHz, CDCl3)(2% 3™o]AdA|)6 7.65(1H, bd), 7.60(1H, d, J=2Hz),
7.55(1H, d, J=8Hz), 7.35(3H, m), 6.85(2H, dd, J=8Hz, 3Hz), 6.75(1H, dd,
J=3Hz, 2Hz), 3.83(2H, m), 3.79(3H, s), 3.60-3.0(7H, m), 2.91(2.83)(s, 3H),
1.51(2H, 754, J=7Hz), 0.83(0.78)(3H, t, J=7Hz). MS(DCI/NHs)m/e 451 (M+H)".
CollaoN0s+ 0.5H000 ek AAEA:

AlAkz) - C, 67.96; H, 6.80; N, 6.10.

AZ&x : C, 67.90; H, 6.71; N, 6.07.

A0 137
EA EA-(N-HE-N-ZZ2ZOI0II2LE M E)-2-(4-HI S AIH E )-4-(6-H E-23-CIGI0| =2 F2te)
LEcH-3-It=a 4t

AAIO 136222H =S8 SEE2 FME 230l hplcdt 2=, AcOHES H, 47122
A stetE2s +=Sett
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'H NMR(300MHz, CDCl3)(& % 3 Aol A|)6 7.49(7.47)(2H, d, J=8Hz), 7.19(1H, d,
J=8Hz), 7.00(1H, m), 7.82(3H, m), 5.40(1H, dd, J=11Hz, 7Hz), 4.58(2H, t,
J=8Hz), 4.18(1H, m), 4.10(1H, m), 3.88(1H, m), 3 79(3H, s), 3.60(1H, m),
3.35(1H, m), 3.19(2H, t, J=8Hz), 3.00(4H, m), 2.91(2.78)(s, 3H),
1.53(1.40)(2H, 7%, J=THz), 0.88(0.78)(3H, t, J=7Hz). MS(DCI/NH:)m/e 453
(M+H)*,

CosHaoNoOs: 1.25TFA<l] 3 A8

<1401> &AL 138
E

<1402> EUA EHA-(NN-CISEO00I=IHELHE )-2-(4-HSAH L )-4-(4-BI X Fetd ) I Sl H-3-It = A &
<1403> A0 40A2 THZES HXAFe-4-JISALMHGI0I=2 MG N-HE-N-E2ZEZZ20IME
oLol= -CIFRE EZZ20tAEODIEZ Mot OA, AN 1 & 4901 Dl== 20 Ot ZM st

E NN
== HMIZ8Ch.

'H NMR(300MHz, CDCl3)6 7.62(1H, d, J=3Hz), 7.39(1H, dt, J=8Hz, 2Hz), 7.34(3H,
m), 7.26(1H, d, J=2Hz), 7.23(1H, d, J=8Hz), 6.84(2H, d, J=8Hz), 4.02(1H, ddd,
J=8, 6Hz, 4Hz), 3.89(1H, d, J=9Hz) 3.79(3H, s), 3.67(1H, dd, J=10Hz, 3Hz),
3.44(2H, m), 3.35-3.15(3H, m), 3.00(2H, m), 2.84(1H, d, J=14Hz), 1.43(3H, m),

1.23(38H, m), 1.08(2H, m), 0.87(3H, t, J=7Hz), 0.82(3H, t, J=7Hz).

MS(DC1/NHs)m/e 507 (M+H)"
CaoHagNo0sl Tk HAAEA:
AAFR] . C, 71 12, H, 7.56; N, 5.53.

AZ&x :C, 70.86; H, 7.45; N, 5.24,
<1406> ALAIOI 139

<1407> EUA EHA-(NN-CISEO00I=HELHE )-2-(4-HSAH L )-4-(4-BI X Fetd ) I Sl H-3-It = a4
<1408> AAI0 49AQ THZYE, FEZ2R2H=S 4-E22H=2 UAMS AAI0 13540 Jl=E 2o
2 Mg, BIXFe-5-JISALHOI0IEZ MAHStY N-HIE-N-Z2E OtMIEOCIDIEE g
u]]

22 N
Z HHM == HIZE

=]
SR Z20LMEOIDIEZ WAMSIDAM, AAIG 1 % AAIG 4901 Jl=E L2
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' NMR(300MHz, CDCl3)& 7.64(1H, bd), 7.59(1H, d, J=2Hz), 7 43(2H, m), 7.33(2H,
d, J=8Hz), 6.85(2H, d, J=8Hz), 6.73(1H, dd, J=3Hz, 1Hz), 3.82(1H, d, J=11Hz),
3.89(1H, d, J=9Hz) 3 79(3H, s), 3.53(1H, dd, J=10Hz, 3Hz), 3.44(2H, m),
3.30(1H, m), 3.20-2.95(5H, m), 2.82(1H, d, J=14Hz), 1.43(3H, m), 1.23(3H, m),
1.08(2H, m), 0.87(3H, t, J=7Hz), 0.82(3H, t, J=7Hz). MS(DCl/NHz)m/e 507
(M+H)",

CaolaaNoOsoll Tk €AEA:

AAbx @ C, 71.12; H, 7.56; N, 5.53.

A&z . C, 70.73; H, 7.45; N, 5.29,
<1411> A A0 140

<1412> EdA EHA-(NN-CISEO00I=HELHE )-2-(4-HSAH L )-4-(6-HI X Fetd ) I Sl H-3-It =S A &

<1413> A0 4902 HHZES HXFE-6-IISAL0OGI01=E2 HMotD N-HE-N-Z2Z EZ20HA
EODIEE NN-CIFRE EZZ0MEOCIDIER MDA, ZAIG 1 & 4901 Ji=E - Ot ZM &
g== MNXZEC

' NMR(300MHz, CDCl3)8 7.63(1H, bd), 7.59(1H, d, J=2Hz), 7.53(1H, d, J=8Hz),
7.36(3H, m), 6.85(2H, d, J=8Hz), 6.73(1H, dd, J=3Hz, 1Hz), 3.82(1H, d,
J=11Hz), 3.89(1H, d, J=9Hz) 3.79(3H, s), 3.53(1H, dd, J=10Hz, 3Hz), 3.44(2H,
m), 3.30(1H, m), 3.20-2.95(5H, m), 2.80(1H, d, J=14Hz), 1.43(3H, m), 1.23(3H,
m), 1.08(2H, m), 0.87(3H, t, J=THz), 0.82(3H, t, J=7Hz). MS(DCI/NHz)m/e 507
(M+H)".

CaoHzsN20s+ 0.75H000 thgk PAEA:

A4k C, 69.28; H, 7.65; N, 5.39.

A&x :C, 69.11; H, 7.33; N, 5.32.
<1415> ALAIOI 141
<1416> EgHA EHA-I-(NN-CIEE0I0IELHE )-2-(4-HISAIHY )-4-(6-81 =-2,3-C|ol0| =2 FetE ) I 2

el El-3-It= a4t
<1417> AAIO 14022 2H =S8 322 Z0E =450l hplcdt T2
HHM ste=S HMXECH

rr

, AcOHZ 2l H, 4712
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<1419>
<1420>
<1421>
<1422>
<1423>

<1424>
<1425>
<1426>

<1429>
<1430>
<1431>

1019970701079

1 NMR(300MHz, CDCl3)§ 7.40(2H, d, J=8Hz), 7.16(1H, d, J=8Hz), 6.97(1H, dd,
J=8Hz, 2Hz), 6.89(3H, m), 5.90(1H, bs) 4.57(2H, t, J=9Hz), 4.93(2H, m),
3.80(3H, s), 3.70-3.58(2H, m), 3.40(1H, m), 3.30-2.90(8H, m), 1.40(2H, m),
1.29(3H, m), 1.08(2H, m), 0.92(3H, t, J=THz), 0.82(3H, t, J=THz).
MS(DC1/NHz)m/e 509 (M+H)®.

CsotaoNz0s+ 0.85TFAS] thet P84

AAx : C, 62.88, H, 6.80; N, 4.63.

AZx) : C, 63.04; H, 6.66; N, 4.60.

=
A0 142
EpA EHAI-(N-HIE-N-ZZ2ZO0I0| =2 ENIE )2-(4-HSAIHE )-4-(5-21 Tt ) T S| e -3-It5 & &t
A A0 142A
QICH-5-JtS A0S0l E

QICH-5-JISAAMIGIOIEE, AAIN 5242 2,3-LIGIH0IEZ2HARAFTES Iot0 Jl=& ZAHGH0A,
QIS HEAUSHAI MIEOH 1 22 =S8 4- € 5-ItSA2Hot0l=2 822 ohlet 201 EA
Std, 6:19 QUH-4-IISALMGH0IE L QIE-5-IISAAMHGI0IE Z8S(3.46g, 23mmol )0l OtL &l
(2.20g, 23mmol, leq)S FIIEILL. O ZW2 »S& U 0/1919 EFS2 XSG DAL, 0
D29 ONELIEEZFH MEBEIAIAHA M NHEZA 5-2LBS =S&h. 2 :

o

S(6nL) 0 BEFAIDID, 4N SHOIS2222ACISA(I0ML)2 H2IBIH &0 S22 1A S0 8ISAD

D, ASNX WANIID, OEHZ DECH A R BUS MSKLZ AXADID, 0ED, HISE0

SEARICH 4D RS2 WD SO0 RM UHIZN QICH-5-IHZALHGH0IS(1.54g, 88%)E =S

% QUCH. 0.9mnHgO Al HIZ 88-90C.

AAICI 1428

S, EUA-I-(N-HIEZ-N-ZZE 00| =32 LI 2 )-2-(4-I SAIHI Y )-4-(5-21 CHd ) T B2l € -3-I =2 &l &
o g

Ol = =
A0 4942 THZES AH-5-I=EALHCI0IEZ HMotDAM, A0 1 & 4901 Jl=&
Ol ek =X 3eE=S MZStC.

1 NMR (300MHz, CDCl3)(2% 3 HolAdA) & 7.25-7.1 (5H, m), 6.78 (2H, d,
J=8Hz), 3.89 (1H, d, J=8Hz), 3.75 (3H, s), 3.50-2.90 (6H, m), 2.88 (6H, t,
J=6Hz), 2.82 (2.80)(3H, s), 2.04 (2H, t ,J=8Hz), 1.48 (2H, 7FA, J=THz),
0.83 (0.73)(3H, t, J=7Hz). MS (DCI/NH3) m/e 451 (M+H)*, 473 (M+Na)'.

CorHaaNzOs 2.5H:000 th3F YAE4]:

AZXEA  C, 65.44; H, 7.93; N, 5.65.

A& . C, 65.36, H, 7.45; N, 5.53.

AAIOI 143

S EUA-I-(N-HE-N-ZZ2EO0H0I I 2 LU E)-2-(4-H SAHE)-4-(6-2 S T B2| 13- =2 &l &t
AAIGI 4900 DIH2ES, S8 [&X: Rapoport, J. Org. Chem. 51:5106(1986)101 JITHE relof

Sloi M=, UES-6-ItSALMHI0IEZ HHMotAA, AAIG 1 X 4901 Jl== YU Ok 2X stg=
= MIZ&tCt.
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<1433>
<1434>

<1435>

<1437>
<1438>
<1439>

1019970701079

'H MR (300MHz, CDCls)(&% 3| o]AAl) & 8.43 (1H, brs), 7.57 (IH, d,
J=8Hz), 7.43 (1H, s), 7.31 (2H, dd, J=6Hz, 3Hz), 7.22 (1H, d, J=8Hz), 7.1
(1H, t, J=3Hz), 6.78 (2H, dd, J=6Hz, 3Hz), 6.45 (1H, m), 3.93 (IH, dd, J=6Hz,
3Hz), 3.80 (1H, m), 3.73 (3H, s), 3.60-2.90 (6H, m), 2.86 (2.82)(3H, s), 1.47
(2H, 734, J=THz), 0.83 (0.73)(3H, t, J=THz).

MS (DC1/NH3) m/e 450 (M+H)*.

CogHaiNsOs+ 0.75H:00 o3 YAEA:

A4kx] : C, 67.44; H, 7.07; N, 9.07

A&x :C, 67.42; H, 7.09;, N, 8.91.

H

ERMA-T-(N-HE-N-ZZ2ZO0I0I = t2L N E)-2-(4-HSAHE)-4-(3,4-CIZEF22H L) LIS~

I

A0 4942 TIHZYE

I 3 4-CIEF2YEILOGH0I=E2 HMStIAM, AAIN 1 % 4900 Ji=&
2Ol et EM =S M

HCE.

ol Il

i

"I NMR (300MHz, CDCls)(&%F 3l@o)4xl) & 7.60-7.3 (4H, m), 7 13 (IH, q,
J=9Hz), 6.90 (2H, d, J=8Hz), 3.90 (1H, m), 3.79 (3H, s), 3.60-2.95 (6H, m),
2.92 (2.78)(3H, s), 1.55 (2H, 7341, J=THz), 0.88 (0.73)(3H, t, J=7Hz).

MS (DC1/NHs) m/e 447 (M+H)'.

CoaHosFaN2Os+ 1.80H000 thah YAaEA]-

AAA : C, 60.19; H, 6.65; N, 5.85.

AZ3x :C, 60.13; H, 6.34; N, 5.84.

2 A0 145
EUA EHA-(N-UE-N-ZZ2ZO0I0I=IHELHE )-2-(4-HSAH L )-4-(HE ) I Selg-3-It=a &
AAIO 4902 TIHZZES HWXAAOGH0IER HAIGHIM, &AM 1 4901 Jl=& 2ol et

HHM stgt==S HXEC
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<1442>
<1443>

<1444>

<1446>
<1447>

<1448>

1019970701079

14 NMR (300MHz, CDCls)(A % 3 MolAdAl) § 7.53 (4H, d, J=6Hz), 7.40-7.20 (3H,
m), 6.88 (2H, d, J=8Hz), 3.90 (1H, m), 3.79 (3H, s), 3.70-2.95 (8H, m), 2.90

(2.79)(3H, s), 1.50 (24, 73&A, J=THz), 0.87 (0.72)(3H, t, J=THz).
MS (DC1/NHs) m/e 411 (M+H)'

CaaH3oN204+ 2.00H000 th3h Y84

AArx] : C, 64.55, H, 7.67, N, 6.27

AZ3) :C, 64.37; H, 7.43; N, 6.29.

ERMA-(N-HE-N-Z2Z0H0| I 2L H 2 )-2-(4-H SAH L )-4-(4-310| SSAHE )T B2l €~
A0 4972 HIHZYZS 4-clOIESAUZLHGIOIEZ CHAMGtIM, AAI0 1 & 490 Jl=E

2 Ot EX SteE2S NSt

'H NMR (300MHz, CDCls-CDsOD) (&% 3o AAl) § 7.35 (2H, d, J=8Hz), 7.28 (2H,

dd, J=7Hz, 3Hz), 6.90 (2H, dd, J=7Hz, 3Hz), 6.89 (2H, d, J=8Hz), 3.81 (3H,

s), 3.65 (1H, d, J=8Hz), 3.70-3.00 (8H, m), 2.92 (2.83)(3H, s), 1.50 (2H, 7%

A, J=THz), 0.87 (0.77)(3H, t, J=THz).

MS (DC1/NHz) m/e 427 (M+H)'.

CogtaoNoOs- 1.00H00 chgt LAEA:

A4tz : C, 64.85; H, 7.265 N, 6.30.

A5X @ C, 64.82; H, 7.39; N, 6.46.
AAIG 147
EA EMAI-(N-HE-N-ZZZOI0I = 2L HE)-2-(4-HISAIHIE)-4-(2,4-CIHISAIHE )T Sl €l -

A0 4042 HIHZES 2,4-CIHSAMEZOG0IEZ HStIAM, &AM 1 & 4900 Jl==
S0 Ot X SteE=SS MISC.
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<1450>
<1451>

<1452>

<1455>
<1456>
<1457>

1019970701079

'H NMR (300MHz, CDCls-CDsOD)(22F 3] Ao|AdA]) § 7.61 (1H, d, J=8Hz), 7.30 (2H,
d, J=8Hz), 6.82 (2H, d, J=8Hz), 6.55 (1H, d, J=8Hz), 6.45 (1H, d, J=3Hz),
3.90 (1H, m), 3.81 (3H, s), 3.79 (3H, s), 3.77 (3H, s), 3.70-2.90 (8H, m),
2.85 (3H, s), 1.50 (2H, 7&A, J=THz), 0.87 (0.77)(3H, t, J=7Hz).

MS (DC1/NHs) m/e 471 (M+H)*.

CoeHaaN2Og 0.75H:000 th3t PAEA:

AALx] ¢ C, 64.51; H, 7.39; N, 5.79.

AZx : C, 64.65; H, 7.07; N, 5.75.

ALl

EiA EHA-(NN-CIRE0DI=IIELHE )-2-(4-HEAHY )-4-(5-HE-2,3-Clol0|E2F2tLE) T2
AAI0 4972 HlHIZY =2 2,3-CIoI0IEEH X ZE-5-I=SAAMIGI0IEZ HAHISIAAM, &AW 1
9 490 DI Sl Mot TR BEes mzs_u

'H NMR (300MHz, CDCls) 6 7.31 (2H, d, J=8Hz), 7.27 (1H, d, J=2Hz), 7.18 (1H,

dd, J=7Hz, 3Hz), 6.86 (2H, d, J=8Hz), 6.72 (1H, d, J=8Hz), 4.56 (2H, t,
J=THz), 3.78 (3H, s), 3.62 (1H, m), 3.50-3.25 (4H, m), 3.17 (2H, t, J=THz),

3.15-2.90 (5H, m), 2.79 (1H, d, J=14Hz), 143 (3H, m), 1.26 (3H, m), 1.08
(2H, m), 0.87 (3H, t, J=7Hz), 0.81 (3H, t, J=THz).

MS (DC1/NHs) m/e 509 (M+H)'.

CaolaoNo0s+ 0.25H000 e PAE84.

AAA 1 C, 70.22; H, 7.95; N, 5.46.

A& :C, 70.21; H, 7.92, N, 5.36.
AlLOIl 149
HA EHA-(NN-CISED=IIELHE )-2-(4-HEANHE )-4-(4-HEAH L )L S| & -3-I1 =2 A A

= IE
A A0 49A2 THZEY S 4-HSAIUELHSIOIEZ UHAMSIDAM, &AW 1 2 4901 D= 2
Ol et ZH =S MIZSHCH.

Al
=
E
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<1460>
<1461>

<1462>

<1464>
<1465>

<1466>

1019970701079

' MR (300MHz, CDCls) & 7.38 (2H, d, J=8Hz), 7.30 (2H, d, J=8Hz), 6.87 (4H,
dd, J=7Hz, 3Hz), 3.78 (3H, s), 3.76 (3H, s), 3.63 (1H, m), 3.50-3.20 (4H, m),
3.15-2.90 (8H, m), 2.78 (IH, d, J=14Hz), 1.43 (3H, m), 1.27 (3H, m), 1.09
(2H, m), 0.87 (3H, t, J=7Hz), 0.81 (3H, t, J=7Hz).

MS (DC1/NH3) m/e 497 (M+H)'.

CaoHaoN2Osoll Tt 8.

AALX] : C, 70.13; H, 8.12; N, 5.64.

