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1. RS0 a4 £ FiEk . LHFBERLEAHRGRED
RREHFETRLHAHX .

s Ric
X(50)
ARk

# ¢ R® #-NHCH(CH,CH,0OMe) (CH,OMe), R®*% Me. R*%
H, R*A3Me: RY#AH. R*A Me 3 X (5044 ;

# 4 R}H.NHCH (Et),» R®*»Me> R®#%H, R*% OMe,
R} H, R*# HXG0)LE4;

£ 4R 2L E%E 1A REHMe. R*HH, RHOMe,
R4 % H, R} H & X(50)447;

LY RAFRTELL, R°AMe: R*4 H, R*% OMe
RY% H, R*¥ H#X(S0)Le,;

# 4 R % N(Me)CH,CH=CH,, R®**%Me, R®*¥H, R*%
OMe : R¥% H. R} H 65X (50)LE4;

£ % R3# N(Et) CH,CH=CH,> R®% Me, R®% H. R*%A
OMe,» R¥# H. R¥# H&X(50)&4;

£ ¢ R*A N(Me)CH,cPr» R®* % Me, R®A H. R*#4 OMe .
R¥ A H, R*} H 8 X(50)e4 ;

£¢ R3# N(EHCH,cPr » R*% Me, R®#% H. R*% OMe:
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R4 H. R*H H & X(50)Le4 ;

X ¥ R3A NPrCH,cPr » R“A Me, R®#AH, R*% OMe -
R4% H, R*H H 8 X(50)be47 ;

£ R*AHNMe)Pr. R°HMe. R®PH, R“%OMe, R¥
AH, R*} H &)X (50044 ;

L¥RH NMe)Et: R?%4Me, R*AH: R#OMe, RY
AH, R*A H#HXGS0) 4%,

EPR3H NMe)Bu:» R®A Me, R®$H, R“)OMe, R¥
A H, R¥AHX(S00La4;

EF RAH NMe)kemE, R®AIMe, R®"A3 H, R*% OMe
R4A H. R*A HH#HXGE0)L44;

EPRA NEOR&E . R*AMe, R®*AH, R“X OMe -
R¥% H, R** H & X(50)Le4%;

# % R®% NHCH(CH,) CH(CH,)CH,» R*"* Me. R®4 H.
Re% OMe, RY% H., R*% H#X(50)4Le4;

# ¥ R® % N(CH,CH,0Me)-CH,CH=CH, » R*# Me,» R®"X H.,
R*# OMe» RYAG H., R®A H#HXGE0)KEH;

#£4 R3¥ N(CH,CH,OMe)Me» R®"% Me,» R®HH, R¥H
OMe > R¥¥ H, R*} H#X(S50)&M;

#& R34 N(CH,CH,OMe)Et» R%#A Me, R®*AH. R*%
OMe . R¥# H, R*} H&XG0)E4H;

L ¥ R} N(CH,CH,OMe)Pr » R®**4 Me, R*AH., R*%
OMe ., R¥# H, R*} H#X(50)e4;

%% R34 N(CH,CH,0OMe)-CHyPr: R®"% Me, R H,
R% OMe, RYH H, R*AHHXGO)LAEY;

£ % R334 NHCH(CH,)CH,CH,: R®*# Me. R®#H. R*%
OMe:, R¥# H, R*} H#X(50)Le4;

%9 R3# NHCH(cPr),» R®*#%Me. R®#4H, R“X% OMe
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R4A H. R*"% H&XGS0MLe;
EPRG2-TR%E-1-%, R®AMe. R®*HH, R¥% OMe .,
R % Me » R* A H &) X(50)é4% ;

EPRAFTEAE RHMe. R®HH., R*% OMe
R* % Me . R¥% H#X(50)té4;

EF R A N(Me)CH,CH=CH,. R"#% Me. R®*}H. R*%
OMe » R¥% Me . R*™# H 8 X(50)1 44 ;

£¥ R*A NEYCH,CH=CH,, R** Me, R®"#AH. R“%
OMe » R* % Me . R*% H # X (50)44 ;

34 R* N(Me)CH,ePr» R®A Me . R®% H. R*3¥ OMe »
R¥ 4 Me » R*™ % H 8 X(50)/t 44 ;

£ P R NEHCH,cPr » R® A Me:» R®A H., R*% OMe
R¥ % Me . R*A H & XS0 L4 ;

L R>H NPr)CHePr » R4 Me, R®%5 H, R*% OMe »
R¥ 2 Me » R34 H )X (50)L44 ;

EPRAHNMePr. R4 Me. R*%H, R*% OMe. R®
A Me, R¥% He¢yX(50)44p;

E¥ R*#A NMe)Et: R®A Me., R®"#4H, R*%OMe, R¥
A Me s R¥*4 H & X (50)t44 ;

E¥RH NMe)Bu,» R®4 Me, R®AH. R*% OMe, R¥
% Me, R*# H & X (50144 ;

£AF RPAH NMe)kkHE, R A Me, R®AHH. R*%H OMe >
R* % Me . R* H 8 X(50)iL44 ;

AP R NEYRFE, R*H Me, R®*AH, R4 OMe »
R*¥ %A Me . R*# H 83X (50)1L &4 ;

# % R? % NHCH(CH,)CH(CH,)CH,» R®*% Me, R®#4 H, R*
71 OMe » R™A Me . R*4 H &KX (S0)LE4;

# % R® %4 N(CH,CH,0OMe)-CH,CH=CH,» R*# Me> R*# H.
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R*% OMe » R*% Me, R*% H 69 X(50)L&4;

£+ R*H NCH,CH,OMe)Me . R®* A Me, R®AH, R¥H
OMe » R* 5 Me ., R*3 H & X(50)Lé45 ;

£+ R34 N(CH,CH,OMe)Et» R“®% Me. R®#A H., R*%
OMe » R¥%4 Me. R*¥ H 6§ X(50)1L44 ;

£+ R*#A N(CH,CH,OMe)Pr, R¥* A Me:. R®*4 H, R*%
OMe » R¥4 Me, R*% H #X(50)&4;

£+ R®H N(CH,CH,0Me)-CHyPr> R¥*% Me, R®¥H,
R*% OMe . RY# Me, R¥}H H & X(50)é4;

£ % R?#4 NHCH(CH;)CH,CH,. R¥®* Me, R®*#%H, R¥%
OMe - R % Me . R* H&XB0)LEY;

# ¢ R®A-NHCH(EY), ,R®* Me» R®"#H, R*#%OMe, R¥
A Me» R¥% H#X(G50)e4;

%+ R¥% NHCH(c-Pr),» R®#4 Me, R®A H, R*% OMe
RY %4 Me » R*J% H 4 X(50)L 4647 ;

& ¢ R>A-NHCH(E!),» R®4 OMe, R®AH. R*% OMe .
R¥#A H, R*A HSHXGEO)REY;

£ R3Y 2-ZA%KE-1-%, R*AHOMe, R®*#AH. R*A
OMe > R¥# H, R*} H#X(50)#44;

AP ROAFRTERE, R*HOMe: R®"HH, R¥% OMe .
RY% H, R*# H#X(S0)s4;

£+ R®AH N(Me)CH,CH=CH,,» R*®*#% OMe. R®*#A H, R*%
OMe » R¥#4 H., R*# H#X(50)E4;

£9 R¥% N(EHCH,CH=CH,. R¥*%* OMe. R®*¥H., R*%
OMe » R¥% H, R™% H 8 X(50)144;

3t R3 A N(Me)CH,cPr» R%#% OMe, R®#AH. R*H OMe
R¥ % H, R¥% H X (50)44%;

£ ¥ R¥#A N(Et)CH,ePr » R® % OMe, R®AH. R*74 OMe,
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RYG H, ReH H X504 ;

E ¥ R*A NPr)CH.Pr » R4 OMe. R®*#H, R*% OMe.
R H, R*% H X (50)L44p

EZF RPH NMe)Pr: R*#% OMe, R*#% H. R*% OMe »
RY A H. R*% H# X504 ;

L+ RANMeEt: R*$OMe, R®$H. R*# OMe >
R¥4 H, R¥ H &)X (50)44

EFRAHNMe)Bu, R"$OMe. R®#$ H, R*# OMe »
R“%A H., R*% H# X (5004 ;

L9 R NMe)k@m#E, R®% OMe, R®#HH, R*% OMe.
R¥% H, R*4 H & X (50)4La4 ;

EFRIANE)RAE, R“HIOMe. R®% H. R*% OMe -
R H., R¥% H 8K (50)447

# ¢ R NHCH(CH,) CH(CH,)CH,, R®"% OMe, R®*# H .
R*% OMe» R¥A H., R*} H#X(50)444p;

£ ¥ R*% N(CH,CH,0Me)-CH,CH=CH,. R** OMe, R®%
H. R*% OMe., R¥#4 H. R*¥} H#X(50)L4% ;

X ¥ R’ A N(CH,CH,OMe)Me » R®*4 OMe» R®# H., R*
A1 OMe» RYJA H., R*A HX(50)1L44 ;

# ¥ R># N(CH,CH,OMe)Et » R%"% OMe: R®% H, R*%
OMe . R¥%A H., R*% H# X (50444 ;

E9 R*A N(CH,CH,OMe)Pr> R®"% OMe. R®% H. R*%}
OMe,» R¥A H. R¥*} H X (50)L44;

£ ¥ R* % N(CH,CH,0OMe)-CH,cPr, R® OMe . R® A H,
R¥% OMe . R¥% H. R*% H &K (50)té4p;

# 4 R’ % NHCH(CH,)CH,CH,, R™% OMe. R®#4 H, R*
A OMe, RYJGH., R¥H H#X(50)b4;

£ 9 R¥#H NHCH(cPr),» R"#% OMe ., R® 5 H. R*% OMe .
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RY“# H. R*# H 69X (50)d4;

%4 R*A N(CH,CH,0OMe),» R®*#4 OMe: R®AH., R*%
OMe » R™% H, R*#4 H#X(50)t&47;

# ¢ R*% NHCH(Et),» R®*% OMe. R®% H, R*# OMe .
R¥% Me » R* H#X(S0)RE4;

£+ R®A NEL,» R*HOMe, R®#A H., R“% OMe, RY
A Me» R4 H & X(50)Le4;

EPRA 2-ZK%%2-1-%, R*HOMe. R*AH, R*%
OMe s R¥% % Me ., R*% H #X (504 ;

AP RHRTEAEL, R*HOMe, R*AHH., R*% OMe
R¥%4 Me . R*# H#X(S0)Lé4;

£% R®H N(Me)CH,CH=CH,, R®"% OMe. R®#AH, R*A%
OMe . R¥ % Me, R¥*#H H&X(50)s4;

£ R'H N(EHCH,CH=CH,» R®% OMe, R®AH. R*A
OMe» R4 Me, R*# H & X064 ;

£ R34 N(Me)CH,cPr» R®% OMe» R®AH., R¥% OMe -
R4 %4 Me » R*®% H#X(50)iL44;

# % R3# N(EY)CH,cPr» R*% OMe » R®#A H. R*% OMe -
R¥ % Me » R*# H 8 X(50)ft464 ;

£ % R3 N(Pr)CH,Pr» R*# OMe . R®*#A H, R*% OMe .
R¥ % Me » R¥#4 H 8 X(50)1L8-4% ;

L9 R H NMe)Pr>» RU% OMe. R®#HH. R*% OMe
R¥ % Me» R} H#X(50)ké47;

#£4 R*H NMe)Et» R¥% OMe. R®"4 H, R*% OMe
R4 Me, R¥4 H & X (5044,

£% RH N(Me)Bu> R®#H OMe. R®"#AH. R*% OMe .
R¥ % Me » R*% H 8 X (50L& ;

£ R NMe)r®A, R*#HOMe: R®*AH. R*A OMe >



200310122546. 6 A B kB ET/45m

R¥% Me . R*3% H#X(50)L44% ;

EZFRIAHNEYEHE, R®“HOMe, R*HH. R*¥ OMe
R¥% Me . R* % H #) X(50)iL &4 ;

3¢ R’ A NHCH(CH,)CH(CH,)CH,: R*"% OMe . R®#% H.
R¥% OMe» R¥A Me. R*# H & X(50)t44;

£+ R* A N(CH,CH,0Me)-CH,CH=CH, - R*% OMe . R*®%
H, R*"% OMe. R%3} Me. R*% H 65 X(50)4-4p ;

£ % R*# N(CH,CH,0OMe)Me » R®*% OMe» R® % H., R*
A OMe: R%M Me., R*®% H#X(50)/44;

X+ R*% N(CH,CH,OMe)Et, R%®} OMe, R®H H. R*%
OMe . R*% Me ., R*# H 65X (50)4L44 ;

X+ R*% N(CH,CH,OMe)Pr. R®*# OMe., R®*% H., R¥%
OMe . R¥% Me . R*¥ H #5X(50)t&4;

£+ R*A N(CH,CH,OMe)-CH,cPr» R*®*% OMe: R®# H .,
R*% OMe . R*% Me ., R*% H & X(50)1é4;

£ P R% NHCH(CH,)CH,CH,» R®% OMe. R®# H., R*
% OMe > R%#4 Me. R*7 H&X(50)L&4;

# & R*5 NHCH(cPr),» R®% OMe . R* A H, R*% OMe
R¥ % Me . R*% H #X(50)ft64 ;

%+ R*# N(CH,CH,0Me),» R“% OMe, R®AH, R*%
OMe » R¥# Me ., R*# H #X(50)t&4;

Z+ R?H NHCH(EY),: R"#4 OMe. R® A H, R*% OMe >
R¥ % Me » R* % H & X (50)fL 44 ;

1P R A N(ED, R"AHO0Me, R®#H, R*%OMe, R
71 Me » R*4 H ) X(50)4&4 ;

LPROA2-TEkE-1-%, R®HMe, R*AH, R*} OMe-
R¥A H, R*% Me 8 X(50)4L44 ;

AP RARTELE, R*HMe, R®"AHH, R“¥ OMe.
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R H, R*%4 Me 8 X(50)4L 464 ;

£ % R* A N(Me)CH,CH=CH,: R®*#A Me, R®*AH, R*%
OMe » R™3 H ., R*™%4 Me 8 X (50)64 ;

£ % R’ N(E)CH,CH=CH,> R®"# Me, R®# H. R<¥
OMe > R¥% H., R*} Me 6§ X (S04 ;

L P R A N(Me)CH,Pr» R*A Me, R®*#AH, R*% OMe »
R“% H, R¥% Me 8 X(50)44 ;

£ R3A NEHCH,cPr» R®% Me. R®H H, R*% OMe -
R4 H, R*H Me th X(50)1L&4 ;

& R*H NPr)CH,ePr» R¥#4 Me, R®A H, R*% OMe >
RY% H. R*% Me 8 X(50)1L447 ;

EF R3HNMe)Pr» R*AMe, R®AHH. R*#%OMe, R¥
A H. R*4 Me 9 X(S50)é&4;

L R3AH NMe)Et: R*#A Me, R®#H H, R®% OMe, RY
A H, R*H Me thX(50)iLe-4%;

£ R3H NMe)Bus R*# Me. R®#%H, R % OMe. RY
HH, R*# Me 9 X(50)L4647 ;

B¢ RPAH NMe)k®A, R4 Me, R®HH, R4 OMe
R¥ % H. R*% Me 8 X(50)f &4 ;

AP RPANENRAE, R"#HMe, R®"AHH, RH OMe.,
R %A H., R¥% Me 89 X(S0)t64;

# % R34 NHCH(CH,)CH(CH,)CH;» R®% Me., R®# H .
R*% OMe » R¥A H, R** Me X (50)1L&4;

# % R® % N(CH,CH,0Me)-CH,CH=CH, » R®*# Me. R* A H.
R* OMe . R“% H, R*# Me X (50)fté4 ;

# % R N(CH,CH,OMe)Me - R™% Me, R®*A H. R*H
OMe » R¥ % H. R¥} Me 8 X(50)L 44 ;

#£ 9% R*# N(CH,CH,0OMe)Et » R®* A Me,» R®AH, R*#
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OMe s R¥A H, R*% Me 85 X(50)/L &4 ;

£+ R N(CH,CH,OMe)Pr - R%®%4 Me:, R®MFH, R*%
OMe > R¥A H., R*3 Me 8 X(50)44 ;

£ ¥ R® % N(CH,CH,0Me)-CH,cPr» R*#% Me . R®#H H, R*
# OMe: R¥% H, R*% Me ¥ X (50144 ;

£ ¥ R* NHCH(CH,)CH,CH;> R®#% Me., R®#%H, R*%
OMe : R™% H, R*% Me &) X(50)fL&4 ;

R ¥ R NHCH(Et),» R®"#A Me, R®%H H, R*% OMe .
R4A H, R*¥ Me 8 X(50)L64 ;

£ R34 NHCH(cPr),» R®*#4 Me. R®*% H., R*% OMe .
R¥%A H, R¥% Me 65 X(50)t44 ;

£+ R34 NHCH(Et),: R®** Me, R®A H., R*% OMe
R“A H, R*A OMe 8 X(50)it.4-4 ;
EPRA2-TH%KE-1-%, R* A Me, R*AH, R*%OMe,
R¥% H, R*% OMe & X (50)i.44p ;

EPRIALTEREL, R*H Me, R®HH. R} OMe
R¥% H., R*X% OMe & X (50)#t 64 ;

£ ¥ R4 N(Me)CH,CH=CH,. R*%A Me, R®#HH. R*A
OMe : R*¥ % H . R*% OMe # X (50)iL&4% ;

L+ R*H N(EHYCH,CH=CH,. R®"*3 Me. R®HH, R*%
OMe . R¥% H, R*#4-OMe & X(50)448 ;

-+ R*H N(Me)CH,cPr» R*%4 Me» R®* A H, R*#% OMe
R¥% H. R*% OMe & X (50)1t 447 ;

E¥ RA NEHCH,.Pr » R®AG Me, R®" A H, R4 OMe
R4#A H. R*% OMe # X (50)1t44 ;

£ P RA NPr)CH,ePr » R*#A Me,» R®AH H, R*% OMe
RY% H ., R%*% OMe & X(50)i44 ;

L RPA NMe)Pr, R*AMe, R*HH, R*%OMe, R¥

10
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AH, R*A OMe ¥ X (50)/t 44 ;

E¥ R NMe)Et, R*H Me. R®# H., R¥% OMe., R“
A H, R“% OMe 8 X (50)L&44 ;

E+ R*% NMe)Bu:, R®% Me, R®# H, R“#% OMe, R¥
A H, R*% OMe 6 X(50)% 447 ;

AP RANMeYrAE, R*A Me. R®AHH: R*% OMe
R¥%4 H., R*% OMe # X (50)1t 447 ;

EF RANEYkAE, R"HMe, R®AH., R*% OMe .
R4 H., R*™ OMe 85 X (50)1L44 ;

£ ¥ R?’) NHCH(CH,)CH(CH,)CH,> R®* Me. R*#A H.,
R*% OMe » RYAH, R*A OMe 8 X(50)iL464;

£ ¥ R3 % N(CH,CH,0Me)-CH,CH=CH,,» R®*»* Me. R®# H.,
R“# OMe » R¥# H ., R*3¥ OMe & X (50)4 447 ;

£+ R NCH,CH,OMe)Me: R%#% Me. R®"AH., R*#
OMe . R¥A H., R*% OMe 89 X(50)#.4 ;

£+ R*A N(CH,CH,OMe)Et» R®**% Me. R®A H, R*%
OMe . R*% H., R*% OMe ¢ X (50)#4-4% ;

£¥ R'H N(CH,CH,OMe)Pr» R*#% Me. R®#AH., R*3%
OMe: R¥#A H., R*# OMe 8 X(50)1t 445 ;

£+ R*#H N(CH,CH,0Me)-CH,cPr» R®%% Me. R®# H.
R*% OMe » R H., R*% OMe #9 X (50)it 445 ;

# % R>% NHCH(CH,)CH,CH,» R®"% Me, R®*AH., R*%
OMe . R¥A H ., R*¥ OMe 89 X(50) &4 ;

# ¥+ R3% NHCH(cPr),» R®# Me, R®# H., R*3¥ OMe .
R4% H, R*% OMe # X (50)fb 445 ;

£+ R*H N(CH,CH,OMe),» R®"#A Me, R*#HH, R*%
OMe » R¥% H. R*% OMe 8§ X(50)ft &4 ;

£ R*¥ NHCH(Et),» R"#% Me. R®"#A H, R*% OMe

11
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R“% H, R*% OMe 8 X(50)t64;

EF RANEL, RPHMe, R®HH. R*HOMe, RY%
H . R*3% OMe # X (50)ft44% ;

# P R¥% NHCH(EY),: R®*#Cl, R®A H., R*% OMe
R¥% H. R*% OMe # X (50)L44 ;
EPRA2-LEA%KE-1-4 R*ACl: R®"#AH, R*A OMe
R¥ 4 H, R*% OMe 85 A,(50)L&4 ;

AP RARTEAL, RE%Cl, R®AHH., R*% OMe. RY
A H, R4 OMe #) X(50)Lé4 ;

£ 4 R % N(Me)CH,CH=CH,, R®*# Cl, R®*AH, R*%
OMe » R¥A H ., R*% OMe 89 X(50)L44 ;

£+ R*A NEHCH,CH=CH,. R"#ACl, R*#AH, R*%
OMe > RY%A H ., R*% OMe & X(50)#L464 ;

£ RPA N(Me)CH,cPr» R#*#A Cl, R®AH. R¥% OMe .
RYA H, R*% OMe #) X(50)&4 ;

£ R*A N(E)CH,cPr » R*ACl, R®*AH. R*% OMe
R4 H. R*¥ OMe &) X(50)44 ;

H ¥ R*H NPr)CHePr » R#%4 Cl, R®#% H, R** OMe »
R¥% H . R¥# OMe ¢ X(50)t647 ;

#£¥ RPANMe)Pr. R*#Cl. R®%H, R*% OMe, R¥
A H, R*#H OMe #hX(50)4L44 ;

L4 RIANMeEt, R4 Cl, R®*AH, R*% OMe., R™
A H, R*# OMe & X(S0)eé4 ;

EF R A NMe)Bu, RUACl, R®#HH, R¥#AOMe. R
4 H. R*#} OMe 89 X(50)1L &4 ;

£ RAH NMe)kAE, R*%Cl, R®$H. R4 OMe,
R4 H, R*¥ OMe 9 X(50)#44 ;

A% RIANE)R®A, R®°HCl, R*AH, R*% OMe,

12
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R¥A H. R*# OMe 89 X (S01L.4-4 ;

%+ R* NHCH(CH,)CH(CH,)CH,, R*# Cl. R®*#4 H, R*
# OMe » R“% H, R*} OMe # X (50)1L44% ;

£+ R® % N(CH,CH,0Me)-CH,CH=CH,» R®*# Cl, R®# H .,
R*% OMe,» R¥# H, R*% OMe 89X (50)44;

£ ¥ R N(CH,CH,OMe)Me - R®#Cl. R®"# H., R*#
OMe . R“#4 H. R*% OMe # X(50)L 447 ;

X+ R°#A N(CH,CH,OMe)Et » R®¥Cl. R®A H., R¥%
OMe » R¥3 H. R“% OMe 69 X (50) &4 ;

£ R*# N(CH,CH,OMe)Pr » R®*#4Cl. R®* % H., R*}
OMe » R¥% H., R*% OMe 8 X(50)fL44 ;

£+ R N(CH,CH,0OMe)-CH,cPr » R?#4 Cl, R® % H, R*
A OMe: R% H, R*3} OMe 89 X(50)44 ;

A+ R*# NHCH(CH;)CH,CH, » R®*#%Cl, R®A  H, R*}%
OMe » R®3 H. R*% OMe # X (50)1t.&-4 ;

X+ R*%A NHCH(cPr),» R®*#%Cl, R®% H., R*% OMe
R¥A H, R*% OMe &9 X (50)t4-45 ;

£+ R*4 N(CH,CH,OMe), - R®*#4Cl, R®§ H. R*%
OMe » R¥¥% H . R*% OMe 89 X (50)L &4 ;

#£P RS NHCH(Et), . R®#Cl, R*% H. R*%) OMe .
R4 H, R*%4 OMe # X (500L&4 ;

EFRH NEY, » RACl, RPYH, R*% OMe, R¥
1 H, R*% OMe 89 X(50)L44 ;

£ ¥ R*% NHCH(Et),» R®"#ACl, R®"#4H, R*% OMe.
R“% H. R*% H#XG0)ké4;

EPRY 2-TH%%-1-% . R*ACl, R®AHH., R*A
OMe » R¥} H ., R*%A H#X(50)44;

EFRG RTEEE . R®ACl, R®AH, R*% OMe .

13
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R“% H, R*# H 8 X(50)te4;

£ R34 N(Me)CH,CH=CH,. R®*%Cl, R®¥ H., R*#
OMe :» R34 H ., R*¥% H & X (504 ;

£+ RA NEHCH,CH=CH, - R®*%Cl. R®% H., R*%
OMe » R¥3$ H, R*% H#X(50)44;

EPRA NMe)CH,cPr » R* 4 Cl> R®#A H. R*¥ OMe .
R¥A H. R*# H & X (50)%é4p;

P RH NEHCH.cPr » R*ACl, R®*#% H, R*% OMe
RYA H, R*A H 8 X(50)1t44 ;

£ R NPr)CHePr » R®#HCl, R®HH, R*% OMe .
R¥% H, R*¥ H&X50)Le4;

HEERA NMe)Pr » R2HCl, R®3 H, R*% OMe, R“
#H, R*A HXG0)MLEY;

£PRA NMe)Et » R®ACl. R®*$H. R*% OMe. R
4 H. R*%AH#X(S0)Led;

EF R NMe)Bu » R Cl, R®4H., R*% OMe. R¥
HH. R*3H&XGE0)MLa4;

EF R NMe)le®@A, R4 Cl, R*AHH, R*A OMe
R“# H. R*# H#X(50)ks4;

EFRH NEYRAE, R*ACl, R®*HH, R*¥ OMe .
RY#A H, R*%# H X506 ;

£ % R®% NHCH(CH,)CH(CH,)CH; - R®*% Cl, R®* 4 H,
R*#} OMe - R¥A H., R¥# HX(50)/Le ;

# ¢ R*# N(CH,CH,0OMe)-CH,CH=CH, . R®*#4 Cl, R®#H,
R*% OMe» R¥#A H., R¥3 H&XS0)L4a4;

¥ R*#H N(CH,CH,OMe)Me - R®*#H Cl, R®4 H, R*%
OMe » R¥A H., R™% H & X(50)&4;

£ R*H N(CH,CH,OMe)Et » R®#4 Cl, R®AH, R*%

14
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OMe . RYA H . R*% H#X(S0)ke4;

£+ R*# N(CH,CH,OMe)Pr » R®4 Cl, R®4H, R*%
OMe » R“# H., R*# H #X(50){t44 ;

£ % RP# N(CH,CH,OMe)-CH,cPr » R®*% Cl, R®#H H., R*
#HOMe, RAH, RHHGXGOLAEY;

£ ¢ R*# NHCH(CH,)CH,CH, - R®#ACl, R®#4H, R*%
OMe » R¥# H. R*# H 8X(50)L44;

£+ R®A NHCH(cPr), » R®*% Cl. R®#4 H, R*% OMe
R¥% H., R*3 H &3 X(S50)L&4;

£ 4 R*#H N(CH,CH,OMe), » R®*#ACl, R*H H, R*%
OMe » R¥# H. R*# H&X(50)s4;

EF RH NHCH(ED), - R®ACl, R*AH, R*% OMe
R4AH., R¥N HYHXGOHED;

£+ RH NEY, » R*ACl, R®#AH, R4 OMe, R¥
A H, R} HGXS0)EH,

£ 4 R34 NHCH(ED), » R®HCl. R®*% H, R*% OMe:
RYAF, R“# H&X(S0)Ls4;

HEFRYH 2-THA%eE-1-%, R*ACl, R®#4H, R4 OMe
REAF, R¥H H X (S0MLE4;

EPRA FTARL . R*ACl. R°AH, R4 OMe.
R4 F, R*% H X (50)Lée4;

%@ R¥% N(Me)CH,CH=CH, » R*# Cl, R®*#A H. R*%
OMe, R¥# F. R*}4 H#X(50)L&4;

%4 R¥% N(EY)CH,CH=CH, . R®*% Cl, R*#AH., R*%
OMe » RY# F, R¥*A H#HXG0O)EH;

£ R*A N(Me)CH,cPr, R®#4 Cl, R®A H. R*% OMe,
R¥#A F, R*% H&¢X(S0)sdd;

L R A NEDCH,ePr » R®ACl, R®A H, R¥% OMe -

15
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R¥# F, R*# H &)X (50)Lé4;

4 R¥A NPr)CH,cPr » R"#4Cl, R®*%4 H, R*% OMe
RY% F, R¥A H & XS04 ;

£F RIA NMe)Pr » R*ACl. R®*A3H, R4 OMe, R¥
AF, REHHGXGO)REY;

ZPRA N(Me)Et » R®#%Cl,» R4 H, R*AOMe, R“
AF, R} H X (50)fs4s;

L% RH NMe)Bu, RE#Cl, R®#% H, R“%OMe. RY
A F, R¥N HEXS0)LE4,

E¥RAH NMeyd@d » R*%HCl, R®AH. R4 OMe:
RYAF, R4 HXGSOHLEH;

# 9 R’ NHCH(CH,)CH(CH,)CH,» R®#Cl. R*#¥H,
R¥ OMe, RY#A F, R¥}% H&X(50)L44;

%% R3% N(CH,CH,0Me)-CH,CH=CH, . R*% Cl. R®}H,
R*% OMe » R4 F, R*A H#KX(50)L&4;

£ R*# N(CH,CH,OMe)Me » R®ACl, R®AH. R*%
OMe > R¥A F., R*}% H & X504 ;

#% R*#A N(CH,CH,OMe)Et » R"% Cl, R®*% H, R*%
OMe » R4 F ., R*} H#X(S0)te4;

L% R¥#A N(CH,CH,OMe)Pr. R4 Cl. R*#H, R*%
OMe » R¥AF, R*¥ H&X(S0MEY;

£ R*% N(CH,CH,OMe)-CHy,cPr » R®A Cl, R®A H., R*
A OMe, RYAF, R¥A HHXS0)LE4;

£ ¢ R’# NHCH(CH,)CH,CH,. R®%Cl, R®#F. R*%
OMe» R¥# H, R*# H&X(S0)L&;

#£4 R3% NHCH(cPr), » R*#Cl, R®#HH. R*% OMe>
R A F, RH H &)X (044 ;

f# R*#A N(CH,CH,OMe), » R®"#ACl, R*HH, R*A

16
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OMe, RYAF., R¥A H &KX (5064,

L R*A NHCH(Et), » R*#Cl. R®4 H, R*# OMe .
RYA F. R¥% H 6§ X(50)44 ;

L+ R NEL, » R*¥Cl, R®#H, R*% OMe, R®
AF, R¥AHBHXG0)MLEH,

£¥ R*A NHCH(EL), » R*"ACl. R®*#A H, R*% OMe .,
R¥ % OMe » R*# H & X,(50)f4-4p ;

EFRA 2-TX%%E-1-&, R4 Cl, R®*#$H., R“% OMe.,
RY4 OMe . R H 65 X(50)48-4% ;

EXPRH FTEARL . R*ACl. R*HH, R*% OMe .
R¥% OMe . R* H# X (50044,

£ R NMe)CH,CH=CH, - R*# Cl, R®**% U, R*%
OMe » R*7 OMe: R*™% H #X(50)1L4-4 ;

£ F R*A N(EYCH,CH=CH,, R®#Cl. R®#%H. R*#
OMe . R“ 4 OMe . R*# H # X (50)t.44 ;

HE+ R A N(Me)CH,cPr » R*ACl, R®% H, R¥% OMe .
R¥A F, R™A H & X(50)Lé47,

£ R*A N(EHCH,cPr » R®ACl, R®% H, R*% OMe
R¥ %4 OMe » R* 7 H ¢ X(50)t.4-4 ;

£ P R NPr)CH,ePr » R®ACl, R®A H, R*# OMe >
R¥ % OMe » R*# H 89X (50)/44 ;

EPRA NMePr » RACl, R®4H, R % OMe, R®
4 OMe » R % H & X (50)1t4-4% ;

E¥ R NMe)Et » R*#%Cl, R®#H., R*#% OMe, RY
A OMe » R* 3 H & X,(50)it445 ;

E+RAH NMe)Bu » R"% Cl, R®*# H. R*% OMe. RY
# OMe » R* % H %) X (50)L 44 ;

AP R A NMeyrAk, R*ACl. R®*#¥H, R*% OMe .