A&X : C, 69.78; H, 8.10; N, 5.54.
2 A0 150
EEHﬁ,EE_Hﬁ 1=(NN-CISE00I L2 2 HE)-2-(4-HSAIH E)-4-(3,4-LIZEFL22H L ) I Sl & -3-3t

A0 4948 TH=ZY S 3,4-C LEHALMISIOIEZ UHMISIDAM, &AM 1 2 4901 JIsE

2HO et EX eSS M=ESHCH

H MMR (300MHz, CDCls) & 7.35 (1H, m), 7.30 (2H, d, J=8Hz), 7.20-7.00 (2H,

MH
all

m), 6.87 (2H, d, J=8Hz), 3.78 (3H, s), 3 79 (1H, m), 3.62 (1H, m), 3.50-3.30
(3H, m), 3.23 (1H, m), 3.15-2.90 (4H, m), 2.78 (1H, d, J=14Hz), 1.43 (2H, m),
1.27 (4H, m), 1.08 (2H, m), 0.85 (3H, t, J=7Hz), 0.80 (3H, t, J=THz).

MS (DCI/NH;) m/e 503 (M+H)'.

CosHagNoOs+ 1H000 thgh x84~

A4tz C, 64.60; H, 7.36, N, 5.38.

H&x) :C, 64.59; H, 7.20; N, 5.35.

A A0 151
EahA, ERHA-1-(NN-CIPE 0| It 2 HIE )-2-(4-HI S AIHI ) -4-(2,4-CI I S AL H ) T B2l ©1-3-3h =
au

A0 40 HRES 2,4-CIHSAMZLUGIOIES HHGHDA, A0 1 2 490 Jl&e

2Ol et EM Ste=SS MIStCh.
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"I N\MR (300MHz, CDCls) &6 7.37 (2H, d, J=8Hz), 7.20 (1H, d, J=8Hz), 6.92 (2H,
d, J=8Hz), 6.60 (I1H, d, J=3Hz), 6.49 (1H, dd, J=6Hz, 2Hz), 5.35 (1H, d,
J=8Hz), 4.20 (3H, m), 4.10 (3H, s), 3.83 (3H, s), 3.81 (3H, s), 3.75 (3H, m),
3.17 (2H, hep, J=7Hz), 3.05 (2H, t, J=7Hz), 1.30 (4H, m), 1.07 (4H, m), 0.87
(3H, t, J=7Hz), 0.80 (3H, t, J=THz).

MS (DCI1/NHs) m/e 527 (M+H)'.

CaoHeoNo0g+ 1.30TFA°] thgh 384!

AlAkX] : C, 58.02; H, 6.47; N, 4.15.

AZFX - C, 57.92; H, 6.43; N, 4.07.
<1468> ALAIO 152

<1469> EdA ERMA--(NN-CIRE0I0IIHEEME )-2-HE-4-(1,3-HECI=25-5-2) I Sl E-3-It= a4t
<1470> /\'/\IO=I| 4982 A OIE BIEXY OLNIHIOIERZ CHMGI DA, AAIG 1 % 4901 Jl== 2ol et
HH stegt==S HXSC

' NMR (300MHz, CDCl3) & 7.50-7.25 (SH, m), 7.04 (1H, d, J=38Hz), 6.87 (1H,
dd, J=THz, 3Hz), 6.74 (1H, d, J=8Hz), 5.94 (1H, d, J=4Hz), 5.92 (1H, d,
J=4Hz), 3.85 (1H, d, J=8Hz), 3.64 (1H, m), 3.42 (3H, m), 3.27 (2H, m),

3.20-2.90 (5H, m), 2.81 (1H, d, J=14Hz), 1.43 (2H, m), 1.27 (4H, m), 1.05

(2H, m), 0.85 (3H, t, J=7Hz), 0.80 (3H, t, J=7Hz)
MS (DC1/NH3) m/e 481 (M+H)'.

CogHsgN20s01 THEF AEA:

AAkA ¢ C, 69.98; H, 7.55; N, 5.83.

A= : C, 69.69; H, 7.63; N, 5.71.

<1473> & A0l 153

<1474>  EMA ERAA-I-(NN-CIRLO0H0I = IHB L HIE )-2- Bl -4-(5-¥ £-2,3-CI 510l SR T2t = ) Il B2l §l-3-3t
Sl

<1475> AAIG) 4982 212 O MY OPMEBIOIER 21D MAIG 49A2 THZLS 2,3-CI510/C 2
EEY-5-3tSALGGI0ISR CHRIGIDA, AN 1 2 4901 DIE® welol ©et M saes
ES!
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<1478>
<1479>

<1480>

<1482>
<1483>

<1484>

1019970701079

' N\MR (300MHz, CDCl3) & 7.53 (2H, m); 7.40 (4H, m), 7.13 (WM, dd, J=7Hz,
3H), 6.72 (1H, d, J=8Hz), 5.40 (1H, d, J=10Hz), 4.56 (2H, t, J=8Hz), 4.18
(1H, d, J=14Hz), 4.07 (2H, m), 3.79 (2H, m), 3.48 (1H, d, J=14Hz), 3.35 (1H,
m), 3.28 (3H, m), 2.95 (2H, m), 1.47 (2H, m), 1.28 (4H, m), 1.10 (2H, m),
0.93 (3H, t, J=THz), 0.78 (3H, t, J=THz).

MS (DC1/NH;) m/e 479 (M+H)*

CaoHasNo0s+ 1 10TFAS] o3l P2 EA:

AlLEA 1 C, 62.04; H, 6.52; N, 6.52.

Al =,

d=x - C, 61.89; H, 6.44; N, 4.57.

AAI0 154
EdHA EHA-I-(NN-CIREODIEIHELHE )-2-(4-t-2EHE )-4-(5-HX-2,3-CIot0l E2 Fet )T S

= =, = =

2| CI-3-Ip= Al A

AAI0 4982l HE 4-t-REONMEH=S
Syn. 47:20(1967)101 JIME 2ol ooh M= t-
gs 2, 3 EIoPOICEt’“IEE -5-JtSALMHGH0IERZ
HI 9} £ M=ZStC.

UEHZ ol R [EX: Krapcho et al., Org.
SPE HXAUOIMHOIERZ 2l A AN 49A2 OIHZ
CHAIBE DA AAIG 1 2 4901 Jl=s 29l et &

' NMR (300MHz, CDCl3) 6 7.60-7.30 (6H, m), 6.90 (1H, m), 4.50 (2H, m), 3.95
(1H, m), 3.85-2.95 (11H, m), 2.90 (1H, d, J=14Hz), 1.58 (2H, m), 1.50 (7H,
m), 1.41 (6H, s), 1.10 (2H, m), 1.00 (3H, t, J=7Hz), 0.90 (3H, t, J=7Hz).

MS (DC1/NHz) m/e 535 (M+H)*.

CastegNaOs 0.25H00 T PAa8A.

AAkA ¢ C, 73.50; H, 8.69; N, 5.19.

AZ&3 :C, 73.57; H, 8.58; N, 5.14.

AAO] 155
EHA EMA-D-(NN-CIRZ0I0I I BEHE)-2-(4-HSAIH L )-4-(4-2222H Y )1 22l E-
3-It= Al

AN 4972 TMHZEYS 4-EFTLYXLOIGIOIEZ HMGSHIAM, &AM 1 2 49001 JI=< &
ol Tet Z2H =SS Mt

I'
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<1486>
<1487>
<1488>

<1491>
<1492>

<1493>

1019970701079

'H NMR (300MHz, CDCls) & 7.50 (1H, m), 7.42 (1H, dd, J=7Hz, 3Hz), 7.36 (2H,

d, J=8Hz), 7.01 (8H, t, J=8Hz), 6.87 (1H, d, J=8Hz), 3.83 (1H, m), 3.8 (3H,

s), 3.67 (1H, m), 3.47 (3H, m), 3.30-2.90 (5H, m), 2.82 (1H, d, J=14Hz), 1.43

(2H, m), 1.28 (4H, m), 1.08 (2H, m), 0.90 (3H, t, J=7Hz), 0.82 (3H, t,

J=THz).

MS (DC1/NHz) m/e 485 (M+H)*.

CogHaFNO40l| T3t A EA:

AALA : C, 69.40, H, 7.70; N, 5.78.

A=z . C, 69.03, H, 8.00; N, 5.74.

&AL 156

EHA EA-(NN-CIEE0I0IHEBEHE )-2-(3-F& )-4-(1,3-8H X[ =E-5-) I S| H-3-I=2 Al At
AAIN 49B2l HE B-SA-3-FHZZ2N|LUI0IEZ HMGIDA, AAIN 1 ¥ 490 Jl== &Y

Ol ek =X e =S M8t

'H NMR (300MHz, CDCls) & 7.41 (2H, m), 6.97 (1H, d, J=3Hz), 6.85 (1H, dd,

J=7Hz, 3Hz), 6.72 (1H, d, J=8Hz), 6.42 (1H, s), 5.94 (1H, d, J=4Hz), 5.92

(14, d, J=4Hz), 3.90 (1H, m), 3.70-3.25 (5H, m), 3.20-2.90 (4H, m), 2.85 (1H,

d, J=14Hz), 1.43 (2H, m), 1.40-1.05 (6H, m), 0.90 (6H, m)
MS (DC1/NHz) m/e 471 (M+H)*.
CoaHlzaNz060ll T3t YA EA:

AAXA @ C, 66.36; H, 7.28; N, 5.95.

A&32 1 C, 66.09; H, 7.24; N, 5.87.

AAI0 157

EYdA EMAA-(N,N-CIREO0I0I=IIELHE )-2-(01AZZ2E)-4-(1,3-HX(I2E-5-2) IS 2-3-I}
S 4 ak

SEIZOtMHOIEZ THMGIDM, AAIG 1 2 4901 D= 2ol
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<1495>
<1496>

<1497>

<1499>
<1500>

<1501>

1019970701079

'H NMR (300MHz, CDCl3) & 6.85 (1H, d, J=2Hz), 6.76 (1H, dd, J=6Hz, 2Hz), 6.71
(1, d, J=8Hz), 5.92 (2H, s), 3.75 (1H, d, J=14Hz), 3.66 (1H, q, J=7Hz), 3.42
(3H, m), 3.25 (3H, m), 3.11 (2H, m), 2.83 (IH, t, J=7Hz), 1.88 (1H, m), 1.55
(44, m), 1.32 (4H, m), 0.92 (124, m).

MS (DC1/NH;) m/e 447 (M+H)*.

CosHagNoOs* 0.50H00] 3 QAEA:

A4z : C, 65.91; H, 8.63; N, 6.15.

AZx . C, 66.07, H, 8.10; N, 6.03.

ALAl

EfA EMAI-(NN-CI2EO0I0I=IELHE)-2-(4-t-2EH L )4-(1,3-HXLISE-5-L) I E2| -3~

6 28 [&X: Krapcho et al., Org.

A0 4982 HE 4-t-REONEN=S EL=E=Z
= SHEIUOLMHOIEZ UNMStDAM, &AM 1 ¥

Syn. 47:20(1967)101 JITHE =0l oo M=
4901 Dl=E 2ol Ot EXM se2S MESCH

i NMR (300MHz, CDCls) & 7.32 (4H, d, J=3Hz), 7.04 (1H, d, J=2Hz), 6.87 (1H,

e g,

dd, J=8Hz, 3Hz), 6.74 (I1H, d, J=9Hz), 5.94 (1H, d, J=4Hz), 5.92 (1H, d,
J=4Hz), 3.77 (1H, d, J=14Hz), 3.65-3.25 (5H, m), 3.15-2.85 (4H, m), 2.73 (1H,
d, J=14hz), 1.45 (2H, m), 1.29 (13H, s), 1.00 (2H, m), 0.86 (3H, t, J=7Hz),
0.76 (3H, t, J=THz).

MS (DCI1/NHs) m/e 537 (M+H)*.

CaoHaaNoOs0ll Tt A EA:

A C, 71.61; H, 8.26; N, 5.22

A& 1 C, 71.43; H, 8.09; N, 5.11.
AAG 159
EUA, EMA-I-(NN-CI L2 LU S )-2-(4-t-FEH L )-4-(5-#1X-2,3-CI 50| S2 F 2t ) I B2l B~

= =, = g

'A|01I 4982 1S OIE OIASEIZOIMHIOIEZ el &AM 492 HIHZYS 2,3-CI56H01=
EEH-5-IIFSALHGH0IEZ HAMIGHIA, AAIN 1 X 4901 Jl=& ZEH Ot ZM SFEES M=

T —=
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<1503>
<1504>

<1505>
<1506>
<1507>

<1508>
<1509>

<1510>

<1513>

1019970701079

' NMR (300MHz, CDCls) & 7.30 (1H, s), 7.13 (1H, dd, J=7Hz, 2Hz), 6.82 (1H,
d, J=8Hz), 4.68 (2H, t, J=8Hz), 4.48 (1, s), 3.19 (3H, m), 3.80 (3H, m), 3.48
(2H, m), 3.3 (6H, m), 2.41 (1H, m), 1.65 (4H, m), 1.44 (4H, m), 1.21 (3H, d,
J=5Hz), 1.17 (3H, d, J=5Hz), 1.05 (6H, m).

MS (DC1/NHs) m/e 445 (M+H)*.

CoellaNz0s+ 1.2TFAC] T3t A2 EA:

AALX ¢ C, 58.67; H, 7.14; N, 4.82.

2 A0 160

EiA EMA-I-(NN-CIRE0I0I =2 LU E )-2-(AEI-4-BISAIAIOI 22 A )-4-(1,3-HI ZCISE-5-
)OI SelE-3-I= ALt

2 A0l 160A

[

(svn) & CtEl(anti) OMIE 4-BISAIAIOIZ2Z & AL OLAIHIOIE
A

&, EI4-DISAIAOI 228 Jt= 2 It=2<dolold

A

) Z(6.15g,
F(50mL) Ol A BAIZ2E S0OF WBHSHCEH. SAIO,

37.9mmol, 1.2eq)S & 229 =24 HEZIGIIEZFEE! S50t
Ul&(3.01g, 31.6mmol) & OlE LZ2UIOIE ZEH(7.52g, 44.2mmol, 1.4€&)S 50T 2% HECH5H0]
C2IZ2H(75mL)OlA BAIZ2E SO WBHSHCH. AMD| E8t2sS A20HA d2told, &J| O|0ICHE-4 &g=2s
Ol 20l EOtStCH., AD| HtS=2 M A20 M WmEtstCr. &I S0WHE ZLotHA HAHDELD, &F22

SZIEE/S0 SHAIZICH. &I KIS 5% 0l2M2E, 2 L 2 MAGD, SAMIUS2Z
AXZAIZIL), Ofdtol) Zot0AM s=&th. &F=S 175g &cldt 20AM ek =2 20% 0E OFAIRIOI
EZ EEANAH 8& JDAZ0IEJHUZ Mt & & Ol HISAIAOIZ2Z29A B-AHE UHAHZS =
=5 ZEES +SEtl. SMHE Zot0AM HHIN M QU A EA-A-HSAAMOISZHA p-HE
HIAHZ(914mg) L M QUZ A AlA 4-HISAAOIZ2ZEA B-HE HAHZE(1.07g)2 =S8&tCt.

2 A0l 1608
EA EMAI-(NN-CIRE0I0I 2L E )-2-(AEI-4-BISAIAIOI 22 A )-4-(1,3-HI ZCISE-5-

o)l Eele-3-3t= a4t

AAIO 49BS] HE 4
= LE0 et X =SS ML

' NMR (300MHz, CDCl;) & 6.84 (1H, d, J=2Hz), 6.76 (1H, dd, J=7Hz, 2Hz), 6.61

b
=
=2
3
o
b=
y
10
M
1
i
o
ro
m
ol

Qﬂ
)

2 MASHDAM, &AM 1 4901 D=

(14, d, J=8Hz), 5.92 (2H, s), 3.69 (2H, m), 3.50-3.27 (5H, m), 3.26 (3H, s),
3.25-3.00 (3H, m), 2.88 (1H, m), 1.95 (2H, m), 1.62 (7H, m), 1.33 (%H, m),

0.97 (3H, t, J=7Hz), 0.92 (3H, t, J=THz).
MS (DC1/NHs) m/e 517 (M+H)'.

CooHaaNoOs* 0.50H000 gk Y F4.

AAA : C, 66.26; H, 8.63; N, 5.33.

A&x : C, 66.27; H, 8.50; N, 5.13.
AAICI 161
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<1514>

<1515>

<1517>
<1518>

<1519>
<1520>
<1521>

<1522>
<1523>

<1524>

1019970701079

ERiA ESHA--(NN-CISLOI0IIHEBLUE)-2-(A-4-HSAIAOI 22 A )-4-(1,3-HUECI S E-5-

o
o
P
y
ir
1
Jn
o
>
o

Qﬂ
o
y
o
é
ol

FOA, AAIN 1 2 4900 DI=&

' NMR (300MHz, CDCl3) & 6.84 (1H, d, J=2Hz), 6.77 (1H, dd, J=6Hz, 2Hz), 6.61
(14, d, J=8Hz), 5.92 (2H, s), 3.65 (2H, m), 3.42 (2H, m), 3.32 (3H, s),
3.30-3.00 (6H, m), 2.82 (1H, m), 2.10 (2H, m), 1.83 (2H, m), 1.52 (6H, m),
1.33 (4H, m), 1.20-1.00 (4H, m), 0.96 (3H, t, J=7Hz), 0.91 (3H, t, J=THz).

MS (DC1/NHs) m/e 517 (M+H)*.

CasHaaN0g+ 0.30H00 theh PAEA:

AlXkx] ¢ C, 66.72; H, 8.61; N, 5.37.

A&X) :C, 66.76; H, 8.65; N, 5.28

A A 162
EdA EBHA-(NN-CIRE0H0I I EEHE)-2,4-LI (5-H =-2,3-CI5I0I E2 FetE ) I 82l H-3-It=4
A
A A0 162A
5-0tMIE-2,3-CIGtolE2 U = et
HEgsa 222t01=(30mL) = PM%-ZEHWCHGmLZSWMI13’tW|M3%ﬁ%5C

glgtel 252 |XotHEA, 0120 §F 234 (2.49mL, 21.3mmol, 1.2€&)S HIISLH. &) SH=s
1522F 0COIM WEGtD LM, 255 8T DI2te2 KXIGHHAM, HEH S22t01=(5mL) S
OlS=ZZ2H(2.00mL, 17.7mmol) S|HS HIISHCLH, A XM ZoHs (AI2H S 2COHM wetetn LA
2= 50mL0l €=U & BtS=S 0= FIt2 Wetetl, &) 2 Eclett. |J 52 =2
SEHMUESRSEZ MESIL, EMUEE2E HAXZAIIILD, HBotL, ZLStHAM ==AI2ICH

=
4
0x

2y
v
Mo
o

150g Al2I5t 20N & ZO 18% Ol OLMIEHIOIER BSA3 &% A=0E0HIZE FHECH SHE
2OUSIUA HHGIO 2 DHBRA BN SIEE(2.680, 93%)S ~S80.
AN 1628
ERA EMA-I-(NN-CIRLOMI IS LB S )-2,4-Cl (5-¥1 %2 3-Cl5t0l SR et ) I 22l E-3-t= A
A

BN 40| 22 AAOI BARSEN ASE sEE2 J2lD ANY A UH2LES 2,30
SIOICEMETR-5-tSAACIGI0ISE ThMGIDM, AAIC 1 L 4001 JI=E 2ol et EX 382
=S EY
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<1526>
<1527>

<1528>

<1530>
<1531>

<1532>

1019970701079

'H NMR (300MHz, CDCls) & 7.43 (1H, s), 7.38 (1H, s), 7.06 (2H, m), 6.75 (1H,
d, J=6Hz), 6.70 (1H, d, J=6Hz), 5.40 (1H, d, J=9Hz), 4.58 (4H, q, J=THz),
4.16 (1H, d, J=14Hz), 4.09 (2H, m), 3.82 (2H, m), 3.57 (IH, d, J=14Hz), 3.38
(1H, m), 3.30-3.05 (6H, m), 2.95 (2H, q, J=6Hz), 1.50 (2H, m), 1.30 (4H, m),
1.15 (2H, m), 0.94 (3H, t, J=7Hz), 0.83 (3H, t, J=THz).

MS (DC1/NH;) m/e 521 (M+H)'.

CatHaoN2Os+ 1.25TFAC] thgh QA EA:

Alxkz] : C, 60.67; H, 6.27; N, 4.22.

AZ&x . C, 60.49; H, 6.18; N, 4.13.
A0 163

EgiA, EA-1-(N,N-CIFE 00| I 2 S 2 )-2-(3-F 2 )-4-(5-# Z-2,3-CI6t0| SR Fete ) I B2l -
3-Sh= Al

A0 4982 HE NE B-SA-3-FHIZIZILQUIO0IEZ deld A0 4072 IHZES 2,3-
CIGHOIEZ2 IR Z2t-5-ItSALOIGIOIEZ MGt DA, &AM 1 2 4901 DJl=& 2ol T2t ZM 3t

== HMIZ8Ch.

o

fon

i NMR (300MHz, CDCls) & 7.42 (1H, m), 7.38 (1H, m), 7.38 (1H, s), 7.16 (1H,
dd, J=7Hz, 3Hz), 6.70 (1H, d, J=8Hz), 6.41 (1H, m), 4.57 (2H, t, J=7Hz), 3.95
(1H, d, J=8Hz), 3.63 (1H, m), 3.55 (1H, d, J=14), 3.50-3.25 (4H, m), 3.18
(2H, t, J=6Hz), 3.15-2.95 (3H, m), 2.87 (1H, d, J=14Hz), 1.45 (4H, m),
1.35-1.10 (4H, m), 0.85 (6H, m).

MS (DC1/NHs) m/e 469 (M+H)'.

CorHaeNoOs- 0.25H00 tHdt PAEA -

A4z C, 68.55; H, 7.78; N, 5.92.

EA EHAI-(NN-CIRE0I0 2L E )-2-(4-HSAHE)-4-(3-ERL2U L)1 2 H-3-Iot54

A0 4002 HIHZE S S-SR HNTINISALOGCHOIER HMotDA, &AM 1 % 4901 D=
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<1535>
<1536>
<1537>

<1539>
<1540>

<1541>

1019970701079

'H NMR (300MHz, CDCls) & 7.30 (2H, d, J=8Hz), 7.22 (2H, m), 6.91 (1H, m),
6.86 (2H, d, J=8Hz), 3.79 (1H, m), 3.78 (3H, s), 3.68 (1H, m), 3.55-3.37 (3H,
m), 3.29 (1H, m), 3.15-2.90 (5H, m), 2.78 (1H, d, J=14Hz), 1.43 (2H, m), 1.25
(4H, m), 1.07 (2H, m), 0.87 (3H, t, J=7Hz), 0.80 (3H, t, J=7Hz).

MS (DC1/NHs) m/e 485 (M+H)'.

CogllarFN204+ 0.25H;00 et P4 &4

AlAbx) @ C, 68.76; H, 7.73; N, 5.73.

A3 : C, 68.87; H, 7.69; N, 5.67.
AAIGI 165
_______ (N,N-CIEE 00l =22 Y N E)-2-(4-HISAIH Y )-4-(3-L 2| ) I S| & -3-I =2 Al A

ALAIOI 40A° TIHZYS 3-HI2ICIII=2ALAMHGH0IE2 WMot DA, &AM 1 L 4901 D=
Hol et ZM sgtEs MXE0. LIEZ AEHsS 28 [&X: Bourguignon, et al., Can. J. Che
63:2354(1985) 10il DI M= &0l 2o M ZSHCH.

o
m.
'H NMR (300MHz, CDCl3) & 8.82 (1H, bs); 8.73 (1H, bd, J=9Hz), 8.62 (1H, bd,
J=7Hz), 7.78 (1H, bdd, J=9Hz, 3Hz), 7.38 (2H, d, J=10Hz), 6.90 (2H, d,
J=10Hz), 4.39 (1H, d, J=12Hz), 3.95 (1H, m), 3.80 (3H, s), 3.79 (1H, m), 3.68

(1H, d, J=18Hz), 3.50-3.50 (3H, m), 3.25-2.90 (6H, m), 1.47 (2H, m), 1.31

(4H, m), 1.20 (2H, m), 0.92 (8H, t, J=7Hz), 0.83 (3H, t, J=7Hz).

MS (DCI/NHs) m/e 468 (M+H)'

CorllsNsOs 1.65TFAS] tigt YAEA:

AArX -+ C, 55.50; H, 5.94; N, 6.41.

A&z . C, 55.53; H, 5.90; N, 6.27.
AAI0 166

EfiA EMA-(NN-CI2E0I0ILIIBEEHE)-2-(2-E22ZHY )-4-(1,3-HXICIs&-5-2) ISl -
3-II=2 A A

2 A0l 4982 A
ol Tet Z2H =S Xl

o

|2 2-SF2UITUOLAIEHIOIEZ UMotDAM, &AM 1 2 4901 Ji== &

o
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<1543>
<1544>

<1545>

<1547>
<1548>

<1549>

1019970701079

"I \MR (300MHz, CDCl3) & 7.52 (1H, dt, J=7Hz, 3Hz), 7.25 (1H, m), 7.13 (IH,
dt, J=7Hz, 3Hz), 7.02 (2H, m), 6.88 (1H, dd, J=7Hz, 3Hz), 6.73 (IH, d,
J=8Hz), 5.93 (IH, d, J=4Hz), 5.92 (1H, d, J=4Hz), 4.25 (1H, d, J=9Hz), 3.68
(1H, m), 3.42 (34, m), 3.39 (1H, m), 3.20-2.95 (4H, m), 2.91 (1H, d, J=14Hz),
1.45 (3H, m), 1.26 (34, m), 1.08 (2H, m), 0.87 (3H, t, J=THz), 0.81 (3H, t,
J=THz).

MS (DC1/NHs) m/e 499 (M+H)'.

CoslasFN2Os+ 0.25H200 o3t YA ¥4

AAkx . C, 66.85; H, 7.11; N, 5.57.

A&x - C, 66.51; H, 6.67; N, 5.18.
ALl 167

EgiA EMAA-(N,N-CISEO0I0IIIIBLHE )-2-(3-ER2ZH Y )-4-(1,3-
3-I=2 A A

=20

=

FOSs-5-2)MS2/d-
AAI0 49B2] A2 UHE -EFLZUILOIAHOIEZ HAGtAM, AN 1 & 490 Jl== &

HE ME06IH ZXH StEESS MRS

"I NMR (300MHz, CDCls) & 7.38 (1H, m), 7.18 (1H, d, J=7Hz), 7.15 (1, m),

7.00 (1H, d, J=2Hz), 6.95 (1H, m), 6.86 (1H, dd, J=7Hz, 2Hz), 6.75 (1H, d,

J=8Hz), 5.93 (1H, d, J=4Hz), 5.92 (1H, d, J=4Hz), 3.94 (1H, d, J=14Hz), 3.63

(1H, m), 3.42 (3H, m), 3.35-2.95 (5H, m), 2.87 (1H, d, J=14Hz), 1.44 (3H, m),

1.27 (34, m), 1.10 (24, m), 0.88 (3H, t, J=7Hz), 0.81 (3H, t, J=7Hz).

MS (DC1/NHs) m/e 499 (M+H)*.

CosHasFN2Osoll &t AAaEA:

AArA) - C, 67.45; H, 7.08; N, 5.62.

@%l(:mwﬂvwaNsm

=
jw)
0
173
q
e
=
Il

o
ra
N
N
It

Al
ERfA EHA-(4-NN-CIFEO0I0I=HE)-2-(4-HSAIH L )-4-(1,3-
a4t

4-LIEZ--EFLZHHE, g EMHA EMHA-2-(4-HSAIHY)-4-(1,3-HEC5E-5-Y)-
S0 IRAIE (BN DR RE SSE SEE) o CosDRENENeS Cse S0M Ol
O g EHA EMAD-(4-HISAIHE)-4 (13@£D9*6°W (4UE§HUFEEEQQGP
HOIES £S8ICH 4D LIER S22 2A5AH A4Scs O0I-HY s82s
Ol-HY steEs, 8[&=X: Borch, J. Am Chem. Soc. %Z%HWNHW ek, 2
LSS MOIL-2250IS2ISel BSAH SSSE NI-LZE00ILHE S82s SSe0. SA D
of HES AIBOIN £MBILIESOZ Jb42Hol0] BNl B82S +S8ilh,

==

9 g
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<1550>
<1551>

<1552>

<1553>
<1554>

<1555>
<1556>

<1557>

<1558>

<1559>

<1560>

<1561>

<1562>

<1563>

<1564>

<1565>

<1566>

<1567>

<1568>

<1569>
<1570>

<1571>

<1572>

<1573>

<1574>

<1575>

<1576>

<1577>

1019970701079

A A0 169
ERiA EBMA-1-(2-NN-CIRE00| =T 2|0l -4-L)-2-(4-DISAIH E )-4-(1,3- M RO &-5-2) I Sl

2%U$%mmu)¢:§§mamﬂ% SS[&X: Gershon, J. Heterocyclic Chem.
101

24:205(1987) 101l JITHE B0l Wet 2,4-CI22200IYC2RH MESHD, LSS SHAM 168 A
OE _Seln SEL-p-(4-HISAHL)-4-(1,3- WEC=S-6-9) D) Selel 35| = A2 0l S(2A M A==
B 4S8 sl82) U CI0IAZRIN0M0ID BN S2H Y HAHZE £S5, 012, AAI0
Do) WS BN £MUEBOR JI42H5I0l BH si@2s +SE.
ALAIGH 170-266

AAIGI T, 4, 5,7, 8% 9% BISA X0l JISE BHS ABGHH, (1S9 B82S HIE +
UL},

MO B a2y
70 3-HIZECISE-5-2)-1-(0| A T2 EOMI = H2 LB E)-

A EMA-2-(4-HISAIH Y )-4-(1,
e

HA ERHA-2-(4-HISAIHE)-4-(1,3-HECI=SS-5-2)-1-(N 00 =t 2L HE )-TI Sl

Im
[
N
,ﬂ;
=2
M
>
=
C
=
~
w
3
P
0
Jo
Mk
5
e
T
T
T
=2
um
IH
HU
ﬂJFI
_r
iﬁ
é
um
5
E
Uy
]
m
|

176 EciA EMAI-(4-HSAHYLY )-4-(1,3-HECISE-5-L)-1-(a-(ZS2Z 00| =22 Y ) #

Z)-L E2|EI-3-2I=2 a4t

177 ERA EMA-(4-HSAHYE )-4-(1,3-HX(=SE-5-2)-1-(HA-(Z22 00| =2 L) Ol
& )-LI S| C-3-II=2 Al At

178 ERA EMA-D-(4-HSAHY )-4-(1,3-HEZCSE-5-2)-1-(2-(Z2Z 00 =22 )0l € )-
I EcE-3-It= Al At

179 EA EHMA-D-(4-HSAHYE)-4-(1,3-HEZC2E-5-2)-1-(Z2 200 L Z LN E)-TI=S
2l EI-3-JI= Al A

180 ERfA EMAD-(4-HSAHY)-4-(1,3-HX(SE-5-2)-1-(2-H & )-LIS2IH-3-3I= 4
Ak

181 ERA E (4-HISANHY)-4-(1,3-HX0=SE-5-2)-1-(HEI=2H E)-L Sl Z-3-9t
SAA

182 ERA E (4-HISANHY)-4-(1,3-HX[=SE-5-2)-1- (X2l e)-L=Sel-3-9I=
Al AL

183 EgiA E (4-DISAHY)-4-(1,3-HXCISE-5-2)-1-( & )-LI 22| S -3-I =2 A 4t

184 ESA E (4-HISAMHY)-4-(1,3-HXC=2E-5-2)-1-(2-AlY)-LI S| -3-II= 4
Ak

185 ERMA, ERNAD-(4-HISAHL)4-(1,3-HECISE-5-2)-1-(T2EAHLIILL)-TI 2l &
~3-3h= A

186 EA EMA-2-(4-HSAMHE)-4-(1,3-HELISE-5-2)-1-(HEZO0LH E)-II Sl H-3-3t=

Al
187 ERhA, ERHA-D-(4-HISAIHE)-4-(1,3-WECISE-5-2)-1-(0l 22Dt L )-TI 22l ¢

3-ot= Al

188 ERHA E (4-DBI S AIH L )~4-(1,3-# £ CI S 2-5-2 )-1-(2-0LAI 2 010l &= 0| &)-TI B2 &
-3-ot= Al

189 ERA, EMAD-(4-HISAIHL)-4-(1,3-HECISE-5-2)-1-(2-H S Al 2)-T E2) E1-3-3}
=M

190 ERHA, ERHAD-(4-HISAIHIE)-4-(1,3-MECISS-5-2)-1-(-HECIS ALY L)-TI S/ €
~3-IH= A A

191 ERfiA EMHAD-(4-HSAHE)-4-(1,3-HIECISE-5-2)-1-(2-HIELIS0I S22 F2tE M E)-
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<1578>

<1579>

<1580>

<1581>

<1582>

<1583>

<1584>

<1585>

<1586>

<1587>

<1588>

<1589>

<1590>
<1591>

<1592>

<1593>

<1594>

<1595>

<1596>

<1597>

<1598>

<1599>

<1600>

<1601>

<1602>

<1603>

<1604>

<1605>

1019970701079

Dl E2IEl-3-IH= Al

192 EfA EA-(4-HISAHYE)-4-(1,3-HECSE-5-2)-1-(2-Z2Z 00| =II2 L 010l =)
HEE)-IIScle-3-It= a4t
193 ERfA EMA-(4-HISAHYE)-4-(1,3-HECSE-5-2)-1-(2-Z2Z 00| =II2 L 010l =)

194 ERA EMA-P-(4-HSAIHE)-4-(1,3-HECISE-5-2)-1-(3-2 A A-1-0L)-TII Sl -

3-Jh= At

195 EMA EMAD-(2 4-CIHSAHE)-4-(1,3-WELSE-5-2)-1-(ZTRBOI0| LI 2LH L)-
ELIER N

196 ERHA, ERMAD-(2-IHZAI-4-H SAIBIE)—4-(1,3- M XIS S-5-2)-1-(Z2 00| =5t 2
OIE)-II 82l El-3-t= A&t

197 EhA, ERHAD-(2-00| = It D —4-HI S AIH & )-4-(1,3- M LIS &-5-2)-1-(T2-OH0| =
JHE LY )-1I B2l -3-I =4l ot

198 A, E AP (2~ EHE Z 00| S-4-H S Al )~4-(1,3-#1 XL S 2-5-2)-1-(ZZ 0L 0|
=3t YNE)-1BalE-3-3t= Al ¢

199 EhA, ERHAD-(2-0H0| = IHE L HISAI-4-H SAIHIL )-4-(1,3-# XL S5-5-2)-1-(Z2-
Ol =3t H HIE )-TI E2l El-3-3h= Al 4t

200 ERA, EMAD-(2-U S Al SAI-4-H SAIHIE)-4-(1,3-#1 LI S Z-5-2)-1-(ZTZ R 00|

IELNE)-TISelE-3-ItF a4t

202 ERA EHA-D-(4-
DIt EHE)-HE2 H-3-It= 4

203 EhA, ERHAD-(2-LYSAI-4-HSAHE)-4-(1,3-H XIS E-5-2)-1-( T2 EOH0| =5} &
20IE)-1 82 E-3-I = Al ¢

204 ERiA ERMA 2 4-HIA(4-HISAHE)-1-(Z220I0| 2L E)-TI Sl Y-3-It5 & b
205 ERiA ERMA 2 4-HIA(1,3-HERCISES-5-2)-

OISAl-2-HIECIZSLUSAIHE )-4-(1,3-HECSS-5-2)-1-(Z2H0t
&

&k

206 ERiA EMAP-(4-DISAIHE )-4-(1,3-HECISE-5-2)-1-(N-0IE-N-Z2ZO0I0| I E E
Hg)-TSele-3- 3%%2&;

207 ERfA EMA-(4-HISAHYE)-4-(1,3-HECISES-5-2)-1-(N-HE-N-2E 010 =2 L0l
g)-ISele-3-ItF a4

208 EHA EdH |

HA-2-(4- Uﬂif\llﬂl"') -(1,3-¥IECI=5-5-2)-1-(N-HI 2 -N-(4-HI S AIH E ) 0t 0
COtENE)-TEele-3-9 &
209 ERfA EMA-(4-HISAIHY)-4-(1,3-HECISE-5-2)-1-(N-HE-N-HEZ 00| =2 L )-

D22l El-3-IH= Al o

210 ERNA, ERA-D-(4-HISAIHIE)—4-(1,3- M EC| S 2-5-2 ) 1-(N-0l Z-N-2 2 0F0] = 32 L
2)-TI 22l El-3-3H= &l

211 EMA EMAD-(4HSAHE)-4-(1,3-WEL S E-5-2)-1-(N-H L-N-(n-5 2 ) 010 =5t 2
L E)-TI B2l E-3-3= A A

212 ERA, ERHA-D-(4-HISAIHIE)—4-(1,3-MEC|SE-5-2)-1-(N-0 Z-N-01 £ R E 00 L= IH 2
LOIE)-TI 82 -3 = A A

213 EMA EMAD-(4HSAHE)-4-(1,3-WELSE-5-2)-1-(N-H L-N-AO| 22 B 00l
P LU )-TI BRI EI-3-IH= Al 4

214 EMA EMAD-(4HSAHE)-4-(1,3-HECISE-5-2)-1-(N-H L-N-(2-HI S A O ) Ot
oY )T B2l E-3-I R Al A

215 ERAA, ERHA-D-(4-HISAIHL)-4-(1,3- M ECISE-5-2 )-1-(N-H Z-N-2 S Al 0 2 040 &= 3
2Y)-TIZ2IE-3-I= A

216 EHA, ERHA-2-(1,3-H XL SE-5-2 )-4-(4-H SAH L )-1-(N-H E-N-T2HOH0| =3t
B2 )-T 82l E-3-t= Al &

217 EMA, EMAD-(SHSAHE)-4-(1, 4 WELSE-6-2)-1-(N-HEL-N-T2E0H]| =t
B2 )-TI B2l E-3-D = Al &t

218 EMA, EMAD-(4HSAIHE)-4-(1,3-HECISS-5-2)-1-(N-HL-N-0| 2 T2 H 00| =3t
SUNE)-TI B2l E-3-I 1R A A

219 ERA, ERA-D-(4-HISAIHIE)—4-(1,3- M EC| S 2-5-2 ) 1-(N-0l Z-N-0| 2 OF0] = 32 L O
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g)-IEele-3-It= a4t