17
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R“ % OMe » R* H#X(50)4 44 ;

£+ R*% NHCH(CH,)CH(CH,)CH, » R®*%Cl, R®*4 H.
R*7# OMe » R*% OMe . R*# H & X (50)fe€-4% ;

¥+ R*% N(CH,CH,0Me)-CH,CH=CH, > R®*#4 Cl. R®*# H,
R % OMe » RYAF. R%A H & X(50)iLé4p;

£¥ R*% N(CH,CH,OMe)Me » R®#4Cl, R*4H., R*A
OMe . R¥% OMe: R¥# H & X(50)é4;

9 R*#A N(CH,CH,OMe)Et . R#*#Cl. R*4H, R¥%
OMe : R¥3% OMe . R*# H # X (50){t4-4 ; |
£+ R*# N(CH,CH,OMe)Pr » R®% Cl, R®#%H, R*%
OMe » R*¥% OMe., R¥*3¥ H # X (S0)#&4;

£+ R*# N(CH,CH,0Me)-CH,cPr» R®*% Cl, R*#AH., R*
% OMe > RY% OMe. R*% H & X (5044 ;

£ 9 R*# NHCH(CH,)CH,CH, - R®*# Cl, R®*AH, R*%
OMe s R*% OMe . R*% H #X(S0)44 ;

£ R*# NHCH(cPr), - R®*# Cl, R®# H, R*% OMe .
R4 % OMe » R*# H ¢ X(50)4L44p ;

£ R®% N(CH,CH,OMe), » R®?#Cl, R*AH. R*%*
OMe s R“% OMe, R*% H&3X(S0)yk&H;

A ¥ R¥% NHCH(E), » R®*#Cl, R®%H. R*% OMe .
R4 % OMe » R¥* 4 H #§X(50)647 ;

L R34 NED, » R*HCl, R®%H, R*%OMe., RY
4 OMe » R*4 H ¢ X (50)1L 647 ;

#% R®% NHCH(ED), » R%# Br, R®# H, R*% OMe .
R¥* % OMe » R* %4 H & X(50)L&4;

£FRH 2-ZA%%-1-% . R"#ABr> R®PH, R*%¥
OMe > R*% OMe, R** H 69X (50)44;

AP RH FTEAXL , R*ABr, R*AH, R*% OMe.:

18
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R % OMe - R*% H #X(S0)44p;

E¥ R*H N(Me)CH,CH=CH, » R“"% Br. R®*#% H., R*}
OMe » R™ % OMe . R*H H & X (50)k&4% ;

£+ R*A N(EHCH,CH=CH, » R®#A Br, R®* A H, R*#
OMe » R*% OMe, R* H&X(50)L&4;

£+ R*H N(Me)CH,cPr » R®* 4 Br» R®*4H: R*% OMe .
R4 A F, R*#A H & X(S0)ke4;

£ 4 R¥A NEHCHcPr » R*% Br, R®A H, R*% OMe .
R % OMe » R*% H #5 X (50)4L44 ;

A% R>% NPr)CHePr » R*4 Br. R®#AH. R*% OMe
R4 OMe . R # H# X (50)fLé4 ;

AP RH NMe)Pr » R*# Br, R®%H., R*% OMe, R"
% OMe » R*# H &) X (50)ft 445 ;

E+ REA NMe)Et » R4 Br. R®AH., R4 OMe. R¥
% OMe » R*# H#X(S50)Lé¥;

£FRH NMe)Bu » R®*#% Br. R®%H, R*#% OMe. R¥
4 OMe » R*# H ¢ X(50)it&4 ;

EPRA NMe)e®% » R®#4 Br, R®"4H, R*)% OMe -
R“ 35 OMe » R*# H 5 X(50)fL.&4 ;

£ 4 R NHCH(CH,)CH(CH,)CH, - R®**%Br. R*% H.
R* 4 OMe » R¥% OMe . R*# H & X(50){t647 ;

£ 9 R®#4 N(CH,CH,0Me)-CH,CH=CH, » R*# Br. R®#H.
R4 OMe s R¥AF ., R H &KX (50)Le4 ;

#£4 R3#H N(CH,CH,OMe)Me : R™"% Br, R®AH., R*A
OMe » R % OMe ., R*% H 8 X(50)#44 ;

£9 R3# N(CH,CH,OMe)Et » R®#A Br, R®"A H. R*A%
OMe > R¥ 3} OMe . R* % H #) X(50)4L4% ;

#£4 R¥A NCH,CH,OMe)Pr » R®"#Br, R®XAH, R*%

19



200310122546. 6 A o ok P FE19/45W

OMe . R*“% OMe: R*#A H& X504 ;

¥ R*# N(CH,CH,0OMe)-CH,cPr» R“% Br, R®#% H, R*®
# OMe, R¥% OMe, R*# H # X (50)t4# ;

£ % R®% NHCH(CH,)CH,CH; » R®# Br. R®¥} H. R®%
OMe » R® % OMe » R*J H #X(50)L64 ;

£ ¢ R¥%H NHCH(cPr), - R*#4 Br. R®A H, R¥% OMe.
R4 % OMe s R*4 H#X(50)Le4;

£ ¢ R% N(CH,CH,OMe), » R®*# Br, R®#HH, R*H
OMe» R*% OMe: R¥*% H 8 X (50ML445;

£ R3#H NHCH(Et), - R®"#Br. R®#H, R*% OMe .
R % OMe » R* % H #X(50)fL445 ;

£PRIH NEL), » RE#HBr, R®#% H. R*% OMe, R¥
% OMe » R¥# H#X(50)L64;

£% R*% NHCH(EY), - R*#H Me,» R®HH, R*% OMe
R*® 4 OMe s R*#A H & X(50)t44 ;

R R¥Y 2-ZARkeE-1-4 , R*HMe, R®AH., R*%
OMe . R“3% OMe » R*# H &)X (50)44 ;

EdRYH FRTHEL R*HMe, R®HH, R°% OMe:
R¥ % OMe » R*# H 4§ X(50)/L&44 ;

£4 R3H N(Me)CH,CH=CH,  R®*# Me, R®AH, R*%
OMe » R¥% OMe » R*% H 8 X(50)44h ;

£ R % NEOHCH,CH=CH, : R®*# Me, R®*#H, R*%
OMe » R* 7% OMe , R*J H#X(50)t44;

L RH N(Me)CH,cPr - R*% Me,» R®AH. R*% OMe,
R¥ % F, R%*¥ H #X(50)L&4;

£ R3H N(EHCH,cPr » R®% Me. R®H H. R*% OMe.,
R“ OMe » R* % H 6 X(50)i&4 ;

#£% R’#H N(Pr)CH,cPr:» R?%4 Me., R®#% H. R*% OMe .

20



200310122546. 6 A 3 ok P FE20/451

R* % OMe » R*#4 H & X504 ;

E¥#R*M NMePr. R®4Me, R®A H. R*%OMe., R¥
# OMe » R* 4 H & X(50)iL&4 ;

£ RAG NMe)Et, R®A Me, R®% H, R¥*% OMe., R™
J OMe » R* 4 H#X(50)L44 ;

EF R*A N(Me)Bu> R*H Me, R*HH, R*%OMe, R“
71 OMe » R* % H 8 X(50)% &4 ;

E4 RA NMe)ke A%, R® S Me. RPAHH, R4 OMe
R % OMe » R* H & X(50)iL647 ;

£+ R*% NHCH(CH,) CH(CH,)CH,. R®% Br, R®3% H.
R* % OMe » R¥ 4 OMe. R¥# H & X(50)/L&4;

£ ¥ R*# N(CH,CH,0Me)-CH,CH=CH,» R*# Me. R®#H.
R“% OMe » RHF, R} HHXGSOHLE;

#£4 R*H N(CH,CH,OMe)Me » R®" A Me, RPAH., R*%
OMe > R*7% OMe » R*# H & X (50)L44% ;

£+ R*# N(CH,CH,OMe)Et: R®"#A Me, R®AH. R*H
OMe » R* % OMe . R* H &9 X (50)44 ;

£+ R*#% N(CH,CH,OMe)Pr» R®% Br. R®#AH., R*A
OMe . R* % OMe , R*4 H &5 X (50)4L&4 ;

£ ¥ R’# N(CH,CH,0OMe)-CH,cPr» R®% Me, R*" % H,
R OMe » R*% OMe . R*¥4 H & X (50)&4;

£ ¢ R®% NHCH(CH,)CH,CH;» R®#A Me, R*AH. R¥AH
OMe » R*% OMe ., R*#4 H &) X (50)1L447 ;

£ R¥% NHCH(cPr),: R*# Me, R®#A H., R*}% OMe .
R* % OMe » R*% H# X (50)44 ;

£+ R*# N(CH,CH,OMe),» R** Me, R®#HH. R}
OMe s R*% OMe . R*X% H 8 X(50)t &4 ;

£+ R3Y NHCH(ED,: R*#AMe. R*AH, R¥¥ OMe

21
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RY% OMe » R*#A H & X(50)4e4p; =
EPRA NEL), R¥AHMe, R®HH., R4 OMe, R¥
A OMe > R*™7# H ) X(50)f464%

2. X(60)L&Mfe L RAME . EFHERZEAAHERYGREY
ABREGFETRLHEN X .

HaC N \
5 K. (60)

ek g .

HF R*A NHCH(EL),» Ar# 6-=PAEE4-F Eabg-3-%4
K (60)1L &4 ;

AP R A 2-ZERKE-1-TE, ArAH6-=FERE 4T Eabog.
3-89 X (60)L &4 ;

EF RAFTERALE ArH 6= FTELA 4 F Aabeg 3K
K (60)L44 ;

£+ R* % N(Me)CH,CH=CH, : Ar % 6-=F & £-4-F £t
-3-2 64 X (60)1L 64 ;

#£ 9 RPAH NEOCH,cPr. Ar 6-= F £ A %-4-F Kkeg-3-K89
K (60)L.&4% ;

EF R3A NPrICH,cPr » Ar % 6-= F R A K4 F Eabog-3-4
85 X (60)1L 647 ;

£ P RPH NMe)Pr» Ar b 6-=F XA HE-4-F Aaeeg-3-X69 X
(60)4L.&4 ;

L4 RPH NMeEt, Ar b 6-=FEAE 4 FEArR3-K69X
(60L& ;
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£F RHNMeBu, Ar# 6-=FREX 4T Aabok-3-%69 X
(60)L44

B4 RA NMe)k@sk, Ar b 6-=—F XA E4-FEnE-3-4
& X,(60)1 &4 ;

EPRIA NEYRBE, ArH6-—FEAE AT Xabot-3. 546
X(60)L&47 ; '

# % R3 ) NHCH(CH,)CH(CH,)CH,: Ar}y 6-=F AR FE-4-FH
kg -3- 2 69 X (60) L 44 ;

# & R33 N(CH,CH,0Me)-CH,CH=CH, , Ar% 6-=F L& % -4-
W Mook -3- %89 X(60)1L & ;

# % R®% N(CH,CH,OMe)Me » Ar % 6-=F 2B A-4-F Eokr
348 X(60) 64 ;

£ ¥ R*A N(CH,CH,OMe)Et . Ar % 6-=F AR %K-4-F Eobg
-3- 89 X (60) 447 ;

# 4 R3% N(CH,CH,OMe)Pr » Ar % 6-= F A A K-4-F Foog
-3- A 69 X (60)1L 447 ;

3% R N(CH,CH,0Me)-CH,cPr » Ar % 6-=F & & %-4-F
Kooz 3-89 X (60) &4 ;

# % R*% NHCH(CH,)CH,CH,» Ar % 6-=F £ & ¥-4-F Kotk
3-% 69 X (60)L 41 ;

£4 R®A NHCH(cPr),» Ar#6-=FHEL 4T ERE-3-£6
K(60)L454 ;

£ R*# N(CH,CH,OMe),» Ar # 6-=F %kfA-4-T Eobkt-
3-2 69 X (60L& ;

£ R*#A NHCH(EL),  Ar# 6-=FAA L4 Fhabeg-3-K4
X.(60)1 44 ;

£ RYA NEL, ArAh6-=FEAL 4T Eag-3-58 X(60)
&4 ;
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EPRA 2.TA%RT-1-5, ArhH6- = FTEAE AT Eakw-3-
%85 X (60)L64 ;

EPRH RTEEELE ArA6-=FRAX4- T Rarg-3-26
X (60)HL447 ;

#4 R*AH NMe)CH,CH=CH,: Ar# 6-=F XfE-4.-F Aoz
-3-3 6 X(60)L &4 ;

£ ¥ R*A NEHCH.CPr» Ar A 6-=F X/ EA4-F Hobr-3-4
6 X(60)L 44 ;

£ RPA N(Pr)CH,cPr » Ar # 6-=F EA &4 F Fakeg-3-%
89 X (60)1L 445 ;

EF RA NMe)Pr, Ar# 6-=FHAK4-FEaw-3-%6X
(60)4. 447 ;

E¥ R*A NMeEt, Ar# 6-=F HBR/E-4-FEaborw-3-£e) X
(60)e. 5% ;

£9 R34 NMe)Bu,: Ar# 6-=F EXRE4-F Huker-3-265 X
(60) &4 ;

B RA NMe)te®mEk, Ar# 6-=FAREK4-FEabg-3-%
#) X (60) 1447 ;

£ 4 R}% NHCH(CH,)CH(CH,)CH,» Ar # 6-=F £&2%-4-F
Foeeg 3-89 X (60)1L 647 ;

#£% R’ % N(CH,CH,OMe)-CH,CH=CH, , Ar # 6-=F k& %-
4-F Knbeg 3-8 X(60)L 645 ;

£% R N(CH,CH,OMe)Me » Ar 4 6-=F XA E-4-FE%E
-3- 2 8 X(60)1L 447

44 RS % N(CH,CH,OMe)Et . Ar ¥ 6-=F H A A-4-F Eabx
3- %89 X (60)1L &4 ;

£ R®% N(CH,CH,OMe)Pr » Ar % 6-=F kR 5-4-F Eabg
3-89 X (60) &4 ;
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L9 R*#4 N(CH,CH,0Me)-CH,cPr» Ar# 6-—F X8 45-4-F %
et -3- 289 X(60)1L 44

£+ R*% NHCH(CH,)CH,CH,  Ar # 6-=F XA 447 £
wg-3-2 8 X (60)L 64 ;

R ¥ R34 NHCH(cPr),» Ar# 6-=F AR E-4-F Eabow-3-449
X(60)4L 44

£ R*%A N(CH,CH,OMe), . Ar # 6-=F A& £-4-F £t
3-8 X (60)1L 44 ;

£ P R*%A NHCH(EL),, Ar % 6-= P XA E-4-F Eator-3-4 6
X (60)L 44 ;

EPRA NEL,, Ar¥6-=F AR %4 FHhabad-3-£65 X(60)
44

EFRA 2-CEKE-1-K, Ar b 6-FAE4-Tholer 348
X(60)1L44 ;

2P R RTRAL, Ar 4 6-FHRE 4T Aabw3-£6 X
(60)1L. &4 ;

£ R4 N(Me)CH,CH=CH, » Ar % 6-F £%-4-F katoz-3-
A 49 X(60)1L 447 ;

AP R NEDOCH,cPr . Arh 6-F R E-4-F Eabg-3- K60 X
(60)4L. 44 ;

E# R*#H N(Pr)CHycPr » Ar# 6-F 8 A-4-F Rk -3- K6 X
(60)4t. 647 ;

EP R3A NMe)Pr» Ar A 6-F R A4 F Kobe-3- 469 X(60)
44 ;

£ R NMe)Et: Ar % 6-F R&-4.F Kabrg-3-4 65 X(60)
(-

EFRH NMe)Bu . Ar ¥ 6-F £ 24-4-F bz -3-5% 45 X(60)
&4 ;
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EFRA NMe)le R, Ard 6-FRE4-Fhabor 3 K69 X
(60)fL.&-4% ;

Ed RPA NEYREE, Ar 4 6-FRE4-FEow-3-R0K
(60)1t. 445

# ¥ R*A NHCH(CH,)CH(CH,)CH,, Ar# 6-FfA-4-F At
-3- K6 X (60)L 44 ;

# ¢ R*% N(CH,CH,0Me)-CH,CH=CH, , Ar % 6-7 fi£-4-7
Aotk -3- 2 64 X (60L& ;

£ ¥ R*% N(CH,CH,OMe)Me » Ar % 6-F f4-4-F Koabez.3-
A6y X (60)1L 645 ;

£+ R*%4 N(CH,CH,OMe)Et » Ar % 6-F R &-4-F Eabog-3-
& &) X(60)L 44 ;

HE ¥ R4 N(CH,CH,OMe)Pr » Ar # 6-F £ %-4-F Xabez-3-
69 X (60)4-4

A4 R*A N(CH,CH,0OMe)-CH,cPr » Ar 4 6-F £ %-4-F Kot
2-3-2 85 X (60)1L &4 ;

£+ R*% NHCH(CH,)CH,CH,. Ar # 6-F &%-4-F Kobor.3.

A4 X (60)1L64 ;

K R*% NHCH(cPr),. Ar # 6-F fi5-4.-F Eapog-3- %65 X
(60)4t. 444 ;

£+ R*#H N(CH,CH,OMe),» Ar # 6-F & A4-F Katez-3-4
8 X (60)L 44 ;

£+ R*% NHCH(EY),, Ar 6-F £ &-4-F Kooz -3- 485 X(60)
{4 | |

EP R¥A N(EL,. Ar A 6-F R A-4-F Kot -3- 56 {(60)L
& ;

EP R 2-THokeg-1-%, Ar A 4-FRE-6-F Eaog-3-%6
X(60)i.4-4h |
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£ RBAH FTEEE, Ar H 4-FEE-6-F Eabw-3-K6 X
(60)iL. 44 ;

E+ R*# N(Me)CH,CH=CH, > Ar # 4-F f%-6-F &g-3-
A9 X (60)1L 44 ;

£ R NENHCH,cPr» Ar 4 4-F &%-6-F Fatrg-3- 65 X
(60) . 4-4% ;

£ R3#A NPr)CHePr » Ar 4 4-F R %-6-F Eokrt.3-4 65 X
(60)1L &4 ;

A ¥ R*H N(Me)Pr» Ar # 4-F H H-6-F Kook -3-3 65 X(60)
b4

¥ R34 N(Me)Ets Ar # 4-F R A-6-F Kakek-3-2 65 X(60)
44 ;

£4 R*A NMe)Bu» Ar# 4-F £ 4-6-F Fabe-3-5£89 X(60)
a4

A RPA NMe)RA, Ar# 47 RE6-F Habog-3-£6 X
(60) .44 ;

# 4 R’# NHCH(CH,)CH(CH,)CH,, Ar# 4-F #.5-6-F &t
% -3- %8 X (60)L54 ;

%% R’ A N(CH,CH,OMe)-CH,CH=CH,, Ar % 4-F #.%-6-F &
ket -3- % 69 X (60)1L 447 ;

£¢ R # NCH,CH,OMe)Me, Ar # 4-F fH-6-F Katsg-3-
a9 X (60)L&4 ;

# % R’ N(CH,CH,OMe)Et, Ar # 4-F f#-6-F Hokog-3- 58
X(60)4L 44 ; .

£¢ R*#A NCH,CH,OMe)Pr » Ar # 4-F §4-6-F Hob-3-
X6 X(60)t &4 ;

£ R’ # N(CH,CH,0OMe)-CH,cPr » Ar % 4-F £.5-6-F Kt
vg-3-3 89 3‘.(60)'{&%% ;
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£+ R’ NHCH(CH,)CH,CH,, Ar# 4-F $2-6-F Knbez-3-
8 X(60) 445 ;

£+ R’ NHCH(cPY),, Ar # 4-F fL%-6-F K abvg -3- % 65 X(60)
&4 |

£ % R*# N(CH,CH,0Me),» Ar %4 4-F R %-6-F Fabg-3-%
&9 X, (60)L 64 ;

£ R3H NHCH(EY),  Ar# 6-F RE-4-F Kaber-3-269 X(60)
e,

¥ R*A N(EY), Ar A 4-F £ A-6-F Habog-3-K4) X(60)L 6
4 ;

£ R A 2-TA%RE-1-%, Ar # 4,6-=F Zetez-3- k& X(60)
o4

e RRAXRTEEE, Ar # 4,6-=F Kabeg-3-269 X(60)1L &
 ;

3 % R34 N(Me)CH,CH=CH,, Ar 4 4,6-= T Zb®-3-% ¢ X,(60)
44

3% R3# N(EH)CH,cPr, Ar 4 4,6-= F Aot -3-2 89 X(60)1L4
7 ;

£ R®H N(Pr)CH,cPr, Ar # 4,6-=F Kot -3-2 63 X(60) L&
4 ;

& R3H N(Me)Pr, Ar ¥ 4,6-= F Aate -3-5 8 X (60)1L 64 ;
£4 R A N(Me)Et, Ar 4 4,6-= T Fat-3-4 65 (60245 ;
2% R'H NMe)Bu, Ar # 4,6-= F hatsi-3-% 8 X(60)L &
4

£ RPH NMe)k®mA, Ar # 4,6-= F AabR-3-5 6 X(60)L&
4 ;

L RIA NEYKRAL, Ar H 4,6-= F EnE-3-F 6 X (606
 ;

28



200310122546. 6 A 3 ok 5 ZE28/456m

X ¥ R? % NHCH(CH,)CH(CH,)CH,, Ar 4 4,6-= F K atwz-3- 5% &
X(60)f 44

£ ¥ R 4 N(CH,CH,0Me)CH,CH=CH,, Ar # 4,6-= 7 Zat=t-3-
A 69 X (60)1L 447 ;

£ R>% N(CH,CH,OMe)Me, Ar % 4,6-=F &nbog-3-% 65 X
(60)fL &4 ;

%+ R*#A N(CH,CH,OMe)Et, Ar % 4,6-= 7 X wtet -3-2 8 X,(60)
44 ;

4 R4 N(CH,CH,OMe)Pr, Ar 4 4,6-= T Aot -3- K89 X (60)
b4

£ % R3#A N(CH,CH,OMe)-CH,cPr, Ar ¥ 4,6-= F Zokeg-3-% 44
X (60)/. 44 ; |

£ ¢ R’ % NHCH(CH,)CH,CH,, Ar # 4,6-= F Knteg-3-2 89 X
(60)f. &4 ;

%+ R? ¥4 NHCH(cPr),, Ar 4 4,6-=F Aknteg-3- K69 X(60)L 4
%,

£ ¥ R*H N(CH,CH,OMe),, Ar # 4,6-=F ntek-3-% 45 X(60)
a4 ;

4 R*# NHCH(ED, Ar # 4,6-=F Kabe-3-£8 X(60)K4
M ;

£ b R A NEY),, Ar 7 4,6-=F ok -3- & 65 X (60)1 44 ;
Ef RPA 2-THhokog-1-%, Ar A 2,6-= T Aokt -3-2 8 X(60)
&4 ;

HEd ROAHRTEAEAE, Ar A 2,6-= F Eaber-3- K6 X (60)4&
w;

£ % R* % N(Me)CH,CH=CH,, Ar # 2,6-= 7 2 a%-3- %8 X(60)
{4

£ R3H N(EOYCH,cPr, Ar # 2,6-= F Hate -3- & 89 X (60)14
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¥ ;

i+ RP# N(Pr)CH,cPr, Ar # 2,6-= 7 Jnaboz-3-2% 65 X (60)1. 4
 ;

£+ RH N(Me)Pr, Ar 4 2,6-= F Fatez-3-%8 X(60)L 647 ;
£+ R*A N(Me)Et, Ar 4 2,6-= 7 Hokeg -3-2 65 X(60)1.447 ;
£+ R A N(Me)Bu, Ar # 2,6-= F Hatwz-3-5 69 X (60)4L &
¥ ;

A4 R3A NMe)kk &%, Ar 4 2,6-= F Kaber-3- 28 X (60)1L 4
M ;

%4 R3% NHCH(CH,)CH(CH,;)CH;, Ar 4 2,6-=F &wtog-3-%
4 R (60)1L. 44 ;

%% R A N(CH,CH,OMe)-CH,CH=CH,, Ar % 2,6-= F &ot=z-
3-% 6 X (60)L&-4h ;

£ R A N(CH,CH,OMe)Me, Ar # 2,6-=TF Fat®-3-%6 X
(60)fL24 ;

£ R3% N(CH,CH,OMe)Et, Ar # 2,6-= F ot -3- % &5 X(60)
44y ;

£ ¥ R334 N(CH,CH,OMe)Pr, Ar % 2,6-= F Fh oo -3- 2k 69 X (60)
&4 ;

% R3# N(CH,CH,0Me)-CH,cPr, Ar 4 2,6-= F &atk-3-% 8
K(60)1L.447 ; .

3% R34 NHCH(CH,)CH,CH,, Ar # 2,6-=F AaE-3-% 4 X
(60)4L. 449 ;

£ ¢4 R3 % NHCH(cPr),, Ar 4 2,6-=F Fat-3-2 &) X (60)1L &
# ;

£ ¢ R*# N(CH,CH,OMe),, Ar % 2,6-=F &-3- 549 X(60)
e ;

#4 R’ A NHCH(ED), Ar # 2,6-=F Fatri-3-46) X(60)L&
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# ;
EF R3H N(EY), Ar # 2,6-=F Fobeg-3-2% 6 X(60)L 44 .

3. thshf L AME . LR FHEILIERANERGRESY,
RESHZ I TRLOEHK, LAPmiieedping .
4-(2-TH)RX)27- =~ FE-8-2- T4 FREXK)[1,5-a]-%
o #-1,3,5-Z%;
4-(2-T2YR K)2,7- = F £-8-(2,5-= F X-4-F &K XK)-{1,5-
a]-sthok #-1,3,5- 2% ;
4-((3-AAYAE)2,7-= F £ -8-(2,5- = F A4 F fEAFK)[1,5-
a]-sted #-1,3,5- =% ;
4-((3-REVRE)-2,7- = FA-8-(2-F X 4-F REXRE)[1,5-2)-%
o -1,3,5-Z%;
4-(N-FFAETPEANRELE)27- = FEAB-2-FHE4-TFTARAEXR
£)-[1,5-a)-tek #-1,3,5- 2% ;

4-(N-F A AT EN-AERLE)2,7-= FA-8-(25- =~ 7T %4 F R
A K H)-[1,5-a]-k H-1,3,5-Z%;

4-(N-3 HE-N-Q-FTREZH)AE)-2,7-= 7 X-8-(2-F %-4-7
fAEK)[1,5-a)- 0t #-1,3,5- =% ;

4-(N-J5 B E-N-Q-FTRAZE)A£)-2,7-= F A-8-2,5-= 7 %-4-
P AR K)[1,5-a]-wkokH-1,3,5- 2% ;

4-(= M R ARR)D,7-= FE-8-(2-F A4 F RAKRK)(1,5-a]-%
ok #-1,3,5- =% ;

A(=H A EAR)27-=FA8-(2,5-= F A4-FREXE)[1,5-
al-mbek H#-1,3,5-2%;

4-(N-ZA-N-Q-FTEA L E)R%)27-=FP %-8-2-FTH-4-FT 4
AR K)[1,5-a)- w4 H-13,5-Z%; F

4-(N-ZA-N-2-F &£ L H2)AA)-2,7-= 7 %£-8-(2,5- = F £-4-F
A K K)[1,5-a)-5bo8 H-1,3,5- =% o
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4, X0yt LB HH . TS HAS LA ARG
MRLHELTREGEN X .

R
R NN
.
Hs N R‘n
Rli
\ [ R‘b

R4d \
R‘G

X(70)
s efiiika.

EZFRAC, REA-NHCHM-Pr),: R*A Me, R*HH, R¥
# Me, R¥#AH., F=R*H H & X(70){L&;
E$+ RACl, RAH-NHCH(CH,OMe),» R* A Me. R®*AHH,
R“% Me,» RYA H, = R* % H #) X(70)44-47 ;
EPRHCl. RH-NCH,CH,OMe),. ReH Me: R*AH,
R*% Me., RYAHH, o R*A H & X(T0)L447;
EPRACl, R¥A-NC-Pr)(CH,CH,CN), R*#AMe:, R®HH,
R“# Me,» RYAH, #o R* A H 8 XT0)LE;
£+ RACl, RPH-N(CH,CH,OMe),» R**4 Cl. R®X4 H,
R# Me . RYA H, fo R¥H H X (70)1LE4;
£¥RACl, RA-NHCH(CH,0OMe),» R*#4 Cl, R®*A H,
R% Me>» R¥AH, foR*A HBXT0)E4;
£$¥RHCl. RAH-NHCH(EL),, REACl. R®*AH. R*%
Me. R¥3# H, # R¥% H X (700447 ;
AZFRHCI. RPA-NED,» R*HMe, R®AFH, R*A Me>
R“#A H, o R* % H 69 X(70)1L44 ;
£¥RHCl. R A-N@-Pr)(CH,CH,CN): R*#A Me. R*#AH,
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R4 Me, R34 H. fo R*} H e X(70)L447
EFRACl, R*H-N(n-Bu)CH,CH,CN), R*#AMe, R*AH,
R4 Me ., R¥34 H. #f R} H &) X(70)1L4-4 ;

£+ RH Cl, R®A-NHCH(-Pr)(CH,0Me)> R*# Me, R™ %
H, R4 Me, R¥#H H, fo R*4 H & X(70)é47 ;
£XFRACl, R*H-NHCH(Et),» R*#A Me., R®AH, R*%
OMe ; R¥% H., #= R*# H & X(70)44 ;

XZFRHCl. R*H-NHCH(CH,0Me),» R®*%» Me. R*#4 H,
R¥% Me: R¥3 H, o R*% H & X(70)/L 445 ;
L¥RACl. R*¥(S)-NH(CH,CH,0OMe)CH,OMe . R*®% Me,
R®*AH, R¥*% Me, R¥AH. #F R*N H & X(70)1L447 ;
£+ R%Cl, R®»%-NH(CH,CH,OMe)CH,0Me > R*® Me .
R4 H, R} Me, R4AH. ## R*% H &) X(70)iL6-45 ;
E¥RACl, RAH-NCH,CH,OMe),: R®% Me. R®*4 H,
R % Cl. R¥G H., # R*% H & X(70)44;

EFRACI: RPH-NHED, R2AMe. R®4H, R4 Me.
R¥% H., # R* % H ¢ X (7044 ;

EPRHACl, RAH-NHCH(n-Pr),. R*¥ Me, R®#% H, R*
#ACl, R¥FH, F R*H HAHX(0)44;

£ RACl, R*A-NHCH(CH,OMe),: R*#4 Me, R®#H H.
R*% Cl, R4HB H, # R*A H & X(70)é4;

EFRACl, R®#(S)-NH(CH,CH,0OMe)CH,0Me » R*% Me >
R*#AH, R“3Cl, RYYH. f2 R*A HHGX (70064 ;
EFRACl, R®¥-NH(CH,CH,OMe)CH,0OMe » R*"J Me
R®*45H, R4 Cl, R4 H., F= R} H K70 ;
A+ R #ACl. R¥#H-Nn-Pr)(CH,CH,CN) » R"% Me, R®%
H, R*#OMe, RUGH, f=R*H H 6§ X(70)4L. 44 ;
EPRACL: RPA-NEL, » R°AMe, R®HH, R*HOMe.
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R4} H, #o R H & X(70)1t. 447 ;

E¥RHCl, R®HA(S)-NH(CH,CH,0OMe)CH,0Me » R*# Cl,
R®#4H, R*%4 Me, R“AH, f# R4 H & X(70)it &4 ;
#£% R % Cl, R®#-NH(CH,CH,OMe)CH,0OMe : R*% CI,
R®4H., R*#HMe: RYAHH, foR*H4 HHXT0)LEH;
EPRACL, RPANED, » R*#4Cl, R*AH. R4 Me
RY% H. foe R* A H &) X(70)/L 44 ;

EPRHCl. R*HNEPr)(CH,CHCN) . R®%Me. R*%
H, R4 OMe. RYMy H, FoR* % H # X(70)L&4%;

£+ RHCl> R*H-N(-Pr)(CH,CH,CN) - R*%Cl, R*#%H.
R*H Me . R¥¥» H. Fo R*A H &) X(70)1L44 ;

£ RACl, R*ANHCHn-PrCH,0OMe) . R®% Me, R®
HH, R4 OMe,» RYAHH, F# R* A H ¥ X(T0)L64;
£F¥RHCl, RAH-NHCHn-Pr)Y(CH,OMe) » R*A Cl, R®H
H, R¥#4 Me. RYAH, fo R* % H 8§ X(70)/4647 ;
EA¥RAHCl, REA-NHCH(EL), » R®% Br. R*#4H, R*H
OMe . R*¥%# OMe . #= R* % H &3 X(70)L. 44 ;

A¥RACl, RPAH-NHCHEY), » R*HBr, R®AH., R*%
OMe » R4 H, #o R*# H 8§ X(70) &40 ;

£¥ R HCl, R*A-N(CH,CH,OMe), - R*#4 Br. R®*% H,
R“%4 OMe » R¥#A H . ## R*H H 6§ X(70)1L&4% ;

A% R A Cl. R®#-NHCH(CH,OMe), - R*# Br, R®# H.
R“# OMe » R¥# H, #¢ R* A H ¢ X (70)1t &4 ;
EPRACl, RPA-NEL, » R*AMe:, R®HH, R*ACl,
R34 H . e R4 H 64 X(70)/247 ;

EFRHCl, RPA-NED, » R*ACl, R®AH, R*% OMe.»
R %A OMe . # R* 4 H &) X (70)/ 4640 ;

EPRACl, REHNHCH(E), » R*#4Cl, R®AH., R*%¥
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OMe . R*% OMe . #o R* % H &5 X(70)L 44 ;

AZFRACL, RPAH-NCH,CH,OMe), » R*# Cl. R®4 H .,
R4 Cl, RYH H, = R*H H 6 X(70)1L4-49 ;
E+R¥Cl, R*»-NHCH(CH,OMe), - R®**% Cl, R*H H,
R*% Cl, R4HGH, fo R* M H 8 X(70)1L445 ;
EFRACl, RRA-NPr)(CHLCH,CN) » R4 Cl. R®*"#AH,
R*%A Cl, RAH, # R*A H 8 X(70)t&4 ;
EFRAC, R°A-NBu)Et) » R*#ACl, R®HH, R¥%
Cl, R¥A H., fo R*4 H 65 X(70)1L&4;

£+ R A Cl. R*A-NHCH(Et)CH,OMe,R®% Cl» R® 4 H .
R¥% Cl, R4HH, # R*H H 8 X(70)1Le-4h ;
EFRACl, RPANHCHEY), » R®ACl, R®A H, R*A
Cl. RYAH. # R*# H & X(70)1L 44 ;

£+ RHCl, RPH-NHCH(Et), » R*"#4 Me, R®#% H, R*
HMe: R4AH, F# R4 H & X(T0)&;

EF RHCl, RPAH-NHCH(EL),» R*ACl, R®AH, R*H
Me: R¥A H, #R*H H 8K (70)t64 ;

E¥ RACl, R*H-NHCH(Et),» R*#4 Me, R®AH., R“%
Cl, R¥#H, fo R* % H#X(70)&4;

EPRACI, RPH-NE,» R®*#AMe. R®*AH: R*% OMe,
R¥ % H., #eR*% H e X(70)L&4;

£+ RACl, RHA-NPr)(CH,CH,CN) » R4 Me. R*AH.,
R¥% OMe » R¥% H . #o R*% H & X(70)4L&4 ;

& R A Me, R*H-NHCH®n-Pr), - R*AMe, R®HH, R*
A Me, R4HH, foR*H HXT0)LE4;

£+ R A Me, R*A-NHCH(CH,0OMe), s R*AMe: R* % H,
R¥% Me, RYH H, = R¥% H # X(70)it64 ;
£FRAHMe, R*#H-N(CH,CH,0OMe), - R*#AMe, R*# H,
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R¥% Me, R¥WA H. fo R*% H &) X(70)1L &4y ;
EFRAMe, RA-NC-Pr)(CH,CH,CN) . R*% Me, R®%
H, R*A Me, RUAH, fo R¥H HEYX(70)1L44 ;

£+ RAMe, R*H-NCH,CH,OMe), - R®*#%Cl, R® 3 H,
R% Me, RAH, faR*A HHX(70)1L44 ;

A+ RH Me, R*H-NHCH(CH,OMe), - R*#4Cl. R®# H.
R*% Me, RY%GH. f2 R¥ % H &) X(70)4L 44 ;
£FRHMe. RRAHNHCH(EL), » R®HCl, R®#HH. R
AMe. RYHH, foR*A H X (70)iL44 ;

EF¥RHMe, RPA-NEL, » R®*#4Me, R®*AHH, R“* Me
R4 H, #a R34 H ¢ X (70} |

£+ RH Me: R*F-Nn-Pr)(CH,CH,CN) » R*"% Me, R®%
H, R*AMe. RYHH. #RHHGRTO)EY;
£F R A Me. R*H-Nn-Bu)(CH,CH,CN) » R®H Me, R*H
H, R*A Me., R}y H., FoReA H X (70)1L64;

£+ R A Me. R*A-NHCH(n-Pr)(CH,OMe) - R*% Me, R®
AH, R“AMe. RYAIH, fo R H X (70)L 4% ;

£¥ R A Me: RHJ-NHCH(EY), . R**H Me> R®AHH, R¥
# OMe» RYA H, FaR* A H & X(70)L &4 ;

£+ R % Me, R*#-NHCH(CH,OMe), - R*A Me, R®AH,
R% OMe» RYAH, # R*H H & X(70)/t44 ;
HEFRAMe, R*#(S)-NH(CH,CH,0OMe)CH,0Me . R*% Me>
R®% H, R4 Me, RUHH, fa R* N H & X(T70)iL&4;
£+ R H Me, RA-NH(CH,CH,OMe)CH,0OMe . R*% Me >
R®AH, RCAMe. RYABH, Fo R*H H & X(70)1L 647 ;
A% R% Me. R*#H-N(CH,CH,OMe), » R®*4 Me: R*#AH,
R¥# Cl, R¥% H. fo R*H H & X(70)L&47 ;
E¥RAHMe: REA-NHEL, R*AMe, R®AH, R4 Me>
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R4 H, fo R* 4 H & X (70} 44 ;

X+ RH Me, R*M-NHCH(®n-Pr),» R®% Me. R®*#H H, R*
A Cl, RHH, o R*H H & X(70)L44 ;

E¥ R4 Me. RN-NHCH(CH,OMe),: R*#4 Me. R®"}4 H.
R¥JCl, RMA H, o R*H HHX(70)LE45;
£¥RAMe, R H(S)-NH(CH,CH,OMe)CH,OMe » R*3% Me
R®#4H, R*#ACl, RN H. foR*H H X704 ;
X+ RN Me. R*I-NH(CH,CH,OMe)CH,OMe » R*# Me »
R®4H, R*#ACl. RYHH., fR"HA H&X(70)L64;
E¥ RHAMe, RPB-Nn-PrY(CH,CH,CN) » R®% Me., R* 4
H, R*% OMe, R4 H. & R} H ¢ X(70)#4%
EFRAMe, RRANEL, - R®HMe, R*"AHH., R*%
OMe » R¥A H, o R*N H ¢ X(70)L44 ;

£FR A Me: R*#(S)-NH(CH,CH,0OMe)CH,0OMe :» R®% Cl.
R®#4H, R“#% Me, R¥Y}HH, o R*HA H 6§ X(70)1 44 ;
£+ R % Me, R®#-NH(CH,CH,0Me)CH,OMe . R*# Cl,
R®AH, R¥H Me, R4AHH, o R*H H O X(T0)EH;
EFRAMe. REH-N(EL), » R*ACl, R®HH, R“FMe,
R4 H, # R*H H & X(70)L44 ;

EF R A Me, R*F-N(c-Pr)(CH,CH,CN) » R4 Me, R®%
H. R¥% OMe., R¥% H, fo R* % H 8 X(70){t&47 ;

X4+ R A Me, R*A-N(c-Pr)CH,CH,LCN) » R*4 Cl, R®%
H, R*#% Me, RYAH, #R*H HHXT0)LE4;

£ R A Me. R®A-NHCH(n-Pr)(CH,OMe) » R®*% Me. R®
AH, R% OMe, RYA H, # R*A H & X(70)1L&9 ;
£4 R A Me. R3#H-NHCH(m-Pr)(CH,0OMe) - R¥*#A Cl, R®
AH, RHMe, RS H, FeR*H H X (70){Lé4h;
£¥ R % Me, RPAH-NHCH(Et), » R*# Br> R*AH., R¥
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% OMe, R“% OMe, #= R*A H & X (70)L 4 ;

A+ RAMe, RPANHCH(EL), - R®# Br. R®#HH., R*
A OMe, R¥AH, F=R*A H&KX(70)L &4 ;
EPRAMe, R*A-NCH,CH,OMe), - R®*% Br. R*¥ H,
R*% OMe. RYAH, FoR*A H X (70)84 ;
AZPRAMe. R*%-NHCH(CH,OMe), » R®*% Br: R®% H.
R4 OMe. R¥AH, f#R*A H 8 X(70)L44;
AFRAIMe: RPH-NEL, - R*$Me: R®HH., R*HCl.
R¥% H ., #= R* ) H 6 X(70)iL &4 ;

E¥RAMe: RPHNEL, » R®#ACl. R®AH, R4 OMe-
R % OMe » #= R*# H & X (70) 44 ;

A+ RH Me. RRA-NHCH(Et), - R®4Cl. R®"#AH, R*
% OMe » R“J% OMe ,» %o R* % H 8 X (70} ;

£ ¢ RH Me: R#H-NCH,CH,0OMe), » R*"ACl. R*A H.
R*# Cl, RY% H, fa R*% H &) X(70)/&4 ;

£+ R%Me. R'A-NHCH(CH,OMe), » R®*#%Cl, R*4 H,
R*#A Cl, REUH H, feR* 4 H 8 X(70)Lé4 ;
EPYRHAMe. R A-NPr)(CH,CH,CN), R*“#4 Cl, R*#4 H.
R¥% Cl, RYXY H, ##R*} H & X(70)L&4 ;
EPRAMe, RPA-NBu)E), R*#4Cl, R*AH, R“A4Cl,
R4% H . #o R* 3 H & X(70)L &4 ;

£ RA Me, R*H-NHCH(E)CH,0OMe, R®#ACl, R®*¥ H.
RACl, RYAH. o R*N H &KX (70)LE45 ;

£ RAH Me, RIA-NHCH(Et),. R*# Cl. R®*AH, R*%
Cl, R34 H, F R*} H & X(70)%L&4 ;

£¥ R A Me, R#H-NHCH(E),» R*"#4 Me, R*#HH, R*
A Me, RO}BH, F RA H X (70044 ;

A% R A Me, RPA-NHCH(Et),» R*ACl, R*AH., R*%
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Me . R¥A H., 2 R*%4 H & X(70)L 445 ;

X+ RN Me. RPI-NHCH(EL), R*#H Me, R*HH, R*
ACl, RYAH. Fo R* A H & X(70)44;

EFRAMe. RPANEL,: R®AMe, R®$H, R*% OMe
R4 H. Fe R* A HH X (70)1L 645 ;

X+ RHMe, R*H-NPr)(CH,CH,CN), R*} Me, R® A H.,
R* % OMe . RY“AH, # R*HA H 8 X(70)LE4 ;
E¥RAF., RH-NHCH@®n-Pr),» R"#% Me. R®¥ H., R*
HMe. R4AHH. foR*H H & X(70)t.44 ;

L+ RAF. R*B-NHCH(CH,0OMe),: R®} Me. R*A H,
R*% Me ., R4 H. fo R*% H 6 X(70)4% ;

E+ RHF. R #H-NCH,CH,OMe),» R*4 Me, R*4 H.,
R} Me, RYAH, f2 R* %4 HHX(70){L64 ;

2+ RHF, R A-Nc-Pr)(CH,CH,CN), R®#% Me, R*AH,
R*% Me, R¥#A H, e R*4 H & X(70)4&% ;
E+FRHF, R*#H-NCH,CHOMe),.: R®4Cl, R*H, R*
X Me, RYAH, o R*A H 8§ X (7044 ;

E¥FRHF, RH-NHCH(CH,OMe),» R®*#4 Cl, R*#A H,
R4 Me, R¥A H, fo R* %4 H 8 X(70)/L6-4 ;
E+RAF, RRAHNHCHEL, R®#Cl, R*AH, R4
Me:, R4 H., feR*A H&X(70)f&4;

EFRAF, RRANED,, R*HMe, R®AH, R*% Me,
R¥ 4 H ., #o R* % H 65 X(70)4L&47 ;

EX¥RAF, RA-Nn-Pr)(CH,CH,CN): R®#4 Me, R*HH.
R*% Me» R¥AH. # R®A H e XT0)XE4M;
EFRAF, RAH-Nn-Bu)CH,CH,CN): R*#4Me, R*AHH,
R4 Me, RUAH, ##R*A H &KX (70)L&4p ;

E+ RAHF, R A-NHCH(n-Pr)(CH,0OMe); R*% Me. R®™X%
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H: R“AMe, RYAH, FaR*H H KX (70)44 ;
EFRAF., RPANHCHEL, . R®A Me. R*#AHH. R¥H
OMe » R™ %A H, #o R* 4 H o5 X (70)4t 445 ;

£ ¥ RAF, R*¥-NHCH(CH,OMe),» R®#% Me. R*#$ H,
R*¥% OMe . R¥A H. #R*A H & X(700L&4 ;
£PRAF, R A(S)-NH(CH,CH,0OMe)CH,0Me » R* % Me
R®AH, ReHMe, RYAHH, FoeReH H & X(70)1L 44 ;
£ RAF, R#H-NH(CH,CH,0Me)CH,0OMe - R¥} Me, R®
AH, REAMe. RUAH, F# R* 4 H X (70)1L 44 ;
EFRAF. R*H-NCH,CH,OMe),» R*#% Me, R*"#4 H.
R*% Cl, R¥H H, # R¥# H 6 X(70)L 44 ;

EZ¥RAF. RRA-NHED), R®H Me. R®AHH. R*H Me,
RY#A H, # R*# H & X (70)/44;

£XF¥RAF. RPA-NHCH(D-Pr), R®# Me, R®* A H. R*
ACls R4AH, F=R*A HHYX (70044 ;

£F¥ RAF, R*A-NHCH(CH,OMe),: R*#A Me, R*#HH,
R4 Cl, RYHH. F R*A H & X(T0) s ;

E¥ RHF, R HA(S)-NH(CH,CH,OMe)CH,0OMe : R*% Me ;s
R®*%H, R#HCl, RUAH. Fo R*A H KX (7044,
EFRAF, R A-NH(CH,CH,0OMe)CH,OMe : R*% Me. R®
AH., REHCl, RYAH, F=R*H HBKXT0)LE;
AFRHF, RA-Nn-Pr)(CH,CH,CN) - R*#AMe, R*#AH,
R*% OMe . R4 H, fo R*% H ¢y X(70)1L&% ;
EFRAF, RRA-N(EL, » R®AH Me: R®4H, R*#%O0Me.
R¥#A H. # R* 3} H#X(70)L64 ;

X4 R#AF, R*¥(S)-NH(CH,CH,0OMe)CH,0OMe » R* % Cl:
R®AH, R*#4Me, RMAH, Fo R¥HA H &) X(70/L&47 ;
£+ RAF, R #H-NH(CH,CH,0OMe)CH,0OMe . R®*# Cl. R®
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AH, RCAMe, RYAH, ##ROHAHHHX(70)44;
EPRAF, RRANELY, » R°ACl, R®HH. R*% Me,
R4 H . #= R H & X(70)k &4 ;

EFRHAF. R*H-N(c-Pr)Y(CH,CH,CN) » R*AMe, R®*HAH,
R*# OMe,» R¥# H . Fo R*% H 8 X (70L& ;

£+ RAF, R H-N(c-Pr)(CH,CH,CN) » R*#4Cl, R®*%H,
R#H Me>» RUAH, f# R*H HEX(0)E4;

£+ RAF. R*A-NHCH(c-Pr)(CH,0OMe) » R*#A Me, R*%
H: R4 OMe. R¥% H, fo R*H H Y X(70)4 44 ;

A¥ RAF, R*#-NHCHn-PrCH,0Me) » R*#ACl, R®%
H. R% Me, R} H, # R*} HHX(70)447 ;
£FRAHF, RRANHCH(EY), » R*#4Br, R®AH. R*%
OMe » R¥% OMe . # R* 4 H 8 X(70){t.&4% ;

RPRAF, REA-NHCHEL), - R*A4Br, R®AHH, R*A
OMe , R®¥A H ., f= R4 H & X(70)ft647 ;

£FRAF, RAH-NCH,CH,OMe), - R*4Br. R®*A H.
R OMe» RYA H ., #f R*H H G X(70)%4&4;

£¥ R A F, RAH-NHCH(CH,0OMe), - R®%4 Br. R®*A H.
R*# OMe,» R4#A H, # R®% H &KX (70)L&47;

¥ RAF, RBA-N(EL), » R®%4 Me>» R®AH, RACl.
R¥A H . #= R*% H & X(70){t6-47 ;

£ RAF, RRANED, » R®#Cl. R®AHH, R*%OMe.,
R % OMe » #= R* % H 6§ X(70)4. &4 ;

£$4RAF, REA-NHCH(EL), - R*#Cl, R*FH, R*%
OMe » R¥ % OMe ., = R* A H 8 X(70)L4-47 ;

£+ RHF, RHN(CH,CH,OMe), » R*ACl. R*AH,
R4 Cl. R®# H, ## R® ¥ H#X(I0)kb4,;

L+ RAF. RA-NHCH(CH,OMe), » R*#ACl,» R®AH.
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RACl, RYHH, f# R*A HHYX(70)L464;

£AFRAF. RPANEPrCH,CH,CN) » R4 Cl, R*#AH,
R % Cl. RA H., fo R4 H & X(70) 44 ;

E¥RAF, RRANBu)EY) - R*AHCl, R*AH, R*ACl,
R¥% H, # R* % H 6§ X(70)it &4 ;

£2¢RAF., RA-NHCH(EHCH,OMe » R®ACl, R*AH,
R“# Cl, R¥% H. fo R* A H &) X(70)4L.44 ;

£+ RAF, RPB-NHCH(E), - R*ACl, R®#HH, R*%
Cl., R¥#3 H, #= R*H HHX(70)Lé4;

£¥RAF. RPA-NHCH(EL), - R*AH Me, R®*AH, R¥H
Me . RY3H H. Fo R} HHX(70)Le%;

AP RAF, RPH-NHCH(EL), » R®ACl, R®AH, R*¥A
Me,» RY%H, #= R*% H & X(70)L44 ;

AP RAF, REAH-NHCH(E), - R®H Me, R®HH, R*%
Cl. RY#H H, f= R* % H & X(70)/L&47 ;

£+¥RAF, RPHNEL » R®AMe, R®AH, R4 OMe
R4A H, fo R*H H & X(70)L44;

EF¥RAHF. REAH-NPr)(CH,CH,CN) . R4 Me, R®AHH.
R¥% OMe » R¥4 H ., o R*% H & X(70)64 ;
£¥RHCl, RPAH-NPr)CH,CH,0Me) » R*#H Me, R®AH,
R*% OMe » R¥H H, # R*¥ H )X (70)1L44% ;
£FRHCl, RPH-N(E)CH,CH,OMe) » R®4 Me, R®#HH,
R*% OMe s RY# H . #= R®¥ H 6§ X(70)1L&47 ;

£+ RHCl, R®A-N(Me)CH,CH,OMe) » R*#% Me. R*H
H. R OMe, R¥# H., f R H e X(70)# 647 ;

£+ RHCl. RPHINMeEt » R®I Me, R*"AH., R¥HA
OMe > R¥# H . fo R* % H & X (70)1t. 647 ;

£FRACI, RRA-NMePr » R*AMe> R®*AH, RA
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OMe » R¥™A H. ## R*# H & X, (70)4t. 445 ;

EFRACI. REH-NMeBu » R4 Me., R® 5 H., R*%
OMe ., R™A H, # R*% H ¢ X(70)it44% ;

ZFRACI, RRAH-NH-2-TXk ., R®HMe,» R*#HH, R*
A OMe, RYAH, f#R*H H & X (70)/L¢4 ;
EFRAC, RAFTEAL . R*AH Me, R*HH, R*
A OMe ., R¥% H. o R*¥H H & X(70)&4;

£+ RACI, R*A-NEPr)(CH,CH,OMe) » R** Me. R®#4H,
R % OMe » R} Me . fo R*# H & X (70)L44 ;
EFRHCl, RPANEHCH,CH,OMe) » R®AMe, R*#AH,
R*% OMe » R4 Me. o R* A H 8 X(70)L 64 ;
EFRACl, R*H-NMe)CH,CH,OMe) - R*A Me, R®%
H., R*3 OMe . R“% Me. #= R* % H & X(70)&4 ;
EPRHCl, RPH-NMeEt - R®*¥% Me, R®AHH, R*%
OMe . RYJ% Me , #2 R* 4 H 8 X (704445 ;

EZFRACl, RPH-NMePr » R®*AG Me, R®AHH, R*H
OMe . R¥4 Me ., fo R¥ % H & X (70)/ 447 ;

AP RACL, R°H-NMeBu : R*AH Me: R H, R*%
OMe » R¥ Me . = R4 H & X (70)4L 445 ;

£ZFRACI, RPANH2-THE . R“AHMe: R®HH, R¥
A OMe s R¥# Me, fo R®A H&XT0OMLEY;
AFYRAC. RRAFRTERE , R*AHMe, R®HH, R*
4 OMe > R¥# Me ., #= R*} H &)X (70)1&4;
EPRAF, R*A-NPr)(CH,CH,OMe) - R*#AMe, R®¥H,
R*% OMe » RAH. e R*A H 8 X(70)& ;
EZPRAF, RPA-NECH,CH,OMe) . R®HMe, R*AH,
R*% OMe » R¥A H, # R* 4 H 6§ X (70)L44 ;
ZFRAF, RH-NMe)CH,CH,OMe) » R*HMe, R*AHH,
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R*% OMe > R¥% H . #o R¥*% H ¢ X(70)Lé4;
XPRAF. RPH-NMeEt » R®AHMe, R®HH. R*% OMe.
R4 H, o R*A H & X(T0)44;

EFRAF, R®A-NMePr » R"AMe. R®AHH., R*% OMe
R4 H. Fe R % H 69 X(70)iL44 ;

EFRAF, RPY-NMeBu » R*% Me, R®#HH, R*%
OMe . R¥A H., Fo R* 4 H 65 X(70)1L44 ;

EPRATF, RRANH2-TA ,» R¥AHMe, R*AHH, R*A
OMe : R¥}A H, #= R* 3 H 6§ X(70){L&-4% ;

EPRAF, RRARTERE, R*AHMe, R*HH., R%
OMe ,» R¥ H, #= R*# H 4§ X(70)L4-47 ;

EFRAF. RH-N(Pr)(CH,CH,OMe), R4 Me, R**¥H,
R* % OMe » R™% Me . #o R* 3 H X (70)/Le4 ;

£+ RHAF. R #A-NEHCH,CH,OMe), R®HMe, R*"AHH,
R* % OMe » R¥% Me . ## R* % H &9 X(70)#L &4 ;
E¥RAF. RA-NMe)CH,CH,OMe): R®#4 Me, R*#AH,
R*% OMe » R* % Me . #= R* % H 8 X (70)7t &4 ;
LAFRHF,. RPH-NMeEt, R*#HMe. R®*AH, R*3 OMe,
R % Me ,» #= R*} H & X (70)1L 44 ;

EFRAF, RPA-NMePr,» R*"#HMe, R®%H, R*% OMe.
R¥ %4 Me » #o R*A H 6§ X(70)1L 64 ;

EPRAF, REAHNMeBu: R®*#AHMe, R®H H, R¥% OMe.
R4 Me » #o R* % H 8§ X (70} 44 ;

EA¥YRAF, RRANH2-TE, R?HMe, R*#AH, R*H
OMe » R¥ % Me . fo R* % H 69 X(70)1L44 ;

£PRAF. RAFRTELEE, R"HMe, R*HH, R*A
OMe » R* 34 Me ., #o R¥ 4 H ¢ X (70)44 ;

£+ RAHMe: RA-NPr)(CH,CH,0Me)> R®*#A Me. R®"XAH,
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R*% OMe, RYAH, # R*#A H @ X(70)/&4 ;

£+ RAHMe, R}H-NEDCH,CH,OMe), R®*#A Me, R*#HH,
R4 OMe . R¥ ¥ H ., # R H 8 X(70)L44 ;

£+ R A Me, R®H-NMe)CH,CH,0Me), R34 Me, R®%
H, R 3 OMe.: R¥}Y H. F#R*H H & X(70)L &4 ;

AP RAMe: RRA-NMeEt: R*AMe, R®AHH, R*H
OMe » R¥# H. # R* % H 65 X(70)1t44 ;

EPRAMe, RRANMePr,» RHY Me, R®HH., R*%
OMe . R¥% H . = R®4 H 6§ X(70)ft&4 ;

EPFRAMe, RRA-NMeBu, R*#H Me, R®"AH. R*A
OMe: R¥} H., #o R* % H 8§ X(70)1t64 ;

EPRAMe, RRANH2-TA, R®HMe, R*AH, R*%
OMe » R¥#4 H, #= R*# H & X(70)it&4;

EPRAMe, RRAFXTELE, R*HMe, R"AH, R
A OMe ., R¥A H, F=R*% H 84 X(70)iL6-4 ;
£FRAIMe, R*H-N(Pr)CH,CH,0Me): R*#A Me, R®*X¥ H,
R*% OMe » R¥3# Me . #o R* 4 H 8 X (70)L &4 ;

£ ¥ RHMe, R3A-N(E)(CH,CH,OMe). R®*AMe, R®*4H,
R*% OMe » R* % Me, #o R*# H 8 X (70)#447 ;

£¥ R A Me . R®A-NMe)CH,CH,OMe), R®*H Me. R®X*
H, R*% OMe, R¥% Me . Fo R*% H X (70)L44 ;
AP RAMe. RRA-NMeEt, R* A Me. R®AH, R*%
OMe > R™ % Me » = R* % H 6 X(70)1L &4 ;

¥ RAMe, RAH-NMePr.» R*A Me, R®"AH, R*Y
OMe » R¥™ 3% Me . o R¥ 4 H 8§ X(70) &4 ;

E4RHMe, RRA-NMeBu, R*A Me, R®"AH, R*A
OMe » R* % Me » o R* % H 85 X(70){L. & ;

EPRAMe, RANH2-TE, R*HMe: R*FH. R*A
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OMe s R¥%4 Me . #= R*# H ¢ X(70y{t44 ;
EPRAIMe: RRAFXRTERE, R*AHMe, R*AHH, R¥
A OMe R*% Me., # R* A H 89 X(70)4L.&4 .
5. WA PALAME . IRFHNEAIE LR ABRGREH AR
A2 P TSOLENOMX . Eb st t . 7-(=TRK)25-
ZPE3Q-F R4 FREXKES-a]- R HogEwR T-(N-G-RER
E)N-HER%)-2,5-= F K3-24-= F EEKK)[1,5-a]- %2 HEE .
s 6.OSHFELTRGTHREFEAAXETORBER] . 2 -
3. 455t BRAASY.
7. AAALHEARSE . BRE . WRE. KA SBBEME
S . RGN ENMER . B ERBE . LA . MARBEKK
Hd B HeRAssz XL CERAEE . HHRE. HY
10 NEHAEER . AERAER . CAFREOBAEAER . A FTHRA.
ARFEGEERE . HalHidES . REE . FFE. XF5H
5. B PR KB MEGEHEMERL. RoBRXTAALE
WCRF R IABTHF AR, FETIRT o CRF #FR4R
ROER, BT EOELTHLDYSEAAREORMER] . 2.
15 3. 4% 5654e4.
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15 K, €EERM IR LM E L L RITEGKRPOMO)N T R4 7
8 ¥ #[J. Rivier ¥, Proc. Nat. Acad. Sci. (USA) 80:4851 (1983); W.
Vale %, #2213 :1394(1981)] . Fp 2 £ 2 RIR G A 2~ L 1E R 4, CRF
HRABRAUEZCRRAEURELAPBHRAREAE T 2T £l
%, FEABPFLENGRERRFRATIMER B . /2y

20 84 . w48 I7A %R [W. Vale ¥, Rec. Prog. Horm. Res. 39:245
(1983); G. F. Koob, Persp. Behav. Med. 2:39 (1985); E. B. De Souza +F, J.
Neurosci. 5:3189 (1985)} - LA E#E AW CRFA S AL st A . O
B d RS BG¥ e PRI F/HA[ E Blalock » £33 %544
69:1 (1989); J. E. Morley, Life Sci. 41:527 (1987)] -

25 s K354 CRF A H M faib AR, LiEHTE . SEA
X EERFPHERTFAFRAFRARE T EE LBECRFAMRRE
KKAE . ¥MAEAKA . Huntingion K7 - #A7HE EBRH L RIE 4
R ARG RAFPRELEZEPREA, BACTIS FREMSLZEL
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% ¢ CRF # 2 1 %A %[ E. B. De Souza, Hosp. Practice 23:59
(1988)] -
LR BRERART EWRET, FREDGMRAERRCSHP
CRF /R & £ % 3% jv[C. B. Nemeroff ¥, #+2¢ 226:1342 (1984); C. M.
5 Banki %, Am. J. Psychiatry 144:873 (1987); R. D. France ¥, Biol.
Psychiatry 28:86 (1988); M. Arato ¥, Biol Psychiatry 25:355 (1989)] -
B, AXZWABRY CRFEZAERLEHEMN, M CRF kit $[C. B.
Nemeroff % Arch. Gen. Psychiatry 45:577 (1988)] - st9h, £ P65
A L5 5] 3 CRF 46466942 5 LI & R %t £ (ACTH) & B (B Bk 55 5)
10 [P. W. Gold %, Am. J. Psychiatry 141:619 (1984); F. Holsboer +,
Psychoneuroendocrinology 9:147 (1984); P. W. Gold ¥, New Eng. J.
Med. 314:1129 (1986)} - A X BA AR K A ¥ @474 ERANARA
CRF 89 it % 95k The 5 A ARE F R F Y RA X e BRB T 5 4
# ¥ #%[R. M. Sapolsky, Arch. Gen. Psychiatry 46:1047 (1989)] - #1 %1
15 18 AR IR RRIPAR A T AT CRF KFH EHsb AT AP CRF £
¢4 4% B [Grigoriadis %, Neuropsychopharmacology 2:53 (1989)] -
#3 CRFALBAMAERGHABETHEARE THE.
CRF A #4p ¢ & % £ B (anxiogenic)tk A, # EA ZHITHERRE T
ERTEABLF/AE-EA-RFERAE ST CRF Aoy Ll
' J[D.R. Britton %, Life Sci. 31:363 (1982); C. W. Berridge # A. J. Dunn
Regul. Peptides 16:83 (1986)] - M T 69 CRF LA IAM a - KR F
CRF (9-41) & $ RATH M P RATHMFAAXAMRRBRAMNF 4
EERFBLENF e <RERH” FRA[C. W. Berridge ¥ A. I
Dunn Horm. Behav. 21:393 (1987), A&#F 7% 15:71 (1990)) - ## £4L
25 . Ry f s hESARHRAACRFPEAA R EERELHRTY
AER . H CRF Hik sk me % ARET Hoheyied . AR TT A
.55 CRF £ & K60 & A KB [K. T. Britton ¥ #4732 % 86:170
(1985); K. T. Britton ¥, #k4% £ & 5 94:306 (1988) )%= /& H AR K
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[N. R. Swerdlow % . #4234 88:147 (1986)|F 69 < A&~ 1A .
o RAFREIBRA(Rol15-1788) (£ 3= A 8 £ K p AR T £47
AFRE)TAREHNE-KAFXHYCRFMEM, mEAH L ZEMK
8938 % A1 (FG7142) 7T vA3% 382 CRF 46 AI[K. T. Britton %, #4¥ {32 %
5 94:306 (1988)] -
WRERAERBGFPRIPBESLLLEA RGN BF1EM4L b7
E#WR. B, ENBEZENELXLERT ARG CRFL § 5
BLEG IR A K KA XBAETESHITHEH F ME CRF H5HR
Fl(o — R CRFO-A1NIERM T XA CRFBRH S 48R L
10 RATFRAZRERSREEH AR G. F. Koob #2 K. T. Britton:
2% LM R R S ERKETF . MBake) Kakfols KA R, E. B. De
Souza #= C. B. Nemeroff % #, CRC Press % 221 % (1990)] -
AT HRR A IR T AR F LR AR SR B E FiE LS L
BREMNEST HWERfob BHhERPORME. X HRMOEH 6
15 4% DuPont Merck 49 PCT ¥ 4% US94/11050 - Pfizer # WO 95/33750 -
Pfizer 89 WO 95/34563 - Pfizer 6 WO 95/33727 #= Pfizer &) EP
0778277A1 -
5o 8] B AT Aok, BEAMK[,5-a)-dH-1,35-Z% % . [1,5-a]-
1,23-Z ok #-13,5-Z 9% & . [1,5-a]-vdk Fodog £F[1,5-2]-1,2,3- =%
20 i -%%é’é»f&A%{‘F;‘@ﬁ"*J—_n%&ﬁ MERAETFHERAASH AR
BRSSP ABGRE. KA, AREFL T HILSL
HATEEHE.
#l4o, EP 0269859 (Ostuka, 1988)27F T X 89 stt=d # =2k fL &
4 .
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B4R AHOH K EmE, RPAIH. OHHSH, R ARy
FAR . BEAR IR RE, HAA LT LALLM ER F2% R 4Lasdp

HMERFATEARRA
s EP 0594149 (Ostuka, 1994)2 7 F X &) stk 3 Z vk Foabog g ot
.44 .
OH

)\)_ = or AR

PN,

\_/ TO
EPAACHAN, RRARAHKIRE, RFRAH..RE. %
$ 4. BEA. MEAF, FUSZRASIFARE. TARATE

10 A REARIRIE KA 3] 5 IR AE

US 3910907 (ICI, 1975)2F T X 89 ab=k 7 = oL 64p

/I\ /
\ =

X
‘gq: Rl 7"3 CH3 A CzH:;jiCbHs 4 X %J H > C(,HS ~ n‘l"CH;C(,H; ~ (j\‘ >

COOEt. Cl . [#&Br, Y#H. CH,+ 0-CH,CH,%& p-CH,C H, -
13 Z#HOH- H- CHy~ CH;~ CH;~ n-C,H, - i-C;H- . SH - SCH; «
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NHC,H, 3 N(C,Hy), » #H kA X LA S48 4 c-AMP & sk = s i 4 %
M. REXAEY %I,
US 3995039 27+ F X #yobed H =kt 44y :

NR2R3

0 N

:
5 AFPRAHSKEE. RRAHKKEE, RAH. KL, #iRats.
BATHRARMBEEALTRRE, RAgtTE . ExE R i,
HRAREMSHTARELAEY KA.
US 5137887 27 F X #ysked 3 ok &4 .

10 EPRARBERE, AR EEENSYHF-FA R HH, T
AR TaR AR .
US 4892576 A F K &g nbed 7 =oAL 444 .

0

X
RN\/l\,/N
)‘\ " >_LL.N__A,
N
Rg N t o Ry

Ry
EPXAHOHS, ArAXE. FA . REAREDE, RRHH .
15 EAF, RyAH REAFXEF . ZEHB X BLEHTURAR
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ERAetidpE KI8T A
US 5484760 #= WO 92/10098 XM T LR 9%, £4F TX
Bk B etk E 44 .

/A
Ry —N
1 \>-R
RZ‘L\
B
5 2P ATUAN, BTRACR,, Ry TUAHREZ BN ELAF,
R A -N(R,)SO,R #-SO,N(ROR, » R, Fo R, T —= 7w A& .

2 Y z v X o]
RN T PO S
EFPX.YPRZAH - BE.BEF. DHOKS .

US 3910907 #= Senga F (& 4L % % &, 1982, 25, 243-249) > A F

10 K 09 Zwk 3 = vk cAMP A58 = &% 853 % £ .

£+ ZH5H. OH. CH,. CH;- CH,- nCH,- i-CiH, - SH .
SCH; - NH(n-C,Ho)& N(C,H;),» RAH&KCH,. R, % CH;%& C,H, .
GARE LI B 8 A cAMP 4 ak — 85 adp#l F) B A T A M) 5575 4
15 Mo e BERMA. KUEE . FHERTE. FAR . ALK £
BEFGHLE .
WO 95/35298 (Otsuka, 1995)2FFatek Fegox &4, H N T4
B AE4im A . ey Tild FAKEL.
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RS,
\N—"“" (NH) g——Q=—Ar—R?
R® ”
/ N/ \
R3
A S

R! N
.
EeQAARSat, nboH1, AGR4 Bk THEL,
RIAH - KREF, RIZE.FREE. 2FE. RROFXEEXE
£, RAH -HARXE, R'IH. .LECKREELKE. XARE,
5 FEHRAFREBRKOAERAF, RRFPRAHHRKE.
EP 0591528 (Otsuka, 1991)AF T XX R 8y obed H-FoE /L4469

WER# .

£PR R, RyZFRAH . KA. HASRE. FiaBRAGEE.
10 Ty S EE, RASRENRR,, RARERRFRRRY KL,
R,fe Ry H 4T IARGRE .
Springer ¥ (B £/ F & &, 1976, 19 %, 2 3, 291-296)F° Springer
49 U.S. £ A 4021556 #= 3920652 A9t T X 69 oo o R AL &40

OH

PN

N
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EP RITUHEE . RARGRA R X, ETFENWHE24440
AT AT AR TR MR .