220 ERfA EMA-(4-HISAHYE)-4-(1,3-HE0ISES-5-2)-1-(N-HE-N-(1-HEZZZ)0t0|
COIEEMNE)-TIScIg-3-ot=5 4L

221 ERfA EMA-(4-HISAHYE)-4-(1,3-HECISES-5-2)-1-(N-HE-N-HZ 00l =t 2 L0l
g)-ISele-3-It= a4t

222 EUA EMAD-(4-HSAIHEL)-4-(1,3-HECISES-5-2)-1-(1-(N-HE-N-Z2Z 00| =t 2
H)0E)-MEclg-3-3t=a

223 ERiA EMA-(4-HISAHYE)-4-(1,3-HE0SE-5-2)-1-(a-(N-HE-N-ZZZ0L0| =3t
SY)A)-I Se|e-3-Ft=S A4

224 EUA EMAD-(4-HSAIHELE)-4-(1,3-HECISE-5-2)-1-(N-0E-N-Z2Z 00| =2

g')w%)—m%al&l—s—arsg'&

225 EWA EMA2-(4-HSAIHE)-4-(1,3- M ECI=2E-5-2)-1-(N-0I2-N-2E 00| = It EH )-

226 ERA EMA-(4-HISAHY)-4-(1,3-HECISE-5-2)-1-(N-0l 2 -N-(4-0I S Al H £ ) Ot 0|
LIot2Y)-3-ISclg-3-3t=a

227 Eﬁ,ééﬁ 2-(4-HSAHE)-4-(1,3-HIECIS5-5-2)-1-(N-UE-N-HI L 00l =It2 L )-
oEeld-3-9t=

228 ERfiA EMA-(4-HSAHY)-4-(1,3-HECISES-5-2)-1-(N-HIE-N-ZLZ0t0l =2 L0l

2)-TI 82| S-3-3 = Al A

209 ERNA, ERHA-D-(4-HISAIHIE)—4-(1,3- M EC| S 2-5-2 ) 1-(N-0 Z-N-01 £ 2 E 00| L= IH 2
2T B2IE-3-3t=
230 ERMA, ERAD-(4-HISAIHIE)-4-(1,3-MECISE-5-2)-1-(N-0 E-N-AHO| 2R B 00| &=
SHELHIL)-TI el 6-3-IHS Al
231 ERA, ERHA-D-(4-HISAIHIEL)-4-(1,3-# ZCI S 5-5-2 )~1-(N-0 2 -N-0ll S Al Ol € 040 = 5}
2Y)-TIB2IE-3-I= A
232 ERA, ERHA-D-(4-HISAHE)—4-(1,3-HECISE-5-2)-1-(N-0 E-N-2 S A0 204D &= 3
2Y)-TIIZ2IE-3-It= A
233 ERA, ERA-2-(1,3-HELISS-5-2)-4-(4-HISAIHEL)-1-(N-0 2 -N-Z2H 00| =32
B2 )-TI B2l E-3-IH=2 Al &t
234 ERHA, ERNAD-(4-HISAHIE)-4-(1,4-MECISA-6-2)-1-(N-0 E-N-TZ2-OL0| =2
BIZ)-TI 82l E-3-t= Al &
235 ERHA ERMA-D-(4-HISAIHE)-4-(1,3-MECISE-5-2)-1-(N-0l L-N-0 A T2 04D| = 5}
SUHY)-TIB2IH-3-IH= Al &

236 A, Eph
I E2IE-3-3H= Al 4
237 ERA, ERHAD-(4-HISAHL)-4-(1,3-MECISE-5-2)-1-(N-0 Z-N-(1-H Z T2 )0t 0|
CIlRYHY)-TS2 H-3-I= A A
238 ERNA, ERHA-D-(4-HISAIHIE )~4-(1,3- M | S 2-5-2 )-1-(N-0 Z-N-THl = O 0] = 32 L O
2)-TI 82l E-3-3t= Al Ak

239
ERA EHA-P-(4-HSAIHE)-4-(1,3-
clE-3-Jt= a4t

I>

2-(4-HISAHE)-4-(1,3-H 201K 5-5-2)-1-(N,N-CIO 2 0t 0I =t 2 L DI &) -

-

=
o
Jo
8
ik
o
=
2

m
T
=

C
o
o

[
u
=
um
Eg
iy

240 ERA, ERHAD-(4-HISAIHIE)-4-(1,3-H XIS E-5-2)-1-( o~ (-0l Z-N-H 0L 0| = 5 2
L) MR )T 22 3-SR A o

241 EBA, ERHAD-(4-HISAIHIL)-4-(1,3-H XIS E-5-2 )-1-(N-HI Z-N-0l 2 £ 0L0| = 5t 2
HOIE)-T 22l E-3-I= Al o

242 EBA ERHAD-(4-HISAIHIE)-4-(1,3-H XIS E-5-2 )-1-(N-HI Z-N-ALO| 2 Z S A 0L0| &=
IR LMY )-T Sl E-3-IH= Al A

243
EA, ERMAD-(4-HISAHE)-4-(1,3-HECSS-5-2)-1-(NN-CIZ2HOID| =2 L M E)-TI B2l El-
3-IhS AL

244 EUA EMAD-(4-HSEAHE)-4-(1,3-HZELISE-5-2)-1- (0| ARESANE)-TIE2IE-

3-ot= A
245 EMA EMAD-(SHSAHE)-4-(1,3-WELSE-5-Y)--(RLLEY)-T82|21-3-5+=
A
246 A ERMAD-(4-HSAHL)-4-(1,3-HECISE-5-2)-1-(0| AT 2H A TLOID| =0 )-
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0122 E-3-9H 2 A &
247 ERMA EBAD(4-HSAIHL)-4-(1,3-HECISS-5-2)-1-(NSAHLILLHE)-TI =2
Cl-3-Sh= Al it

248 EUHA EUMAD-(4-HSEAHE)-4-(1,3-HZELISES-5-2)-1-(2-HE2EIZHE)-TI S~
249 ERA EMA-(4-HISAHYE)-4-(1,3-HECISES-5-2)-1-(N-HE-N-(3,4-CIHSAIHZ)

INBLMHE)-IIScIE-3-It= a4
(4~

250 EdHA EHA | AHE)-4-(1,3-BI 01 S E-5-2)-1-[(1R)-1-(N-0I &£ -N-Z 2 2 0} 0
Loted)Re]-1lEele-3-3t

-2~
R

251 ERHA ERHAD-(4-
;}\
(

-

Ot0l =

ISAHE)-4-(1,3-MECISE5-5-2)-1-[(1S)-1-(N -0 E-N-Z 2 Z0t0|

NQ

iﬂééﬁﬁﬂmgaQSBP

o
Al AF;
252 EUA EMAD-(4-HSEAHE)-4-(1,3-HELISE-5-2)-1-(3-01ATZEAZZZ)-T|E2|

253 EA EMA-D-(4-HSAHY)-4-(1,3-HELCISE-5-2)-1-(5-H & & )-T| 22| EI-3-It =
Al A

254 EAUHA EMA-D-(4-HEAHYE )-4-(1,3-HELC=2E5-5-2 )-1-(5-HE-2-S N L )-LI S| -3
EI==PSPNF

255 EHA EMA-2-(4-DISAHLY)-4-(1,3-HECI25-5-2 )-1-(5-H E-4-S N L )-TI E2| £I-3-
EI==FSPNF

256 EYA EMA-2-(4-HEAMHYLY)-4-(1,3-HEC|2E-5-2)-1-(3,5-CIHE-2- N & )-TI =2
Cl-3-J} 2 Al At

257 = =] L ElI_T7 &2
EUA EHBA-D-(4-HSEAHEL)-4-(1,3-HECI25-5-2 ) 1-(2-(N-HI E-N-0| A 2EIZ 001 )M & )-TI 2
2l E-3-It =2 Al A

258 EUA EMA-2-(4-HEAMHYLY)-4-(1,3-HECI2S-5-2)-1-(N-HE-N-(2,2-ClHE =2 L)
OIS E Y IS )-TI 22| Cl-3-IH2 Al AF;

250 EUA EMA-2-(4-HEAMHYLY)-4-(1,3-HEC|I2E-5-2)-1-(N-0HE-N-2E 00| =t E L Ol
g )-T S2|E-3-IH 2 A A

260 ERA EMA-P-(4-HISAIHY)-4-(1,3-HECISE-5-)-1-(N-H E-N-#IZ 0t0| =3t 2 L 0l
8- Ec|C-3-I=2 &l At

261 Eéﬁ EHA-(4-HSAHYE)-4-(5-21 Tt )-1-(N-HIE-N-Z 2 ZOI0| =t B U E )-T Eel

o
w
W

J

2

Z

262 EA EMA-(4-HISAIHY)-4-(2,3-CI5t0I EZ M EF2t-5-2)-1-(N-0I E -N-ZZZ2 Z 0t 0|
COIEEHE)-TIEclH-3-I= A&

263 ERHA, ERHAD-(4-HISAIH L )-4-(1-HI 2 I S-5-2)-1-(N-HIE-N-Z2Z 0L It 2 L Y
2)-TI 82| E-3-3 = A Ak

264 ERA EMA--(4-HSAHE)-4-(2-LIZE )-1-(N-HE-N-Z2Z 00 = 2L M E )-T Seal
E-3-It= &4k

265 EdHA,
He)-1geld-3-3t=

E

=
266 EEHﬁ,EE&—Z—M—[HI%/\IEH'é')—4—(1—Dﬂ§/\|—3—ﬂ1|'é')—1—(N—EH|§/\I—N—E§%'O}DIE_aPE‘é‘Dﬂ
g)-ISele-3-It= a4t

A A0 267-288
AN 1Y BEEAL 10 D= - O O3 eSS MXE = AT

267 EUMA ERMA-B-(4-HEAHL)5-(1,3-HECSE-5-2)-1-(ZTR2EOI0| IS LML) -1/ Bl
2lEl-4-It = Al A

268 EHA EMAZ-(4-HSAHE)-5-(1,3-HELISE-5-2)-1-(0t0| =2 L HE )-TIH 2l & -

HA-2-(4-BISAIHE )-4-(1,2-CIHSAl-4-HE )-1-(N-HE-N-Z2Z 00| =2
&k

269 EUA EUAB-(4-HSAHL)-5-(1,3-HECISE-52)-1-(4-Z2Q2UE)-T|Helcl-
270 EMA, EMA-Z-(4-HISAIHL)-5-(1,3-HF LIS -5-2)-1-(2-0 S Al O 2 )-T Bl 2l 1 -4-3+
271 EMA EMA-B-(4-HISAHEL)-5-(1,3-MECISE-5-2)-1-(>-Z2Z Al L)-TI H 2l -

272 EAUA EUMAZ-(4-HSAIHELZ)-5-(1,3-HECISE-5-2)-1-[2-(2-HSAIHS Al Kl € ] -TI Tl

NQ

188-117
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elEl-4-ot= a4l
273 EHA EUMA-Z-(4-HSEAHE)-5-(1,3-HZELISE-5-2)-1-[2-(2-T2I )N |-TlH 2l &~

274 ERfA EMA-3-(4-HISAHYE)-5-(1,3-UE0ISE5-5-2)-1-(R2E-4-23t2L)-TlIH el
275 EHA EUMAB-(4-HSEAHE)-5-(1,3-HZELISE-5-2)-1-(RE 00l =ItEL )-TIH 2| &~
276 EEHﬁ,EEHA—B—M—[Hl%/\lEI‘é')—5—(1,S—HJZEEI%%—S—OE')—1—(4—[H|§/\IIHIE'O}D|_‘.—_9PEE')—3—

277 EUA EUMAZ-(4-HSAIH L )-5-(1,3-HMECISE-5-2)-1-0tHI E T H 2| H-3-It =S &l &F;
278 ERfA EMA-3-(4-HISAIHYE)-5-(1,3-HUECISE-5-9)-1-(2-F2L)-TIH I -3-7t=4

I8

279 EHA EMA-Z-(4-HSEAHE)-5-(1,3-HZELCISE-5-2)-1-(HELOI0I=ItEY )-TIH 2l &~

280 EHA EMA-Z-(4-HSEAHE)-5-(1,3-HECISE-5-2)-1-(LZOI0I = ELHE )-TIH 2
Ab-

281 EHA EMAZ-(4-HSEAHEL)-5-(1,3-HZELISE-5-2)-1-(n-RE 00 ELHE ) -TI H
el E-4-It S &l &k

282 ERiA EMA-3-(4-HSAHYE)-5(1,3-HECISE-5-2)-1-(N-n-2E-N-HE OO =ItEE
HI%)-HIEIEIE—4—3P§%‘&;

283 ERfiA EMA-3-(4-HISAIHY)-5(1,3-HUE0ISE5-5-2)-1- (TS H-1-LHELHE)-TI
H 2l S -4-Jt S Al 4F;

284 EUHA EMAZ-(4-HSEAHE)-5-(1,3-HECISE-5-2)-1-(0| A R2E 00 =HELHE)-TI
H 2l S -4-Jt S A4

285
EUA EHAZ-(4-HSAHE)-5-(1,3-HECISS-5-2)-1-(AI0I 22 HE 00 = EL U E )-TIH 2l -
4-JtS AL

286 ERiA EMA-3-(4-HISAIHY)-5-(1,3-HUECISE-5-9)-1-(2R2Z1-4-2 00 =2 L0
L
287 EUA EUAG(4HEAITHYL)-5-(1,3-HECISS-5-2)-1-(2-H S Al 0|2 )T Bl 2 €1-4-9}
288 EMA ERMA-G(4-HISAIHL)-5-(1,3-HECISE-5-2)-1-(H S A0 0L0] = 3H2 )~/ |
2IEI-4-I} = Al A
2 A0 289

ERA EUMAD-(4-HISAIHL)-4-(1,3-HECIS2-5-2)-1-(4-CILL0H0| = H < )T 22| E-3-Ih = 41 4

4-LIES-BLQZHH, (2 ESHA, EHA--(4-HSAIHL)-4-(1,3-#EC(SS-5-2)-T B2
E-sol=a0S(SA0 6) 8 COAZ2S dS0lRlS CSU SHK Ji2siol HE Ses Sa
24 H=AHE) 4 (1 SIS 5e) (LSS Isalel s =aa0ice 2=a) o8
SXI(Borch)ol SE[EZ : J. An Chem. Soc., 93, 2897, 1971101 W2l SEIZLHSI0IC L LIES AlO}
CH250/S2IS 9 BISAIH AS5ts NN- EI‘:’E'O}DIHHIL' E LS50, 012 aAd Dol e
(=) j =

AMESHH =LSLEERR tCE.

=260 BEH SEE2S +S

m

Mk

EHA EHA--(4-UHISAIHE)-4-(1,3-HECISS5-5-2)-1-(2-CIKE0ot0l O 2l0lg-4-L) I Sl e -
It

Mall

HE&=(GerSon)ol LH[EX @ J. Heterocyolic Chem. 24, 205, 1987]01 et 2-4-CI2Z22 1l
OIS 22H 2-(CIRE0I0IL)-4-22 21210192 HXSC. &) &= e EdA EfA-D-(4-0
SAHY)-4-(1,3- “JEEIE"—S o)-mEele-3- BPEQHIOIE(%'AIOH 6A) ¥ Cl-0lAZZE Eotpls

D

Clsa SOA JtEote S2HAl e OIABIZE +=Sotil, 02 AA0 102 YES AISotH ==&tstLt
EELZ Jt=20oliote =X ste=S =Seth

2 A0 291

EHA EMA2-(4-UHSAIHE)-4-(1,3-HECSE5-5-2)-1-(N-RE-N-HE 00 2L N E ) T Sl el -
3-Its A At

188-118
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<1685> A stet=2S AAI0 19 2etd 20l et MA8HC.

MS (DC1/NHs) m/e 531 (M+H)*.

CailaaoOgoll TRt FAEA:

AAbx] : C, 70.17; H, 6.46; N, 5.28.

AZ&3) :C, 70.36; H, 6.52; N, 4.99.

NMR (CDsOD) : & 0.87 (t, 3H, J=8); 1.2-1.35 (m, 2H), 1.35-1.5 (m, 2H); 2.78
(m, 2H), 3.10 (t, 1H, J=9); 3.26 (d, H, J=15); 3.44 (dd, 1H, J=5.10);
3.5-3.7 (m, 3H); 3.77 (m, 1H); 3.78 (s, 3H); 5.93 (s, 2H); 6.7-6.9 (m, 4H);

7.0-7.2 (m, 5H); 7.4 (m, 3H).
<1687>  AAI0] 292

<1688> LIES E™iA EfA-(4-HSAHY)-4-(1,3-UEC0SE5-5-2)-1-(NN-CI (-2 )00l =3t 2
C

<1689> A A0 292A
<1690> HE 3-(4-HSAIHE)-3-2AZZ02UI01E
L

<1691> Sst 22 AMAEE X, FIe 65-L ¢3I] ¥ 35-L
A HIIE & R0UA X8, U2 =9 60% =A3LE
? 22 ESII0 HYSCH. ADI| EE$=22 58 SO Witetn &
I(aspiration)Al2ICH. 29 28L2 &HJiotll, 58 SO ubtstl,

QAAZICH. =20 68L & CIHE IIEUIOIE 8.4L(69.7m Z OIS,

31 WSl AE(Syltherm)(Note 4)2 S=E2 MAIAIZICH. E20 12L =9 4-HEAIOLMEH =

5.0kg(33.3mol)2 EMHs 202 SO HIISHCH. EIJF 2250, A

A2t SOt HEot0 wWetstCH, g4 23L 2 Y=x4 6.7L(117mol)

Ol CHotd AISEJAE A S22 HIE22 2380, EIF 2253, netE ot &) 58 22

StCH, =52 E3d 13LZ 13 HAIASL. &8 RI 52 7w(ww) =48 SE LIEE

SHCH. AD| E2U Z2HE 23%(w:w) =4 HIJUEE 6.7L2 13 MEECH. A &I

E 10kge 2 AXAIZIDD, (Ao, &J] Z20HE NA SLINA MAHSHH SHot=e A22 =S80

<1692> &AL 2928
<1693> 3, 4-HIECISAI-1-(2-LIEZNIH Y )-H &l

<1694> ENCoZ MAE WH WEHDIIE FHIE 45-L2 H& SHSIIUUAM, HES 9L =2 IH=zY
5.537kg(36.9mol) & LIEZMIE 2.252kg(36.9mol )2 15° -20C=Z SoHAIZICH. M &£ -5Cc= 1F
AJID &D| Bt SHE +3.5C 20X H2AAIRICH. 8 3.7L2 SIAAIZ! 50%(w:w) =& =MSUESE
3.10kg(38.8mol)2l 21C SHE FUAIZICH. 8IS S 10° WXl 15CHA SXISHCH &It 25,
M2 22 1C2 MEctD 3022t HIEHGHH witetth, & 190 82 €3 7ke2 &8 == &Jtotd &
J D=2 HE=2S EolAIZICH &) gts Eg=S WHAE S (A2 0I0HA 27R10SV SiLIZ2
g Soil HAIZITH el ERE AHEotH 28+ 11.1L S sF Sk 7.4L9 21
C S8 =S +=S&tth. 2E B8 2= 26C0ICH. O 22 =S8 A4=S FH2cotd MEX pHOt

8}
rc

FEIJI0M BtES SAI0 XS AIZICH
£ 4.0kg(100mol) & =2
DAIZICH. &) E2d 2

0o 12

S
o

>

6 Ol&(pH XIAHOIH)2Z R2QEMNX MESICH. = M2S CISE22OHE %2L0 AN &) 52
Zolet. &) =52 USZZ20E 8LZ 13 MASIL g8t |RIISS 24 0tOUlE 1.32kg22 HE
Al21D REBH(Whatman) #1 B0IE Solil G(HUHAIZICH EXS 20%0HK ZAAI|110 &) SHS 4CTHA H
2ZEAIZICH, SERH #1 S0IE S8 60l 0, 271 &It EMotes &Bol0M =9 2E2 HX6t
Of HEM = &S 1.584kg(22%)2 +=S8HCEH. &D| MLSE 25%DtXl == AI9110 OIHA S AHSHH W2HAIT|

, G, AZXAIHA SFEHM = A2 0.262kg(4%)S =SEHCH. &) &M p2s L 30t EM6H

3
A
= R0l ZXotdE, HEE2 M= DA =T
A
=

<1695> 'ALO 292C
<1696> g 2-(4-HISAIHZY)-3-(3,4-HEACISAI-HL )-4-LIEZS-L2EI-00IE
<1697> F2 2Z0A  WEHAIDIE  45-L9 210l 3 4-0HEdC=2A-1-(2-LIEZ0IH LY )-tl &

5.819kg(30.1mol) & OIE OMIHIOIE 24L2 ZHEHCH. OIE OHMIHIOIE 16L =2 OlE 3-(4-HSAlIH
H)-3-2ATZOQUI0IE 5.355kg(24.1mol) EHS FHIISHCH. 1,8-CIO0HA-HIOIAIOIZ2Z[5.4.0] 2&-7-¢
280g(275ml, 1.84mol)2 4SE0t0 2.5AI2F S0 HDIISHCH, AD| 8IS S22 CZCEE Soil GutAl
JId 10 2otz #S8 6Ns O 0la Mot &1 Us SAHUAN ASSHH.

o
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<1698>
<1699>
<1700>

<1701>

<1702>
<1703>
<1704>

<1705>
<1706>

<1707>

<1708>
<1709>

<1710>

<1711>
<1712>

<1713>

1019970701079

& A0l 292D
e 2-(4-HSAHE)-4-(3,4-HE-CZAIHE)-4,5-CIct0| E2-3H-TII E-3-It=
(

ALAIOI 292C2 AFZS(OIE OLMIHIOIE =2 MY 2-(4-HIS Al ZL)-3-
LIEZREIS0MO0IE 3002z —?L 4= 2o 1316ml)S RaNi #(3000)E & Kot=
A B S8 =2 40122 +=A8EGe A20M 18AI2E SOt EAII|I D LY
EIEO1(m|II|pore) =] O#D,MI?_D

)] HAEES sEAHA =M ZH {.4kgE =Sotl, 0| 85:15, & 0IE OLMBIOIEZ EF

A4 H&(normal phase) &l2|9t 2 2AZ0tEDHIIZ FMSICH. Z2F0l LMK MJI TES E

A1 sZAICHADIQ 2CH). &) EHsS 0CTHR H2AIIID GDHAIZICH. &) DEES 85:15, &

AOIE OFMIEIOIE 2L(0C)2 MIESICH &) D& S 50T2 AIotHA HEAIHA 2F S22 R 9}
T

St2 193.49(21% =2, 8% 80-81TC)2 =SS&ICt. &2 2009(23% =8)8 LUCZ=LH O +S&tL.

& A0l 2926

e 2-(4-HSAIHE)-4-(3,4-HE-MCSAHE)-TISclE-3-II54
]

AJ1 wBhol, Hop 200, 25 g3

AlHE )-4-(3, 4—D1|E'a|[:|9/\|lﬂ|“') -4,5-
. D B2 19 JIME E2a2 HA
23d4Z 8 3img & UES A0t EOPOIEEIE 94.26g(1.
400mL & 12M HCI ZOOmL% =et EAHE FOteth. HIIE =22
Sttt =2 SZ0l aHIE =, 7%==4 NaHC0; 0.5L= FIt&tlh. &J| BtSEES
HIOIE 5LZ 3SIAARZICH. &) |II 52 7% =4 NaHCOa 2L= 23 WIHotd 23%
7‘“6} , MgSO4 190022 AXAIFIL, HUAID|ID, sHEAHA S8 &M 2

2dI0lE

3. 4-HIECISAIHE-4-
=cl BtSII0 EOtettt.
& 0.200t012 & 47mmZ

Ol

tAT0 OIS 2-(4-01=

o

N

>

K

gru
Im

A2LE EOIEG. 22
. Ol0IM 2= eSS
S é%‘%g 30—3‘—9_* w Bt
S SEAII12 0E OtAl
=4 NaCl 2.5L2 13 Al
HHM 3teE 44792

o' on
3
=
o
il
J
@
D —

40|| oo

J
o
1z
m
=
100

l

e 2-(4-HISAIHE)-4-(3,4-0IE-CISAIHE)-1-(NN-CIRE 00l 2L HE) T Sl E -5 42l 0]

Im

QHFIC WED|, BA RUT L S/OIDF PHIE 2L BAAI0 Y 2-(4-HSAIHL)-4-
A-HERCISAHE)-TIE2/0-3-I-= A Y01 (2.233kg, 6.02m01)S RLIBTH AD| B2 BII9 JIA
ZEAZ HAHSICH. QEOMELIEH 13.2L, COIAZZZAE0t21(2.71kg, 20.9mol) 3.66L % ClFE
OISOIEEZ0I01=(6.26mol) 1.567kgE ZIISHCE. AD| EE82E 98TOUHAM 17AI12F S¢t %?T/\Ii'ﬂ.
o 20| AHE B, 2W0| EHS MK &) SF2S S=A2CH &I DH2Z2 GIUAIID O

OLMIEIOIE(0T) 4L2 AIEBICH. Si2s SHO0| M2 HASMIK, AIIE Hr20l 0o =2
Ch. 222 02 OIMIEIOIE 40L2 BIMAI9ID 2= 202 MBS A RII5S 23% =4
8LZ AMIEot] MgS0, 0.399%kg2Z H=AIFILD OHUtAIZICH. ADI8t B2t 20| ==0t LM 2
EN B82S 3.112k(96% +8)2 +Satlt.

0l 292G

EEHﬁ,EEHﬁ 2-(4-HSAHE)-4-(3,4-CISAHYE)-TI S -II=SH0E Y EiA EA-D-
JA-CISAIHYE )-TI Sl E-3-t= 4 &t HE
=}

HHE P, 24 247 2 SHIIE P48 3BL-SII0l HIE 2-(4-HSAHE)-4-(3,4-
BIEBCISAIHE)-LS2IEl 3-II=H20IE(5.78mol) 3.112kgS HYBCH. 2= OEt= 16.4.S &It
D BE 8J19 JIME EAZE MAMHSL. UHES WISA0I=(1.69mol) O.115kga Sototll &) EgES
79COIA 1A SQt SF]AIZICH &0 %3'%% 15CHEX W2FAI9|11D 7.6M NaOH & H(38. 1mo|) 5L &
JtetCh. oD =8=S 15CHA 18AI2ZF SoF WEtstl). SIHE SZAIIL HF=S EE=+ 15.8L01 8
oHAIZI LD OIEIZ 28L2 =&&ttt. &J| OHZE SUHE S+ 9.5L2 MNEEC. =4 ME=SE 0HZ 3L
£ FEEH. 12M HCI 0. 34OL§ =0 EOtetth. =52 WE0ANHIOIE 24,2 FE8HCH. RIISS 23%
=& NaCl 9LZ MIEGHLL, MgS0, 0.298kg2 2 AXAIDILD, GMAIFILL, SSHAH 2EM 2 2. 132kgS
+=SEth. &1 29ES WHZ 18l SMAIZICH. Jotkl @2 1WE8=S itotd LS00 AtE6H)| 6t
O 2250, 2HE SFEANA H2 Lo X 1.102keS #—%@EP. aJ €EHE OE OAIHIOIE
5.5L0IIA 65C }II J} 6t EaoH/\IED. sp 14LE, EHO SFRIL = |EI = A= =2 dAHo6 FIt
StCt. &) EE=S 1OCDPII d2FAID1 D GAIRICH. Z2ES OiEIE( C)Z MAGtD 50T B0
N AXAIHA 2F S = &2 0.846kg(43% =2, & 119-120)2 +=Saot0, 0I5 & de3t &2 3
SOIEDNIIZ O EHMSEHC.

A A0 292H

LIEE EgtiA EMA2-(4-HEAMHE)-4-(3,4-HECISAMHE )-1-(NN-CIRE 00l IHELHE)-TIE
clEl-3-2I= & dI0IE

20-L SctA30 EdA,
C-OtEYOE)-mHel g 3 9%%5&(0.927#@, 1.819mo )
NaOH(1.80mol) 0.0720kg EHS &
Jiotl EH=s MsEAZICH #E |
StCH., &) ZEXE 50T MSBoHUA AXZAIH 2E S
Ct.

—
w

gsn»@
L g

=

2 1> 0z ZF=U0m o

i

B
=
Jn
=
=]
e
nf;

|
=
o

1o

|2)~1-(N,N-CI 2 € 0t 0l
2 4.65L01  EoHAIZ
SECH. BIEHAL)S

—~\J
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<1714>
<1715>

<1716>

<1718>
<1719>

<1720>

<1722>
<1723>

<1724>

1019970701079

A A0 293
EdA EHA2-(4-HSAHYE)-4-(1,3-HECISS-5-2)-1-[CU3t5t0lE2 0l A7 sE-2-IIEL U €)-1l

= =

AN 10l D1 2SS ALE6tol M SESS MEZSHCH NMR(CD;0D, 300MHz= Ol & & 2
£ LIEFHCE.

MS (DCI/NHz) m/e 521.

ol

CaoH3eN20s: 1.3TFAS] gl YAEA:

AAFX @ C, 58.54; H, 6.62; N, 4 19.

A&A - C, 58.34; H, 5.58; N, 4.00.
AAIC) 294
ERhA, ERMA-D-(4-HSAIHIE)4-(1,3-WEDSE-5-2)-1-[3,3-TCIHETHIC L-IH 2 LK L)-T 22|
EI-3-Jt= Al 4t
AACH 101 JIZE HHS ALSOIOI BN S22 MZSCH NR(CD.00, 300MHz)E 31X Ol &

°f EME 2EHEL.

5§ 0.84 (s, 3H), 0.86 (s, 3H), 1.35-1.6 (m, 4H), 3.83 (s, 3H), 5.96 (s, 2H),
6.81 (d, 1H, J=8), 6.90 (dd, 1H, J=1, 8), 7.01 (d, 2H, J=9), 7.03 (s, 1H),
7.47 (d, 2H, J=9).

MS (DCL/NHs) m/e 495.

CogHaaNoOs+ 1.4TFAS] thy QA2 EA:

AALR] ¢ C, 56.55; H, 5.45; N, 4.28.

A4 ¢ C, 56.52; H, 5.83; N, 4.26.
AAI0] 295
ERiA ERMAD-(4-HISAIHL)-4-(1,3-HECISE-5-2)-1-[2-(N-Z2E-N-0| £-F S AIF2 L0t 0|

S)UE]-TEelH-3-It= A&

AAI0I 6182 BIEOtRle ZZ2E0IICZ, 1O2l1) AAM 6102 0IAREIE S22H0/ES 0|4
g ZSZ2ZEZ200IEZ OH = A0 6101 Jl=E HHRZR
MIZStCH &1 = &ES 111 g 2 Mot FMEC. 1O Z2H%2 =+
CHCN & =0l SoiAIZ| D SE X0t MM NEHE e MES =S8t
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<1726>
<1727>

<1728>

<1730>
<1731>

<1732>

1019970701079

'H NMR (CDCls, 300MHz) & 0.80 (t, 3H, J=7), 0.92 (m, 3H), 1.43 (h, 2H,
J=THz), 1.7-1.9 (m, 1H), 2.72 (m, 1H), 2.90 (m, 2H), 3.10 (m, 2H), 3.25 (m,
2H), 3.40 (m, 1H), 3.55 (m, 1H), 3.62 (m, 1H), 3.7-3.9 (m, 2H), 3.78 (s, 3H),
5.95 (s, 2H), 6.72 (d, 1H, J=8Hz), 6.82 (m, 3H), 7.00 (s, 1H), 7.30 (d, 2H,
J=8Hz).

MS (DC1/NH3) m/e 527 (M+H)'.

CooHsgNaOs* 0.5H00 Wk AAFA:

AlArx] @ C, 65.03; H, 7.34; N, 5.23.

A&X @ C, 65.13; H, 6.96, N, 4.95.
ALAI0] 296

EahA, ERHAD-(4-HISAIH L
LOE]-I82l -3 = A

Mk

~

-4-(1,3-H=C155-5-9)-1-[1,2,3,4-HERIGI0| E2 0|2 F =8l-2-9t2

AAGH 101 JISE BHS AIRSI0 HA SESS HMESCH H NR (CoCls,

300MHz)L 3 A ojdxe A8 et ik, § 2.97 (m, 2H), 4.68 (s, 3H), 5.97
(s, 2H), 6.83 (d, 1H, J=8), 6.9-7.0 (m, 3H), 7.03 (d, 1H, J=2), 7.1-7.3 (m,
4H), 7.4-7.5 (m, 2H).

MS (DC1/NHs) m/e 515.

2 A0 297
EtHA EMA-(4-UHSAIHE)-4-(1,3-HECS5-5-2)-1-[2-(N-Z2Z-N-CIHE 00 =2 L 0t0I )
|E_|] u|§E|C| 3 BI.E/\I/\}
2 A0l 6182 OIEO0IRIS Z2E0OtBIez, Jdelid AN 6102 0IA~REIE SZ2240/EE CHE
Jtte = Oidlot=s 8= Melstle, AN 6101 Jisd ye= 2H st¥=S M=SHCh 471 = o
1% TFAZ 2l 10-70% B CH,CN2Z2 EZAIA 0lldl HPLC(Vydac pC18)2 HHMEILH. SHGl= 2&8

0o o
== 0.
S22 AHX00 HA DS AE2 &) ASE2 =S80

' NMR(CDCls, 300MHz) & 0.70(t, 3H, J=7), 1.28(m, 2H), 2.75(s, 3H), 2.82(m,
2H), 3.1-3.45(m, 4H), 3.70(m, 1H), 3.80(s, 3H), 3.90(m, 3H), 4.72(m, 1H),
5.95(s, 2H), 6.75(d, 1H, J=8Hz), 6.87(m, 3H), 7.05(s, 1H), 7.40(d, 2H,
J=8Hz). MS(CDI/NH3) m/e 498(M+H)".

CorHasNsOs+ 1.25 TFAS] tigh YA 4]

AlAFX]: C, 55.35; H, 5.71, N, 6.56.

A&X: C, 55.41; H, 5.71; N, 6.41.

188-122



1019970701079
<1734> 2 A0 298

<1735> EfA EHA2-(4-HISAHE)-4-(1,3-HE0SE-5-2)-1-(2-(N-ZE2E-N-(4-LIEZH AL L) 0L0]
S)ME)-TEelH-3-It=4a &t

<1736> AAI0 660 D= HHEES AIECIH, M 1SS &E2 HXH =SS MIStC.
7

4. 85-87C. 'H MMR(CDCl;, 300MHz) & 0.77(t, J=7.5Hz, 3H), 1.38(6%A,
J=7.8Hz, 2H), 2.20-2.29(m, 1H), 2.57-2.66(m, 1H), 2.82-3.15(m, 4H), 3.22(t,
J=7.5Hz, 2H), 3.38(dd, J=3Hz, J=9Hz, 1H), 3.49-3.57(m, 1H), 3.59(d, J=OHz,
1H), 3.83(s, 3H), 5.96(s, 2H), 6.73(d, J=8Hz, 1H), 6.82(dd, J=1Hz, J=8Hz,
1H), 6.87(d, J=9Hz, 2H), 6.98(d, J=1Hz, 1H), 7.27(d, J=9Hz, 2H), 7.82(d,

J=9Hz, 2H), 8.23(d, J=9Hz, 2H). MS(DC1/NH3) m/e 612(M+H)*.
<1738> ALAIOI 299

<1739>  EMA EMAD-(4HSAHEL)4-(1,3-HECISE-5-2)-1-(2- (-T2 E-N-n-HELL T L 00| &) M E)-
MERIEETEY
<1740> AAIGI 6601 JIZE BHS ABOIO, BA DS MEHS HX SEES MISCH

7% 59-61TC 'H MMR(CDCls, 300MHz)6 0.79(t, J=7.5H;, 3H), 0.90(t, J=6H;, 3H),
1.26-1.32(m, 4H), 1.43(6%A, J=7.5H;, 2H), 1.67-1.76(m, 2H), 2.23-2.32(m,
1H), 2.70-3.08(m, 7H), 3.15-3.32(m, 2H), 3.42(dd, J=3H;, J=8H;, 1H),
3.52-3.57(m, 1H), 3.63(d, J=9H;, 1H), 3.80(s, 3H), 5.95(s, 2H), 6.73(d,
J=7.5H;, 1H), 6.83(dd, J=1Hz, J=7.5Hz, 1H) 6.87(d, J=8H;, 2H), 7.00(d, J=1H,

1H), 7.32(d, J=8H;, 2H). MS(DC1/NHs) m/e 561/(M+H)*.

<1742> &AL 300

<1743> EA EMHADP-(4-HISAIH LY )-4-(
3

HEY)0I0I )0 E-TSele-3-9
<1744> A0 10l Dl=sE 2HS MESHH, =M =S HIEHCH

$74 122-124C 'H NMR(CDsOD, 300MHz)§ 0.75(t, J=7.5H;, 3H), 1.26-1.45(m, 2H),
2.96-3.08(m, 2H), 3.23(bs, 2H), 3.35-3.45(m, 2H), 3.52(t, J=10H;, 1H), 3.81(d,
J=9H;, 2H), 3.86(s, 3H), 3.92(t, J=9H;,1H), 4.63(d, J=10H;, 1H), 5.97(s, 2H),
6.82(d, J=9H;, 1H), 6.93(dd, J=3H;, J=9H;, 1H), 7.06-7.08(m, 3H), 7.46(d,

J=9H;, 2H), 7.56(d, J=9H;, 2H), 7.89(d, J=9H;, 2H). MS(DC1/NHs), m/e 651(M+H)".
<1746> AAI0 301

<1747>  ERUA ERMAD-(4-HSAHE)-4-(1,3-HECISS-5-2)-1-(2-(NTE2L-N-(2-HL-2-T2HAZTL)O}
DI ) Ol 2)-Tl 22l El-3-5h= Al &t
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E

<1748> AAI0 6601 D= 2E

-

o

AHS

Ol

PO, SHal DS AEHS BN =SS MZStC.

€& 69-71C.. 'H NMR(CDCls, 300MH;)& 0.79(t, J=7.5Hz, 3H), 1.93(6%4l,
J+7.5Hz, 2H), 1.92(s, 3H), 2.25-2.35(m, 1H), 2.68-2.77(m, 1H), 2.85-3.28(m,
7H), 3.40(d, J=9H;, 1H), 3.52-3.68(m, 2H), 3.66(d, J=9H;, 1H), 3.80(s, 3H),
4.92(s, 1H), 5.07(s, 1H), 5.97(s, 2H), 6.74(d, J=TH;, 1H), 6.82-6.89(m, 3H),

7.01(s, 1H), 7.33(d, J=9Hz, 2H). MS(DCI/NH3), m/e 545(M+H)".
<1750>  AAIOI 302

751> EMA EMAD-(4-HSAIHE)-4-(1,3-WECISE-5-2)-1-[2-H LT H2ICIL-r2LH L -T2l e~
3-Sh= Al
<1752> AAGH 10l JIEE LS ABGHO, EH SESS HEECH NIR(COL00,

300MHz)E ol AAle] EFREL BoFET. §0.75(t, 3H, J=7), 1.4-1.7(m, 8H),
3.84(s, 3H), 5.96(s, 2H), 6.83(d, 1H, J=8), 6.91(d, 1H, J=8), 7.0-7.1(m, 3H),
7.52(d, 2H, J=9). MS(DCl/NHs) m/z 495. CoHaMNeOs. 1.6 TFA off i HA2EA
AArX): C, 55.35;H, 5.30;N, 4.14.