Joshi ¥ (J. Prakt. Chemie, 321, 2, 1979, 341-344)2-# F X #4c 4
.

5 CgHs
£¢ R'A CF,+ CF 8 CHF» R'% CH,~ CH,. CF,% C.F -
Maquestiau 3 (Bull. Soc. Belg., 101 #,2 #§, 1992, % 131-136 @)
AT X dgabked H[1 5-a]F 7 o4 .

Z Ny N
N,

Ny =
N
Cebs
10 Ibrahim ¥ (Arch. Pharm. (weinheim) 320, 487-491 (1987))A# T &

ot e 5[ 1,5-a]°% 5 4L 54 .

Ciy

I
L O

|

Ar
AP RANH, K OH . Ar A 4-FE3-F A 2-R KHi-2-4& .
et g RS YE €5 F LM EHE . EP 0511528
13 (Otsuka, 1992), US 4997940 (Dow, 1991), EP 0374448 (Nissan, 1990),
US 4621556 (ICN, 1997), EP 0531901 (Fujisawa, 1993), US 4567263

CHs
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(BASF, 1986), EP 0662477 (Isagro, 1995), DE 4243279 (Bayer, 1994),
US 5397774 (Upjohn, 1995), EP 0521622 (Upjohn, 1993), WO
94/109017 (Upjohn, 1994), J. Med. Chem., 24, 610-613 (1981)%c J. Het.
Chem., 22, 601 (1985) -

A KR ABLE
BRBRARXAY—75 @, REXARKHGNLLSY . HFRABEGHFT
AR T HASR . ARE. WAE . SHRMESE . G E#
WEANER B ELRR . RRMH . I“Iﬁﬁﬁiﬁg}iﬁ%’i% - BB
10 M AEREL AL CHRES . HHIEHAWER . HH AL .
REtAkA . LHMS. T4, TURLRRCRFRENRA BT %
J'é’w'&ﬁ: ELEETRT CRFESHRKGER . L THLEHRAE
Bl RRBRRTRPEXTK . AA . %% FAHAPLTAR
f.'l — MR ERE, B BAKE. BARLEFHES, QG EH%
15 MR IER, QFEPENFRGBIRBE,; AKBebd
fibromyalgia ; H &AW b P ARHE, OIS FIME . —RB AW
AE. EABWARE. WEBSUAELAWMESR A EWNE,;, <
3258 & (dysthemia) ; e H AR, BB REAE ; EF5L4E,
HAEABRG KM, BE, ARESGRZFHIVIES, H2THE
20 Pl 4o [T R K BEEK KH - ¥4 & K& F Huntington K74 ; F &4 F|
ok . TEMHELSIE. Crohn KB - SEE. BB . REhit
Miljus)fe S REFAIHHEA XN EMITERL  BAEE
G5 dodb R ASESZ R B AR A, KOEHERE,;, RHAL
HEOHNLE, PHRIRABESE,;, RE S kB anudiarrhetic)$t &
25 (ADH)4R4-1% . JEME ; FF &, XeH; FMET, saiiEL
BMEG B ot KIEE Gk 0),; %4 & (excitooxic)i¥ 42 LR
T, BM, CRTEEBEPEONBEGER, OHaE. SHTR
Foi ot oh KB, PR; RAARAECHEESAFFHORRA KAL)
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FROER  BENGELIE . FEELR . GRANAER T DB
EPRAESFORE, REITHABEIXRNTHESA -4 E24R4
XOED);, MAREE,;, RE%,; Alzheimer &S EHEHE R, S8 E
Pk ; MBHEHRAMERL, LELRBMPAMAIERE . TFE. &
5 BEH.XF QAL CHDAR);, GHPBERRNGL4E;, BA
BRANEE « HALB D CEMEEE K DPE .
AELARBHOLERELIBRARUEEARF2AEES,. HEHL
AE CRF bt B RERA G4 . REAKGAESHTAR T A
oG BHAER . SEEMANEA . SIEEHIES
10 G M EBRBRAEARE, URLERALIMAE. CATN O
FEA R R AR EHH AL AFEIMXOEHLHRE .
BEFH—FE. AEXAREHY . ATHAHRESYD. SN
RMAERE LM AR S EHAAFHERY . REAHLSYEHRYE
IMAERMERKBDFERMETEN, AUFHM CREREE5L.
1S AEPELOESH (DR XQLEMGERmsm, AER LTS
P CREEEGFo/REHFBEAREN T %
REALPG S —F @, KEPARBGROHETAREME R
E&HEE CRF £HE 4NN iz f XA (HH ZiRLORL N
% &4).

PP LS

[IJRERARE XGOS AL AR THRFHER LG
R REMARELHFELTRZGEN X
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R3
WPy
H;C/k\ N N l CH;

RIS A RS
Rid \1 l Rib
Ric
X(50)

CA1% 8 .

£ ¢ R? % -NHCH(CH,CH,OMe) (CH,0Me). R®*% Me,» R®%
H:, RH Me: R4AH, R¥H Me thX(50)Lé4p;

A ¥ R*AH-NHCH (Ef), R*%4 Me, R*$3H. R*¥ OMe -
RY4% H, R H# X504 ;
EFRG2-TERE-1-4, R*HMe. R®HH. R} OMe.
RY%4 H., R*% H & X (50)4L44 ;

RPRAFXTERE R*HMe. R®HH, R“% OMe
RY%4 H, R*% H&X(S0)Lée4;

A+ R*H NMe)CH,CH=CH,. R**% Me. R®* % H. R*%
OMe ., R4 H. R¥# H 8 A(50)L44p;

A% R*# N(Ef) CH,CH=CH,,» R®"* Me, R®H H., R*}%
OMe » R“% H., R*A H & X(50)44 ;

A4 R¥#H N(Me)CH,cPr» R* A Me» R*A H. R*% OMe -
R¥%4 H. R*A H&X(50)Le4;

& R34 NEOCH.Pr » R* 4 Me: R®4 H, R*% OMe .
R“% H., R*X H & X(50)L&47;

F P R*#A NPr)CH,Pr - R® A Me. R®A H, R*% OMe
RY% H., R¥# H&X(G0)Le4;

HEFRAHNMePr: R*A Me. R*$H, R*% OMe. R"
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AH, RN HY XG0S,

EPRPANMeEt: R4 Me, R*#A H, R OMe., R“
A H, R*X H#X(50)Lédp,

£PRA NMe)Bu:» R®“4Me. R®AH, R¥#H OMe, R“
A H, R*% H&X(50)24;

AT RA NMe)be @&k, R4 Me,» R®AH, R*% OMe
RY%G H, R¥J H&X(S0)Le4;

E+ R NEYRAE - R*A Me. R®*AH. R¥¥} OMe
R4 B, R4 H &KX (S0)é4p;

£ 9 R4 NHCH(CH,) CH(CH,)CH,» R®*# Me., R*% H,
R4 OMe, R¥UA H, R4 HXS0)MLé&4;

£ ¥ R* 4 N(CH,CH,0Me)-CH,CH=CH, R*# Me: R*# H,
R¥*#4 OMe . R¥YAH H., R*} H#KX(50)Le% .

£+ R*A NCH,CH,OMe)Me - R4 Me, R®#AH, Re%
OMe» R¥#A H, R*# H#X(50)/Lé¥;

£ R*A N(CH,CH,OMe)Et» R" A Me, R® 4 H, R*#
OMe » R¥% H. R*% H X (50)&4 ;

£+ R*# N(CH,CH,OMe)Pr : R*% Me, R®"AHH, R¥%
OMe » R4 H., R*} H&X(50)& ;

A+ R*% N(CH,CH,OMe)-CH,cPr> R®"% Me. R®*# H,
R OMe: R¥A H, R*} H & X(50)%44;

£ 9 R4 NHCH(CH,)CH,CH,> R®*# Me, R®AH H., R*}
OMe . R¥3 H., R* H & X(50)te4;

£ & R®A NHCH(cPr),» R®AMe, R®4H., R** OMe,
R¥% H, R*% H & X(S0)&4;

AP RA2-LHE%KE-1-K, R*AHMe: R®AHH, R*% OMe,
R¥ 74 Me » R*™A H 8 X(50)L44p ;

AP RAFRTERAE, R*AMe, R4 H, R*% OMe .
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R¥% Me . R*A H# XGOS ;

i 4 R34 N(Me)CH,CH=CH,, R®*#¥ Me. R®*¥» H. R*}
OMe » R*% Me,» R*# H & X(S50MMt64 ;

£+ R*A NEHCH,CH=CH,> R**% Me. R®A H, R*%
OMe,» R¥% Me. R*H H#X(50)44;

£ 9 R4 N(Me)CH,cPr» R®* A Me,» R®#A H, R¥% OMe
R* % Me » R* H 8 X(50)44;

£¥ R*A NEHCH,cPr » R A Me» R®A H. R*% OMe
R¥ % Me » R*# H #) X (50)iL647 ;

£+ R*H N(PrCH,cPr » R*% Me, R®#4H. R*% OMe
RY 4 Me » R* 4 H &) X (50)46-4 ;

£+ REH NMePr» R*HMe, R*%H, R*%OMe. R
A Me, R4 H#X(50)Le4;

B4 RY NMe)Bt» R*% Me: R®#AH, R*% OMe. RY
A Me . R¥}% H 65X(50)ta4h;

£F R3%H N(Me)Bu: R®4 Me. R*#F H, R*#%OMe, R®
A Me s R¥H H e X(S0)Le4;

AP RH NMe)k®E, R®H Me: R®HH, R¥AH OMe -
RY %4 Me,» R*3 H & X(50)é4s;

£4 R% NENRELE, R®HMe, R®AH, R*% OMe.
R4 A Me,» R*% H 69X (500Lé4;

# ¥ R® % NHCH(CH,)CH(CH,)CH,» R®*% Me, R®A H, R
5 OMe, R¥% Me. R*N H#¥X(50)4&4;

3t % R® % N(CH,CH,0Me)-CH,CH=CH,, R*#% Me. R® A H.
R* 5 OMe » R*% Me . R*3% H X504,

#9 R3H N(CH,CH,OMe)Me . R®# Me, R®#HH, R*%
OMe » R¥A Me, R*™% H 8 X(50)&47;

%% R®# N(CH,CH,OMe)Et . R® % Me, R®#HH, R“A
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OMe - R*% Me. R*% H#X(50)44;

P R*% N(CH,CH,OMe)Pr. R®%4 Me, R®}B H, R*%
OMe » R*¥A Me, R*# H & X(50)é4 ;

X% R*¥ N(CH,CH,0Me)-CHycPr» R%% Me,» R®% H,
R*% OMe » R% Me, R*# H ¢ X(50)té-47;

£+ R*% NHCH(CH,)CH,CH,» R®#% Me, R®4H, R*%
OMe » R % Me . R*¥ H &8 X (50)4 44 ;

£ 4 R®H-NHCH(Et),,R* % Me» R®#% H, R*% OMe. R“
A Me » R*% H 85X (5004 ;

# 4 R4 NHCH(c-Pr),» R*4 Me. R®HH, R*% OMe .,
R4 % Me . R*¥ H # X (S0)44 ;

# ¢ R*#4-NHCH(Et),» R*"#% OMe ., R®#% H, R*% OMe >
R4% H, R¥# H&XG0ME4;

AP RA2-TE%E-1-%, R*HOMe, R®"AH. R*%
OMe, R¥M4 H ., R*% H#X(50)Le4;

A+ RAFTEAE, ReHOMe, R®AHH, RH OMe
R4 H, R*¥ H&XGS0)Lé4;

£ ¢ R*A N(Me)CH,CH=CH,, R*®#%4 OMe, R*#A#H, R*}*
OMe s RY% H. R*}% H & X(50)bs%;

i ¥ R*# N(EHCH,CH=CH,: R*# OMe. R®*#H, R*%
OMe s R} H., R*} H#X(50)44%;

£ F R®#H N(Me)CH,cPr» R®*% OMe . R® A H, R*% OMe
R H., R*% H&XG0)LEY;

£ ¥ R4 N(EHCH,.cPr » R*#5OMe. R®AH, R*4 OMe-
R4% H, R*X H & XS0)Lad;

HE 4 RPA N(Pr)CH,.Pr » R*% OMe, R®*%H, R*4 OMe,
R B, R*H H XS04 ;

LF RH NMe)Pr- R*AHOMe: R®"4 H, R*% OMe »
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RYA H,> R*A H & X(50)447

E¥ RPA NMe)Et, REH OMe. R®$ H., R*%} OMe
RYA H, R*}4 HH#XG0)Le4;

EF RPA NMe)Bu, R®A OMe, R®#%H., R*# OMe >
R4 H, R*H H &K (500L449 ;

EZPRANMe)R®RE, R®HOMe: R®*$ H, R*% OMe,
RAH, R*A HXG0) 44 ;

AP RPANE)ERE, R“% O0Me, R®4H, R*¥% OMe
R“% H, R¥Y H 8 X(50)&4 ;

£ R*25 NHCH(CH,) CH(CH,)CH,» R®*% OMe . R®% H .
R*“% OMe» RYA H., R*# H & X(50)b4;

£ ¥ R34 N(CH,CH,0Me)-CH,CH=CH,: R"% OMe. R®%
H, R*} OMe, R¥% H, R*} H&X(50)e47;

£+ R34 N(CH,CH,0OMe)Me : R*®% OMe » R®#% H., R*
#A OMe, RYAH., RN HBHX(G0)L4H;

£+ R34 N(CH,CH,OMe)Et » R*"#% OMe: R®#% H. R*%
OMe . R¥% H. R*% H#X(50)t44;

£+ R® % N(CH,CH,OMe)Pr» R*% OMe. R®% H, R*%
OMe : R¥#H H., R'*# H#X(50)L44;

£ 9 R N(CH,CH,0OMe)-CH,cPr, R*% OMe, R* % H,
R* % OMe . R¥} H. R*X H & X(50)L445 ;

# ¥ R® NHCH(CH,)CH,CH,» R*% OMe. R®"% H., R*
% OMe: R4AH., R*% HXGS0)LE,;

¥+ R®# NHCH(cPr),» R OMe, R®*#% H, R*% OMe ,
R¥%4 H. R*% H#XGE0O)/EY;

£ 4 R*% N(CH,CH,0Me),» R®#H OMe. R®*4 H, R*3}
OMe . RM3 H, R*# H & X(S0)Ls4;

# ¥ R®% NHCH(Et),» R®*#% OMe, R®*# H., R*% OMe ,
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R4 3% Me . R*# H 8 X504 ;

#£F R3H NEL),, R2HOMe. R*%H, R*%H OMe. RY
A Me» R4 H#®X(S0)LEY;

EFRIA2-THBKE-1-£X, R*"HOMe: R* (I H, R*#
OMe s R¥ % Me, R* H #X(50)4L447 ;

AP RIARTELALE R"HOMe> R®HH, R*% OMe
RY % Me » R* H 69X (50)iL&4 ;

£ ¥ R3#4 N(Me)CH,CH=CH,» R®% OMe, R®# H., R*%
OMe » R® % Me, R¥¥ H &X(50)t&4;

£ % R34 N(EYHCH,CH=CH,. R®% OMe, R®# H. R*%
OMe s R% % Me . R*J H#X(50)ieé4;

% % R®# N(Me)CH,cPr» R®*% OMe» R®AH, R*% OMe .
RY % Me» R¥*M H#X(50)Lé4;

# % R34 N(Ef)CH,cPr» R®% OMe,» R®#4 H. R*% OMe -
RY 4 Me, RN H &)X (50)Le4;

£ 9 R # NPr)CH,cPr» R®% OMe . R®% H. R*% OMe
R“ %4 Me » R%% H#X(50)64;

¥ RIH NMe)Pr» RHOMe. R®AH. R¥ OMe .
R4 Me» R*H H & X(S50)LEY;

A% R NMeEt: R“% OMe. R*#%H. R*% OMe
R4 Me » R*¥ H &)X (50)ft44;

L4 R*A NMe)Bu: R*™# OMe: R®#%H. R*3 OMe.
R % Me » R¥*% H ¥ X(50)4464;

L4 RIH NMe)HAE, Re% OMe, R®HH, R*%H OMe,
R* % Me » R*# H 6§ X(50)/L4;

L9 R NEHYRBE, R"% OMe» R°AH, R*% OMe.,
R® % Me» R*% H 8 X(50)4L64 ;

#£% R® NHCH(CH,)CH(CH,)CH,» R®"* OMe. R*% H.
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R OMe . R™3 Me ., R* H & X (50)L44 ;

# % R’ N(CH,CH,0Me)-CH,CH=CH,. R*3 OMe. R®%
H, R*% OMe, R“¥ Me, R*} He§X(50)44;

£ % R % N(CH,CH,OMe)Me - R® OMe, R®*#% H, R*
4 OMe: R¥% Me., R*A H & X(50)ié47;

X+ RAH N(CH,CH,OMe)Et » R®*%4 OMe, R*HH. R*%
OMe » R% Me,» R*% H 85X (50)1L44p ;

£+ R3#H N(CH,CH,OMe)Pr: R“*¥ OMe. R®H H. R*%
OMe: R¥% Me. R*A H&XGO) AW ;

£+ R34 N(CH,CH,OMe)-CH,cPr> R*% OMe, R®*3} H.
R*# OMe » R Me, R* H & X(50)k44;

# ¥ R*% NHCH(CH,)CH,CH,, R®*% OMe, R®A H., R*
% OMe » R¥% Me . R*# H#H X504 ;

¥+ R®# NHCH(cPr),» R®"% OMe, R® A H. R*3 OMe.,
R¥ % Me ., R*J H & X(50)Le4 ;

£ ¥ R®% N(CH,CH,0OMe),» R®% OMe, R®#AH, R*%
OMe » R4 %4 Me . R** H&§XG0)REH;

# 4 R}% NHCH(Et),» R*#4 OMe, R®*#4# H. R*% OMe .
R® % Me, R*% H & X(50)Lé4;

£ % R3ANED),: R*AHOMe, R*¥%H, R“#A OMe. R¥
A Me» R* H 8 X504 ;

L RIAY2-TA%-1-%, R®AHMe, R®AH, R4 OMe.
R¥ % H, R*% Me 6 X (50)1L640 ;

EPRIARTEAL, R*HMe, R®HH:, R¥H OMe .,
R4 H, R*A Me 69 X(S50)t.4-4 ;

#£ 9 R3% N(Me)CH,CH=CH,> R"#% Me: R®*%H. R*%
OMe » R} H, R*} Me # X (50)#84 ;

£ % R3# NEHCH,CH=CH,> R®*# Me, R®" A H. R*%
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OMe . R¥% H., R** Me # X (50)it44 ;

£ R34 N(Me)CH,cPr» R® A Me» R®% H, R*% OMe
RY% H, R*A Me & X(50)L&4 ;

AP R NEDCHCPr» R2% Me. R®#HH, R*% OMe
R“% H, R*% Me ¢ X(50)L&% ;

ET R4 NPr)CHePr: R4 Me, R®AH. R“% OMe
RYA H, R*% Me 89X(50)447 ;

L+ RANMePr. R*AMe, R®#HH, R4 OMe, RY
A H. R*% Me 8 X (50)ia4 ;

AP RAINMeEt: R*¥Me, R®% H, R*% OMe., R®
A H, R*} Me 65 X(50)ft.6-4 ,

£+ RPANMe)Bu, R®"% Me, R®*$ H, R*#% OMe, R®
AH, R*H Me 8§ X(50)t44;

AP RANMemAE, R*% Me, R®$H. R*% OMe -
R¥A H, R*# Me & X(50)44 ;

EPRANE)®RFE, R*AHMe. R*HH, RH% OMe .
R4A H, R*% Me 8§ X (5044 ;

X+ R*5 NHCH(CH,)CH(CH,)CH,: R*®*# Me,» R®*% H,
R*% OMe » R} H., R*% Me 5 X (50)44p ;

# ¥ R® 4 N(CH,CH,0OMe)-CH,CH=CH,» R®*% Me, R®} H,
R*J% OMe . RYA H, R*% Me # X(50)/t44 ;

£ P R*H N(CH,CH,0Me)Me » R®#A Me: R® A H., R4
OMe » R¥J% H, R*¥% Me ) X(50)L &4 ;

£+ R*A N(CH,CH,0OMe)Et - R*®*% Me, R®*HH, R*%
OMe » R4 H. R*% Me ¥ X (50)L4 ;

X F R*A N(CH,CH,0OMe)Pr » R®#H Me, R®HH, R¥Y
OMe . R“A H., R*% Me 8 X (50)% 447 ;

£ ¢ R’ 4 N(CH,CH,0Me)-CH,cPr» R®% Me, R®#% H, R*
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% OMe, R“A H, R*#H Me # X (50464 ;

X % R*4 NHCH(CH,)CH,CH,:" R®*% Me, R®A3 H, R*%
OMe . R¥4 H. R*¥ Me # X(50ML44p ;

£ ¢ R NHCH(Et),» R** Me:. R*H H., R*% OMe >
R H, R*4 Me 8§ X(50)t&4;

%+ R*% NHCH(cPr),» R®"# Me. R®¥ H. R*% OMe -
RYA H, R*%4 Me 8 X(50)44 ;

# ¢ R®% NHCH(Et),» R*"#4 Me. R®*# H., R*% OMe »
R H . R*% OMe &) X(50)1L 644 ;

AP R3A2-LA%E-1-%, R®*AMe, R®$HH, R*% OMe -
R¥% H ., R*% OMe # X (50)L 64 ;

EPRAFRTERE, R*AHMe, R®HH, RH OMe
R¥ %4 H, R*# OMe 8 X (50)L4-4 ;

£+ R3% N(Me)CH,CH=CH,» R®"# Me: R®* A H, R*%
OMe , R¥# H . R*% OMe &8 X(50)/4&4 ;

£+ R*H NEH)CH,CH=CH,, R®"#% Me, R®*#A H, R*%
OMe » RY% H. R*3%} OMe X (50044 ;

£ & R® % N(Me)CH,cPr» R® Me. R*# H. R*X OMe .
R4 A H, R*J% OMe 8 X(50)f 44 ;

£ 4 R*H NEHCH.cPr » R* A Me,» R®AH, RA OMe
R“% H. R*% OMe ¥ X(50)% &4 ;

£ ¢ R®#H NPHCH,.cPr - R® % Me, R*#AH. R*% OMe .
RY %4 H . R*3% OMe ¢ X (50)it&4 ;

AF R G NMePr» R*AIMe, R®4H, R4 OMe. R“
A H, R*3 OMe # X(50)#.44 ;

£ RH NMe)Et: R*AMe, R®*HH, R*% OMe, RY
A H, R*¥ OMe # X (50)iL&4 ;

£+ R>%H N(Me)Bu, R®#% Me, R®Y H, R¥%H OMe, R
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A H, R¥HA OMe 8 X,(50)t44 ;

EPRANMe):AE, R HMe, R®HH., R*% OMe .
R¥ % H: R*# OMe &) X,(50)4 44 ;
EFRAHNE)RAE, Re“HMe, R*5H. R*% OMe .,
R4 H, R*¥ OMe ¢ X,(50)4L4-4 ;

%+ R® A NHCH(CH,)CH(CH,)CH,» R®"#% Me, R®*# H .
R*%A OMe ., R¥% H. R*3 OMe # X (50)/t.&% ;

£ ¥ R® A N(CH,CH,0Me)-CH,CH=CH, > R®*# Me. R*®% H,
R*% OMe, R™%A H, R*3 OMe # X (50)1t.&4 ;

£+ R*H NCH,CH,OMe)Me » R#"# Me> R®HH, R*%
OMe > R¥A H, R*} OMe & X (50)4L 44 ;

A% R’H NCH,CH,OMe)Et» R¥*#3 Me., RPHH, R*}
OMe » R¥A H. R*J OMe &9 X (50)4-4 ;

£+ R*% N(CH,CH,OMe)Pr: R®*#% Me: R®HH, R*%
OMe : R“3A H ., R*3} OMe t9X(50)%44 ;

£ ¥ R*# N(CH,CH,0OMe)-CH,cPr» R®"% Me, R®% H .
R*% OMe, R¥% H, R** OMe # X(50)t 44 ;

# 9 R* NHCH(CH,)CH,CH;» R** Me, R®4 H, R*%
OMe ,» R¥}G H., R* OMe # X (50)/44 ;

£ RN NHCH(cPr),» R®#A Me. R®A H., R*% OMe.
RY% H ., R*¥4 OMe &9 X (50)4t. &4 ;

£ R*%H N(CH,CH,0OMe),» R®#A Me, R®$H., R*%
OMe . RY¥ H., R*J OMe & X (50)&4 ;

# 9 R*H NHCH(Et),» R®*# Me, R®AH, R*% OMe
R H, R*¥4 OMe #9 X (50)444 ;

L4+ RPHNEY,» R*#AMe, R*HH, R*%OMe: R¥%
H. R¥% OMe 8 X(50)44 ;

H ¥ R*A NHCH(Et),» R®ACl, R®"#% H., R*% OMe
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R34 H, R4 OMe # X (50)1 444 ;

AP RN 2-TE%Z-1-%, R4 Cl, R*AH, R*% OMe,
R4 H ., R*A OMe 89X (50)t 44 ;

EFRAXRTEALE. R*HCl, R®4H, R*#)OMe, R%
A H, R*% OMe 8 X (50) 44 ;

29 R3A NMe)CH,CH=CH,: R®# Cl, R®%  H, R*%
OMe » RYA H ., R*% OMe & X (50)iL4-4 ;

X+ R*% N(EH)CH,CH=CH,> R®#4 Cl, R®" % H. R*}%
OMe » R¥334 H., R*% OMe # X (50)fL4-4% ;

EF R34 NMe)CH,cPr - R®A Cl. R® 5 H. R*% OMe .
R“% H, R%3% OMe # X(50)it&4 ;

EF R4 NEHCH.Pr » R®*ACl, R®*5 H, R*% OMe
R¥% H, R*% OMe # X(S0)44 ;

AP R NPrCH,.Pr » R*4Cl. R® 4 H. R* OMe »
R4 H, R*3% OMe # X (50L& ;

AP R H NMe)Pr. R*3Cl, R*%H. R**%OMe., RY
4 H. R*% OMe ¢ X (500444 ;

E+R*2NMeEt: R®%5Cl, R®*$H, R*%» OMe., RY
2 H. R*} OMe # X(50) 44 ;

A+ RAHNMeBu, R*#%Cl, R*"$H, R*% OMe. R¥
A H, R*J% OMe # X (50)L4-4% ;

P RANMe)k®E, R2AHCl, R*AH, R*% OMe >
R¥% H., R*% OMe ¢ X(50) 24 ;

EFRAHNENRFE, ReHCl, R®AHH, R4 OMe
R¥ % H. R*% OMe # X (5044 ;

£+ R®% NHCH(CH,) CH(CH,)CH,, R*"% Cl, R®**% H, R*
% OMe: RY%G H, R*% OMe & X (50)44 ;

# ¥ R® % N(CH,CH,0Me)-CH,CH=CH,» R*% Cl, R*% H,
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R4 OMe:» RAH., R*4 OMe & X(50)L44 ;

¥ R*H NCH,CHOMeMe - R®HCl, R®AH, R*}
OMe » R"% H. R*% OMe & X(50)/t.4647 ;

£+ R*¥ N(CH,CH,OMe)Et » R4 Cl, R®*4 H., R*%
OMe : R“3 H, R*3# OMe & X,(50)/t4-4 ;

Z+RA NCH,CHOMe)Pr » R4 Cl. R*GH., R¥%
OMe : R™3 H ., R* OMe & X (50)ft.&4 ;

X ¥ R*H N(CH,CH,OMe)-CH,cPr - R*% Cl, R®%4 H, R*
A OMe, R¥A H., R*% OMe ¢ X (50)/L464 ;

£¥ R*A NHCH(CH;)CH,CH; - R®# Cl, R®%4H, R*%
OMe : R“% H . R*J OMe # X (50)4L4-4% ;

£+ R NHCH(cPr),» R®#ACl, R®#A H. R*% OMe .
R4 H. R*# OMe ¢ X(50)4.44% ;

A9 R'H NCH,CH,OMe), - R*#HCl. R®) H, R*%
OMe : R¥3A H., R*%* OMe & X(50)1L 449 ;

£+ R*% NHCH(Et), » R®*ACl. R®*A 3 H, R*% OMe .
R¥% H, R*% OMe # X (50)&4 ;

EFPRH NED, » R*HCl, R®%H. R** OMe: R¥
A H, R*% OMe 8 X(50)Lé4 ;

£+ RH NHCHEY,: R®#HCl, R®#% H, R*%} OMe .
R4} H, R** H&X (50044 ;

EFRA 2-TH%%-1-X, R*"ACl, R®HH. R*A
OMe, RY#A H., R*¥ HEX(50)44;

AeRA FRTELAEX . R®ACl, R®#AH, R¥% OMe >
RY#A H, R*¥ H&XG0)MML44,;

A+ R*H NMe)CH,CH=CH,. R*#%Cl, R®*AH. R*%
OMe . R¥# H. R*} H & X(50)&4;

X+ R*H NEYCH,CH=CH, » R®*# Cl, R®#%H, R*A
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OMe: R¥# H., R*A H & X(501Lé4 ;

AP R*A N(Me)CH,cPr » R®% Cl, R®% H. R*% OMe -
R34 H, R*J4 H&X(50)e4;

EPRA NEHCH,Pr » R®*ACl. R®AHH, R*% OMe -
RYHH, RS HBXG0)MLEd;

E ¥ R*%Y NPr)CH,ePr + R*# Cl. R®*#3 H. R*% OMe »
RY“AH, R*H HX(50)Le4;

EF R NMe)Pr » R“ACl, R®$H. R % OMe, RY
AH, RXHGXG0)o4;

EPR*H NMe)Et » R*ACl, R*$H, R %) OMe. R
A H, R} H&X(G0)Le4;

EPR2I NMe)Bu » R“ACl, R*%HH, R*% OMe, R®
AH, R*A H&X(50)ée4;

ARG NMete®E, R*ACl, R*4 H, R*% OMe
R H, R*% H &KX (50)é4,

EFRA NEYkAE RN Cl, R*HH, R*% OMe
R¥% H., R*% H&XG0) A,

#F R34 NHCH(CH,)CH(CH,)CH; » R®%4 Cl, R®*#AH.,
R¥% OMe . R} H., R*A4 H & X(50)44;

£ ¢ R** N(CH,CH,0Me)-CH,CH=CH, » R*ACl, R®#4H,
R*% OMe » RY% H., R*}% H X (50)64;

£+ R*# N(CH,CH,OMe)Me - R®*# Cl, R® A H, R*¥
OMe : R®% H ., R*} H & X(50)L44 ;

#£+F R*% N(CH,CH,OMe)Et » R4 Cl, R®*#AH, R*%
OMe , R¥4 H., R*% H & X (50044 ;

A4 R*% N(CH,CH,OMe)Pr . R¥4 Cl, R®# H, R*A
OMe » R¥*A H, R*¥ H & X(50)t&4;

L&+ R*¥ N(CH,CH,OMe)-CH,cPr » R#*4 Cl. R®*% H. R*
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A OMe, RUAGH, RH HGXS0)RAY;

£+ R*# NHCH(CH,)CH,CH, » R®*4Cl, R®3 H., R*%
OMe » R*¥ H. R*# H & X(50)ft¢4;

E & R*H NHCH(cPr), » R®*#4Cl. R®# H. R*% OMe .
R4% H, R*H4 H & X (50)84;

X ¥ R*% N(CH,CH,OMe), » R®"%Cl. R*#4H, R*%
OMe » R¥3# H, R H & X(50)f&4,

£+ R*H NHCH(ED), » R®#Cl, R®*$H, R*% OMe
RH H ., R*% H&KXS0)e4;

A+ RM N(Et), » R®4Cl. R®$H, R*% OMe. R®
A H, R*HHHXGE0)EY;

A+ R3% NHCH(EL), » R®*4%Cl, R®AH, R*% OMe.,
R¥3% F, R¥}4 H#X(50)te4;

P RA 2-TE%%E-1-%, R®ACl, R®AH.: R*% OMe,
RYA F, R*# HX(G0)MLE4Y;

AP RN FKTEAE ., R¥HCl, R®AH, R4 OMe .
RY% F, R H&XGS0)E4;

X+ R3A NMe)CH,CH=CH, ; R®"#Cl, R®% H, R*%
OMe » RU3F, R*}4 H & XGO)REM;

£¥ R34 NEHCH,CH=CH, . R®%Cl, R®AH, R“%
OMe s R4#A F., R*H H&X(50)Le4;

E¥ R*A N(Me)CH,cPr, R®% Cl. R®"#%H, R*% OMe.
RY A F, R} H&X(S0)Le4;

£ R*A N(EH)CH,ePr » R*A Cl, R® A H, R*% OMe
R¥%4 F, R*#4 H&XG0)EH,;

£ R¥H NPr)CH,ePr » R®*ACl, R®#AH. R*% OMe .
R¥ % F, R*3 H#X(50)e4,

£+ R*A NMe)Pr - R®%HCl, R®% H, R*% OMe. R™

70



200310122546. 6 o P 5E25/1281

AF. R*AH®XG0MEY,

E¥RA NMe)Et » R4 Cl, R®#$H., R*% OMe. R®
A F. R*AHSGXG0) S,

AP R%H NMe)Bu, R®*ACl: R®#%H, R*% OMe, R
AF, R*A HGXG0)L4;

EF¥RAH NMe)e®E . R®4Cl. R* % H. R*%) OMe.
RYA F, R¥% H & X(50)t&%4 ;

% R*% NHCH(CH,)CH(CH,)CH,» R®*% Cl, R®*% H,
R*% OMe . R¥# F, R} H&HX(50)4L44 ;

£ ¥ R*# N(CH,CH,OMe)-CH,CH=CH, > R*# Cl., R®*#%H,
R*A OMe: R¥#HF ., R} HHXGO)AY;