AZxX: C, 55.26;H, 5.37;N, 4.01.
<1754>  ALAl0f 303

<1755> EdiA EMA--(4-HSEAMHE)-4-(1,3-HELISS-5-2)-1-(2-(N-Z22-N-(2-HEZ2 B A Y ) 0t0
S)oE)-ISele-3-It=s a4t
<1756> AAIO 660 DI=E LS AIE0I0, WA DS A2 HM SEESS MISC

73 72-73C. 'H MMR(CDCls, 300MH;)6 0.82(t, J=7.5Hz, 3H), 1.04(d, J=6H;, 6H),
1.44(q, J=7.5H;, 2H), 2.15-2.33(m, 2H), 2.57-2.75(m, 2H), 2.84-3.08(m, 3H),
3.12-3.21(m, 1H), 3.23-3.45(m, 1H), 3.43(d, J=11H;, 1H), 3.55-3.62(m, 1H),
3.66(d, J=OH;, 1H), 3.80(s, 3H), 5.95(s, 2H), 6.75(d, J=9H;, 1H), 6.83(dd,
J=1H, J=9H;, 1H), 6.87(d, J=9H,, 2H), 7.02(d, J=1Hz;, 1H), 7.33(d, J=9H;, 2H),

MS(DC1/NHs) m/e 547(M+H)*.
<1759> &LAl0l 304
<1760> EglA EMA-(4-HSAHY)-4-(1,3-H

Ec|H-3-It= a4t

I
i)
N
s
o
e
v
T
™

|
=
[El
Hy

1
+
I
m
iz
I
nc
=
=}
i
=
um

=
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<1761>

<1763>
<1764>

<1765>

<1767>
<1768>

<1769>

<1772>
<1773>

1019970701079

o

AAION 6601l DI=E UHEES ALESI0, WM NEE AEQ

o

el

M st

3
$7 58-59°C. 'H NMR(CDCls, 300MH;)8 0.80(t, J=7.5H;, 3H), 0.88(t, J=7H;, 3H),

o

PN

o

tCE.

=)
=

ol
tol
il

1.23-1.36(m, 8H), 1.94(q, J=7.5H;, 2H), 1.71(4FA, J=TH;, 2H), 2.23-2.32(m,
M), 2.70-3.09(m, 7H), 3.13-3.32(m, 2H), 3.43(dd, J=3H;, J=9H;, 1H),
3.52-3.58(m, 1H), 3.65(d, J=9H;, 1H), 3.80(s, 3H), 5.96(s, 2H), 6.73(d, J=7Hz,
M), 6.83(dd, J=1M;, J=7H;, 1H), 6.87(d, J=9H;, 2H), 7.01(d, J=1H,, 1H),

7.32(d, J=9Hz, 2H) MS(DC1/NHs) m/e 589(M+H)".

A A0 305
EdA EHA-(4-HEAHEL)-4-(1,3-HEUSE-5-2)-1-[2-(N-ZZ2Z-N-0ISAIZI2L 00l )M E |-
IScle-3-It=a 4t

AAI0 6182 OHIEO2IES OEOoRIe=2, Ddelld AA 6162 OIAREIE 2
ZZE2MHO0IEZ Mot S HMeotD=, &AM 6101 D= gd¥H2Z HH st
J & 1% TFA =2 10-70% Ui CHCN2=Z SZAIZ4 0ldl HPLC(Vydac pC18)2 FAMEHCH. ==&t

)
=0
22 2 AXI0I0 WA DS AEQ &) M2ES 580

HU
N
=}

i NMR(CDCls, 300MHz)8 0.90(t, 3H, J=7), 1.22(m, 3H), 3.0-3.2(m, 4H), 3.42(m,
2H), 3.78(s, 3H), 3.82(m, 4H), 4.10(q, 2H, J=7H;), 3.5(br s, 1H), 5.97(dd, 2H,
J=1 7Hy), 6.72(d, 1H, J=8Hz), 6.84(m, 3H), 7.00(s, 1H), 7.42(d, 2H, J=8Hz)
MS(DC1/NHz) m/e 485(M+H)".

CosHaoNe07 + 1.2 TFAC] W3 YA EA

AALX: C, 54.90,H, 5.39,N, 4.51.

A& C, 55.01;H, 5.36;N, 4.56.

A AI0H 306

E A EPAD-(4-HSAIHE)-4-(1,3-8
g2/01-3-3r= Ak

AA0 6601 DIz HEHE AIE

B

0= 5-5-2)-1-(2-(-ZZB-N-3 A E L 00| ) 0 2)- 11

FOP, 2HA DS AEHe HA =SS MESCH

[o]]

1.25-1.36(m, 6H), 1.53(63X, J=7.5H;, 2H), 1.72(43AM, J=7H;, 2H),
2.23-2.32(m, 1H), 2.72-3.08(m, 7H), 3.15-3.32(m, 2H), 3.43(d, J=9H;, 1H),

3.55-3.62(m, 1H), 3.65(d, J=10H;, 1H), 3.80(s, 3H), 5.96(s, 2H), 6.74(d,
J=7.5H;, 1H), 6.82(d, J=7.5H;, 1H), 6.87(d, J=9H;, 2H), 7.01(s, 1H), 7.32(d,

J=9Hz, 2H). MS(DCI/NH3), m/e 575(M+H)*
AAIGI 307

EgiA ERA-2-(4-0EHYE )-4-(1,3-HE0=S5-5-2)-1-[NN-CI (n-FE)0I0I=3IELME)-1Sele-
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~

3-Ih= a4l
AAIO 49B2] 1S OIE 4-0E HIXAOIMEIOIE4'-HEOINMEH =S S|
: Krapcho et al., Org. Syn. 47:20 (1967)]01 JIM& &0 2ol MZEE)Z UAMBE2A, &A1 L
490“ Jled gys /\}90}04 HM St&f=2 HXSHC.

NMR(CDCls, 300MH;)6 7.31(2H, d, J=8H;), 7.16(2H, d, J=8H;), 7.03(1H, d, J=3H),
6.86(1H, dd, J=8&3H,), 6.73(1H, d, J=9H;), 5.94(1H, d, J=4H,), 5.92(1H, d,
4H;), 3.77(1H, d, J=9H;), 3.60(1H, m), 3.53-3.23(5H, m), 3.13-2.90(4H, m),
2.73(1H, d, J=14H;), 2.62(2H, q, J=9Hy), 1.45(2H, m), 1.40-1.10(6H, m),
1.02(2H, m), 0.87(3H, t, J=7H;), 0.78(3H, t, J=7Hz). m/e(DCI, NHz) 509(MH')
CaoHaoNz0s ol thgt A FA

AAA]: C 70.84, H 7.93, N 5.51.

A&xX: C 70.80, H7.85, N 5.25.

A A0l 308
EdiA EMA-(4-HEAMHE)-4-(1,3-HELISE-5-2)-1-[2-(N-ZZ2Z-N-(2-2 220 SAl) 2L 0t
D)o ]-TSele-3-It= a4t
AAI0I 61BS BIEO0IRIE Z2HotRlez, Jdelld AAIN 6102 OIAREIY SZ2U0IEE
i PSS
2

Z0E S2ZE2001EZ Mot B Melotils, AAM 6101 J=a LH2Z HM 3
HOH &0 & MES 121 ClE dez/aac2 S5t ZFMECH. O ZU2 =S8 DESS CHCN
=0 2 =

ot
| SoHAIDI D) S2AXGIH W DEHE HHS &=

o Hy

(u]

il

'H NMR(CDCls, 300MH)& 0.80(t, 3H, J=7), 1.22(m, 3H), 2.15(m, 1H), 2.75(m, 1H),
2.85(m, 1H), 3.1(m, 2H), 3.25(m, 2H), 3.5(m, 3H), 3.65(m, 2H), 3.80(s, 3H),
4.18(m, 1H), 4.30(m, 1H), 5.98(s, 2H), 6.72(m, 1H), 6.82(m, 3H), 7.00(m, 1H),
7.30(m, 2H). MS(DC1/NHs) m/e 533(M+H)*.

CorHaN0-Cloll tigt A E4

AAFX]: C, 60.84;H, 6.24:N, 5.26.

A&X: C, 60.48;H, 6.04;N, 5.10.

&AL 309
EdiA EHA-(2-HISAHY)-4-(1,3-#Ix
—3-I}=2 A A

AAN 1A OIE 4-0IS
AAN 101 Jl=e EHS ALSoHH EA

SE0IEIIEEHE ]-TIZelE

a
Jo
m»
01
m9
EE
Z
E]
’:7

E/\I—S—Eiﬂ_ t=0I0IE2 CHAMOHK
2 ARSI OI CF.
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<1786>
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<1789>

<1790>

<1792>
<1793>

<1794>
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' NMR(CDCls, 300MHz)6 0.91(t, J=7H;) 2 0.95(t, J=7H;, 6H %), 1.28-1.41(br m,
4H), 1.45-1.63(br m, 4H), 2.00-2.20(br m, 2H), 3.06(br t, J=OH;, 1H), 3.30(s)
2 3.20-3.68(br m, 11H %), 3.72-4.10(br m, 4H), 5.92(s, 2H), 6.72(d, J=8.5H;,
1H), 6.82(dd, J=1.5, 8.5Hz, 1H), 6.91(d, J=1.5H;, 1H);MS(FAB) m/e 463(M+H)".
CosHagNo0s- HoO o] o3t daiA]

AR C, 62.48;H, 8.39;N, 5.83.

AEXA: C, 62.13;H, 8.15;N, 5.69.

2 A0 310
EtHA EMA2-(4-UHISAIHE)-4-(1,3-HUECISS5-5-2)-1-(2-(N-0I E-N-n-H ELZ Z OO0 =) € ) -1
EcH-3-t=sa 4t

AAIO 660 DI=E LS AIE0I0, WA NS A2 HM eSS MISC.

4 57-58°C. 'H NMR(CDCls, 300MH;)6 0.89(t, J=7Hz;, SH), 1.06(t, J=7.5H;, 3H),
1.26-1.37(m, 4H), 1.72(4FA, J=7.5H;, 2H), 2.22-2.32(m, 1H), 2.71-2.96(m,
5H), 3.08-3.30(m, 4H), 3.95(d, J=9H;, 1H), 3.53-3.60(m, 1H), 3.67(d, J=9H,
1H), 3.80(s, 1H), 5.97(s, 2H), 6.73(d, J=9H;, 1H), 6.82(d, J=9H;, 1H), 6.88(d,

J=0H;, 2H), 7.02(s, 1H), 7.33(d, J=9H;, 2H). MS(CD1/NH;) m/e 547(M+H)".
A A0 311

ERA EHA2-(4-HISAHE)-4-(1,3-HZ0ISE-5-2)-1- [N N-CIAt0OI 22 A 0t0| I E L M € ] -1
EclH-3-It= a4t

AA0 101 Jlsel SHS AISotH ZHM tE=

o

PNIES

o

tCH.
NMR(CDsOD, 300MHz)6 1.0-2.0(m, 20H),.3.0-3.1(m, 2H), 3.80(s, 3H), 5.95(s, 2H),

6.75(d, 1H, J=8), 6.86(dd, 1H, J=2,8), 6.95(d, 2H, J=9), 7.04(d, 1H, J=2),
7.38(d, 2H, J=9). MS(DCI/NH3) m/z 563

CasHaoN:0s. 0.5 H:0 ol T3k Ya2A

AArA): C, 69.33;H, 7.58;N, 4.90.

AEX: C, 69.42;H, 7.29;N, 4.78.
ALAIGI 312
ERA EMAD-(4-HSAHY)-4-(1,3-HELSE-5-2)-1-[2-(N-Z2E-N-32-2SAIFH2 L0101 =) o

g]-IEele-3-3t= a4t

AAI0 61BS =4 HEOIYS Z2E0otRie=z, Jell] AAIN 61C2 OIAREIY SZ2c0IEE
CI-3=-RELII2UIOIEZ WHMot2A, &AM 6101 Ji=E LHES AE0I0 ZM =SS
NMR(CD;003, 300MHz)= &l & Ol& Mo &
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<1799>
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<1803>
<1804>
<1805>
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AE BoFEoh, §0.81(t, 3H, J=7), 1.2-1.5(m, 11H), 3.78(s, 3H), 5.92(dd,
2H, J=1,2), 6.74(d, 1H, J=8), 6.84(dd, 1H, J=2,8), 6.92(d, 2H, J=9), 6.99(bd
s, 1H), 7.35(d, 2H, J=9). MS(DCI/NH3) m/z 527.

CoolaaNo07 o] W@ YAEA

AL C, 66.14,H, 7.27,N, 5.32

Al&x]: C, 66.05;H, 7.36;N, 5.15.
AAI0 313
EUA EMADI-(4-HEAN-3-EE2LLZH Y )-4-(1,3-HIXC|=25-5-)-1-[N,N-Cl (n-E )00l =2 L Ol

=
2 ]-TIZolEl-3-ot= Al A

4~-HIEA OFNEH =2 HAIGHH 4-HSA-3-EFTLZ 0N EH =2 AMSSIHAM, AN 1 L 43
o D= Y8 ES AIS0tH ZH Steg=22 HXSHCH.

€73 142-143TC. NMR(CDCls, 300MHz)S§ 0.82(t, J=7H;, 3H), 0.88(t, J=7H;, 3H),
1.03-1.50(m, 8H), 2.82(d, J=13H;, 1H), 2.90-3.13(m, 4H), 3.20-3.50(m, 3H),
3.39(d, J=13H, 1H), 3.55-3.65(m, 1H), 3.82(d, J=10H;, 1H), 3.87(s, 3H),
5.91(dd, J=2H;, 4H;, 2H), 6.72(d, J=8Hz, 1H), 6.83-6.91(m, 2H), 6.99(d, J=2H;,

1H), 7.06(m, 2H).

CoollaMN206F o] S YAEA

A4EA]: C, 65.89;H, 7.06;N, 5.30.

A&X: C, 65.82;H, 7.13;N, 5.29.
AAIGH 314

SRl EMAD-(TRE)4-(1,3-HECSS-5-2)-1-(>-N-T2E-HE 8 TLUO00| =) 0 )T B2 2 -
3-It= Al

AAIG 314A

m2W HESEEO0CE

ZOISHCEH. &) Bt228 0COlA 3022 WEtatD, OIHA 25TOIA 4AI2t SO WEHEICH, AlD| 2HME
1.0M =4 NaHSO, 20mL £ CH,.Cl, 25mLE SHHAIZICH. SIIA&4S H0 25mL & &4 25mLE A6l Al =6k
UM, AZAIII0(NaS0, ), OMAIZILD XNBBHHAM s=FAIH 2 DE2 Aol ZH &2
739mg(3.83mmol, 95%)= #=SStCt.

TLC(25% EtOAc- #4F) Rf 0.23; 'H NMR(CDCls, 300MHz)8 0.92(t, J=7H;, 3H),
0.97(t, J=THz, 3H), 1.28-1.50(br m, 4H), 1.52-1.68(m, 2H), 1.75-1 90(br m,
2H), 2.98-3.06(m, 2H), 3.08(q, J=6H;, 2H), 4.10-4.23(br m, 1H); MS(DCI/NHs)

m/e 211(M+NH,)*.
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A A0 3148

g EgiA ERiA4-(1,3-HX025-5-2)-1-(2-E2202)-2-Z2 -0 S| H-3-It =4 0E
oEcit sg=2 AA0 9482 Stet==2 CHAISH, AAIN 61A2 &0 et ZXH == A

ESCIge

A A0 314C

Mg EfA EfA-(Z2E)-4-(1,3-HECSS-5-2)-1-(2-(N-EZ2Z-HEL ZTYUO00| )0l E)-T S

E-3-It=S4d0lE

OMF 0.1mL =2 & A0l 314A2 SIE=2(6.6 SHS >AFUES(2ng, 60% 2
1.2mg NaH, 50umol)2& XMelstct. 1 22 s S A20AM 1522 wetotn LA,
JnL &2 AAloll 18982l 3t =(9.0mg, 22umol) SAS HItotl, 0I0IN HER-n-REARE

0.5mgS &Itetlh. & StSES OI220H0 23 AP0 60THA SM wWEHstt, &J] BtS=
IS0t s=AIII0, &F]SE E3t =4 NaHC0; 2nL, = ImL ¥ EtOAc SmLE =SHHAIZICH. =

ImLE MIEGHLD, NaS0,2l 210 SWHAIA HXZAIZILD, KRS S0l sEAA 2=
Il & MES 20% EtOAc-HMCZ ESAIF 0lidl TLC(&2IdH 2, 8 x 20cm, 0.25mm SH)=2

aEfe HAHM sEtEES +=SEth.

oz

oo

=
ox Q3

an oz
o o
[l
TR r
, A

@ =
& o
>

b

r

04 Moo 2
Hir
ro
H

> =
e o
<0

[l
>_

LALON 71C2 -0l et 2XH SteESS MAeC.

"1, NMR(CDCls, 300MH,)& 0.88-1.00(m, 9H), 1.20-1.55(br m, 6H), 1.55-1.68(m,

>

3H), 1.70-1.85(br m, 2H), 1.90-2.16(br m, 2H), 2.84-3.26(br m, 6H),
3.26-3.90(br m, 6H), 5.95(s, 2H), 6.76(d, J=8H;, 1H), 6.79(m, 1H), 6.93(br s,
1H);

CastaN20sS(MHH)* o) T+ HRMS(FAB)

AR 497.2685, AZX]: 497.2679.

ALAIOI 315
EUA EUAD-(A-HSAHE)-4-(1,3-MECISE-5-2)-1-(-(NET2E-N-CIHL LT 2Y0H0/ =) )
~IIE2 E-3-3t= Al A

AAIGI 6601 JIZE UHS ARSI, WA DEES MO BN HESS HMESCH

€74 59-61T. 'H NMR(CDCls, 300MHz)8 0.79(t, J=7.5H;, 3H), 1.45(6%A1, J=7.5H;,
2H), 2.22-2.31(m, 1H), 2.65(s, 6H), 2.70-2.79(m, 1H), 2.85-3.04(m, 4H),
3.09-3.32(m, 2H), 3.40(d, J=9H;, 1H), 3.55(t, J=OHz, 1H), 3.65(d, J=9Hz, 1H),
3.81(s, 3H), 5.96(s, 2H), 6.75(d, J=9Hz, 1H), 6.83(d, J=9Hz, 1H), 6.88(d,

J=OH;, 2H), 7.02(s, 1H), 7.34(d, J=9Hz, 2H). MS(DCI/NH3) m/e 534(M+H)".

A

EdiA EMA-(4-HSAMHE)-4-(1,3-HELISSE-5-2)-1-[2-(N-Z22-N-[4-0ISAIHE | & ZL0t0
3 |

A
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<1830>

<1831>

<1833>
<1834>
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200mgS 100COIM 1.25AI12F SOt JtEst, W CIERIEZ2 TS ASSHH HMHSIL AR=2S ST
Ol EGHAIZICH. SEA ZED M AR F, &I 8HS HEZAIIID(NaS0,) &I BHE sFAI2
Ct. &F=2S A2t Z0A 5:1 SAHEtOACE SEAIA JAZ20IEJHIIZ WG ZHM st

5.229(98%)& +=S8&tLt.
A A0 3168

ol e EHA-EHA L AIA-EHA

O-(4-ISAIHL )—4-(1,3-H R LI R A-5-2 = Al
AN 316A01 D= Bt (5.229)2 OIEFS 36ml, TREOID 250 L RRCs LES 35ng
D BOCOIAL 2A12F SOF JIEBICH. 0K XZot0IM KHeICH NES2S S=00 AR, =
) )

ot g
BAZE SHW SH JEAIND AEZAZICHNS0,). &I EHS MSOHUHA SHEAA QXM 2L
oEie ZHM == 4.96g2 +=SeC. 012 Mot 1 OS HAHMAN ASEtH
A A0 316C
ERA EHA2-(4-HISAHE)-4-(1,3-HEZ0SE-5-2)-1-[2-(N-ZZ2Z-N-[4-UHSAIH L ] & Z L 0L0]
L)ZzY)-ISele-3-It= a4t

AAI0 660 D= ZHES ALSSHH, A0 316BUIM HMZEE statEesS CIOIAZZ2ENEORS
2tRst OLNELIEE =9 4-HSAMMEEY S22t0/E2 BFEARIO. O 22 =S8 A28 Ao
It 2(ss =9 30% EtOAC) A 2Z20HEDHIIGHD, AAIG 102 LAl 2o Jt~=2oHctH EM SHE
== FSEt

NMR(CDCl3, 300MH;)6 0.83(t, J=7Hz, 3H), 1.40-1.52(m, 2H), 1.56-1.70(m, 2H),
2.00-2.11(m, 1H), 2.40-2.51(m, 1H), 2.69-2.78(m, 1H), 2.84-3.03(m, 4H),
3.19-3.34(m, 2H), 3.48-3.59(m, 2H), 3.80(s, 3H), 3.86(s, 3H), 5.95(s, 2H),
6.74(d, J=8H;, 1H), 6.85(d, J=8Hz, 3H), 6.93(d, J=8Hz, 2H), 7.02(d, J=2H, 1H),
7.29(d, J=8H, 2H), 7.69(d, J=8H;, 2H)

CsoH3sNa0eS ol tHF FAEA

AAEA]: C, 62.93:H, 6.27;N, 4.59.

A&X): C, 62.97;H, 6.39;N, 4.45,

AAIG 317
EdA EMA2-(4-HISAHE)-4-(1,3-UE0SE5-5-2)-1-[2-(N-EZ2E-N-Z22EZ 00l L) Z2 Y]

SHEEIERCSIENN

AAIGI 6601 JISE S AFSSH0I, AAIG| 316BMIN KIEE S82S ClOIAT2BH 0SS
B8 OMELIEY Z9 Z2pamd 2220/S9 SISARICH 1 22 S8 422 25 A
(34 ZO| 30% EtOAC)UIM IZOLEINTBHD, AAIG 102 Lol ol JI4=23Ht0 EA sE2s
LSBT

188-130



<1837>
<1838>

<1839>

<1842>
<1843>

<1844>

1019970701079

NMR(CDCl3, 300MH;)& 0.85(t, J=7Hz;, 3H), 1.02(t, J=7H;, 3H), 1.47-1.60(m, 2H),
1.65-1.85(m, 4H), 2.04-2.16(m, 1H), 2.42-2.57(m, 1H), 2.72-3.11(m, 5H),
3.25-3.41(m, 2H), 3.50-3.62(m, 2H), 3.80(s, 3H), 5.85(s, 2H), 6.72(d, J=8H,
1H), 6.80-6.90(m, 3H), 7.02(d, J=2H;, 1H), 7.30(d, J=9H;, 2H).

CogtlagNo07S ol i LA EH

AAbA]: C, 61.52;H, 7.01;N, 5.12.

AZ&X: C, 61.32;H, 7.01;N, 5.01.

EUA EHAD-(F-ERLEA4A-HSAIHE)4-(1,3-H=0E5-5-2)-1-(2-(N-Z2 Z-N-HEtH T L0t 0|
S)oE)-ISele-3-It=sa 4t
A0 313 & AAIM 6601 Ji=E YHE ASSIH, M DEZ MH2 =M FEES MZES

[wl

€7 66-68C. 'H NMR(CDCl3, 300MHz)6 0.81(t, J=7.5Hz, 3H), 0.89(t, J=7H;, 3H),

1.26-1.35(m, 4H), 1.45(6%41, J=7.5H;, 2H), 1.68-1.76(m, 2H), 2.25-2.33(m,
1H), 2.72-2.92(m, 5H), 2.97-3.12(m, 2H), 3.16-3.33(m, 2H), 3.43(dd, J=3H;,

J=OHz;, 1H), 3.53-3.60(m, 1H), 3.66(d, J=10H;, 1H), 3.88(s, 3H), 5.95(s, 2H),
6.74(d, J=8H;, 1H), 6.82(dd, J=1H;, J=8H,, 1H), 6.92(t, J=8H;, 1H), 6.97(d,
J=1H;, 1H), 7 12(d, J=8H;, 1H), 7.18(dd, J=1H;, J=12H;, 1H). MS(DCI/NHs) m/e

579(M+H)*.
ALAIGI 319

EdiA EHA-P-(4-T2ICIE)-4-(1,3-BI =

a

2£-5-2)-1-[NN-CI (n-2E)0I0I=HELHE ]-TSelEl-

e (4-BISAHMZY)OLMEIOIEE
J. Am. Chem. Soc. 1993, 115, 11705]& AtE3

g== MNXIEC

Aot g 3-=24-3-(4-melg)=
FHA, AAIG 1 & 4301 Jl=a 2Y
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SF 131-1327C.
NMR(CDCl3, 300MHz) & 0.82(t, J+7Hz, 3H), 0.88(t, J=7Hz,

1019970701079

3H), 1.05-1.50(m,

8H), 2.90(dd, J=7Hz, 9Hz, 1H), 2.97(d, J=13Hz, 1H), 3.00-3.25(m, 4H), 3.32(m,

1H), 3.39(d, J=13Hz, 1H), 3.45-3.52(m, 1H), 3.67-3.78(m, 1H), 4.10(d, J=SHz,

1H), 5.92(dD, J=2Hz, 4Hz, 2H), 6.75(d, J=9Hz, 1H), 6.90(dD, J=9Hz, 2Hz, 1H),

7.02(d, J=2Hz, 1H), 7.45(d, J=8Hz, 2H), 8.50(d, J=8Hz, 2H).
CorHasNgOs0ll T3 fAa84

AArx] @ C, 67.34; H, 7.33, N, 8.73.

AM&x : C, 67.39; H, 7.45; N, 8.61.

EdiA EHA-(4-HSAHE)-4-(1,3-HUECISE-5-2)-1-[2-(N-Z2E-
O ]-TSele-3-3t= a4t

N-CI 0l £ 00l =22 £ 010l

A0l 6182 =4 HIEOtEIES TZ2EOE2Z, Jelll 6102 0IAREE 22
=

=2
HHY 2=2cl0IE2 HASHEA, &AM 610 D& 2

tE2ot0d EH SHES

o
é
P
i
[l

NMR(CDs0D, 300MHz) 6 0.74(t, 3H, J=7), 1.09(t, 6H, J=7), 1.33(m, 2H), 3.17(q,

44, J=7), 3.78(s, 3H), 4.04(m, 1H), 5.93(s, 2H), 6.86(d, 1H, J=8), 7.06(dd,

1H, J=2.8), 6.94(d, 2H, J=9), 7.04(d, 1H, J=2), 7.40(d, 2H,
MS(DC1/NHz) m/z 526.

CasHaoNaOs+ 0.1TFAS] Tk YA EA

AXX : C, 65.31; H, 7.34; N, 7.82.

A&z . C, 65.33, H, 743, N, 8.14.
ALAIOI 321

J=9).

I
&
1>
in
2
>
b
2
T
=
n
=
=
nc
T
iR
e
£
b
a
0
Mk
&
e
¥
T
w
iln
a
=
m
=
==
o
o
e
&
i
=

m
-
=]
W
o

§ 0.88(d, 3H, J=7), 0.93(d, 3H, J=7), 3.82(s, 3H), 5.95(s, 2H), 6.82(d, 1H,

J=8), 6.89(dd, 1H, J=1,8), 7.00(d, 2H, J=9), 7.03(m, 1H), 7.47(d, 2H, J=9).

MS(DCI/NHs) m/z 495.
&AL 322

EHA EMA2-(4-HSAIHE)-4-(1,3-HE0SE-5-2)-1-[NN-CI(S-RE )00l It 2L N E ]-T S

3ot

AAIG 10 DS 2EHES AMEotH EM SEE2S MZESHCH NMR(CD:00, 300MHz)2 Ol & Xl <
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<1861>
<1862>

<1863>

<1866>
<1867>

<1868>

<1870>
<1871>

<1872>
<1873>

<1874>

1019970701079

il
mjo

LIEFHCE,

=]
=

§ 0.83(t, 6H, J=8), 1.27(d, 6H, J=7), 1.6(m, 2H), 3.79(s, 3H), 5.93(s, 2H),
6.75(d, 1H, J=8), 6.86(d, 1H, J=8), 6.94(d, 2H, J=9), 7.03(d, 1H, J=2),

7.35(d, 2H, J=9). MS(DC1/NHz)m/z 511.

A A0 323

A EMAD(4HSAHL)-4-(1,3-MECSS-5-2)-1-[N-(2-H L H L )-N-2L0H0| 32 L H 2 ] -
I E2IE-3-t= Al 4t

AA0 101 Jlsel SEHS AISotH EH =S MZEtCh

MS(DC1/NHz) m/z 545.

CaoHseNz06+ 0.9H001 g YA EH
A : C, 68.53; H, 6.79; N, 4.99.

A& :C, 68.56; H, 6.62; N, 4.71.

A A0 324

ERA EHA2-(4-HSAHE)-4-(1,3-HE0SE-5-2)-1-[N-3-HEH L )-N-2E00I ot 2L HE |-
IEce-3-It=a 4t

AA0 101 Jlsel SEHS AISoHH ZEH se=ES MZEtCh

NMR(CDsOD, 300MHz) d 0.88(t, 3H, J=7), 1.2-1.5(m, 4H), 2.31(s, 3H), 2.8(m,
20), 3.14(t, 1H, J=10), 3.3(m, 1H), 3.44(dd, 1H, J=5,10), 3.53(m, 1H),
3.60(t, 2H, J=7), 3.79(s, 3H), 3.82(m, 1H), 5.93(s, 2H), 6.74(d, 1H, J=8),
6.8-6.9(m, 5H), 7.06(d, 1H, J=2), 7.09(d, 2H, J=9), 7.18(d, 1H, J=7), 7.27(t,
1H, J=7). MS(DC1/NH3) m/z 545.

CaoHseNeOg+ 0.8Hz001 Wit YA EA

AAIGI 325
ERA, ERMA4-(1,3-UELSS-5-Y)-2-(MESAIHE)-1-(((NN-CIRL0H0I )2 L) HE) I 2l El-
3-Sh= Al
AAIGI 325
HE EA EHA4-(1,3-HECISS-5-2)-2-(MBSAIHEL)-1-(((NN-CILE0H01 )2 L) HE) TS

clEl-3-2t= & dI0lE

A0 1AS] 4-THISAIHIZLOLAIHIOIEE HIE
Ol 1A-102] &0l el 24 2 AEfe ZH 2

~HEAEZSA-3-SAREIHOIEZ HMStLA, &Al
30% EtOAc-&14t) Ry 0.18;

e
o
T~
Jn
o
a
—
—
24
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<1876>
<1877>

<1878>

<1881>
<1882>

<1883>
<1884>

<1885>

<1886>
<1887>

<1888>
<1889>
<1890>

<1891>
<1892>

<1893>

<1894>

<1895>

<1896>

1019970701079

'H NMR(CDCls, 300MHz) & 0.88(t, J=7Hz, 6H), 1.17(t, J=7THz, 3H), 1.20-1.34(br
m, 4H), 1.40-1.56(br m, 3H), 2.85(t, J=8Hz, 1H), 2.98-3.3C(m, 5H),
3.39-3.60(m, 3H), 3.64-3.75(m, 2H), 3.92(d, J=14Hz, 1H), 4.102%H q,
J=6.5Hz, 2H), 4.53(s, 2H), 5.91(m, 2H), 6.69(d, J=9Hz, 1H), 6.77(dd,

J=1.59Hz, 1H), 6.91(d, J=1.5Hz, 1H); MS(DCI/NHs) m/e 553(M+H)".
A0 3258

EA, ERMA-4-(1,3-HELSE-5-Y)-2-(MESAIHE)-1-(((NN-CIR 010l )2 ) HIE) I B2l El-
3-It= Al

A0 71C2 &l Tt 24 =2l dEe HH eSS Mt

TLC(5% MeOH: CH.Cl;) Rf 0 13; 'H NMR(CDCls, 300MHz) & 0.86(t, J=7Hz) 2 0.90(t,
J=THz, 6H %), 1.15-1.52(br m, 8H), 2.96-3.35(br m, 5H), 3.50-3.75(br m, 2H),
3.80(dd, J=3, 13Hz, 1H), 3.88-4.40(br m, 6H), 4.45(AB, 2H), 5.90(s, 2H),

6.70(d, J=8Hz, 1H), 6.84(dd, J=1,8Hz, 1H), 6.93(d, J=1Hz, 1H), 7.28-7.39(m,

5H), MS(DC1/NHs) m/e 524(M+H)".

2 AI0Il 326

EgiA ERiA-4-(1,3-HMZECI25-5-2)-2-(StOIESAME )-1-(((N,N-CIRE0t0I L) IEL)HE )-TIE
2l E-3-Jt=al &t

2 A0l 326A

HE EsHA EHAA-(1,3-HICKIE-5-2)-2-(St0IESAIHE)-1-(((N,N-CIR2E0t0I =) tEL) M E) Tl

Ecld-3-7t=4d0IE
EtOH 7mL =2 A A0 325AZRH =S8t &t=2(128mg, 0.232mmol) &

£ 1J1 =A0M0IAM 48A12F SQF WEHEHCEH. &) Eg =22 Acl0lEQ =21
I NIRES Z2SIHA s=AIHA X dsSs =S8 = UL, &8

SEHAO| 20% Pd(OH), 25mg

% oin

x 10mL= MIEStD UM, &8 6
A2 0tEHTI(40% EtOAc-E AN 22 HEIGHH EHM stgt2s +=Sstth
A A0 3268
EA ERfAA-(1,3-HIE0KSE-5-2)-2-(c0OIEFAIHE )-1-((N.N-CIRE 00l =)t ) E T Sl &l -
3-ItsSAaldt
AAIO 71C2 2ol Tt 2XH ste=S MAeC.
A A0 327
EdlA EfAA-(1,3-HZI0SE-5-2)-2-(N-HEZZHOI0I E-3-2)-1-(((N,N-CI2E 00l = )2t 2 L) Ol
g)ISelg-3-t=a &
A A0 327A
HE EgiA EHAA-(1,3-HZ0KE-5-2)-2-(Z2L)-1-(((NN-CIRE0I0I)IBLE ) HE) TSl e~
3-II=S A 0E
AAI0 326A2 StEIES MHdEFC=Z ASIAIAH(OIE SY, DMSO, SA 2=22t01E, HECI0IA
ZZEotalol 2lE Af(Swern) &SE AbEoSHILE CIADHE (DessMartin) H2I2CIHS ALEE) HHM &
=S MZsth
A A0 3278
g EdHA EfHA-4-(1,3-HUELSE5-5-2)-2-(0-38-FEZ2H = 0tE-3-2 )-1-(((N,N-CIRE0t0l )
Jt2E)HE) ISl -3-3t= A0 E
CHLl, SHUUAM 38-FE ECIHEZAZZS0IZCIE OtAIHIOIER HAIN 327A2 StEtE=ES =&
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<1897> &l A0l 327C

>

<1898> Mg EHA EHA-4-(1,3-HIXLSE-5-2)-2-(Z2 HA-3-2)-1-(((N,N-CIEE 00| )22 )N E )1
EE-3-II=4d0IE

<1899> CHCI, Al ECIZEZ20tHIEAD AAIG 32782 3lstEs PHE(1:1)AIH HEHM SIEg=E2S HXE
Ct.

<1900> &AL 3270

<1901> g EciA EHAA4-(1,3-HECSE-5-Y)-2-(N-HEZZ2HO0I0|&-3-2)-1-(((N,N-CI2E0l0I )2t E
d)HE)oESeld-3-IIsaH0E

<1902> JLECI0I0IE (0 : N-OIE-N-(3-CIHEO0I0I=)E2EIILCI0I0IE, DCC)2l =THoGHOIA MIEooe!
SlOIE =2 Z20|E2 AAlI0 327C2 stet==2 SSAHA HH =2 M I SHCt.

<1903> &AL 327E

<1904> EiA EHAA4-(1,3-HIEX(C|2E5-5-2)-2-(N-HEZZ2H 00| =-3-2 )-1-(((N,N-CISE 00| )2 L) 0l
8O E2H-3-It= Al At

<1905> AAIN 71C2 Al et =4tst2lsa A AN 32702 S22 BtSAIHA EXM SEe=22 MEst
Ct

<1906> &AL 328

<1907> EdA EAA4-(1,3-HIXL=SE-5-2)-2-(1-6l0|=E2BA-2-E2H-3-2 )-1-(((N,N-CI2E0I0| = )9 &
SHE)-IEelc-3-II=SA A

<1908> &AL 328A

<1909> g EA EHAA4-(1,3-HEXCISE-5-2)-2-(1-6l0|E2EA-2-EZ 2 H-3-2 )-1-(((N,N-CIEE 00| =) 3t
BY)HE)ISeH-3-II=2AY 0 E

<1910> et HEY 200lE =20 AAIN 327C2 SIEEES BISAIZ EXM S22 HEXSHCH.

<1911> AAI0l 3288

<1912> EdA EAA4-(1,3-HIXL=SE-5-2)-2-(1-6l0|E2A-2-EZ2H-3-2 )-1-(((N,N-CI2E0I0| = ) IIE
S E)DSele-3-It=2a At

<1913> AAIN 71C2 HEAl et =4tst2lsa A AN 328A2 S22 SEAIHA EXM SE=22 MEst
Ct

<1914> &AL 329

<1915> EYdA EMAA-(1,3-HZECISE-H5-2)-2-(N-HEOIOI =HE)-1-(((N,N-CIFE 0D =)L ) HE) Ul 2

clE-3-Jt=al &t
<1916> A ALGII 329A

<1917> g EciA

|
~

JHIERCI=25-5-2)-2-(N-BIZOt0I =0 € )-1-(((N,N-CI R E 00l = ) It 2L ) O

[

EiA—4-(

e Eele-3-3I=24 4 0l1E

<1918> HEtE =2 UEE AOIE2=238l0/E2I=2 =THGH0IA HZE ORI AAIG 327A2 SiEt=22 =
SAIHA EM steE22 Mxstt

<1919> &AL 3298

<1920> EYdA EMAA-(1,3-HECISE-H5-2)-2-(N-HEOIOI =HE)-1-(((N,N-CIFE 0t =)L ) HE) U 2
2l El-3-It= Al At

<1921> AAIN 71C2 HEAl et =4tst2lsa A AN 320A2 S22 BtSAIHA EXM Se=22 MEst
Ct

<1922> &AL 330

<1923> EgHA EMAA4-(1,3-HICSE-5-2)-2-(N-OLM E-N-HZ O} 0| =H & )-1-(((N,N-CI2E 0101 =) IIEE)
HE) I Sele-3-It= A At

<1924> &ALl 330A

<1925> g EgiA EiA-A4-(1,3-HECISE-5-2)-2-(N-OtHIE-N-HIZ OO0 =0 & )-1-(((N,N-CI2E 0t0I = ) 3t
2l E)uSelc-3-II=Ad0lE

<1926> Ec|0E 0t
M =SS MZ&tC.