£+ R*% NCH,CH,OMeMe - R®*4Cl, R®AH, R*%
OMe ., R“% F, R*¥ H# X(50)44;

£+ R*# N(CH,CH,OMe)Et » R®*#Cl. R®#%H., R*%
OMe s R¥AF, R*% H & X (50144 ;

A+ RH NCH,CH,OMe)Pr. R®ACl, R®AH, R*%
OMe, RY#AF, R*H HHX(S0)Me%;

%+ R®% N(CH,CH,0Me)-CH,cPr » R“#A Cl, R®AH. R*
A OMe, RYAF., R¥HHGXGEO)RESY;

£+ R*A NHCH(CH,)CH,CH,: R®#Cl, R®*#AF, R*%
OMe ., R“#A H, R*# H&GXG0)MLEY;

%9 R*% NHCH(cPr), - R®# Cl. R®4 H. R*% OMe
R} F, R*X H & X506 ;

£+ R3A N(CH,CH,OMe), » R®# Cl, R*3 H. R*%
OMe s R¥A F. R*} H ¢ X(50)0Lé4;

£ R*H NHCH(EL, » R¥ACl. R®HH, R*% OMe .
RYAF, R¥¥H H & X(50)Le4p;

AP R*A NED, - R*HCl, R*AHH, R4 OMe: RY

71



200310122546. 6 oo P 5E26/1281

AF, R*AHHKXG0)EH;

£ R34 NHCHEY), - R®AHCl. R®% H. R*% OMe .,
R“% OMe > R*# H#X(50)R&4;

EPRA 2-TXR%-1-%, R*ACl, R4 H, R*4OMe,
RY% OMe » R*% H #X(50)e44 ;

EPRH FTEEAEL . RACl, R®HH: R A OMe
R* % OMe » R* % H 8 X(50)ft&-4h ;

E+¥ R*# N(Me)CH,CH=CH, » R®#Cl, R*A H, R*%
OMe » R*% OMe, R* H#X(50)464;

£+ R*» NEHCH,CH=CH,, R*#4Cl, R*"* H, R*%
OMe » R% %} OMe, R* H & X(50)iL44;

L4 R*A NMe)CH,cPr » R4 Cl, R®*"#AH., R*% OMe -
R¥A F, R*4 H&X(G0)kE4;

£ R3A NEHCH,cPr + R®ACl. R®AH, R*A OMe
R®% OMe :» R*# H ¢ X(50)L&4 ;

34 R34 N(Pr)CH,cPr » R4 Cl, R®A H. R¥% OMe -
R“ % OMe » R* 3 H # (5044 ;

A4 R% NMePr » R®AHCl, R®#%H., R*%OMe., RY
# OMe s R*# H&XGS0)44;

£¥ RA NMe)Et » R®ACl. R®4¥H: R*%OMe. R“
%4 OMe » R*4 H #X(50)44;

£9 R*#H N(Me)Bu » R®4Cl., R*#A H, R*%OMe. R¥
# OMe s R*% H & XS0 é64;

AP R NMe)te®A, R*HCl, R®#%H. R¥H OMe
R OMe » R* H & X(50)fL464%;

£ R*% NHCH(CH,)CH(CH,)CH, » R®*#4Cl. R®X H.,
R4 OMe » R*% OMe. R*% H # X (50)44 ;

£ 4 R*#% N(CH,CH,0Me)-CH,CH=CH, » R*#Cl. R*#H.
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R% OMe,» RYAF., R*%# H & X (50)0edp;

£+ R*G N(CH,CH,OMe)Me - R®% Cl, R®% H. R*3#
OMe » R* 7% OMe . R*% H 8 X (50)4-4 ;

¥ R4 N(CH,CH,OMe)Et » R®#4 Cl, R®4 H., R*#
OMe » R*% OMe ., R*J% H & X(50)L4-4 ;

EF RA NCH,CH,OMe)Pr » R®# Cl, R*4H, R*%
OMe : R¥% OMe, R*A H & X(S0)Lé4;

# P R*% N(CH,CH,OMe)-CH,cPr» R*#4 Cl, R®#% H., R*
A OMe, R“% OMe. R*3¥ H & X(50)te4;

£ R*% NHCH(CH,)CH,CH, » R®% Cl, R®}  H, R*%
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L+ R*% NCH,CH,OMe), - R®*# Cl, R®%H, R*%
OMe » R*% OMe, R*# H &)X (50)t&4 ;
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A OMe » R%4 H & X(50)L&4;
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OMe . R*™ % OMe . R* 3 H 6§ X(50)t44 ;

EF R A NEHCH,CH=CH, » R»#Br,» R*"AH. R*%
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A ¥ R*% NHCH(CH,)CH,CH;: R"% Me. R®H H., R*%
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HE ¢ R*% NHCH(cPr),» R"A Me, R®"4 H, R*% OMe,
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6 X (60) 7447 ;
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A(60) 7447 ;
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£+ R NHCH(EY),: Ar# 6-=F KB K-4-F Kabog-3-5K64
R(60) 44 ;

EFRAY N(EL, Ard6-=FERE-4-F Eeabez-3-% 69 X(60)
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(60)f.447 ;
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A8 X (60)1L 4% ;
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(60)fL4-4% ;
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(60)t. &4 ;
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A6 X (60)1L44 ;

£ % R*# N(CH,CH,0OMe)-CH,cPr » Ar % 6-F f-4-F Aot
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E+ R*% NHCH(CH,)CH,CH,» Ar % 6-F f4-4-7 Kokuz-3.
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4-(2-T )R H£)-2,7- = FE-8-(2-F %-4-F R EF X)[1,5-a]-7%
*4-1,3,5-Z%;
4-(2-T )8 A)2,7-= 7 %-8-25- = FTE-4-FREEE)[15-
al-wte #-1,3,5-Z% ;
4-(B-% VB £)-27- = FX-8-(2,5-= F&-4-F EEEK)[1,5-
a]-ttod #-1,3,5- 2% ; |
4(3-AE)RE)-2,7-= F £-8-(2-F £-4-F LA K £)-[1,5-a)-%
o 3#.1,3,5- 2% ;
4-(N-FAEFPEN-RERE)27-—FE3-Q2-FHEA4THREXR
£)-[1,5-a)-kok H-1,3,5- 2o
AN-FHETENALEEL)27- TR 825 =FA4FE
A X E)[1,5-a)-nbok #-1,3,5-2%;
4-(N-H R EN-Q-FTRELX)AE)27- = FR3-2-F£4-F
£ F K)-[1,5-a]-k H-1,3,5- 2% ;
4-(N-# A E-N-Q-FREZH)A$)2,7- = F£-8-(2,5-= F %-4-
P A EK)[1,5-a]- = H#-1,3,5-Z%;
(= RERR)27-=FX-8-(2-F X-4-F R EXLK)[1,5-a]-%
o 3f-1,3,5-=%;
(=R EAR)27- = FH-8-(2,5-=FE4-FREXE)[1S-
al-mbed #-1,3,5- =% ;
4-(N-ZEN-Q-FARECZH)EE)27- = FE8-2-TE4 TR
A HX)[1,5-a]-wbo H#-1,3,5-Z%;
4(N-TEN-Q-F L )R 2)2,7-=F %825 = F %-4-7
A FA)-[1,5-a)-2 H-1,3,5- =%,
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[41K £ SRR R0V A L S . TRRMKE 2R
BEHREARLEE L TRESET X,

H3 N R‘l Rn

X(70)
5 RER:

£+ R A Cl, R*¥»-NHCH(n-Pr),» R*AMe, R*4 H, R"
A Me:. RUAHH, F#RA HHX(T0)E%;
£+ RHCl. R#H-NHCH(CH,OMe),» R** Me, R*#4 H,
R“#4 Me, RYHH, f R*H H ¥ XT0)yLédd;
AP RHACl, RH-N(CH,CH,OMe),>» R*H Me: R®*H H,
R4 Me» RYAHH, #2 R*H% H & X(70)/44;
£+ RACl, RH-N(-Pr)(CH,CH,CN), R*% Me, R®*4H,
R# Me, R4AH, #oR*% H & X(70)L&4;
£¥ R# Cl, R ¥-N(CH,CH,OMe),» R*4Cl, R*#A H.,
R4 Me ., RY%H H, ## R* % H & X(70)t&45 ;
A ¥ R A Cl, R*H-NHCH(CH,OMe),:- R®*4Cl, R*#H H.
R} Me . R¥%4 H, F= R*% H #X(70)b44;
£ ¥ R Cl, REAH-NHCH(E),> R*#4Cl, R®4H, R*%
Me > R¥A4 H, fo R*# H & X(70)4% ;
EPRHCL, RANED,, R*5Me. R®HH, R“H Me
R4 4 H, # R4 H&HX(70)L44 ;
E¥RAClL, R*H-N@n-Pr)(CH,CH,CN), R*“4Me, R*AH.,
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RA Me: RYAH., # R* % H # X (70)/4-4 ;
£¥RACl: RPA-Nn-Bu)(CH,CH,CN); R®*%Me. R*#HH,
R’ Me:, RYAH., #R*A HHX(T0) 24 ;

£+ RACl, R*N-NHCH(n-Pr)(CH,OMe), R%% Me, R® 3%
H: R¥AMe, RA H, FoR*} HGX(T0L&4 ;

AP RAHCl, RPI-NHCH(Et),: R®4Me, R®HH, R¢%
OMe » RY H, fo R*% H & X (70)i 4% ;

EFRACl, R*A-NHCH(CH,OMe),» R*% Me, R®# H .,
R4 Me, RY4A H, fo R*4 H & X(70)4L.44% ;

£+ RACl, R*»(S)-NH(CH,CH,0Me)CH,0Me : R*# Me .
R*A4H, R Me. RUAH, ##R*H HGX(70)Lb4;
£+ RACl, RA-NH(CH,CH,0OMe)CH,OMe - R*% Me
R®*GH, REHMe, RYNH. FoReH H &KX (70)44 ;
£ RACl. R*H-N(CH,CH,OMe),: R*H Me. R*% H,
R“A Cl, RUHH, foR*H H X (70)L44;

EFRACI, RPAH-NHEL: R*H Me: R*HH: R*H Me,
R4 H. F R* A H & X(70)L 44 ;

EPRAC, RRANHCH®-Pr),» R*#H Me, R®HH., R¥
ACl, RYAH, feR*H H X704 ;

£PFRACl, R*AH-NHCH(CH,0OMe),: R®} Me. R®*4 H,
R“A Cl, RYHH, F«R*H H & X(70)L44;

£+ RHCl. R*4(S)-NH(CH,CH,0Me)CH,0OMe ; R*% Me .
R® 4 H, R*#Cl, R#AH, # R*% H & X(70)1L6-4b ;

¥ ¥ R%Cl. R¥-NH(CH,CH,OMe)CH,OMe » R*® % Me »
R®*4 H, R#HCl. R4 H. FoR*A H & X(70)fe64 ;
£¥RHCl. RA-Nn-Pr)(CH,CH,CN) » R®*#4 Me, R®%
H. R % OMe, R“% H. fo R*} H 8 X (70)1445 ;
£PRAC, RPHNELY, » R*AMe: R®AH, R4 OMe
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R4# H, #o R* % H 6§ X(70)1464 ;

X+ R A Cl, R®¥(S)NH(CH,CH,OMe)CH,0OMe » R** Cl.,
R®AH, R A Me., R¥¥4 H, Fo R*¥ H & X(70)iLé4 ;
£+ R # Cl. R®»-NH(CH,CH,OMe)CH,OMe » R®*% Cl .
R®AH, R*# Me, R H, foR*H H 8§ X(70)it44 ;
£FRACH: REA-NEY, » R®ACl, R®HH, R*#H Me.
R4 H, o R*%4 H & X(70)L44h

A4 RHCls R*A-N-Pr)(CH,CH,CN) . R*3¥} Me. R4
H, REHOMe: R¥AH, FoR*H H & X(70)Le4;
E¥RACl, RPH-N(c-Pr)(CH,CH,CN) » R“#4Cl, R®4H,
R“%) Me, RYAH. F R*H HHXT0)E4;

$¥ R¥Cl, R®#A-NHCHn-Pr)(CH,0Me) » R®"%4 Me: R®
AH, R} 0OMe, ROAHH, o RN H G XT0)KAY;
#£¥RH Cl, R®A-NHCH(n-PryCH,OMe) : R®#Cl, R®%
H, R“¥% Me, RY% H, f= R*% H # X(70)%L448 ;

£+ RHACl, RAH-NHCH(EL), » R®H Br. R®AH. R*A
OMe ; R¥ % OMe » e R H H & X(70)#L& ;

£¥RAHCl, RPH-NHCHEL, » R*% Br: R®AH, R*Y
OMe s R¥ % H, #= R*} HE#HX(70)L&4;

£+ RACl. R*»-N(CH,CH,0OMe), » R*#4 Br. R®*%H.
R*# OMe » R¥4 H . #= R*# H 8 X (70)ft44 ;

#£4 R#HCl, R®H-NHCH(CH,OMe), » R*# Br, R*X4 H
R# OMe:» R¥4 H, # R*} H & X (70L& ;
£FRAC, RPANEY, » R*#%Me, R®AH, R°ACl:
R¥ % H, # R*H H & X(T70)LEe;

£PRACl, RPANELY, » R*ACl, R®AH, RCAOMe,
R% 5 OMe » # R* % H 83 X(70)L&4 ;

£¢RACl, RPH-NHCH(EL), » R*# Cl, R®"#H, R¥A
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OMe » RY4% OMe ., #o R*} H ) X (70) 44 ;

E¥RAC, RH-NCHCHOMe), - R4 Cl, R*% H,
R4 Cl, R4 H, foR*H H & X(70)L64 ;

L% RACl, R®%-NHCH(CH,OMe), » R®4Cl, R®#H.
R*% Cl, RYA H, f= R*4 H & X(70)1LE47 ;

EPRACl, RPA-NEPrHCHCH,CN) » R4 Cl, R*AH,
R¥# Cl, R4AHH, o R¥H H & X (70L& ;

EPRAC, RANBu)E) - R®ACl, R*AHH, R¥%A
Cl, RA H, fo R} H & X(70)184% ;

£¥RACl. R*#H-NHCH(EH)CH,OMe,R®# Cl, R®# H .
R*“% Cl, R4 H, feR*H H G X(70)E%;
E¥RHCl, RRANHCHEL), - R*AHCl, R®AHH, R¥H
Cl, R4 H, #R*H4 HHX(T0)LE4H;

£$ R¥Cl, REA-NHCH(Et), » R*% Me, R®H H., R*
A Me, REAH, FR*H HHAXT0)LE4;

£PRACl, RPAHNHCH(EL),, R*HCl, R®A3H., R*%
Mes R¥#A H., foR*H H 64 X(70)5L4 ;

£¥RHCl, REAH-NHCH(Et),» R*#H Me, R*"FH, R*%
Cl, R4% H. #o R* % H & X(70)L&4;

L£FRACl, RRANE,, R*AHMe, R®AH, RH OMe.
RY% H, = R} H ¥ X (70) 44 ;

£+ RHCl. R*A-NPr(CH,CH,CN) » R®4Me., R®*HH,
R*#% OMe » R¥# H, fo R*} H 8 X (7044 ;

£4 RH Me. RPH-NHCH(n-Pr), » R®A Me, R®¥H, R®
A Me, REUHH, o R*AH HHAXTOKEM;

A% RH Me, R*H-NHCH(CH,0OMe), » R*#Me, R®HH
R¥% Me» R®A H., fo R*% H &) X(70)R& ;

#£4 RHA Me, RH-N(CH,CH,OMe), » R*#Me. R®HH,
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ReA Me, RUHH, o R*H HBKX(70)LE4;

£+ R HMe, RHNEc-Pr)YCH,CHCN) » R*4Me. R
H, RAMe, RYHH, o R*H HHX(70)44 ;

£+ R#Me: RA-NCH,CH,OMe), » R*ACl, R*4 H,
R % Me,» R¥H H, fo RH H &KX (70)464 ;

£+ R % Me. R*#-NHCH(CH,OMe), » R®*4Cl, R*AH.
R%A Me,» REHH, RN HAXT0O)EW;

£ ¥ R#H Me., REAH-NHCH(EL), - R®ACl, R®*4H, R*
Me, RYOHH, fo ReH H &) X(70)LE45 ;

A RAMe, ROAN(EL, - R*4Me, R®*AH., R*% Me,
R4 H ., fo R* 3 H 6§ X (70)iL64 ;

£% R#HMe, RA-Nn-P)CH,CHCN) » R®% Me, R*%
H, R¥3 Me: RYAH. fo R*H H X (70)&4;

£% R #H Me. R®H-Nn-Bu)CH,CH,CN) » R*#4 Me, R®H*
H, ReHMe, RYHH, Fo RN HWYXT0)MLEH;

£% R & Me. R®A-NHCH(n-Pr)(CH,0OMe) » R*% Me. R®
AH, R4 Me, RUNG H, #= R* 4 H & X(70)0&4 ;

£¥ RHMe, RCA-NHCH(EL), » R*A Me, R*HH. R¥
# OMe,» R“% H, #a R*H H#H X704 ;

¥ RAMe. R H-NHCH(CH,OMe), » R*#4Me, R*HAH,
R*3% OMe » R¥A H ., F R4 H QX706 ;

£ RAMe, R®#A(S)-NH(CH,CH,0OMe)CH,0Me » R*% Me.
R® A H, R4 Me,» REHH, fe R*H HHX(T0)AEM;
4 R & Me, R*#-NH(CH,CH,0Me)CH,OMe > R*% Me
R®% H, RC# Me. RY% H, f Ry HHXT0)R4EM;
£ R Me, R H-NCH,CH,OMe), » R** Me, R®FH>
R# Cl, R¥A H, # R®A He§ X(70)L44 ;

4 R Me. RPA-NH(EL) R*4Me, R®AH, R“#Me,
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RYA H, Fo R* % H & X (70)4L4-4p ;

X+ R¥%Me, RPH-NHCH®-Pr),» R**H Me, R*$ H, R*
#ACl, RAH, #R*"4 HX(70)&44 ;

A% RAMe, R*»-NHCH(CH,OMe),» R*% Me, R®# H.,
R4 Cl, RN H, fo R*H H 6 X(70)1t44 ;

X FRHAMe: R*H(S)-NH(CH,CH,0OMe)CH,0OMe : R*% Me
R®*GH, R4 Cl, R4YH, foR*# H ¢4 X(70)L&4% ;
£ F R#H Me, R®¥-NH(CH,CH,0OMe)CH,OMe : R*3# Me
R®*%H, R4 Cl, R4} H. e R*H4 H & X(70)L 44 ;
EFRHMe, REA-Nn-PrY(CH,CH,CN) » R®A Me: R4
H, R*%OMe. R“% H., fo R* % H &) X(70)t. 44 ;
EZFRHAMe, RPANEL, » R“IMe: R*HH, R*Y
OMe » RYA H, #o R* A H & X(70)L£4 ;

E+ RHAMe, R®4(S)-NH(CH,CH,0OMe)CH,0Me . R*"% Cl.,
R®#4H, R*)Me, RUAH, f»R*H H & X(70)L44 ;
E 9 R A Me: R%-NH(CH,CH,OMe)CH,0Me . R*% Cl.
R*ZGH, R“4)Me, RYHH. F R} H X (70)Lé4p;
EFRAMe, RPANEL, » R2ACl, R®*AH, R*% Me.
R4 H ., foR* %4 H ¢ X(70)&4 ;

AT RAMe, R*¥-N(C-Pr}(CH,CH,CN) - R*#4 Me. R®%
H, R*¥%OMe. RY% H, foR*A HHX(70)b&4;

X ¥ R A Me: R*N-N(c-Pr)(CH,CH,CN) » R*ACl. R*%
H. R*AMe, RUHH, F»R* A HHXT0O)LEY;

X+ R4 Me, R*¥-NHCH(n-Pr)(CH,OMe) » R*% Me, R*®
HH, R4 0Me, RYHH., F#R*N H & X(70)/L647;

£ % R % Me. R*¥-NHCH(n-Pr)(CH,OMe) - R*% Cl, R®
HH, R*AMe, RYHH, R*HHGXT0)MLE;
A+ R4 Me, RPAH-NHCH(EL), » R*#A Br, R®4H, R*
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% OMe > R¥% OMe : #v R* % H #) X(70)4t44 ;
E¥RHMe, ROAH-NHCH(EL), - R®#% Br, R®4 H, R*
A OMe s RYHH, foR*M H X704 ;

£¥ R Me> R*A-NCH,CH,0OMe), » R*#¥ Br, R®#A H.
R# OMe . R4#A H, fo R*A H & X (70)1L.44 ;

A¥ R4 Me, R*#-NHCH(CH,OMe), » R*#4Br; R®4H,
R®% OMe » R¥}% H, #f R*% H 6§ X (70)1L447 ;
£PRAMe, RRA-N(EY, - R*HMe, R*AH, R*ACl,
R4 % H ., Fo R H H 6§ X (7064 ;

EPRAMe, RRANGEL), » REACl, R®AH. R*¥OMe.
R* % OMe » #= R* 4 H & X(70)/t4-4% ;

4 R% Me, RPH-NHCH(EL), » R*4 Cl, R®A H, R*
# OMe: R“% OMe ., #e R* A H & X(70)é4 ;

£+ R H Me, RAH-N(CH,CH,OMe), » R*#Cl» R*#H,
R¥%4 Cl, RYAH, # R*A HHX(70)K464;

£ ¥ RH Me, RH-NHCH(CH,OMe), - R®#Cl, R®% H,
Re% Cl, R4%H. fo R*H HX(70)LE4;

£4 RH Me, R*A-NPrY(CH,CH,CN): R*#Cl. R*A H,
R*% Cl, R“%4 H, # R*H H & X(70)L4-47;

£ ¥ R#HMe, RPA-NBu)Et), R®ACl: R®AH., R“¥Cl,
R4 H, # R* % H ¥ X(70)L&4 ;

£+ RHMe, RA-NHCH(EH)CH,OMe,» R*®*#Cl:» R®AH,
Re# Cl, R¥A H, # R*H H X (70)L64;

#£% RA Me  RH-NHCH(Ef), R*#HCl: R®AH., R*%
Cl, R} H., = R*} H ¢4 X(70)LE64 ;

£¥RH Me. R*H-NHCH(E), R"*A Me, R®#H, R*
# Me, RY9#AH, f= R*A H 4 X(70)L44 ;

L% R A Me. RPH-NHCH(EL), R*ACl. R®AH, R*%

93



200310122546. 6 o P 5E48/1281

Me, R H., F=R*% HHXN(T0)E4;

XPRHMe. REAH-NHCH(EL),. R2H Me. R* S H. R
A Cl, R4S H, f» R H & X(70)e%;

E¥RAMe:, RPA-NEt,» R®AH Me:. R®HH. R*% OMe .
RY4%4 H, o R*4 HHXT0)AY;

EF RA Me. R*H-NPr)Y(CH,CH,CN); R*4  Me, R*A H.,
R*% OMe » R“} H, # R*4 H #X(70)4&4;

£+ RAF, RRANHCHN-Pr),» R*#H Me, R®"AHH, R*
A Me., RY3HH, o RN H & X(70)/e64 ;

£+ R#AF,. R*¥-NHCH(CH,OMe),: R®*% Me.,-R®*H H
R#% Me, RUAH, R A HBX(70)L44 ;

£+ RAF. RA-NCH,CH,0OMe),» R*A Me: R®H H.,
R4 Me » R¥% H. o R} H & X (70)4L.6-% ;
E¥YRAHF. R*H-N(c-PrYCH,CH,CN), R*4 ¥ Me: R®4H,
R# Me, RU% H, # R*# H X704 ;

AP RAHF, REH-NCH,CH,OMe),» R4 Cl, R®4 H, R
A Me: RAH, fo R4 H & X(70)L447 ;

AX¥F¥RAF, RPAHA-NHCH(CH,OMe),» R®#*Cl, R®X H.
R%% Me: R# H., feR*# H 8 X(70)144% ;

AP RAF, REANHCH(EL), R*ACl, R*AH, R*%
Me R¥% H, #= R*4 H 8 X (70447 ;

E¥RAHF, RPA-NED, R®AMe, R*)H. R¥¥ Me,
R4 H, #= R*# H&X(T0)e4;

EFRAF, R H-Nn-Pr)CHCHCN), R®HMe, R*HH.
R® % Me s RYA H., #o R*H H & X70)44;

£ RAF, R*A-N@o-Bu)CH,CH,CN), R®*%4 Me. R*#4H,
R®% Me,» R¥AH, # R*H H&XT0)R4EY;

£+ R#HF. R®H-NHCH(n-Pr)(CH,0Me): R*"% Me. R®%
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H: R*AMe, RYHH, Fo R} HHX(70)Le4 ;
EPRMBF, RPYNHCHEL, Re*3 Me, RPFHH. R
OMe . R¥A H, fR*#4 H ¢ X (70)1.4% ;

i+ RAF, R*ANHCH(CH,OMe),» R*A Me. R® % H.
R*% OMe» RYAH. foR* % H & X (70)L44 ;

£+ RAF, R*¥(S)-NH(CH,CH,0Me)CH,0Me » R* % Me .
R®%H, R4 Me, RYHH, # R*} H 8 X(70)c 44 ;
£+ RAF, RA-NH(CH,CH,0OMe)CH,0Me - R*% Me, R™
AH, RFHMe, RYAHH, Fo R*N H 6§ X(70)iL24p ;
ZFRAF, RANCH,CH,OMe),» R*H Me, R®} H,
R¥ % Cl, RY3A H, Fo R*H H 8 X(70)1447 ;

EFYRAF, RRANHEL), R®AHMe: R*¥H, R4 Me»
RY% H ., Fo R*# H 8§ X(70)t4 4 ;

LE¥RAF: R*H-NHCHn-Pr),» R®H Me., R®H H, R*
ACl, RUAH, R A HBHXTOLEY;

EXFRAF, RAH-NHCH(CH,OMe),» R**4 Me, R®**% H,
R4 Cl, RYAH, F R* 4 H &5 X(70)44 ;

£ ¥ RAF, R*#(S)-NH(CH,CH,OMe)CH,0OMe » R*3#* Me »
R®4 H., R4 Cl, RY}YH., o R*H H 6 X(70)t44 ;

X ¥ RAF, R*A-NH(CH,CH,OMe)CH,0OMe : R*% Me, R®
AH, R 4 Cl, RYAHH, # R*}N HX(70)4L44% ;
EZFRHF, R*AH-Nn-Pr)(CH,CH,CN) » R*A Me. R®AH.:
R*% OMe - R“% H., o R*H H 9 X(70)L44 ;
EFRAF, RPANEY, » R*AMe, R®*4H, R®% OMe,
R H, #= R*4 H X (70)L44;

£F RAF, R*A(S)-NH(CH,CH,0Me)CH,0OMe » R* %4 Cl .
R®BH., R“AH Me, RUHH, Fo R*N H X (70)t440 ;
Z¢RHF, RA-NH(CH,CH,0OMe)CH,OMe . R*% Cl, R®
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AH, ReAMe, RYAH, foR*A H&X(70)LE4;
AP RAF, RRANEL, » R*#ACl> R®*AH. R*% Me
R¥ % H . #= R*% H & X(70) 447 ;

X$FRHAF, RPAH-NE-Pr)(CH,CH,CN) » R®4Me. R*4H.,
R*4 OMe » RY% H. #o R* H 8 X (70)46-4% ;
£YRAF,. RAH-NE-Pr)(CH,CHCN) . R®ACl, R*AH.
R%# Me, R4% H, # R* % H#X (70064 ;
£PRHF, R H-NHCH(c-Pr(CH,OMe) » R"% Me, R®A
H. R*¥#% OMe, R¥% H. fo R*% H & X(70)4.4-4% ;

£¥ RHF, R #-NHCH(n-Pr)(CH,OMe) » R*#4 Cl. R®%
H, R°#% Me, R4} H, fo RN HGX(70)&4;

A RAF, RPA-NHCH(Et, - R®# Br, R®*4Y H. R*#
OMe » R*% OMe » # R* 4 H 69 X(70)64 ;

¥ RAF, RIH-NHCH(EL), » R*#H Br. R®*AH. R*H
OMe . R¥#HH, # R*# H X (70)44;

£F# RHF, R H-NCH,CHOMe), » R*ABr, R®NIH,
R% 3% OMe . R%% H, # R*} H & X(70)L&4 ;

£¢ RHF, R }-NHCH(CH,OMe), » R*% Br. R®*A H.
R*® 3% OMe » R¥% H, # R*} H & X(70)L&4 ;
AFRAF., ROANGED), » R°AMe, R®#HH, R*ACl,
R4 4 H, ## R* % H 8 X(70)144 ;

£ RAF, RRANELD, » R®#ACl, R®#FH. R*A OMe,
R“ % OMe » o R* % H 8 X(70)L44 ;

f¢ RAF, RPA-NHCH(ED), » R*#Cl» R®AH, R*X
OMe » R¥3% OMe » #= R* % H 6 X(70)/4&47 ;

£PRAF, R H-NCHCHOMe), » R®% Cl. R*AH.
R4 Cl, R¥% H. fo R*# H & X(70)f&4 ;

£H RAF. RH-NHCH(CH,OMe), » R*# Cl, R®AH,
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R*% Cl, RY% H, fo R* % H#) X(70)1044 ;

EPRAF., RIHNEPrHCH,CHCN) . R®HCl, R®%H.
R*#4Cl, R“AH, #PR*AHHAO0)EH;
AFRAF, RPA-NBu)E) » R®ACl, R®4H, R4 Cl,
R¥ %4 H ., #o R%* N H & X(70)L 449 ;

A¥RAF, R*A-NHCH(E(CH,OMe : R*#Cl. R®4 H,
R“% Cl, R} H, fo R*} H#X(70)LE4 ;

EXPRAF. RPAH-NHCH(EL), - R*ACl, R*AH, R*}?
Cl, R34 H., # R*A H 6§ X(70)7t 44 ;

AFRAF. RPI-NHCH(EL), - R*AMe, R*AH, R*%
Me: RYA H. f2R*# H & X(70) 44 ;

£¥RAF, R*H-NHCH(EL, » R*#4Cl, R®*AH, R*%
Me: R4 H, #f= R*# H & X(70)/44 ;

EPRAF, RRA-NHCH(EL), » R*% Me, R®HH, R*H
Cl, R4 H, F R*} HOHXT0) A ;

EPRAF, RPAH-NEt, » R®AMe: R®YH, RA OMe,
R4% H, e R* 4 H ¢4 X(70)1L 44 ;

EFRAF, RRANEPr)(CHCHCN) » R“4Me: R®*#AH.,
R¥#% OMe s RY# H ., # R*% H ¥ X(70)it€4 ;
EFRACl, R*A-NPr)(CH,CH,0Me) » R®%H Me, R*4H,
R* % OMe » R¥% H . #= R4 H ) X (70)4L&4% ;
EAFRACI, R3H-N(Et)(CH,CH,0Me) » R*#AMe, R®*HH,
R*3% OMe, R¥#A H, fo R} H 8 X (70)/L44 ;

£¥ RACl, R®H-N(Me)CH,CH,0Me) » R*% Me, R®H%
H, R4 OMe, RYAH. f# R*A H 6 X(70)4L447 ;
A¥RHACl, RPH-NMeEt » R* 4 Me, R®"AH, R*%
OMe, RY% H., fa R*# H# KX (700454 ;

£FRHC, RRA-NMePr » R®AMe» R®AH, R*HA
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OMe :» R“A H, = R4 H & X (7014 ;

APRACl, RRAH-NMeBu » R¥A Me, R®FH. R*%
OMe » R¥# H, #= R*# H #) X (70)1t44 ;

EFPRAHAC: REANH2-T% . R*"HMe: R*HH., R*
A OMe,» R4 H., F R*% H & X(70)L4% ;
AFPRAC, RRAXTERL » R*H Me:. R*HH., R*
A OMe>» RYAH, F#R*"A HHX(T0)LE%;

£+ RACl, R*A-N(Pr)(CH,CH,OMe) : R*#AHMe: R®AH,
R*% OMe > R¥% Me,» #= R* % H 8§ X (70)L44 ;
E+RHCl, RA-N(EH)(CH,CH,OMe) : R®AMe, R®HH,
R* % OMe » R*% Me ., #= R*% H & X (70)fL&49 ;
E¥RACl, R*H-NMe)CH,CH,OMe) » R*A Me:s R® %
H, R*% OMe, R“% Me, ## R*% H & X(70)it44 ;
EFRHACI, RRAH-NMeEt » R*AH Me, R*AH, R A
OMe » R* 3% Me . #= R* % H &) X(70)4L64 ;

EPRAC, RRH-NMePr .- R*4 Me., R*4H, R*%
OMe » R¥%# Me » Fo R* ¥ H 8§ X(70)/L&4 ;

EFRHCl, RRH-NMeBu . R*#H Me, R®AFH., R*%
OMe » R¥ 3 Me ., #o R* 4 H 89 X(70)iL64 ;

EPRHAC, RRAHNH2-THE , R4 Me, R*HH., R"
# OMe > R“% Me, #= R*% H&X(T0)EH;
EPRAC, RAFRTERE . R*"AHMe, R®*HH, R
% OMe s R¥A Me . #oR*% H e X(70) &4 ;

A+ RHAF. REAH-NPr)(CH,CHOMe) » R*AMe: R®HH.
Re% OMe s RYH H., o R¥3 H ) X(70)44;

£+ RAF, RA-NEHCH,CHOMe) » R*AMe: R®¥H.
R*3% OMe » R¥% H ., fo R*} H & X(70)# 44 ;
E¥RAF, R*A-NMe)CH,CH,OMe) » R*AMe. R®HH.
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R*% OMe » R“% H. % R* % H #) X (70)L &% ;
EPRAF, REA-NMeEt » R®*AMe, R®#$H, R*% OMe-
R¥% H. # R} H & X(70)/L 44 ;

EFRAF, RPH-NMePr » R®#HMe,» R®$H. R*% OMe:
R4 H, # R* 4 H 6§ X(70)L44 ;

AFRAF, RPH-NMeBu : R*AHMe, R®HH, R*H
OMe . R¥A4 H., # R*A H & X(70)144 ;

EPRAF, RRHNH2-TE . R Me, R®HH, R
OMe,» R¥#A H., fo R*A H & X(70)1LE4 ;

EFPRAF, RRAFTERE, R*HMe: R®HH. R*H
OMe » R%4 H. # R*# H 8 X (70)/t4-4% ;

L+ RAF, RHNPr)(CH,CH,OMe)» R**4 Me, R®H H,
R¥% OMe » R4 Me» #2 R* % H ) X(70)/.44 ;
LPRAF,. RH-NEH)CHCH,OMe): R®“AHMe:, R*AH,
R*% OMe » R¥% Me ., #= R*# H #) X (70)L&4 ;
EPRAF, R AH-NMe)CH,CH,OMe): R*#4 Me,» R*# H,
R*% OMe » R¥3# Me, #= R} H ¢ X (70L& ;
EZPRAF, RPA-NMeEt: R®#HMe. R®HH. R*4 OMe
R4 % Me . #= R* 4 H 8 X(70) 44 ;

EPRAF, RPAH-NMePr> R®#HMe. R®HH, R*% OMe:
R“ G Me » # R* % H & X (70)L 4647 ;

EPRAF, RB#H-NMeBu:» R®%Me, R®4H, R*%OMe,
R4 Me » # R4 H 6 X (70)444% ;

AP RAF, RRANH2-TE, R*HMe, R®HH, R*%
OMe » R¥ % Me ., #= R* % H & X (70)it&4 ;

EPRAF, RAFTELAE R"AHMe, R®AHH, RH
OMe - R“ 4 Me, #= R* % H ¢ X (70)4L 44 ;

£ ¥ RHMe: RPA-NPrYCH,CH,0Me), R®*} Me. R®*#H,

-
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R“% OMe,» R¥# H. # R®% H# X (701t ;
EPRHMe: RPA-N(E)CH,CH,OMe), R2AMe: R®*%H,
R*%4 OMe» R¥A H, # R*% H ¥ X(70)L&4 ;

X P R A Me, R*A-NMe)CH,CH,OMe): R®% Me. R®%
H, R“%OMe: R¥HH, ##R*# H & X(70) 44 ;
E¥RAHMe, RRA-NMeEt, R*AH Me, R*"AHH, R*%
OMe . RYJ% H, #= R*% H &) X(70)f 44 ;

AZPRAMe, RRAH-NMePr: ReH Me. R®FH., R*H
OMe » R¥% H ., fe R*% H 8 X (704445 ;

EFRAMe. RRH-NMeBu, R**$Me, R* I H, R*%
OMe » R¥ H. f» R* % H % X (70)/L ¢4 ;

EFRAMe, RRANH-2-TH, R*HMe. R H, R%
OMe, R4 H, # R*# H 6 X(70)1L&4 ;

AFRAMe: RAFTELSL, R*HIMe, R®AHH, R®
% OMe, R¥% H, #f R*H H&XT0O)EM;

£ ¥ RAMes R'#-N(Pr)(CH,CH,0OMe)> R*4Me, R®*AH.
R*% OMe » R¥% Me , #= R* % H # X (70)/4% ;

£+ RAMe, R*H-NEN)CH,CH,0Me), R*AMe, R*#H,
R OMe s R%# Me,» #= R* A H 8§ X(70)fL &4 ;

L4 RH Me, R AH-NMe)CH,CH,0OMe): R*% Me, R®%
H, R*% OMe., RY% Me ., o R} H & X(70)/L &4 ;
¥ RAMe, RRH-NMeEt, R®H Me, R®*FH. R*H
OMe » R¥4 Me . # R*#A H & X (70L& ;

EPRHIMe, RANMePr: R*% Me, R®°AH, R®Y
OMe . R¥ 4 Me , # R* % H & X (70)%4& ;

AP RAMe, R°H-NMeBu> R*AMe, R®AH, R*%
OMe » R% 3 Me , # R* H 8 X (70)f 647 ;

EPRHIMe, REAHNH2-THE, R®AMe> R*HH. R4
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. )\\}—-— OH
HyN \ =~

(25) .

2§ A=N: =t F A=CR:

1) R'C(=NH)OR, | 1) R{C=0)CHR(C=Y)OR,
+-8. R +-% % R
2) Y=C(R)), &
+-B, B

(2'7)2-—0, s {1) Z = CR?

ESTEHRELEHNBLET, TREXQHR AP R AKELI:R

X, Ar5LEFLME)EBR A, FEXQS)FRKE T Ar 5 L&

5 FAME)FRAHEEEHERE4HFODXB)LEHHEXG)

bR KM ERXTEAREET, ABREHNF, TREKX(2S)

WeMAFAANEXRCENHOR(EFR 5 LR ELAE, R,

HMBREEVRMNERE, BEARTEARGAET, AH®EHNT, 5X

YisCRI,(EFYHORS., READKRFRBER) . KAK(4 M

10 BFVRRAE(-4 AR FNAMREZERXQNEHET A A

N, YAO0. S). BERAMOEHLHRIEL PR K@) EHELD
N AR R 44 A .
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F4, REHRE 14 TERANEXQOLEHBALAH XQ2)R4H
Biapleh &4, EXQSLESMWEP AN CREXR (C=0O)CHR
(C=Y)OR (X T R'FZFR ELZFZXAF, R AKRRRE)VRLEHK
B, BERXQNLEHE T AACR). ERTFERELT, £HEE
Fd, TAR LR KXBRAMEIEKQNP RAAKES Y A O), #H
ERAARMAELT, AHEBREHN T, 5 RH & R°H R 248 ()L é&
M(HEFP ZHCRY. :

A GEAAR TEARBI AR 1S FTURAREELA G R
UG 48 R &-#F B LA « BEALA . ROH & RH 69 A4 AR H X (D)
Kot Blde, ZEBHEALT, TUAE R ELFTEENR
H RBBAK R« 5 RHK RH)EE . RABH S A4H IR B4
MEE, #5 RHGERH)AE, FEX1)e4. X U488
BB &R R 5 AR 14 T R 6936 X(22) P R4 &4 8 4L 4 (23)
BHAAD) P AH CRMEAG KRN, KA BHRE 1 HX(T)
PRSI R)BEAA() (B F AN N)ATRA S K444l

N, TRARR 15 PRHXQCHRLEHWE T Y A SEAH X(1)
ot . AERENY, TaRLSH RX (AP RIAKEKEE, X
AERF . EEABSEAREARELEHRRLRXNQNT HELEH
fr AL, (REEARMEEH PR R RAL). BEEBITERA
AT, AHEEHTE RHAEEHX()Le . ARG FHFK
# 5 A A2 2 P X (7)P RARALESHERA(12) (RHEAY 13)FHEAA
K(1)fe 440 P42 J 6940 4L .

RAAE 1S Rt ez, TR XSS EA(NRE
M. ARERRARELT, AERENT, RAQHKLeHEE X
NH,NH(C=NH)NH, {t &9 & &, #% %A AL 10 THIC)E0
A (I ERD (DR G &4, 5444 R'COR),(FF R A%
A, REERTXAARRE, TUEEHEAHXQHLET -

BARAAL 16 FTR8dF ik, Tl &84 XQ)La4 .
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10

15

A2 16

b £:¢

be:
/]\ K RMX, +-#%, )\

Ell
N/
) N o % &) i 0
? ot
S N S
Rr? \\N R¥ N

Ar Ar
(27) Y=0, § (28)Y=0, 5

_RXF

R3

RMX,
/|\ +/- B

S )\f

{1) 2 = COH

ERRAREET, AHEEN T, TUA z»ﬁ*mgmu RUX(#
P R4 ERENAE, XARERF . REHRSEARK DR ARG
£ AL XQ70) LAY, FEXQ)GLEN . RELARLTEAEE
T, ARBEEHN T, BdAEAH RBEHAHLEXQR)LEH(EF
Y #0) THELHXQNEH, BELELIRARELET, £HK
BHE, 5ERHEAESHXQNLE  BEHUAERGOREKHS
A8 14 F A F R SW22)EBRAHQI)EHLAN) LT A X CR)
g M & 444a, RE LKA 1 T XO)TAKLEHERHE®)
AHABQ) G P AL NPHERAG K40, &, EFRENT
TR RX (L RIAMERE, XABERTF. xfnﬁsaﬁ@tﬁuﬁa
KB RIE LA A)E X)L MET Y H SYREL. (REER
ABHENTRANLMER), BALXRERALAT, ARRENT
5 ROH B BB ()44 Frie A 6 & e XA B ikAz 2 P4 X(7)
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F AR A0 4 (12) (A A 13) B 444 X(1)Le-H Frie R 8
AL .

FRAL 16 B w5 ik, TR X )44 (Bt F Z 5 COHdEL s
K ad . ERTARBAT. EHHEMNT, REFHRELH
RUX(EH RS LEFTLARE, XAGART . HEAHGEAER QKK
AR R LR Q) RAMBAA R T LR B LT XL A
HAL 16 97 EH & X ()RS + Z 4 CORY)-

ARRICT, KiF & Fo “HEEH" TARATREL.
BT A BBALRRT)RE RSB L ELM) . REBBE(1-6 4
BRFYEZETHARTHEN). AL BELY . %k —REAL
Mm% = FAEEE). ReE(ZREARDEMHREER(Z
PR E)AMRM) . ZREBRMKE NN-Z-FRAEN-LRRZ LK)
RF AR o) BB A B IEERIR TR BRI ER(1 - 6 M
B, K& TH). — KA L LEH). TR(MABOERHH 1,4-=
£5H) . NN-ZREFPRBA G- FTATERRE). NN-ZREZH
Be(hit = P ATEIE) . BRI E N-FEatdiz-2-80). AL
AR FEAER). FEARBRERRPTR)R] - 10 MEE T )
~10AARFHERERE-—RTR) KRREBREN-20TE
100 C .

5 36,451

A F 5| — 4% 7 ke & T &4 a4 69947338 . A IBM-Bruker
FT-NMR (300 MHz)i2 % /& F NMR %3 ; 48 TR £ & RAGHE R
— R R ERY, VAAD T AL ARG S ppm 8)L R FEH . A
Finnegan MAT 8230 ¥4 (1L% - & F4(CD), A NH; &R, Rt
F i 5,48 & #(GC)) & A Hewlett Packard S988A & L4 2 R %
(MS) 3, % 99 i #% (HRMS) - % 54 Buchi Model 510 % & X & L2
K, BARE. BEAARE. ALEFHAE pH M T3 MXARE
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7.

AR LBg, FEuEiE M, RED. Perrin o W.L.F.
Armarego £ £ B E R 44 (F =4&, New York: Pergamon Press,
1988)F Prik 8y — & & kst « BT A s R L#4T, RATREMNE

5 . A TFRGBHNEABT, S hdRb. har ML, AN

FFFohEgEET.

RGETHEAANAE TR REA ZEFHEFARET 546
AZRGREBXATHARLRA, OFATRIELLA.

10 L] 1
2,7-=F A-8-(2,4-= F XK K)[1,5-a]-& 5F-[1,3,5]- Z%-4(3H)-
B 64 ) &
(X7, £¥YYHO, RACH, Z#CCH;» Ar#24-=7
A XK
15 A - 4-1-04-= FEXE)R-2-8

FERT, HAHE0.8g 043mol) R E 2,4- = FEXELH
(48g, 0.33mol)4 & LB (150ml)iE & ¥ - WH R 2 RE Mot ZER
B, AR 6 IH . BELNEEBRAHEERALR. AKEY
LE K ESRE, RAEEATR. KEAGETKT, mX INHC

20 @ BREpPH =5-6.RLKIEGx200m)EREREY, BREE
FRAOAGAMEHATR. AT ERENFH G & BHRA45.7g, T4%5
#%): NMR (CDCl,, 300 MHz); CI-MS: 188 (M+H)-

B.S-A%-4-(24-= F A X K)-3-F Kot

FRFEBET, & 1-RA&-1-24-= FERE)H-2-81(43.8g,

25 0.23mol) - B - K &4(22ml, 0.46mol) - 7 T # (45ml, 0.78mol)= T 3
(mmm%ﬁ%%émﬁ@%—Mﬁiﬁ%*%ﬁﬁ#%ﬁ»&mm
BREEBAWANEEE, REEHREN. ¥AEHET 6NHC
&, B LRSS AOERERIK. QKERANKEANREERE pH
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=11 ALBRIEBBFLEARRL - BERERZR . BRRETRS
FHOANE, FLR  EEEZHRIBZEHNEE A &8 69 RW(34.6g,75%
# #%): NMR (CDCl,, 300 MHz) : 7.10 (s, 1H), 7.05 (d, 2H, J = 1), 2.37
(s, 3H), 2.10 (s, 3H); CI-MS: 202 (M+H) -
s C.5- TRk %-4-(2,4-—F R FK£)-3-F Aokek, T
4% Ethyl acetamidate % # 2 (60g, 0.48mol)tk i A X 5% B 47(69.5g,
0.50mol) - =& F % (120ml)Fe KGSOm)AE HF G REHT . 2B L
B, R-RPHEQx120m)ERKE . ZHRRETHREFOANE.
k. B—REKBEREH, BRGYIPEFOEF EREG5.09)R
10 % 4 ALAE H .
4k T8 (9.7ml, 0.17mol) e EH 4K 6 5- A £ -4-2,4- = F £ F XK)-
3-F K abedt(34g, 0.17mol) - ethyl acetamidate (22g, 0.25mol)#e T M
(500m)é9iRAmF . FTERT, BFALHARAREWRIFI KX, KB
BREAZRBEARARGZ4Z—. SRFEGEFR, AREY
15 LEEEAKEGER. TR EEHKG14g 61%~ %); NMR
(DMSO-dg, 300 MHz) : 7.00 (s, 1H), 6.90 (dd, 2H, J = 7, 1), 2.28 (s, 3H),
2.08 (s, 3H), 2.00 (s, 3H), 1.90 (s, 3H), 1.81 (s, 3H); CI-MS: 243
(M+H) .
D.2,7-=F £-8-(2,4-= F £ X K)[1,5-a]- %= 5-[1,3,5]- =%-
20 4(3H)-4A
AR ABIET, BHAFAEQR3g, lmol)2 Kiw £ TH(500ml)F - £
HHBREEE, mANS-CHE4-24-=FERE)3-TRALL T
% (31.2g, 0.1mol)F= 4% & = Z 8 (97ml, 0.8mol) - % * £ R & - fo
HRECABE, B 18I H B EREWANINER, EEZEHRER .
25 BEREWETARY, 48w\ INHCIAREPDH=5-6 . AL&RT
B KB ERIK, BHRESETREGFVANEHTR. RZERE
#1453 8] % 45 € Bl 4k (26g, 98%* £); NMR (CDCl;, 300 MHz): 7.15 (s,
1H), 7.09 (s, 2H), 2.45 (s, 3H), 2.39 (s, 3H), 2.30 (s, 3H); CI-MS: 269
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(M+H)-

5564 2
5-F %-3-(2,4,6- = F A X K)[1,5-2)-[1,2,3]- =" #-[1,3,5]- =%-
5 7(6H)-8A & #| %
(X7, #2FYHO, RRACH,» ZAN, ArH246-ZF%
FE)
A l-FETEA4246-ZFEEE)S-A &=
FERBT %24,6-ZF A F X H(1.0g, 6.3mmol) - F &£ £(0.92¢,
10 6.9mmol)F= 42 T 847(0.78g, 6.9mmol)#) 9 & k=% (10ml)F ) R4 #K
Ho25K. MARBEZAGESR, ALRIBERZR. SHEHE
FRAAGANE, H#HR. AELREN. FeHEEHRY. AL
EEA R GHIER, B & BER(.12g 61%~ £): NMR (CDCl, 300
MHz): 7.60-7.30 (m, SH), 7.30-7.20 (m, 2H), 5.50 (s, 2H), 3.18 (brs,
L5 2H), 2.30 (s, 3H), 2.10 (s, 6H); CI-MS: 293 (M+H) .
B.4-(2,4,6-= F A X K)-5-8 K =4
ERFET, #4(500mg, 22mmol)iw £ & £,(30ml)H» 1- XA T £.
4-2,4,6-ZF A K A).5-R % Z4(L.1g, 3.8mmol)8 R4 F MHEKR
ERAMERZERRE . A RAEER(M). HFETREH AR
20 A6 PEBERREEE. A IMHCI BRAEKGHHFTR. AR
EENBERBAKEQPH = 9), REMLARLBERZIR . RAER
BTREADAWE, k. BT EHREHNEH K EEKRG20mg). £
HRBEM(LEBRLE)IERHH— .
NMR (CDCl,, 300 MHz): 6.97 (s, 2H), 3.68-3.50 (br, s, 2H), 2.32
25 (s, 3H), 2.10 (s, 6H); CI-MS: 203 (M+H) -
C.4-24,6-ZF K E)S- Tk A= L8H
FTEET, ¥ 4-(24,6-= F £ X %)-5-R % =-£(400mg,
1.98mmol) - ethyl acetamidate (26 1mg, 3mmol)F= 7k Z 8 (0.1ml,
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1.98mmol) &) LIk (6ml) ¥ 8y RA M WIF 4 o . LB~ LG EER,
MATH B EkEGAK . L7 TRAE & & B @90mg, 82%*
£): NMR (DMSO-dg, 300 MHz) : 7.90-7.70 (br s, 0.5H), 7.50-7.20 (br. s,
0.5H), 6.90 (s, 2H), 6.90 (s, 2H), 3.50-3.10 (br s, 3H), 2.30-2.20 (br s, 3H),
5 2.05(d, 1H,J = 7), 1.96 (s, 6H), 1.87 (s, 6H); CI-MS: 244 (M+H) .
D.5-% %-3-(2,4,6-Z F & X X)[1,5-a)-[1,2,3]- =4 H#-[1,3,5]- =%
-7(4H)-8A
FER.KHET, HH368mg, 16.2mmol)he £ LH(10m) ¥ - £
FTRMERL G e N 4-(2,4,6-ZF A X EK)-5- Tk & =2 L e 3 (490mg,
10 1.6mmol)Fe 8% & = Z 84 (1.6ml, 13mmol) - K ER 2 REMTEREE
THIES I REAHEER AXSRERRERAY, X INHCI
BREPH=5-6. RLRTCEBRKEERZR, BRRETHRS
FEAME, TR AL EREHNBHNELARYGY . ALmaEig
5 4% 3] $% & B4R (300mg, 69% 7 %£): NMR (CDCIl,;, 300 MHz): 6.98 (s,
15 2H), 2.55 (s, 3H), 2.35 (s, 3H), 2.10 (s, 6H); CI-MS: 270 (M+H) - |

5 36.45) 3
A(Z(BATRE)TE)27-= F E-8-(2,4-= FEXL)1,5-2]-%
ok #-1,3,5- =% 0 #l &
20 (X 1. £ % R*% CH(CHCO,CH,),» R, # CH;» Z % C-CH;-
Ar A 24-=FEEXE)
A 4-$-2,7-=F £-8-(2,4-= R A K)[1,5-a)-wkd i Z%
FEAEET, ¥2,7-=FX-8-24=FERKE)],5-a)-st -
1,3,5- Z%4-8R( £ 364 1, 1.38g, 4.5mmol)~ N,N-=F &K1l
25 $mmol)fe = £ A A (10ml)e o 48 1o EZ EHREFN =
BAALS . BREWMEAKRTY, RERYE, ALRTLERIERE
ko MAKEESFAGANE, RERBARETRIAZIER. AZER
EHGERE R RREEN(CHR T T = LHFH A
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15

20

R, = 0.5). AZERIEHHF5H % & KM(1.0g, 68%7~ £): NMR
(CDCL,, 300 MHz): 7.55(d, 1H,J = 1),7.38 (dd, 1H,J = 7,1), 7.30 (d,
1H,J = 7), 2.68 (s, 3H), 2.45 (s, 3H); CI-MS: 327 (M+H) .

B.4-(Z=(%EFAE)F %£)2,7-= 7 £-8-2,4-=F XX X)[1,5-a)-
ek 3.1,3,5- =%

A TR 3E 8,10 48(60% 4 #, 80mg, 2mmol )& MK, Rk E
MR LR, BFAKDERW(THF, Im)¥ . A5 4@ @i _K=
7 85(0.32g, 2mmol)#) THF 2ml)iE ¥, st F#8BIA = £ R K. o
4-8-2,7-=F %-8-(2,4-= KX X)[1,5-a]-.= H =% (0.5g, 1.75mmol)
8 THF ml)id&k, REW¥GE L RS T RAFK THM 48 8.
BAEEGBFRHERY, ALBLBERZR. AAKBLSHGH
WERE—K, BRBETHRATR. Ao EkEH, Aoz dR
. BREN(CRTE:CHE=1.9), AZFHREHNEHHERERAHK
(R, = 0.2, 250mg, 35%~ %): mp 50-52 C; NMR (CDCl,, 300 MHz) :
12.35 (br. s, 1H), 7.15-7.00 (m, 3H), 4.40 (g, 2H,J = 7),4.30 (q,2H,J =
7, 2.4,2.35,2.3,2.2,2.1 (55, 12H), 1.4 (t,3H, ] = 7), 1.35-1.25 (m, 3H);
CI-HRMS: 1846 : 411.2032, S R4 411.2023 .

53647 6

4-(13-=F AL 2-REL)2,7-= FE-8-(2,4- = REE)[1,5-2]-%
o #.1,3,5- %G H &

(X 1% % R®# NHCH(CH,0CH,),> R, # CH;. Z# C-CH;:
Ar # 24-=F A XK)

A 4-8-2,7-=F £-8-(2,4-= REK)[1,5-2)-k=% H =%

FEARET, 3427 F£-8-0Q4-=FEFEE)[],5-a)-wtk -
1,3,5- Zof-4-8(5 34 1, 1.38g, 4.5mmol)+ NN-=F & F#&(1ml,
gmmol)fe = R AAH(10ml) ey RSP 48 P AL EHRIEFH =
FEAE . RRYHHBEAKT, BERYE, ALRTHEREERE
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Ko MAKEESGHGEAENE, RERAFRETRILR. AEEK%
BEHANRERRY RREEM(LRLE: TR = LHFE —1+ay
(R; = 0.5). REXHEHFEHE &4k 4M(1.0g, 68%* £); NMR
(CDCl,, 300 MHZ) : 7.55(d, 1H,J = 1),7.38 (dd, 1H,J = 7,1),7.30 (d,
1H,J = 7),2.68 (s, 3H), 2.45 (s, 3H); CI-MS: 327 (M+H) -

B.4-(13-=F A %-2-A R £)-2,7-= P £-8-(2,4-= L FE)[1,5-a)-
Aok 3-1,3,5- =%

FTEBT, I§4-8-2,7-= 7 %-8-(24-= L FEX)[1,5-a]- & 5-
1,3,5-Z%(% 9 A, 570mg, 1.74mmol) 1,3-=F RERE2-R AR
(25mg, 2.08mmol)#» L& (10ml) &) R4 M 18 ] 87 . BRRE RS
WA EKRTQ5ml), ALBRIBMAEARIK. BHRETREFHAMN
E#itlR. A2E%EHN. GHEN(RKTRE.TEH = 5:)FH -4
Wy . REEBREHEFEH BEKR(250mg, 35%~ %): mp118-120 C;
NMR (CDCl,, 300 MHz) : 7.50 (s, 1H), 7.28 (&4, 2H, J = 8, 1),6.75 (d,
1H,J = 8), 4.70-4.58 (m, 1H), 3.70-3.55 (m, 4H), 3.43 (s, 6H), 2.50 (s,
3H), 2.35 (s, 3H); CI-HRMS: +J{8: 409.1072 » % R{E 409.1085 .
CeH,,CLN,O, 2-#77t H4E . C, 52.69, H,5.17,N, 17.07, C}, 17.28; %
M4 . C,52.82,H,5.06,N, 16.77,Cl, 17.50 -

LR EFRANERRBEERAR Ity B2, TURE TS
A1 - 4% FRtyRmHLEY.

BBTHES L 2 IRHEFER, TRABEER 1 FTEHERE
Bidodn BERRMTHES:. PhAXE PrhdEk MeATH,
Et %, Bu#ATH, ExH%£w#H.
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Ar
Ex. Z R® Ar mp(C)
6 C-Me NH(CH,OMe), 2,4-Cl,-ph 118-120
391 C-Me NCH(CH,CH,OMe), 2-Me-4,6-(MeO),ph &Ky
395 C-Me NEt, 2-Me-4,6-(MeO),ph 114
396% C-Me  NH-3-A&% 2-Me-4,6-(MeO),ph  145-146

2 1ME.
5 a) ¥t EE: C 5269,H,517,N,17.07,Cl, 17.28; £illfd . C,
52.82, H, 5.06, N, 16.77, C1, 17.50 «
bu) o THE . C,65.90,H,7.72,N, 18.27; £R4L. C,65.77, H,
7.62,N, 18.26 -
bv) 4L . C, 65.02,H, 7.38,N, 18.96; £ &4 . C,65.01,H,
10 7.43,N, 18.68 -
bz) CI-HRMS: 345 : 430.2454; £ ®{E: 430.2468 M +H).

5 3649) 431
2,47-=F %-8-(4-F £2£-2-F EFXH)1,5-a]- w4 H#-1,3,5-=%
15 64 &
(X1, ¥R AHCH,» R'ACH,» Z#HC-CH;» Ar#24-
ZFARE)
4 5-ThA-4-A-FRE2PERXE)3-F Eatek T84 (602mg,
2mmol) 5 {a 4= 49 5% 8 & 4 E i (10ml)iR4 . A L8 LA GKIZ 2R
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SMEBREZR . BRBRETRAFGANE, TRALZRE. BY
HETPERAOM)F,» SREFEF AR T8 = FE5(0.36g,
3mmol) . TRAFRRKET, ¥ ZRL RS WhHECAZE, FH84HE 16
DB AHEEERE, EEREERERAY, BHGREAK. HE
R FEE = 0:1), AEXHREHNEREF RN HRMR, = 0.6,
210mg, 37%7* #): NMR (CDCl,, 300 MHz): 7.15 (d, 1H, J = 8), 6.9 (d,
1H,J = 1), 6.85(dd, 1H,J = 8,1), 3.85 (s, 3H), 2.95 (s, 3H), 2.65 (s, 3H),
2.4 (s, 3H), 2.15 (s, 3H); CI-HRMS : Tt F-4& . 283.1559 . S£ill4d .
283.1554 (M+H) .

5 3645 432

7-72K-5-F X-3-2-R-4-F R X K)wk=k H#[1,5-a] 8%

(X1 EZFAAHCH, R"HAMe, RRAOH, ZHC-Me: Ar
A2-R-4-FEELR)

LEHRBT, $5-RE4-Q-R-4-FEEE)3- T E4(1.86g,
8.4mmol)iE T AR ZHEGOmM) P . RE QT AMNERF AW LBRIREL
8 (1.18ml, 9.2mmol) . /5 3 % A& RAM ik B RBA . B 16
PO, AWEFTER. eATE00m]), TRKEFLORE. £E2T
1185 & & B 4K(1.0g, 42%F %): NMR (CDCI,, 300 MHz): 8.70 (br. s
1H), 7.29 (s, 1H), 7.21-7.09 (m, 2H), 5.62 (s, 1H), 2.35 (s, 6H), 2.29 (s,
3H); CI-MS : 288 (M+H).

% 364 433

7-#-5-F A-3-2- 8-4- 7 2 F K)o H[1,5-a] 8%

(X1, ZFAACH, RRAMe, RRACL, ZHAHC-Me., Ar
# 2-R-4-F EXE)

FTEABE T % 7-24-5-F £-3-(2-£-4-F A K K ywbok #[1,5-a]
“# - (1.0g, 3.5mmol) - = A MF(2.7g, 1.64m], 17.4mmol)» NN-=T
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A K H(0.63g, 0.7ml, 4.2mmol)F ¥ X(20ml)iR 4|4 3 0. KB
AWEER. AZX%RERAY. RAEHBBhEEN(LHKTE ik =
1:2)#8 8 7-8-5-F £-3-2-8-4-F X KX K)ated +[1,5-a]8 % (900mg,
84% = &), #H#% &%IR4 . NMR (CDCL;, 300 MHz): 7.35 (s, 1H),
7.28-7.26 (m, 1H), 71.6 (d, 1H, J = 7), 6.80 (s, 1H), 2.55 (s, 3H), 2.45 (s,
3H), 2.40 (s, 3H); CI-MS : 306 (M+H)-

5 3.4 434

7-(% 3-8 K)-5-F &-3-(2- K-4-F X L)oked H[1,5-a] 8%

(X1, £ AHCH. RiIAMe. REAXEIAX, ZX4C-
Me ., Ar# 2-8-4-FEXE)

F 150 C, % 3-%M&(394mg, 6.5mmol)Fr 7-R-5-F £-3-(2-F-4-
P Ak R A )ekek #{1,5-a]°8 7% (200mg, 0.65mmol)#) = F & E R (DMSO,
1Oml)iEd g 2 Do, REAFEESR . BEBERLRESMMENK
(100m) ¥ . # R4  A=—EPRERZ K AEKRESHFHANE,
BHREETR TRARTE%REHN BAFEHE. 2REEMNZ
B8 TR = 1:4)4F 2 & & Bl (140mg, 60%~ %)
mp 139-141 C; NMR (CDC1,,300 Hz): 7.32 (s,1H), 7.27 (d,1H,]=8),
7.12 (d,1H,J=7), 6.02 (d,1H,J=9), 5.78 (s,1H), 3.50-3.39 (m,1H), 2.45
(s,3H), 2.36 (s,6H), 1.82-1.60 (m,4H), 1.01 (,6H,J=8); C,H,,CIN, &%
¥t E4E . C,67.31,H,7.06,N,15.70,Cl,9.93; = ¥4 : C,67.32,H,
6.95, N, 15.50, Cl1,9.93 -

BRIBEZEP 1 2. 3ROCFPHAFETUMNERT FPHENSSE
bty EMBEEH . PhhXE, PrARE. MeHFA,
Et AT, BuATH ExHFERH.