<1927> 2 AlGII 3308

<1928> EdHA ERfA-4-(1,3-HZELSE5-5-2)-2-(N-OtM E-N-BIZ OO = E)-1-(((N,N-CIRE 00| =) ItE )
HE)mEcig-3-3t= a4t
<1929> A0 71C2l 2EO Met =&tetelS0 AN 330A2 SHE=S BISAIHA HEHM tE=S M=EZE
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<1930>
<1931>

<1932>
<1933>

<1934>

<1935>
<1936>

<1937>

<1938>
<1939>

<1940>
<1941>

<1942>

<1943>

<1944>

<1945>

<1946>
<1947>

<1948>

<1949>

<1950>

<1951>

1019970701079

Ct.
&AL 331 )
EfA ERAA-(1,3-HICSE-5-2)-2-(0EIL)-1-(((N,N-CIRE 001 =)It2 )N E) T 2| = -3-3t
B
&LAI0 331A )

OlE EdA EMAA4-(1,3-HZEZCSE-5-2)-2-(0EIL)-1-(((N,N-CISE0I0I )Y ) HE) LISl -
3-II=AY0IE

ALAIO 327A°] &StstE=S AFE2ol0d, 2d0l(Corey) ¥ IZE=x(Fuchs)l R&[EZX : Tetrahedron

Lett. 1972, 3769-72]01 Wet EH stst=S M EXSHC
&L Al0l 331B )
EfiA ERHAA4-(1,3-HZ0SE-5-2)-2-(0lEIL)-1-(((N,N-CIRE 00l =)t 2 L) Ul E) T Sl & -3-3t
SAIA

A0 71C2 2H0I et s=4atstelSo ZAI0 331A2 stE=S BFSAIH EM =S Mxst

o

Ct.
ALALGI 332 ]
EUA EWA-4-(1,3-MEL|S2-5-2)-2-(1-BEIL )-1-(((N,N-CI S E0H0I = ) IHE ) B 2 ) Tl 2 2] €13
Sh=al it
ALALGI 332A ]
WY EdiA, EdiA—4—(1,3-HIXC|SE-5-2)—2-(HEIL)-1-(((NN-CI 200 &) It B L) H ) I Z2 El-
3-It= A 0lE |
S W2t A A
22 S(Taylor al )l BH[EZ : J. Org. Chen. 1989, 54 (15), 3618-24]0 Wk &A
ol 206A9|ngt§§ (,4 yuzu' QCI0IES T2AE02 =0sIAH HB2sO2 M HX sstes X6
Ct.
ALAIGI 3328 )
EWA EBMA4-(1,3-MELSE-5-2)-2-(BIEIL)-1-(((NN-CI 201 =) IHE L) B )-TI £ 2| €1-3-3}
= AlLA
AAIGI 7102 SOl et 2Alstel ST AAIC 33240 SIEI2S BISAIH Al sistes MEs
Ct.
ALALGH 333
ERA ERAD-(4-HEAHL)-4-(1,3-HEC|S2-5-2)-1-[2-(2,6-CISAT I Ol ) ML T =2l ¢l
3-IH=AlA
stet=s = = S SN0 EIIEICH 24Al
A0 61AS) SIEES CINEESO0IE S 2LES0/01E UESY B
2 ot mt&lgl 2 22 #oioD AD| 2822 (HS2 =&s0H 1 Zl2 ASs 22E200/
S AAIOl 102 S0l 25 IA2HEI BA SEE2 LS50
AAIGI 334 )
EUA EMAD-(4-HISEAHL)-4-(1,3-H X[ SE-5-2)-1-[N,N-CIHL OO L 2 L Bl 2 - el El-
3= AN
AAICH 101l IS YUHS AFESI0] ZH 3822 MESICH

' NMR(300MHz, CD:OD) & 2.83(dd, 1, J=8.1, 9.7), 2.99(d, 1, J=15.4), 3.19(t,
1, J=9.5), 3.49(d, 1, J=15.3), 3.51(dd, 1, J=4.6, 9.5), 3.57(m, 1), 3.79(s,
3), 3.85(d, 1, J=9.5), 5.90(s, 2), 6.71(d, 1, J=8.0), 6.84(m, 3), 7.04(d, 1,
J=1.6), 7.14~7.16(m, 6), 7.19-7.34(m, 6); MS(DC1/NH3) m/z 551,

CasHsoN2060 . 65H;0 + 0.35C:Hs0C0CHzoll T gt Y&

AR : C, 69.77 H, 5.77, N, 4.76.

A& . C, 69.75, H, 5.55, N, 4.64.
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<1953>
<1954>

<1955>

<1957>
<1958>

<1959>

<1961>
<1962>

1019970701079
A A0 335

ERA EHA2-(4-HSAHE)-4-(1,3-HEZ0ISE-5-2)-1- [N N-CIOIAZZ2H 00| 2L M E -T2
elEl-3-Jt= a4t

AAO 101 Jlsel SEHS AISoHH ZEH =SS MZEtCh

'{ NMR(300MHz, CDsOD) & 0.95(D, 3, J=6.5), 1.24(d, 3, J=6.4), 1.30(d, 6,
J=6.8), 2.85(d, 1, J=12.5), 3.04(dd, 1, J=8.1, 9.8), 3.14(t, 1, J=9.7),
3.32-3.55(m, 3), 3.63(m, 1), 5.92(s, 2), 6.75(d, 1, J=8.1), 6.85(dd, 1, J=17,
8.1), 6.93(m, 2), 7.02(d, 1, J=1.7), 7.35(m, 2). MS(DC1/NH;) m/z 483.
CoHaNoOs- 0.65EtOAco] Wit YA

AAbx] . C, 65.86, H, 7.32, N, 5.19.

Z2-4-HSAHEL)-4-(1,3-HE0=2E-5-2 )-1-(2-N-Z2 E-N-REL Z L 0}0]

=2
S)oE)-ISele-3-Its a4t

AN 313 & AAIM 6601 Ji=a LEHE AISoIH, M DEE MNH2 =M HEES MZES

==, ==

oo

[wl

74 65-66TC. 'H NMR(CDCls, 300MHz) & 0.82(t, J=7.5Hz, 3H), 0.92(t, J=7.5Hz,
3H), 1.34-1.52(m, 4H), 1.72(4%4, J=7.5Hz, 2H), 2.25-2.35(m, 1H),
2.72-2.94(m, SH), 2.97-3.12(m, 2H), 3.19-3.46(m, 2H), 3.44(d, J=OHz, 1H),
3.53-3.60(m, 1H), 3.67(d, J=9Hz, 1H), 3.89(s, 3H), 5.95(s, 2H), 6.74(d,
J=8Hz, 1H), 6.82(d, J=8Hz, 1H), 6.92(t, J=9Hz, 1H), 6.97(s, 1H), 7.12(d,

J=9Hz, 1H), 7.18(d, J=12Hz, 1H). MS(DC1/NH3;) m/e 565(M+H)*.
AAIO 337

A0 AN D= ZHE ASGHH, & 10l JI=E =S MEg = AL
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[HE 1a]

e Yk
11 :;./::W 1z.®"d‘3*
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<1970> AAIGI 338
<1971> Al AAMSO Jl=E HES AIE0I0, E 20 Jl=E ez 2H Hd=E Z(parent) X
2 H 280 JI=sE 2HO=Z 2H HdEE R XEIIE EEole SEE2s Mg 3= AU
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[Z 2Ac]
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[E 2d]
Hy £
COOH GaaH CooH
37 38 ocHy 39 oo,
£
R~ o R- -
0 OCH, 41 OCH 42 OCH,
Hy E
Y o Y o
43 OCH, 44 F 45
Hy £
R COOH . COOH COOH
46 47 43
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[Z 2he]
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[E 2Ag]
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[H 241]

133 W%} ‘. 134 "%135 R%D
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¢
- Re COOH H% COOH
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166 ocH; 167 168
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H 2Bc]
58 a 59 o 60 ,4&*

\qﬁ ‘ \,\ ~
oo QY &Y
\/ﬁ . '
NN N\/‘f. o
70 do n % 720 !
N ?
3 d’o 74 0 75 5;0 :
/\ /\
\MM wx&d A A
76 oo 77 o 78 630\’7‘
[Z 28d]
e
79_ oo 80 o 81 r D'W
<1994> & A0l 339
<1995> AJl AAIHSo JI=S Y-S AESHH, E 3AM JlsE 2Hez 2FH Hd8E 23X
ol Jls% 2192 2H AEE R X&DIIE E&ol=e Ste=s Mg £ Ul
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[H 3Aa]

B Rk
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[H 34b]
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[# 380]

34 Wr:‘:w 3s Rt
37 ’\:\:‘:w 38 M?M
0 Ty
43.".;0;}4 44 "%w
w O, OGS

~~
(p’*‘f‘
.55 ° 56%.‘
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<2002>

<2003>
<2004>

<2005>
<2006>

1019970701079

[Z 38c]
B -]
58 59 « 60 y&r\‘

73 ) 74 (<] 75

[ 77 Fo ' 7 o ¥
Z 38d]
B ‘w B !l
ks e ~
NN NAAALRAL

=20 D= S0l d-HE =SHUH 2EE2 &
HCEE S 012 =EMZRH XSAZ = A= 520 Uotd &0 stgESES Hotstth

e MZE S 2ol M=E

150mL HHSF Z2tA 3226 MMQlMacLeod/Mac Queen/Login MEZ(Z2EIS 2HI5ls HE 5
27 HIE)] MEZ 2A22/(1022F 1000x0) 0l 2AdH 2H5tD LA, 0.250 £32X U Z2§ 0tH X
7.4

MI[3mM EDTA, O.1mM PMSF, 2 5ug/mL B AEMEl(Pepstatin) AlS &S6t= 10mM Hepes(pH ) 25mLOll A
OlMl =St MEZEMII(Kontes)2 ZESIAIZICH. &) ESESS 1022 1000xg2 A E2ISHCH AEH

£ #Hotal 60=2t 60,000xg2 B =cletth. 8=S, &) ZZHIOtM SMHME S=ot= 20mM Tris,
pH 740K MBI EAIZILD CHAl 2a2clett. 218 B3 S ZZHIOHH SMME &K0ots 20mM Tris, pH

740K MEEAIII D ALSE WA -80COIA MEetlh, HME S Bio-Rad S=-2& HHE =4
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<2007>
<2008>

1019970701079

Ol 2o =& stCt
oto Zatats [ 1ET-1
28 242 0.1% BSAZ AFA H2lsh 96-2 DIt ZYH0IENA S8BICH MEZ28H HX
gt ot= k=0 B(20mM Tris, 100mM NaCl, 10mM MgCln, 0.2% BSAOI 218t pH 7.4, 0.1mM PMSF, BIAEIEl A
9 E2Al Ql ~1008i2 SIAAIH SHHEQ XE =% 0.2mg/mL2 =S8t
Eﬁf%/nggoéz:l%wl@%hozﬁ ¥ EBTJGQ%{ G G e aeeel LD EoDbA
B(EZ == : 0.21L) o [IET-1 0.1nMIt BH 25COIAl 4AIRE Sot HHeSSICH. e =, ZEEX @
2 2I2tEE, PHD MIE 2=21J|(Cambridge Technology, Inc., MA) £9 |el-84% ZH AEES /\}_%ofi
2 DO oo ZEE 212tE2 2 =22lotl, 0l0A M%#HmL)E M| TEH AERZ 33 NH
BHCH. HISOI® ZES 1uM EF-12 ZEMBIMA SHECH A Ze E 40 20HACL 1pM SZHA
of ANIS(%)0l BHECH. ADJ| ZUs, 2 LHO| FE20| TR 22 ZSHE HE BHE
Ct.
[ 4a]
AFAE
AA ol AL WA LpMolA g
En8 QA& % ERS 98 g
10 96.4 30 80.0
2 58.4 . 318 93.6
3 42.2 34 95.5
4 ' 78.2 35 91.8
§ . 85.1 36 94.5
68 3'4.9 37 47.9
7 634 38 100.0
8 537 39 83.6
9 89.2 40 94.8
10 . 66.1 41 89.9
14 868 42 95.2
15 84.8 43 88.2
16 96.0 44 91.3
17 739 45’ 85.4
18 © 973 46 - 90.4
19 90.3 47 95.1
20 80.9 48 : 96.3
21 56.3 52 84.0
22 . B8&3 54 64.6
23 859 §5 50.5
26 ' 83.0 56 34.3
27 - . . 812 57 93.2
28 838 58 81.9
29 85.3 59 T 708
60 428 93C 59.2
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[Z ]
81C 90.6 95D 82.1
62 94.1 96 - B6.1
63 92.0 97 89.0
64 95.0 98 86.8
65 82.8 99 92.1
66 87.7 100 76.8
67 86.3 101 88.2
68 84.6 102 75.2
68D 37.4 103 €8.0
70 62.7 104 98.0
ksl 814 105 98.6
72C 80.7 106 90.0
73C 96.3 107 97.2
74 95.6 108 98.8 .
75C. 95.3 110 84.4
78 93.1 111 101.8
79 100.4 112 94.9
80 838.4 113 94.3
82 90.3 114 86.2
83 85.0 11§ 88.4
84 65.3 116 79.3
1 52.6 117 -95.2
87 62.4 118 93.2
88 84.3 119 86.6
88 84.6 120 99.5
91C 91.6 121 98.6
92C 107.4 122 85.3
123 89.7 146 250
124 91.0 147 73.0
125 97.2 148 84.7
126 81.7 148 B4.6
127 91.4 150 93.6
128 95.4 151 80.5 .
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[EZ 4c]
129 100.1 152 86.9
130 91.0 153 A
131 89.5 154 80.2
132 80.0 , 155 92.7
133 88.8 156 92.8
134 92.2 157 83.8
1358 777 158 91.8
136 78.4 158 36.2
138 83.0 1608 80.3
139 98.6 161 93.6
140 1086.3 1628 91.5
141 92.8 163 80.6
1428 .78.7 164 98.6
143 20.6 . . 165 54.1
144 78.2 166 21.6
145 324 167 944
291 100.0

2 4d]

AN | 1p NS BT AAE®) | Ao | 1y MM BT, o A€ (%)
293 89.8 294 7.7
295 93.0 296 87.1
297 84.4 298 93.3
299 90.4 300 9.1
301 96.7 302 86.6
303 87.2 304 89.7
305 87.4 306 93.3
307 92.2 308 93.0
309 80.7 310 87.1
311 92.3 312 88.2
313 96.3 314 86.0
315 82.7 316 74.0
317 68.5 318 79.0
319 79.0 320 82.2
322 95.6 323 91.3
324 95.0 334 88.0
335 84.1

<2013> Al el JIsHQl ZeMZ M &) ste=2 e 83 O &Zot)| fIotH, ET-10 2ok
FEEE ZAEEIE0ILAISEL JiE0E AME = A= &) ste=22 s SHEH.
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X

I

I

<2014> EATEILOI=AIE(P1) Jt=2002

<2015> MMQ HI_T_(O4 x 106 MZE/mL)E RPMI =9 [3 H]DI2-0I=AIE 10uCi/mLE 16AI2 S0
HXISHCH. AD] MEE PBSZ MI=EGHLD, OI0MA EZ=2HIOHA S HH L 10mM LiCiE &Rots 2A=H Al
&N 602 sSot HHOtOFE. JdelUA, &J1 HIZE AIE e o*)HI 522t HigatD, OlHAl 1nM ET-
12 S0ECH. 1:2(v/v) %EEE%—HIE% 1.5mLE &It o}E’*/\-I, ET-12 EWE sttt 2222 E ¢
22 &8t = OI'—M% ZAHOIEE M2 F==0l0i, 28 [&X : Berridge, Biochem. J. 206 587-595
(1982) 10l JITH= BEQF 20l, ==H] 1:1:0.9(v/v/v) < %EEE -HES-82 =S80, AR 4t
nL)2 SAGIHA AZH(100uL)ES HBSC. =4 MES LHXE, S0le- DL% =Xl AG1-X8(Bio-
Rad)E AIE25t= tiE AR OIEDNIIZR 2AECH. 10,2, ETO 23K O% El= Pl &&H(turnover)2l =t
£ 50% C%*XISPEi QA= ANE SFE22 sZ0I0H. &) Ao Zit=, &) FE=20] JIsH ET &

StCt

= 22 2YotH BHE0.

[# 5]

EEE RO A E THEE 3

A Al o [Cson M
1D 0.025
14 0.017
15 0.010
16 0.009
18 0.009
19 0.024
30 0.001
31B 0.002
43 0.0001
46 0.002
47 0.0005
48 0.0004
201 0.0098
300 0.0012
<2017> oS YE £ Qe B LY JE=29 as2 SH[EX : Matsumura, et al., Eur. J.
Pharmacol. 185 103 (1950) ¥ Takata, et al., Clin. Exp. Pharmacol. Physiol. 10 131 (1 983)]01I I
= ool et sgE 4 Al
<2018> SEH MNENHIE XNSE £ Us 2 LH E29 as2 23 [&EZX : Margulies, et al.,
Circulation 82 2226 (1990)]0ll JIXHE 2r=ol Met SHE 4 QAL
<2019> A2 GlEE K28 £ e 2 LY ges=29 a2 S8 [EZX . Watanabe, et al., Nature
344 144 (1990) 101l DITHE &0l et SHE %= UCH.
<2020> A AIILE X2 £ Ye 2 LY SE29 a2 S8 [&EX : Heistad, et al., Circ.
Res. 54 711 (1984)]101 JIM & &0l et SHE £ AUt
<2021> LEAEHE RSg > Us 2 LY 29 gs2 2E[&X : Nakagomi, et al., J.
Neurosurg. 66 915 (1987) %= Matsumura, et al., Life Sci. 49 841-848 (1991)]0 JIM= et ol et
SHE = AT
<2022> HAEE X2g £ UYs =2 LY =89 52 2 [&X : Hara et al., European. J.
Pharmacol. 197: 75-82, (1991)]10l JIXHE 2ol et SHE 2= ALt
<2023> 24 NEREHESE 28 = JAse 2 LY =20 a2 28 [EX : Kon, et al., J. Clin.
Invest 83 1762 (1989)]101 JITH= &0l et SHE 2 QUCH
<2024> Ot JMEERNES X8 5= s 2 2 29 as2 28 [&E X : Benigni, et al.,
Kidney Int. 44 440-444 (1993)]01 JIXHE 20l Met =EE 4 QUL
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Cm2d, (4) C-2AE, (5) C-2IIE, (6) CsCAlOIZ22E, (7) C-A0I2222-C-22, (8) HE

(9) C-LZAIZ XIEE HY, (10) OtHE-C-L2A(WIIA, OtE2 HEOIHLE C-2& L C-LBAZ 0IF
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