139



200310122546. 6 oW P E94/128T

27

R3
A~
AN .
N
Ar
SH#B  Z R’ Ar mp ('C
12000 C-Me 2-L Xk B 2-Me-4-OMePh 58-59.5
1201° C-Me HFTEAL 2-Me-4-OMePh 94.5-96
1202° C-Me N(Me)CH,CH=CH, 2-Me-4-OMePh bk 4
1203¢ C-Me N(CH,CH=CH,), 2-Me-4-OMePh & 3K 4
1204 C-Me N(Et)CH,c-Pr 2-Me-4-OMePh
1205* C-Me  NHCH,2-m™ fi*"h £ 2-Me-4-OMePh 3F & 7Y
1206¥ C-Me N(Pr)CH,c-Pr 2-Me-4-OMePh R 4
1207% C-Me N(Me)Pr 2-Me-4-OMePh PR
1208" C-Me N(Me)Et 2-Me-4-OMePh ih AR 4
1209 C-Me N(Me)Bu 2-Me-4-OMePh i 4K 4%
1210 C-Me N(Me)tk & % 2-Me-4-OMePh R 3
1211' C-Me NH(CH(CH,)CH(CR,)CH,) 2-Me-4-OMePh b 3K Ay
1212 C-Me N(CH,CH,0Me)CH,CH=CH, 2-Me-4-OMePh AR A
1213* C-Me N(CH,CH,OMe)Me 2-Me-4-OMePh i R A
1214 C-Me N(CH,CH,OMe)Et 2-Me-4-OMePh
1215 C-Me N(CH,CH,OMe)Pr 2-Me-4-OMePh
1216 C-Me N(CH,CH,0Me)CH,c-Pr 2-Me-4-OMePh
1217 C-Me  NH(CH(CH,)CH,CH,) 2-Me-4-OMePh sh R 4
1218 C-Me NHCH({(c-Pr), 2-Me-4-OMePh
1219" C-Me NH-2-Z.% 2-Me-4-OMePh IR
1220° C-Me NH-2-& & 2-Me-4-OMePh i AR 4
12217 C-Me  NHCH,-2-m & sxvh & 2-Me-4-OMePh Ik da /%
1222 C-Me NEt(3 2 £) 2-Me-4-OMePh 3K 48
1223 C-Me 2-Z ko X 2,5-Me,-4-OMePh

1224 C-Me RTEAA 2,5-Me,~4-OMcPh
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1225
1226
1227
1228
1229
1230
1231

1232
1233
1234
1235
1236
1237
1238
1239
1240

1241

1245
1255°
1256
1257
1258

1259
1260
1261

1262
1263
1264
1265
1266
1267
1268°
1269
1270°
1271%
1272

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH¢c-Pr

N(Me)Pr

N(Me)Et

N(Me)Bu
N(Me)ik 5 &

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,OMe)CH,CH=CH,

N(CH,CH,0OMe)Me
N(CH,CH,0OMe)Et
N(CH,CH,OMe)Pr

N(CH:CHzoMe)CHZC-PI‘
NH(CH(CH,)CH,CH;)

NHCH(c-Pr),
2-T Aok &
FTEAX
N(Me)CH,CH=CH,
N(CH,CH=CH,),
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N{Me)Bu
N(Me)#k & %

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,OMe)CH,CH=CH,

N(CH,CH,OMe)Me
N(CH,CH,OMe)Et
N(CH,CH,OMe)Pr

N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)

NHCH(c-Pr),
N(CH,CH,OMe),

NHCH(E),
N(E1),

141

2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,~4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,5-Me,-4-OMePh
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph
2,4-(OMe),Ph

64.8-65.6

137.8-138.3

R4
128-129.4
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12737
1274
1275

1276
1277
1278
1279
1280
1281
1282

1283
1284
1285
1286
1287
1288
1289
1290
1291
1292
1293
1294

1295

1296
1297
1298
1299
1300
1301
1302

1303
1304
1305
1306
1307
1308

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

N(Pr),
2-ZERRE
ITEAE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)te & %

N(CH,CH,0Me)Me
N(CH,CH,OMe)Et
N(CH,CH,0Me)Pr

N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)

NHCH({(c-Pr),
N(CH,CH,0Me),
NHCH(Et),
N-(Et),
2-LERTE
HRTEAL
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)tk % &

N(CH,CH,O0Me)Me
N(CH,CH,OMe)Et
N(CH,CH,0Me)Pr

N(CH,CH,OMe)CH,c-Pr

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,O0Me)CH,CH=CH,

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,OMe)CH,CH=CH,

142

2,4-(OMe),Ph
2,4-(OMe),-5-MePh
2,4-(OMe),- 5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe);-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe¢),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-MePh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-ClPh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-ClPh
2,4-(OMe),-5-ClPh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-CiPh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-ClPh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-ClPh
2,4-(0OMe),-5-CIPh
2,4-(OMe),-5-C1Ph
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1309
1310
1311
1312
1313
1314’
1315°
1316

1317
1318
1319*
1320*
1321*
1322
1323
1324
1325
1326

1327
1328%

1329*
1330
1331%
1332
1333
1334*
1335
1336

1337
1338
1339
1340
1341
1342
1343

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

NH(CH(CH,)CH,CH,)
NHCH(c-Pr),
N(CH,CH,0OMe),
NHCH(Et),
N-(Et),

2-Z Eokk &
FTELE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)#k & %

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,0Me)CH,CH=CH,

N(CH,CH,OMe)Me
N(CH,CH,OMe)Et
N(CH,CH,OMe)Pr
N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)
NHCH(c-Pr),
N(CH,CH,OMze),
NHCH(EY),
N(EY),
NEt(Bu)

2-T Aok A
FTERE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)#k & &

143

2,4-(OMe),-5-CIPh
2,4<(OMe),-5-CIPh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-CIPh
2,4-(OMe),-5-CIPh
2-Me-4,6-(0Me),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(0OMe),Ph
2-Me-4,6-(0OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Me-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-Cl1-4,6-(OMe),Ph
2-C1-4,6-(OMe),Ph
2-Cl1-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-C1-4,6-(OMe),Ph
2-C1-4,6-(0OMe),Ph

145-149
131-133
mRY
KA
P
R4
L

AR 4

it K 4
107-110

R L
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1344
1345
1346
1347
1348
1349
1350
1351
1352
1353
1354

1355

1356
1357
1358
1359
1360
1361
1362
1363
1364
1365
1366
1367
1368
1369
1370
1371
1372
1373
1374
1375
1376
1377
1378
1379

C-Me NH(CH(CH,)CH(CH,)CH,)
C-Me N(CH,CH,OM¢)CH,CH=CH,
CMe  N(CH,CH,0Mc)Me
C-Me  N(CH,CH,0OMe)Et
C-Me  N(CH,CH,0Me)Pr
C-Me N(CH,CH,0Me)CH,c-Pr
C-Me  NH(CH(CH,)CH,CH,)

C-Me NHCH(c-Pr),
C-Me NHCH(Et),
C-Me N(Et),
C-Me 2-LEBRRE
C-Me FRTERE
C-Me N(Me)CH,CH=CH,
C-Me N(Et)CH,c-Pr
C-Me N(Pr)CH,c-Pr
C-Me N(Me)Pr
C-Me N(Me)Et
C-Me N(Me)Bu
C-Me N(Me)tk & %

C-Me NH(CH(CH,)CH(CH;)CH,)
C-Me N(CH,CH,0Me)CH,CH=CH,
C-Me N(CH,CH,OMe)Me
C-Me N(CH,CH,OMe)Et
C-Me N(CH,CH,OMe)Pr
C-Me N(CH,CH,0OMe)CH,c-Pr
C-Me  NH(CH(CH,)CH,CH,)

C-Me NHCH(c-Pr),
C-Me 2-LERRE
C-Me RTERE
C-Me N(Me)CH,CH=CH,
C-Me N(Et)CHyc-Pr
C-Me N(Pr)CH,c-Pr
C-Me N(Me)Pr
C-Me N(Me)Et
C-Me N(Me)Bu
C-Me N(Me)ik & &

144

2-Cl-4,6-(OMe),Ph
2-Cl-4,6-(OM¢),Ph
2-Cl-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-C1-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph
2-Cl-4,6-(OMe),Ph

2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-C1-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph
2-Cl-4-OMe-Ph

2-Me-4,5-(0OMc),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(0OMe),Ph
2-Me-4,5-(OMe),Ph
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1380
1381
1382
1383
1384
1385
1386
1387
1388
1389
1390
1391
1392

1393®
1394%
1395
1396%

1397%*
1398
1399*"
1400
1401
1402
1403
1404™
1405
1406*
1407
1408
1409%*
1410%
1411"
1412

1413
1414

C-Me NH(CH(CH,)CH(CH,)CH,)
C-Me N(CH,CH,OMe)CH,CH=CH,

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

N(CH,CH,OMe)Me
N(CH,CH,0OMe)Et
N(CH,CH,OMe)Pr
N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)

NHCH(c-Pr),

N(CH,CH,0Me),

NHCH(EY),
N(Et),
NEt(Bu)
2-L AoRot &
FTEAE

N(Me)CH,CH=CH,

N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)sk & %

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,0Me)CH,CH=CH,
N(CH,CH,OMe)Me
N(CH,CH,OMe)Et
N(CH,CH,OMe)Pr
N(CH,CH,0Me)CH c-Pr
NH(CH(CH,)CH,CH,)

NHCH(c-Pr),

N(CH,CH,0Me),

NHCH(Et),
N(Eb),
NEt(Bu)
2-LERRE
ATERE

145

2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Me-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(0OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(0OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(0OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4,5-(OMe),Ph
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh

&R
115-117
115-119
p R

o e

w4k A

i KA
104-106
i X 4
iR 4
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1415
1416
1417
1418
1419
1420
1421

1422
1423
1424
1425
1426
1427
1428
1429
1430
1431
1432
1433
1434
1435
1436
1437
1438
1439
1440
1441
1442
1443
1444
1445
1446
1447
1448
1449
1450

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr

N(Me)Pr

N(Me)Et

N(Me)Bu
NMe)tk & &

N(CH,CH,OMe)Me
N(CH,CH,OMe)Et
N(CH,CH,OMe)Pr

N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH;)

NHCH(c-Pr),
NHCH(E),
N(E),
NEt(Bu)
2-Z Rk A
FTERE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)tk & £

N(CH,CH,OMe)Me
N(CH,CH,OMe)Et
N(CH,CH,OMe)Pr

NHCH(c-Pr),
NHCH(EY),

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,0Me)CH,CH=CH,

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,0Me)CH,CH=CH,

N(CH,CH,0OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)

146

2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-M¢ePh
2-Cl-4-OMe-5-MePh
2-C1-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-C1-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-4-OMe-5-MePh
2-Cl-6-OMe-4-MePh
2-C1-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-C1-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-C1-6-OMe-4-MePh
2-C1-6-OMe-4-MePh
2-C1-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
2-Cl-6-OMe-4-MePh
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1451 C-Me N(Et), 2-Cl-6-OMe-4-MePh
1452 C-Me NEt(Bu) 2-C1-6-OMe-4-MePh
1453 C-Me 2. L AR XK 2,6-Me,-4-OMePh
1454 C-Me FTERE 2,6-Me,-4-OMePh
1455 C-Me N(Me)CH,CH=CH, 2,6-Me,-4-OMePh
1456 C-Me N(Et)CH,c-Pr 2,6-Me,4-OMePh
1457 C-Me N(Pr)CH,c-Pr 2,6-Me,-4-OMePh
1458 C-Me N(Me)Pr 2,6-Me,-4-OMePh
1459 C-Me N(Me)Et 2,6-Me,-4-OMePh
1460 C-Me N(Me)Bu 2,6-Me,-4-OMePh
1461 C-Me N(Me)k & & 2,6-Me,-4-OMePh
1462 C-Me NH(CH(CH,)CH(CH,)CH,) 2,6-Me,-4-OMePh
1463 C-Me N(CH,CH,OMe)CH,CH=CH,  2,6-Me,-4-OMePh
1464 C-Me N(CH,CH,OMe)Me 2,6-Me,-4-OMePh
1465 C-Me N(CH,CH,OMe)Et 2,6-Me,-4-OMePh
1466 C-Me N(CH,CH,OMe)Pr 2,6-Me,-4-OMcPh
1467 C-Me N(CH,CH,OMe)CH,c-Pr 2,6-Me,-4-OMePh
1468 C-Me  NH(CH(CH,)CH,CH;) 2,6-Me,-4-OMePh
1469 C-Me NHCH(c-Pr), 2,6-Me,-4-OMePh
1470 C-Me NHCH(EY), 2,6-Me,-4-OMePh
1471 C-Me N(EY), 2,6-Me,-4-OMePh
1472 C-Me NEt(Bu) 2,6-Me,-4-OMePh
1473 C-Me 2-LAkeT K 2-C1-4-OMe-5-FPh
1474 C-Me HTERKE 2-Cl-4-OMe-5-FPh
1475 C-Me N{Me)CH,CH=CH, 2-Cl-4-OMe-5-FPh K4
1476 C-Me N(E))CH,c-Pr 2-Cl-4-OMe-5-FPh
1478 C-Me N(Pr)CH,c-Pr 2-Cl-4-OMe-5-FPh
1479% C-Me N(Me)Pr 2-Cl-4-OMe-5-FPh EER T
1480* C-Me N(Me)Et 2-Cl-4-OMe-5-FPh ik 4
1481 C-Me N(Me)Bu 2-Cl-4-OMe-5-FPh
1482 C-Me N(Me)# %A % 2-Cl-4-OMe-5-FPh
1483 C-Me NH(CH(CH,)CH(CH,)CH;)  2-Cl-4-OMe-5-FPh
1484 C-Me N(CH,CH,OMe)CH,CH=CH,  2-Cl-4-OMe-5-FPh
1485 C-Me N(CH,CH,OMe)Me 2-Cl-4-OMe-5-FPh
1486 C-Me N(CH,CH,OMe)Et 2-Cl-4-OMe-3-FPh
1487 C-Me N(CH,CH,OMe)Pr 2-Cl-4-OMe-5-FPh
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1488
1489
1490
1491™
1492%
1493%
1494
1495
1496
1497
1498
1499
1500
1501
1502
1503
1504
1505
1506
1507
1508
1509
1510
1511
1512
1513
1514
1515
1516
1517
1518
1519
1520
1521
1522

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)
NHCH(c-Pr),
NHCH(E?),
N(Et),
NEt(Bu)

2-Z &k &
RTEARE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,¢-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)k /5 £

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,OMe)CH,CH=CH,

N(CH,CH,OMe)Me
N(CH,CH,OMe)Et
N(CH,CH,OMe)Pr
N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)
NHCH(c-Pr),
NHCH(E?),
N(Et),
NEt(Bu)

2-T ko &
FTEAE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)ik 7 &

148

2-Cl-4-OMe-5-FPh
2-Cl-4-OMe-5-FPh
2-Cl-4-OMe-5-FPh
2-Cl-4-OMe-5-FPh
2-Cl-4-OMe-5-FPh
2-Cl-4-OMe-5-FPh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-C1-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Ci-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
2-Cl-4-OMe-6-MePh
6-Me,N-4-Me-#t % -3- &
6-Me,N-4-Me-ot 7% -3- %
6-Me,N-4-Me-oit % -3- £
6-Me,N-4-Me-", & -3- %
6-Me,N-4-Me- % -3-2
6-Me,N-4-Me-t % -3-2
6-Me,N-4-Me-st7% -3- %
6-Me,N-4-Me- 7% -3- %
6-Me,N-4-Me-oe & -3- %

B #

bk
96-98
& KA
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1523 C-Me NH(CH(CH,)CH(CH,)CH,) 6-Me,N-4-Me-%to%-3-%
1524 C-Me N(CH,CH,0Me)CH,CH=CH, 6-Me,N-4-Me-nt7-3-%

1525
1526
1527
1528
1529
1530
1531™
1532%
1533%
1534
1535
1536
1537
1538
1539
1540
1541
1542
1543
1544
1545
1546
1547
1548
1549
1550
1551
1552
1553
1554
1555

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

N(CH,CH,OMe)Me
N(CH,CH,OMe)Et
N(CH,CH,OMe)Pr
N(CH,CH,0OMe)CH,c-Pr
NH(CH(CH,)CH,CHj,)
NHCH({(c-Pr),
N(CH,CH,0Me),
NHCH(E),
N(EY),

2-T ARk
RTARE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)te & £

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,OMe)CH,CH=CH,

N(CH,CH,OMe)Me
N{CH,CH,OMe)Et
N(CH,CH,OMe)Pr
N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)
NHCH(c-Pr),
N(CH,CH,OMe),
NHCH(Et),
N(EY),
2-TEREE
FTERE

149

6-Me,N-4-Me-t=2-3-%
6-Me,N-4-Me-nt72-3-%
6-Me,N-4-Me-ntet -3-%
6-Me,N-4-Me-7t7% -3- &
6-Me,N-4-Me-.7%Z-3-%
6-Me,N-4-Me-% -3- %
6-Mc,N-4-Me-"% -3- &
6-Me,N-4-Me-tE -3- %
6-Me,N-4-Me-nt=t -3- %
6-MeO-4-Me-at% -3- &
6-MeO-4-Me-7t7E -3- %
6-MeO-4-Me-t % -3- %
6-MeO-4-Me-#7% -3- &
6-MeO-4-Me-at7% -3- &
6-MeO-4-Me-nt.7t -3- K&
6-MeO-4-Me-t%-3- %
6-MeO-4-Me-at% -3- &
6-MeO-4-Me-#t%Z -3-%
6-MeO-4-Me-bot -3- %
6-MeO-4-Me-nt % -3-%
6-MeO-4-Me-#t7% -3- &
6-MeO-4-Me-#t72 -3- 4
6-MeO-4-Me-at% -3- %
6-MeQ-4-Me-7% -3- %
6-MeQ-4-Me-toZ -3- %
6-MeO-4-Me- 7% -3- %
6-MeO-4-Me-#7% -3- &
6-MeO-4-Me-"t7E -3-%
6-MeO-4-Me-t%-3- %
4,6-Me,-3t% -3-%&
4,6-Me,- % -3-%

K 4

103-104
153-154
117-118
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1556
1557
1558
1559
1560
1561
1562
1563
1564

1565

1566
1567
1568
1569
1570
1571
1572
1573
1574
1575
1576
1577
1578
1579
1580
1581
1582
1583
1584
1585
1586
1587
1588

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

N(Me)CH,CH=CH,
N(EHCH,c-Pr
N(Pr)CH,c-Pr

N(Me)Pr

N(Me)Et

N(Me)Bu
N(Me)k & £

N(CH,CH,OMe)Me
N(CH,CH,0OMe)Et
N(CH,CH,OMe)Pr

N(CH,CH,OMe)CH,c-Pr
NH(CH(CH,)CH,CH,)

NHCH(c-Pr),
N(CH,CH,OMe),
NHCH(EL),
N(Et),
2-TA%R%E
RTERE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)ik & %

N(CH,CH,OMe)Me
N(CH,CH,OMe¢)Et
N(CH,CH,OMe)Pr

N(CH,CH,0OMe)CH,c-Pr

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,0Me)CH,CH=CH,

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,0Me)CH,CH=CH,

150

4,6-Me,- ik -3- %
4,6-Me,-#tst -3-4
4,6-Me,-ot= -3- %
4,6-Me,-"t%-3- %
4,6-Me,-*t.% -3- %
4,6-Me,-7%-3-%
4,6-Me,-*io% -3- %
4,6-Me,-#t.7%-3-%
4,6-Me,-#72-3-%
4,6-Me,-atok -3- &
4,6-Me,-7% -3- %
4,6-Me, % -3- %
4,6-Me,-meE-3- %
4,6-Me,-otoz -3-
4,6-Me,-t%-3-%
4,6-Me,-t7t-3- &
4,6-Me,-"7% -3- &
4,6-Me,- %% -3- %
2,6-Me,-R% -3-5
2,6-Me,-wtx -3- &
2,6-Me,-t.7% -3- &
2,6-Me,-#ot-3- %
2,6-Me,-% -3- %

2,6-Me,- 97t -3- %

2,6-Me,-at®R-3- %
2,6-Me,- 72 -3- 2
2,6-Me,-at7% -3- &
2,6-Me,-#tk -3- &
2,6-Me,- "% -3- %
2,6-Me,- "% -3- &
2,6-Me,-#7% -3- %
2,6-Me,-ko -3- %
2,6-Me,-t%-3- &
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1589
1590
1591
1592
1593
1594
1595
1596
1597
1598
1599
1600
1601
1602
1603
1604
1605
1606
1607
1608
1609
1610
1611
1612
1613
1614
1615
1616
1617
1618
1619
1620
1621

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

NH(CH(CH,)CH,CH,)
NHCH(c-Pr),
N(CH,CH,0Me),
NHCH(EY),
N(EY),
2-ZhKEE
IRTEARL
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CH,c-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu
N(Me)tk & &

NH(CH(CH,)CH(CH,)CH,)
N(CH,CH,0Me)CH,CH=CH,

N(CH,CH,OMe)Me
N(CH,CH,OM¢)Et
N(CH,CH,0OMe)Pr
N(CH,CH,OMe)CH c-Pr
NH(CH(CH,)CH,CH,)
NHCH(c-Pr),
N(CH,CH,OMe),
NHCH(E),
N(ED),
2-TERER
FTEARE
N(Me)CH,CH=CH,
N(Et)CH,c-Pr
N(Pr)CHyc-Pr
N(Me)Pr
N(Me)Et
N(Me)Bu

151

2,6-Me,- b7t -3- &
2,6-Me,- 7% -3-%&
2,6-Me,-t7x -3- &
2,6-Me,-#rZ -3- K
2,6-Me,- "% -3-5&
4-MeO-6-Me-nt ot -3- %
4-MeO-6-Me-tog-3- &
4-MeO-6-Me-%tot -3- &
4-MeO-6-Me-t%-3-5
4-MeO-6-Me-% -3- %
4-Me0-6-Me-"tg -3-%
4-MeO-6-Me-ab7t -3- &
4-MeO-6-Me-E-3- &
4-MeO-6-Me-t7E-3- %
4-MeO-6-Me-#t.7% -3-%
4-MeO-6-Me-#t7% -3- &
4-MeO-6-Me-.7E -3- %
4-MeO-6-Me-t 7% -3- &
4-MeO-6-Me-#hoE -3- &
4-MeO-6-Me-#.% -3- &
4-MeQ-6-Me-okrg -3-%&
4-MeQ-6-Me-"t7E-3-5
4-MeO-6-Me-ot7E -3- %
4-MeO-6-Me-#t.7% -3- &
4-MeO-6-Me-#t.t -3- 2
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
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1622

1623
1624
1625
1626
1627
1628
1629
1630
1631
1632
1633
1634

C-Me

N(Me)i & £

C-Me N(CH,CH,OMe)CH,CH=CH,

C-Me
C-Me
C-Me

N(CH,CH,OMe)Me
N(CH,CH,OMEe)Et
N(CH,CH,OMe)Pr

C-Me N(CH,CH,0Me)CH,c-Pr

C-Me
C-Me
C-Me
C-Me
C-Me
C-Me

A7 HKIE.

2)
b)
c)
d)
f)
g)
h)
i)

CI-MS :
CI-MS :
CI-MS :
CI-MS
CI-MS :
CI-MS :
CI-MS :
CI-MS :
CI-MS .
CI-HRMS
CI-MS
CI-MS :
CI-MS :
CI-MS :
CI-MS :
CI-HRMS
CI-HRMS
CI-HRMS
CI-HRMS

NH(CH(CH,)CH,CH,)
NHCH(c-Pr),
N(CH,CH,0OMe),
NHCH(E),
N(EY),
NEt(Bu)

330 (M+H)" ;
338 (MH+H)';
338 (M+H)";
400 (M+H)" ;
326 (M+H)";
354 (M+H)";
336 (M+H)";
354 (M+H)";
378 (M+H)";

. T F4E 356.2087 (M+H)":

340 (M+H)";
368 (M+H)";
326 (M+H)";
368 (M+H)";
394 (M+H)";

. THEAL 380.2087 (M+H)"»
. T+ H-48 356.2008 (M+H)"»
. T EAE 416.2220 (M+H)',
. THH-1E 370.2243 (M+H)"»

152

2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(0OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(0OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph
2-Br-4,5-(OMe),Ph

3 R4E . 356.2071 ;

s m4E . 380.2078 ;
R . 356.1997 ;
S RME . 416.2005 ;
%R {E ;. 370.2246 ;
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v) CI-HRMS : it 5-1f 380.2400 (M+H)", £ R4 . 384.2382 ;
W) CI-HRMS : 7 X-4£ 429.2376 (M+H)"» R : 4292358 ;
X) CI-HRMS : ¥ i 397.2478 (M+H)", M4k . 397.2484 ;
) CI-HRMS : ¥4k 410.5438 (M+H)", H M4 . 410.2558 ;
z) CI-HRMS : 1K 368.4625 (M+H)". B . 3682100 ;
aa) CI-HRMS : ¥4 368.2090 (M+H)". S 3 {E . 368.4625 ;
ab) CI-MS 410 (M+H)" ;

ac) CI-HRMS : # ¥4 370.4785 (M+H)"» F M4 : 370.2246 ;
ad) CI-HRMS : 4K 356.4514 (M+H)"» ML . 356.2086 ;
ae) CI-MS 384 (M+H)";

af) CL-MS 400 (M+H)";

ag CI-MS 426 (M+H)" ;

ah) CI-HRMS : K1k 388.1553 (M+H)"» L@ . 388.1554 ;
ai) CI-HRMS : it F-4& 388.1540 (M+H)", R4 . 358.1546 ;
aj) CI-HRMS : it ¥1E 430.2005 (M+H)"» £ B : 430.2006 ;
ak) CI-HRMS : X 18 390.1683 (M+H)"» F M4 : 390.1682 ;
al) CI-HRMS : ¥4 376.1554 (M+H)"» % &M . 376.1548 ;
am)  CI-HRMS : 345 404.1853 (M+H)"» SR . 404.1850 ;
an) CI-HRMS : HJ-4i 420.1810 (M+H)", SR . 420.1809 ;
a0) CI-HRMS : ¥4k 446.1946 (M+H)", =AML : 446.1949 ;
ap) CI-HRMS : + F1& 450.1917 (M+H)", EH{E: 450.1913 ;
aq) CI-HRMS : 51K 404.1839 (M+H)*» = R[4E : 404.1846 ;
ar) CI-HRMS : ¥ 4E 390.1678 (M+H)", $£ M4 : 390.1680 ;
as) CI-HRMS : +1E 4182010 (M+H)", M4 : 4182012 ;
at) CI-HRMS : A% 384.2512 (M+H)',» S &I{L: 384.2506 ;
au)  CI-HRMS : # 41 414.2617 (M+H)", S &4 . 414.2600 ;
av) CI-HRMS : +J 1 367.2484 (M+H)", F 3. 367.2477 ;
aw)  CL-HRMS ; tHH-1i 354.2406 (M+H)"» ER4E . 354.2388 ;
ax) CI-MS 370 (M+H)";

ay) CI-MS 380 (M+H)";

az) CI-MS 340 (M+H)";

ba) CI-HRMS : 7H¥1E 376.1340 (M+H)", HM4E . 376.1347 ;
bb)  CI-HRMS : 814 378.1497 (M+H)"» £ X|4E . 378.1495 ;
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be)
bd)
be)
bf)
bg)

CI-HRMS :
CI-HRMS :
CI-HRMS :
CI-HRMS :

CI-HRMS

HHAE 364.1340 (M+H)'» S B 4E .
FHEAL 378.1593 (M+H)'» 3 B4E .
I AE 392.1653 (M+H) . E R4 .
HHA4E 378.1497 (M+H)", 5 R4E
;A 406.1810 (M+H)", &R .

364.1333 ;
378.1498 ;
392.1649 ;
378.1489 ;
406.1819 ;

BIBFZHB 1A . 1B 432« 433 . 434 TR T, TRAMNELS ¥
PR bl tgited. $RMNEEH . PhAXE, PrARE, Me
AFA, BtATZE, BudTH, cPrARAEE, Ex A F-EH,

5 EtOAc A LB L% .

5 38.19]
2000
2001
2002
2003
2004
2005
2006
2007
2008
2009
2010
201
2012
2013

% 8
R3
R 7 N\
CH,
N
H4C N
Ar
R Ar mp (C)

N(CH,CH,0Me), 2,4-Cl,-Ph
N(Bu)Et 2,4-Cl,-Ph

NHCH(Et)CH,OMe 2,4-Cl,-Ph
N(Pr)CH,CH,CN 2,4-Cl,-Ph
NH-3-5 % 2,4-Cl,-Ph
NHCH(CH,OMe), 2,4-CL,-Ph
NHCH(E), 2,4-Me,-Ph
NHCH(CH,OMe), 2,4-Me,-Ph
N(CH,CH,0Me), 2,4-Me,-Ph
N(c-Pr)CH,CH,CN 2,4-Me,-Ph
N(CH,CH,0Me), 2-Cl,4-MePh
NHCH(CH,OMe), 2-Cl,4-MePh
NHCH(EY), 2-Cl,4-MePh
NEt, 2,4-Me,-Ph
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2014
2015
2016
2017
2018
2019
2020
2021
2022
2023
2024
2025
2026
2027
2028
2029
2030
2031
2032
2033
2034
2035
2036
2037
2038
2039
2040
2041
2042
2043
2044
2045
2046
2047
2048
2049
2050

Me
Me
Me
Me
Me
Me
Me

Me

N(Pr)CH,CH,CN
N(Bu)CH,CH,CN
NHCH(Et)CH,OMe
NHCH(E),
NHCH(CH,0Me),
N(CH,CH,0Me),

(S)-NHCH(CH,CH,0OMe)-

(CH,OMe)

(S)-NHCH(CH,CH,OMe)-

(CH,OMe)
N(CH,CH,0Me),
NHEt
NHCH(EY),
NHCH(CH,OMe),
N(Ac)Et

(S)-NHCH(CH,CH,0OMe)-

(CH,OMe)
N(Pr)CH,CH,CN
NEt,

(S)-NHCH(CH,CH,OMe)-

(CH,OMe)

NEt,
N(c-Pr)CH,CH,CN
N(c-Pr)CH,CH,CN
NHCH(Et)CH,0Me
NHCH(Et)CH,OMe
NHCH(CH,OMe),

N(CH,CH,OMe),
NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN

NEt,

NH-3-/% %
NHCH(Et)CH,CH,OMe
NHCH(Me)CH,CH,0Me
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0Me
NHCH(E)CH,CH,OMe

155

2,4-Me,-Ph

2,4-Me,-Ph

2,4-Me,-Ph
2-Me,4-MeOPh
2-Me,4-MeOPh
2-Me,4-MeOPh
2-Me,4-MeQPh

2,4-Me,-Ph

2-Me,4-CIPh
2,4-Me,-Ph
2-Me,4-CIPh
2-Me,4-CIPh
2,4-Me,-Ph
2-Me,4-CIPh

2-Me,4-MeQOPh
2-Me 4-MeOPh
2-C1,4-MePh

2-Cl,4-MePh
2-Me,4-MeOPh

2-Cl,4-MePh
2-Me,4-MeOPh

2-Cl,4-MePh
2-Cl-4-MeQPh
2-Cl-4-MeQOPh
2-Cl-4-MeQOPh
2-Cl-4-MeQPh
2-Cl-4-MeQOPh
2-Cl-4-MeOQOPh
2-Cl-4-MeOPh
2-Cl-4-MeQOPh
2-Br-4-MeQOPh
2-Br-4-MeOPh
2-Me-4-MeOPh

115-116°
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2051 Me  NHCH(Me)CH,CH,OMe 2-Me-4-MeOPh
2052 Me NHCH(CH,0Me), 2-Cl-4,5-(MeO),Ph
2053 Me N(CH,CH,0Me), 2-Cl-4,5-(Me0),Ph
2054 Me NHCH(EH)CH,0Me 2-Cl-4,5-(MeO),Ph
2055 Me N(c-Pr)CH,CH,CN 2-Cl-4,5-(MeO),Ph
2056 Me NEt, 2-Cl-4,5-(MeO),Ph
2057 Me NH-3-% % 2-Cl-4,5-(MeO),Ph
2058 Me  NHCH(EY)CH,CH,OMe -  2-Cl-4,5-(MeO),Ph
2059 Me  NHCH(Me)CH,CH,0Me 2-Cl-4,5-(MeO),Ph
2060 Me NHCH(CH,OMe), 2-Br-4,5-(MeQ),Ph
2061 Me N(CH,CH,OMe), 2-Br-4,5-(Me0),Ph
2062 Me NHCH(Et)CH,OMe 2-Br-4,5-(MeO),Ph
2063 Me N(c-Pr)CH,CH,CN 2-Br-4,5-(MeO),Ph
2064 Me NEt, 2-Br-4,5-(MeO),Ph
2065 Me NH-3-% % 2-Br-4,5-(MeQ),Ph
2066 Me  NHCH(Et)CH,CH,0Me 2-Br-4,5-(MeO),Ph
2067 Me  NHCH(Me)CH,CH,0Me 2-Br-4,5-(MeO),Ph
2068 Me NHCH(CH,0Me), 2-Cl-4,6-(MeO),Ph
2069 Me N(CH,CH,OMe), 2-Cl-4,6-(Me0),Ph
2070 Me NHCH(Et)CH,0Me 2-Cl-4,6-(Me0),Ph
2071 Me N(c-Pr)CH,CH,CN 2-Cl-4,6-(MeO),Ph
2072 Me NEt, 2-Cl-4,6-(MeO),Ph
2073 Me NH-3- A& % 2-C1-4,6-(MeQ),Ph
2074 Me  NHCH(Et)CH,CH,0Me 2-C1-4,6-(MeO),Ph
2075 Me  NHCH(Me)CH,CH,0Me 2-C1-4,6-(Me0),Ph
2076 Me NHCH(CH,OMe), 2-Me-4,6-(MeO),Ph
2077 Me N(CH,CH,0Me), 2-Me-4,6-(MeQ),Ph
2078 Me NHCH(EL)CH,OMe 2-Me-4,6-(MeQ),Ph
2079 Me N(¢c-Pr)CH,CH,CN 2-Me-4,6-(MeO),Ph
2080 Me NEt, 2-Me-4,6-(MeO),Ph
2081 Me NH-3-% % 2-Me-4,6-(MeO),Ph
2082 Me  NHCH(Et)CH,CH,OMe 2-Me-4,6-(MeO),Ph
2083 Me  NHCH(Me)CH,CH,OMe 2-Me-4,6-(MeO),Ph
2084 Me N(c-Pr)CH,CH,CN 2-Br-4,6-(MeO),Ph
2085 Me NEt, 2-Br-4,6-(MeO),Ph
2086 Me NH-3-/% % 2-Br-4,6-(MeO),Ph
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2087 Me  NHCH(Et)CH,CH,0Me 2-Br-4,6-(MeO),Ph
2088 Me  NHCH(Me)CH,CH,OMe 2-Br-4,6-(MeQ),Ph
2089 Me  NHCH(Et)CH,CH,OMe 2-Me-4-MeOPh
2000 Me  NHCH(Me)CH,CH,0Me 2-Me-4-MeOPh
2091 Me NHCH(CH,OMe), 2-MeO-4-MePh
2092 Me N(CH,CH,0Me), 2-MeO-4-MePh
2093 Me NHCH(Et)CH,OMe 2-MeO-4-MePh
2094 Me N(c-Pr)CH,CH,CN 2-MeO-4-MePh
2095 Me NEt, 2-MeO-4-MePh
2096 Me NH-3-% % 2-MeO-4-MePh
2097 Me  NHCH(Et)CH,CH,OMe 2-MeO-4-MePh
2098 Me  NHCH(Me)CH,CH,0OMe 2-Me0O-4-MePh
2099 Me NHCH(CH,OMe), 2-MeO-4-MePh
2100 Me N(CH,CH,0Me), 2-MeO-4-MePh
2101 Me NHCH(EY)CH,OMe 2-MeO-4-MePh
2102 © Me N(c-Pr)CH,CH,CN 2-MeO-4-MePh
2103 Me NEt, 2-MeQO-4-MePh
2104 Me NH-3-%% 2-MeO-4-MePh
2105 Me NHCH(Et)CH,CH,0Me 2-Me0-4-MePh
2106 Me  NHCH(Me)CH,CH,OMe 2-MeO-4-MePh
2107 Me NHCH(CH,OMe), 2-MeO-4-ClPh
2108 Me N(CH,CH,OMe), 2-MeO-4-CIPh
2109 Me NHCH(EY)CH,OMe 2-MeO-4-CIPh
2110 Me N(c-Pr)CH,CH,CN 2-MeO-4-CIPh
2111  Me NEt, 2-MeO-4-CIPh
2112 Me NH-3- %% 2-MeO-4-ClPh
2113 Me  NHCH(Et)CH,CH,0Me 2-MeO-4-C1Ph
2114 Me  NHCH(Me)CH,CH,OMe 2-MeO-4-CIPh
2115 Cl N(CH,CH,0Me), 2,4-Cl,-Ph
2116 Cl N(Bu)Et 2,4-Cl,-Ph
2117 Cl NHCH(Et)CH,OMe 2,4-Cl,-Ph
2118 Cl N(Pr)CH,CH,CN 2,4-Cl,-Ph
2119 Ct NH-3-% % 2,4-Cl,-Ph
2120 CI NHCH(CH,0OMe), 2,4-Cl,-Ph
2121 Cl NHCH(EY), 2,4-Me,-Ph
2122 QI NHCH(CH,OMe), 2,4-Mc,-Ph
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2123 Cl
2124 Cl
2125 Cl
2126 Cl
2127 Cl
2128 (I
2120 Cl
2130 C
2131 Cl
2132 (I
2133 (I
2134 (I
2135 Cl
2136

2137
2138

2139 Cl
2140 CI
2141 Cl
2142 Cl
2143 QI
2144 (I
2145

2146 Cl
2147 (]
2148 Cl
2149

2150 Q1
2151 Cl
2152 Cl
2153 (i
2154 (I
2155 (I
2156 Ci
2157 Ql
2158 Cl
2159 ClI

N(CH,CH,OMe),
Nfc-Pr)CH,CH,CN
N(CH,CH,OMe),
NHCH(CH,OMe),
NHCH(EY),

NEt,
N(Pr)CH,CH,CN
N(Bu)CH,CH,CN
NHCH(Et)CH,0OMe
NHCH(EY),
NHCH(CH,OMe),
N(CH,CH,0Me),
(S)-NHCH(CH,CH,OMe})-
(CH,OMe)
(S)-NHCH(CH,CH,OMe)-
(CH,OMe)
N(CH,CH,OMe),
NHEt
NHCH(Et),
NHCH(CH,OMe),
N{Ac)Et
(S)-NHCH(CH,CH,0OMe)-
(CH,0OMe)
N(Pr)CH,CH,CN
NEt,
(S)-NHCH(CH,CH,OMe)-
(CH,OMe)

NEt,
N{c-Pr)CH,CH,CN
N(c-Pr)CH,CH,CN
NHCH(Et)CH,OMe
NHCH(Et)CH,OMe
NHCH{(CH,OMe),
N{(CH,CH,OMe),
NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN
NEt,
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2,4-Me,-Ph
2,4-Me,-Ph
2-Cl,4-MePh
2-Cl,4-MePh
2-Cl,4-MePh
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2-Me,4-MeQOPh
2-Me,4-MeOPh
2-Me,4-MeOPh
2-Me,4-MeOPh

2,4-Me,-Ph

2-Me,4-ClPh
2,4-Me,-Ph
2-Me,4-CIPh
2-Me,4-CIPh
2,4-Me,-Ph
2-Me,4-C1Ph

2-Me,4-MeOPh
2-Me,4-MeOPh
2-Cl,4-MePh

2-Cl,4-MePh
2-Me,4-MeOPh

2-Cl,4-MePh
2-Me,4-MeOPh

2-Cl,4-MePh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-C1-4-MeOPh
2-Cl-4-MeQOPh
2-Cl-4-MeQPh

74-76"
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2160

2161
2162
2163
2164
2165
2166
2167
2168
2169
2170
2171
2172

2173
2174
2175
2176
2177
2178
2179
2180

2181
2182
2183
2184
2185
2186
2187
2188
2189
2190
2191
2192
2193
2194
2195

Cl

Cl
Cl
Cl
Cl
Cl
Cl
Ci
Ci
Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Cl
Cl
Ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

NH-3- /%4
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,OMe
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0Me
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,OMe

NHCH(CH,OMe),
N(CH,CH,OMe),
NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN
NEt,

NH-3-X%%
NHCH(Et)CH,CH,OMe
NHCH(Me)CH,CH,0Me

NHCH(CH,OMe),
N(CH,CH,0Me),
NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN
NEt,

NH-3- A%
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0OMe

NHCH(CH,OMe),
N(CH,CH,0Me),
NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN
NE,

NH-3-/% %
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,O0Me

NHCH(CH,OMe),
N(CH,CH,OMe),
NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN
NEt,
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2-C1-4-MeOPh

2-Cl-4-MeOPh
2-Cl-4-MeQPh
2-Br-4-MeOPh
2-Br-4-MeQOPh
2-Me-4-MeQOPh
2-Me-4-MeQOPh
2-Cl-4,5-(MeQ),Ph
2-Cl-4,5-(Me0),Ph
2-Cl-4,5-(MeO),Ph
2-C1-4,5-(McO),Ph
2-Cl-4,5-(Me0),Ph
2-Cl-4,5-(MeQ),Ph
2-Cl-4,5-(Me0),Ph
2-C1-4,5-(MeQ),Ph
2-Br-4,5-(MeQ),Ph
2-Br-4,5-(McO),Ph
2-Br-4,5-(MeQO),Ph
2-Br-4,5-(McO),Ph
2-Br-4,5-(MeQ),Ph
2-Br-4,5-(MecQ),Ph
2-Br-4,5-(MeO),Ph
2-Br-4,5-(MeO),Ph
2-Cl-4,6-(Me0),Ph
2-Cl-4,6-(MeO),Ph
2-Cl-4,6-(MeO),Ph
2-Cl-4,6-(MeO),Ph
2-Cli-4,6-(MeO),Ph
2-Cl-4,6-(MeO),Ph
2-Cl-4,6-(Me0),Ph
2-Cl-4,6-(MeO),Ph
2-Me-4,6-(MeO),Ph
2-Me-4,6-(MeO),Ph
2-Me-4,6-(MeQ),Ph
2-Me-4,6-(MeO),Ph
2-Me-4,6-(MeO),Ph
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2196

2197
2198
2199
2200
2201

2202
2203
2204
2205
2206
2207
2208
2209
2210
2211

2212
2213
2214
2215
2216
2217
2218
2219
2220
2221
2222
2223
2224
2225
2226
2227
2228
2229
2230
2231

Ci

Ci
Ci
Cl
Cl

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
Ci
Cl
Cl
Cl

Cl
Cl
Cl
Cl
Cl
Ci
Cl
Cl
Cl
Cl

NH-3-%.%
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0Me

N(c-Pr)CH,CH,CN
NEt,

NH-3- % &
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0Me
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0Me

NHCH(CH,OMe),
N(CH,CH,0Me),
NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN
NEt,

NH-3-A%
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,OMe

NHCH(CH,0Me),
N(CH,CH,0Me),
NHCH(Et)CH,0Me
N(c-Pr)CH,CH,CN
NEt,

NH-3-&%
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0Me

NHCH(CH,0Me),
N(CH,CH,0Me),
NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN
NEt,

NH-3-/% %
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0Me

N(CH,CH,0Me),
N(Bu)Et
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2-Me-4,6-(MeO),Ph
2-Me-4,6-(Me0),Ph
2-Me-4,6-(MeO),Ph

2-Br-4,6-(MeQ),Ph
2-Br-4,6-(MeO),Ph
2-Br-4,6-(MeO),Ph
2-Br-4,6-(MeO),Ph
2-Br-4,6-(Me0),Ph

2-Me-4- MeQPh
2-Me-4- McOPh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-C1Ph
2-MeO-4-CIPh
2-MeO-4-ClPh
2-Me0-4-C1Ph
2-Me0-4-CIPh
2-MeOQ-4-CIPh
2-Me0-4-ClPh
2-MeO-4-ClIPh
2,4-Cl,-Ph
2,4-Cl,-Ph
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2232 F NHCH(Et)CH,OMe 2,4-Cl,-Ph
2233 F N(c-Pr)CH,CH,CN 2,4-Cl,-Ph
2234 F NH-3-/% & 2,4-Cl,-Ph
2235 F NHCH(CH,OMe), 2,4-Cl,-Ph
2236 F NHCH(E), 2,4-Me,-Ph
2237 F NHCH(CH,OMe), 2,4-Me,-Ph
2238 F N(CH,CH,0OMe), 2,4-Me,-Ph
2239 F N(c-Pr)CH,CH,CN 2,4-Me,-Ph
2240 F N(CH,CH,0Me), 2-Cl,4-MePh
2241 F NHCH(CH,OMe), 2-Cl,4-MePh
2242  F NHCH(EL), 2-Cl,4-MePh
2243  F NEt, 2,4-Me,-Ph
2244  F N(Pr)CH,CH,CN 2,4-Me,-Ph
2245  F N(Bu)CH,CH,CN 2,4-Me,-Ph
2246 F NHCH(Et)CH,0Me 2,4-Me,-Ph
2247  F NHCH(EY), 2-Me-4-MeOPh
2248 F NHCH(CH,0Me), 2-Me-4-MeOPh
2249 F N(CH,CH,0Me), 2-Me-4-MeOPh
2250 F  (S)-NHCH(CH,CH,OMe)- 2-Me-4-MeOPh
2251 (CH,OMe)

2252 F  (S)-NHCH(CH,CH,OMe)- 2,4-Me;-Ph

2253 (CH,0Me)

2254  F N(CH,CH,OMe), 2-Me-4-CIPh
2255  F NHEt 2,4-Me,-Ph

2256 F NHCH(Et), 2-Me-4-CIPh
257 F NHCH(CH,0Me), 2-Me-4-CiPh
2258 F N(Ac)Et 2,4-Me,-Ph

2259 F  (S)-NHCH(CH,CH,OMe)- 2-Me-4-CIPh
2260 (CH,0Me)

2261 F N(Pr)CH,CH,CN 2-Me,4-MeOPh
2262 F NEt, 2-Me,4-MeOPh
2263 F  (S)-NHCH(CH,CH,OMe)- 2-Cl,4-MePh
2264 (CH,0Me)

2265 F NEt, 2-Cl,4-MePh
2266 F N(c-Pr)CH,CH,CN 2-Me,4-MeOPh
2267 F N(c-Pr)CH,CH,CN 2-Cl,4-MePh
2268 F NHCH(Et)CH,OMe 2-Me,4-MeOPh
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2269
2270
2271
2272
2273
2274
2275

2276
22717
2278
2279
2280
2281
2282
2283
2284
2285
2286
2287
2288
2289
2290
2291
2292
2293
2294
2295
2296
2297
2298
2299
2300
2301
2302
2303
2304

F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F
F

NHCH(E!)CH,0Me
NHCH(CH,OMe),
N(CH,CH,0Me),
NHCH(Et)CH,0Me
N(c-Pr)CH,CH,CN
NEt,
NH-3-A& %
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0Me
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,0OMe
NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,OMe
NHCH(CH,OMe),
N(CH,CH,0Me),
NHCH(E)CH,0Me
N(c-Pr)CH,CH,CN
NEt,
NH-3-&%
NHCH(Et)CH,CH,OMe
NHCH({Me)CH,CH,O0Me
NHCH(CH,0Me),
N(CH,CH,OMe),
NHCH(Et)CH,0Me
N(c-Pr)CH,CH,CN
NEt,
NH-3-/% %
NHCH(Et)CH,CH,OMe
NHCH(Me)CH,CH,0Me
NHCH(CH,0Me),
N(CH,CH,0Me),
NHCH(E1)CH,0Me
N{c-Pr)CH,CH,CN
NEx,
NH-3-% %
NHCH(Et)CH,CH,OMe
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2-Cl,4-MePh
2-Cl-4-MeQPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-C1-4-MeOPh
2-Cl-4-MeOPh
2-Cl1-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Br-4-MeOPh
2-Br-4-MeOPh
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Cl-4,5-(Me0O),Ph
2-Cl-4,5-(MeO),Ph
2-Cl-4,5-(Me0O),Ph
2-Cl1-4,5-(MeQ),Ph
2-Cl-4,5-(MeQO),Ph
2-Cl-4,5-(Me0),Ph
2-Cl-4,5-(MeO),Ph
2-Cl-4,5-(MeQO),Ph
2-Br-4,5-(MeQ),Ph
2-Br-4,5-(MeO),Ph
2-Br-4,5-(MeQ),Ph
2-Br-4,5-(MeO),Ph
2-Br-4,5-(MeO),Ph
2-Br-4,5-(MeQ),Ph
2-Br-4,5-(MeO),Ph
2-Br-4,5-(Me0O),Ph
2-Cl-4,6-(MeQ),Ph
2-Cl-4,6-(MeQ),Ph
2-Cl-4,6-(McQ),Ph
2-Cl-4,6-(MeQ),Ph
2-Cl-4,6-(Me0),Ph
2-Cl1-4,6-(Me0),Ph
2-Cl-4,6-(MeO),Ph
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2305
2306
2307
2308
2309
2310
2311
2312
2313
2314
2315
2316
2317
2318
2319
2320
2321
2322
2323
2324
2325
2326
2327
2328
2329
2330
2331
2332
2333
2334

2335
2336
2337
2338
2339
2340

’11’11"11*!1"!'}'1‘If'r1’r1"f1"11'11"81’ﬁ"ﬂ'ﬂ’ﬂ"ﬂ'ﬂ'ﬁ"ﬂ'ﬂ'ﬁ’ﬂ"ﬂ"ﬁ"ﬂ"ﬁ'ﬂ’ﬁ"11'1'!'11"11"11'11‘11

NHCH(Me)CH,CH,0Me
NHCH(CH,OMe),
N(CH,CH,0Me),

NHCH(Et)CH,OMe
N(c-Pr)CH,CH,CN
NEt,
NH-3-/% &

NHCH(Et)CH,CH,0Me

NHCH(Me)CH,CH,0Me
N(c-Pr)CH,CH,CN

NEt,
NH-3-/% %

NHCH(Et)CH,CH,OMe

NHCH(Me)CH,CH,0Me

NHCH(Et)CH,CH,0Me

NHCH(Me)CH,CH,0Me
NHCH(CH,OMe),
N(CH,CH,OMe),

NHCH(E!)CH,OMe
N(c-Pr)CH,CH,CN
NEt,
NH-3-% %
NHCH(Et)CH,CH,0Me

NHCH(Me)CH,CH,0Me
NHCH{(CH,OMe),
N(CH,CH,0Me),

NHCH(Et)CH,0Me
N{c-Pr)CH,CH,CN
NEt,
NH-3-% %
NHCH(Et)CH,CH,0Me

NHCH(Me)CH,CH,0Me
NHCH(CH,OMe),
N(CH,CH,0OMe),

NHCH(Et)CH,0Me
N(c-Pr)CH,CH,CN
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2-Cl-4,6-(MeO),Ph
2-Me-4,6-(MeO),Ph
2-Me-4,6-(MeQ),Ph
2-Me-4,6-(MeQ),Ph
2-Me-4,6-(MeO),Ph
2-Me-4,6-(MeO),Ph
2-Me-4,6-(MeO),Ph
2-Me-4,6-(Me0),Ph
2-Me-4,6-(MeO),Ph
2-Br-4,6-(MeQ),Ph
2-Br-4,6-(Me0),Ph
2-Br-4,6-(McO),Ph
2-Br-4,6-(MeO),Ph
2-Br-4,6-(Me0),Ph
2-Me-4-MeQOPh
2-Me-4-MeOPh
2-MeO-4-MePh
2-MeQO-4-MePh
2-MeQ-4-MePh
2-MeO-4-MePh
2-MeQ-4-MePh
2-MeO-4-MePh
2-MeQ-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-Me0O-4-MePh
2-MeO-4-MePh
2-Me0O-4-MePh
2-MeO-4-MePh
2-MeO-4-MePh
2-MeO-4-McPh
2-MeO-4-ClPh
2-MeQ-4-CIPh
2-MeO-4-CIPh
2-MeO-4-C1Ph
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2341 F

2342 F

2343 F

2344 F

2345 Me
2346 Me
2347 Me
2348 Me
2349 Me
2350 Me
2351 Me
2352 Me
2353 Me
2354 Me
2355 Me
2356 Me
2357 Me
2358 Me
2359 Me
2360 Me
2361 Me
2362 Me
2363 Me
2364 Me
2365 Me
2366 Me
2367 Me
2368 Me
2360 Me
2370 Me
2371 Me
2372 Me
2373  Me
2374 Me
2375 Me

NEt,
NH-3-& &

NHCH(Et)CH,CH,0Me
NHCH(Me)CH,CH,OMe

NMe(CH,CH,0Me)
NEt{(CH,CH,OMe)
NPr(CH,CH,0Me)
NH-2-T %
FTERE
2-ZERRE
NMe(%k & &)
NEt(% & %)
NEtMe
NEfPr
NMeBu
NMe(CH,cPr)
NEt(CH,cPr)
NPr(CH,cPr)
NMe(CH,CH,OMe)
NE(CH,CH,OMe)
NPr{CH,CH,0OMe)
NH-2-T &
RTERE
2-LAhRE A
NMe(ik & %)
NEt(% & &)
NEtMe
NEtPr
NMeBu
NMe(CH,cPr)
NEt(CH,cPr)
NPr(CH,cPr)
NMe(CH,CH,OMe)
NEt(CH,CH,OMe)
NPr(CH,CH,0OMe)

2-Me0-4-ClPh
2-MeQ-4-CIPh
2-MeO-4-CIPh
2-Me0O-4-ClPh
2,4-Cly-Ph
2,4-Cl,-Ph
2,4-Cl,-Ph
2,4-Cl,-Ph
2,4-ClL,-Ph
2,4-Cl,-Ph
2,4-Cl,-Ph
2,4-Cl,-Ph
2,4-CL,-Ph
2,4-Cl,-Ph
2,4-Cl,-Ph
2,4-Cl,-Ph
2,4-C1,-Ph
2,4-Cl,-Ph
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Me-4-McOPh
2-Me-4-MeOPh
2-Me-4-MeQOPh
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Me-4-MeOPh
2-Me-4-MeQPh
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
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2376
2377
2378
2379
2380
2381
2382
2383
2384
2385
2386
2387
2388
2389
2390
2391
2392
2393
2394
2395
2396
2397
2398
2399
2400
2401
2402
2403
2404
2405
2406
2407
2408
2409
2410

Me

Me
Me

NH-2-T %
FTERE
2-ZEAkez £
NMe(% & X)
NEt(% # %)
NEtMe
NEPr
NMeBu
NMe(CH,cPr)
NEt(CH,cPr)
NPr(CH,cPr)
NMe(CH,CH,0Me)
NEt(CH,CH,OMe)
NPr(CH,CH,OMe)
NH-2-T %
FTERAE
2-Z Hoket &
NMe(#k % %)
NE1(% & 4)
NEtMe
NEtPr
NMeBu
NMe(CH,cPr)
NEt(CH,cPr)
NPr{CH,cPr)
NMe(CH,CH,0OMe)
NEt(CH,CH,OMe¢)
NPr(CH,CH,OMe)
NH-2-T %
ATHEAL
2. Tk &
NMe(#k % &)
NEt(%: % &)
NEtMe
NEtPr
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2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2-Cl-4-MeQOPh
2-Cl-4-MeOPh
2-C1-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-C1-4-MeOPh
2-Cl-4-MeQOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
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2411  Me NMeBu 2,5-Me,-4-MeOPh
2412 Me NMe(CH,cPr) 2,5-Me,-4-McOPh
2413 Me NEt(CH,cPr) 2,5-Me,-4-MeOPh
2414 Me NPr(CH,cPr) 2,5-Me,-4-MeQPh
2415 Cl NMe(CH,CH,0Me) 2,4-Cl,-Ph
2416 Cl NE{(CH,CH,0Me) 2,4-Cl,-Ph
2417 Cl NPr(CH,CH,0OMe) 2,4-Cl,-Ph
2418 Cl NH-2-T % 2,4-Cl,-Ph
2419 Cl TTERE 2,4-Cl,-Ph
2420 Cl 2-T &R £ 2,4-C),-Ph
c2421 Cl NMe(% & &) 2,4-Cl,-Ph
2422 Cl NEt(% & %) 2,4-Cl,-Ph
2423 Cl NEtMe 2,4-CL,-Ph
2424 Cl NEtPr 2,4-Cl,-Ph
2425 Cl NMeBu 2,4-Cl,-Ph
2426 Cl NMe(CH,cPr) 2,4-Cl,-Ph
2427 Cl NEt(CH,cPr) 2,4-Cl,-Ph
2428 Cl NPr(CH,cPr) 2,4-Cl,-Ph
2429 Cl NMe(CH,CH,OMe) 2-Me-4-MeOPh
2430 Cl NEt(CH,CH,OMe) 2-Me-4-MeOPh
2431 (1 NPr(CH,CH,0Me) 2-Me-4-MeOPh
2432 Cl NH-2-T % 2-Me-4-MeOPh
2433 Cl RTERE 2-Me-4-MeOPh
2434 Cl 2-T ARk % 2-Me-4-MeOPh
2435 Cl NMe(k 7 &) 2-Me-4-MeOPh
2436 Ci NEt(%& % %) 2-Me-4-MeOPh
2437 Cl NEtMe 2-Me-4-MeOPh
2438 (Il NEtPr 2-Me-4-MeOPh
2439 (I NMeBu 2-Me-4-MeOPh
2440 Cl NMe(CH,cPr) 2-Me-4-MeOPh
2441 Cl NEt(CH,cPr) 2-Me-4-MeOPh
2442 Cl NPr(CH,cPr) 2-Me-4-MeOPh
2443 Cl NMe(CH,CH,OMe) 2,4-Me,-Ph
2444 (I NE{(CH,CH,0Me) 2,4-Me,-Ph
2445  Cl NPr(CH,CH,OMe) 2,4-Me,-Ph
2446 Cl NH-2-T £ 2,4-Me,-Ph
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2447

2448
2449
2450

2451
2452
2453
2454
2455
2456
2457
2458
2459
2460
2461
2462
2463
2464

2465
2466
2467
2468
2469
2470
2471
2472
2473
2474
2475
2476
2477
2478
2479
2480
2481

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl
Ci
Ci
Cl
Cl
Cl
Ci
Cl
Cl
Cl
Cl
Ci
Cl
Cl

FTERE
2-T Bk X
NMe(tk % &)
NEt(#& & %)

NEtMe
NEtPr
NMeBu
NMe(CH,cPr)

NEt{(CH,cPr)
NPr(CH,cPr)

NMe(CH,CH,0Me)
NEt(CH,CH,OMe)
NPr(CH,CH,OMe)

NH-2-T %

FTERE
2-TEkR A
NMe(te & %)
NEt(% % &)

NEtMe
NEtPr
NMeBu
NMe(CH,cPr)

NEt(CH,cPr)

NPr(CH,cPr)
NMe(CH,CH,OMe)
NEt(CH,CH,0OMe)
NPr{CH,CH,OMe)

NH-2-T &

RTARE
N L LE
NMe(1k % £ )
NEt(# & %)

NEtMe
NEtPr
NMeBu
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2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2,4-Me,-Ph
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl1-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-Cl-4-MeOPh
2-C1-4-MeQOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeQOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
2,5-Me,-4-MeOPh
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2482 Cl NMe(CH,cPr) 2,5-Me,-4-MeQPh
2483 Cl NEt(CH,cPr) 2,5-Me,-4-MeOPh
2484 (I NPr(CH,cPr) 2,5-Me,-4-MeOPh
2485 F NMe(CH,CH,OMe) 2,4-Cl,-Ph
2486 F NEt(CH,CH,0Me) 2,4-Cl,-Ph
2487  F NPr(CH,CH,0Me) 2,4-Cl,-Ph
2488 F NH2-T % 2,4-Cl,-Ph
2489 F RTEALE 2,4-Cl,-Ph
2490 F 2-TA&RE X 2,4-CL,-Ph
2491 F NMe(%k & %) 2,4-Cl,-Ph
2492 F NEt(3k & %) 2,4-Cl,-Ph
2493  F NEtMe 2,4-Cl,-Ph
2494 F NEtPr 2,4-Cl,-Ph
2495  F NMeBu 2,4-Cl,-Ph
2496 F NMe(CH,cPr) 2,4-Cl,-Ph
2497 F NEt(CH,cPr) 2,4-Cl,-Ph
2498 F NPr(CH,cPr) 2,4-Cl,-Ph
2499 F NMe(CH,CH,0OMe) 2-Me-4-MeOPh
2500 F NEt(CH,CH,0MEe) 2-Me-4-MeOPh
2501 F NPr(CH,CH,0Me) 2-Me-4-MeOPh
2502 F NH-2-T % 2-Me-4-MeOPh
2503 F FTEAE 2-Me-4-MeOPh
2504 F 2-ZE%TE 2-Me-4-MeOPh
2505 F NMe(f & &) 2-Me-4-MeOPh
2506 F NEt(tk % &) 2-Me-4-MeOPh
2507 F NEtMe 2-Me-4-MeOPh
2508 F NEtPr 2-Me-4-MeOPh
2509 F NMeBu 2-Me-4-MeOPh
2510 F NMe(CH,cPr) 2-Me-4-MeOPh
2511 F NEt(CH,cPr) 2-Me-4-MeOPh
2512 F NPr(CH,cPr) 2-Me-4-MeQPh
2513 F NMe(CH,CH,0MEe) 2,4-Me,-Ph
2514  F NEt(CH,CH,0Me) 2,4-Me,-Ph
2515  F NPr(CH,CH,0Me) 2,4-Me,-Ph
2516 F NH-2-T & 2,4-Me,-Ph
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2517 F FTERE 2,4-Me,-Ph
2518 F 2-Z AR L 2,4-Me,-Ph
2519 F NMe(tk 5 &) 2,4-Me,-Ph
2520 F NEt(% & &) 2,4-Me,-Ph
2521 F NEtMe 2,4-Me,-Ph
2522  F NEtPr 2,4-Me,-Ph
2523  F NMeBu 2,4-Me,-Ph
2524 F NMe(CH,cPr) 2,4-Me,-Ph
2525  F NEt(CH,cPr) 2,4-Me,-Ph
2526 F NPr(CH,cPr) 2,4-Me,-Ph
2527 F NMe(CH,CH,OMe) 2-Cl-4-MeOPh
2528 F NEt(CH,CH,OMe) 2-Cl-4-MeOPh
2529 F NPr(CH,CH,OMe) 2-Cl-4-MeOPh
2530 F NH-2-T % 2-Cl-4-MeOPh
2531 F FRTERE 2-Cl-4-MeOPh
2532 F 2-T A%k &k 2-Cl-4-MeOPh
2533 F NMe(% % £) 2-Cl-4-MeOPh
2534 F NEt(% % &) 2-Cl-4-MeOPh
2535 F NEtMe 2-Cl-4-MeOPh
2536 F NEtPr 2-Cl-4-MeOPh
2537 F NMeBu 2-Cl-4-MeOPh
2538 F NMe(CH,cPr) 2-Cl-4-MeOPh
2539 F NEt(CH,cPr) 2-Cl-4-MeOPh
2540 F NPr(CH,cPr) 2-Cl-4-MeOPh
2541 F NMe(CH,CH,0Me) 2,5-Me,-4-MeOPh
2542  F NEt(CH,CH,OMe) 2,5-Me,-4-MeOPh
2543 F NPr(CH,CH,0Me) 2,5-Me,-4-MeOPh
2544  F NH-2-T % 2,5-Me,-4-MeOPh
2545  F FTARE 2,5-Me,-4-MeOPh
2546 F 2-T A%k EE 2,5-Me,-4-MeOPh
2547 F NMe(k & %) 2,5-Me,-4-MeOPh
2548 F NEt(3 % X) 2,5-Me,-4-MeOPh
2549 F NEtMe 2,5-Me,-4-MeOPh
2550 F NEtPr 2,5-Me,-4-MeOPh
2551 F NMeBu 2,5-Mc,-4-MeOPh
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2552 F NMe(CH,cPr) 2,5-Me,-4-MeOPh
2553 F NEt(CH,cPr) 2,5-Me,-4-MeOPh
2554 F NPr(CH,cPr) 2,5-Me,-4-MeOPh

a) CI-HRMS : 7+ X%15 367.2498 ; £ R : 367.2468 (M+H)";
b) CI-HRMS : %48 387.1952 ; % B4E: 387.1939 (M+H)";

LT3

B T4 E 6 CRF-RI £4HE 602

THARTHRASSGMEHSH LENA CRF-R] R4 O meR
SROBEFMERYHHR .

WAED S E1E4E RNA . AR ()12-18 #7ATR mRNA 69 R
BE APCRUARLERFEARALZDFHGRBREZITYVH . B4
8 PCR K B %L1 T pGEMV &) EcoRV 1L %, H d13b Al Xhol+Xbal 2
AR BRITEB F BT E45 pm3ar(4 A CMV B3 F . SV40

‘t R TFHRRAGES. EHNR - RARREEURRE
% %347 12)89 Xhol+Xbal 42 & P . * £ 69 #8% phchCRFR #) & ik #4k
7 293EBNA fafe ¥ 5 5, 3 & 400 pM M E % 4 4 TR G A7 & M e
By mp it iTikE. S HANELETRERAFBAAY L. BREL
BRFPEKARTFEFLATRESOMNENE. REBSAH 1x 10545
FmREFT B, HBARRMALE .

4 4-MFT B, 3§ L& 4 A A hCRFR] £ k3 £ 49 203EBNA &8
8 A R AR D 48 10m] kA 8 B4R 4% o 3% (50mM HEPES 4 /% %, pH
7.0 » 4 10mM MgCl,, 2 mM EGTA, ing/L #88AK, 1pug/ml ¥ 8K
Fo lng/ml Badp sl AT 44 . ¥ 944 % 40000 x g &S 12 24F,
WELGRAME 10ml ARELRPHE L. B L 40000x g BV 12
D4 E . KRARYE VR G RE 360ug/ml &R FHE .

£ 063 E#ATRAMNT ; FAEEA300ul - QFLF A
S50ul R RAYMERGFHLERAEH 107°2 10 M)~ 100 pl 'P1-F
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- CRF ("¥I-0-CRF) (&R E A 150 pM)Fe 150 ul X smpe sy bty . K
ERZARTERTHE 2 8%, 4 ME LSRR GF/F
BEFLRN 03%RIHAERRB)TREFTH . AASOMNTE TR
KRR ERR, REERGRE, Ay TRE LA ENBTHHEE
PR E .

itk KB A4S 5 LIGAND [P. J. Munson # D. Rodbard,
Anal. Biochem. 107:220 (1980)] 47 % ik 55 4 & &% # # /£ F 2t ¥L.o-
CRF 5 mp B a4 4t d A, ROKTUAREIPH G KL, KEH%
HGAER TN EHEE.

4o R/ CRF 9% ¥ 0448 K A4&F % 10000 nM » 8 41k 3 %
REWEREWLE .

CRF- %] 3% 69 Ak 3F 88 IR4L 88 75 PE 69 37 &)

T ¥A#2 3 G. Battaglia % (Synapse 1:572 (1987))/F & % 7%, #47
CRF-#| 8t 89 IR H BIRL B S 9 MR E R £ X,4 37 C, T 200m!
47 100 mM Tris-HCI (pH 7.4,37 C). 10 mM MgCl, « 0.4 mM
EGTA - 0.1%BSA - ImM #THA TP XK -E4(IBMX). 250 #4%/ml
BRI . SmM B&EMNEK . 100mM & -4 . 100nM
oCRF H#RMKGRAELRA 10 °£ 10 M)F 0.8 mg R7EE AL
(¥ 40 - 60mg B @)W LE R FHITHE 1094 . BdhA | mM
ATP/PP]ATP (89 2 - 4 mCV/E ) ¥ K & A 100 ml 50 mM Tris-
HCl - 45 mM ATP # 2%+ = R BN K L B2 - A K H cAMP 8
Wik E, A EREEE e 1pl [PH] cAMP (£7 40000 dpm) - i 2
i & B Dowex #= {0484 3 Mk 9 & [*°P] cAMP 5[*P] ATP .

R LY ENR

FUAEAT — R RARHAA T & L MR EF EH T AF A
R AMEGRASNE . BERBOLYIEKF G357 LimsRie .
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B RBFRELEMNE . ATHNERALALAY NI L L ik
#ZH R C. W. Berridge #= A. J. Dunn 89 B8 £ & # (15:71 (1990)) -

TARETHEGEEHH R DALY REZ B .

AEAGLGDEEWRE . FARRAP/RERARGRAT, 4
FEREERERARTERETFAEKFA X KARRETHA
M.

TAes-TAEAGLEY, BXEEEBR SRALHWAERAGE
WRGIERLAERRETZXERY . T ML AEMENGR T4
HOFT RS THERSY, REFARBYGLTEY, KB UEASH
Bt sy K. TREECMNERLE, E2RAY5RBYHHRZF
REMNMNE RGO ABR—LH.

BHMNERENZAR LGB EH i T H 655 B 24
fE. I G Xfoigtz . BEGOEHR . A EPRRRL . EROUA
Fol ERE . RREHAGOHFE. BAOHEARTEHRZRF T,
ERTHAARERIFLN, RRAQLEHT 0L 0.002-200
mgkg R EFRATHFNEEN RS H . BAEF L 0.01-10 mg/kg & 2
HEERBLH] - 4R KA AEBRNHNAZRRAATOHEHERX.

ETHHGHNB(ALMERLEESAHY Img-49 100mg &1 A&
F. BRXEHERASHT, HRERERF—RALLGHIETENHY
0.5-95%(E®)H £ .

TRAAERAA, fldRER A RPRRM, REFXREHY
fldedbF BRI/ REFHN OB TFHREELARL . WTURLR
RAEMBE Mot TREAGRSY .

TE R AR ERARIFE SO REKGRRRER, AL AR
WAL RTRT)LE . R4 BIERE . BERITERITLED . R0
HHBHMTARATHEEHNARN . AMPREMNGTANKER
A, ARG —RETR ARG EEER. BHAMTUREERA X
ERERA, REETRARE, A TR AARELAT LRI K
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o BARA ML F Ml AN

OB ORAEMNBT AL H £ &3 HL5%RM, 2 hod At
L.

—f&MmT, K. BELTRZGH. &K FRBEA FH)KE
BABREXGEBEG I A8, R _BIRLELTFHIERY
HEORE. TMILENERRESAERRNHKEMNE . £ 5
HRBEHNP(REEEIVR - HEH, pEHEBK TN . THREAR
BANE(R R AS)RESORTH . € TRERAFERL LY
A% EDTA . stst, BN ERTASAHAGRR, Pleidfx . x5
ERTHTHIAAEXPRABUARRKARTER.

EHGHAKRERLET “ Remington KHHM £~ (A. Osol, &
GRMGIREEER).

e THARLBLLSDAEOARNGER MY .

B g A
1§ 100mg B K KREHEARS . 150mg $LE . 50mg A4 £ %= 6mg
BERERE TR AR TEARREY, TUHEHELARE.

PR MR &

MEBFHARTAETHEDF o 2 . BT RBMEDFHRE
A, FRLERBGTRNEN, FAARFHAELA 100mg FHEARL
GRAREE . RAFTREEL.

A #

RERAFTEMNEHREAN, BHELELH 100 mg FHEAS -
02mg R&K=F R, SmgBIMKRE. 275 mg MABFLEE. 11mg
Ao 08.8 mg SLIE - T AR FTIE 5 65 R A hoiE o bk S IE 4B ORI .
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AAPHUAPELTALNENE . RAPRROLURRTTY A
PR KAR i o

RERMBIRADFTAFTRBEFTET ALY, ALK

5 BBAARMELCHEHAFIREIMH L. Bk, REHRRT
gt rtl R TR EhT R, HAATRERRAGE S T oot
RBTHARAT, KLY LA L BAEA MO AA B KB P IS
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