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No. Ar' R! X Ar? R? R?
1-1 2, 4-diFPh Me S 1, 4-Ph H  4-CHF,CF,CH,0-Ph
-2 2,4-diFPh  Me S 2,6-Np H  4-CHF,CF,CH,0-Ph
-3 2,4-diFPh  Me CH, 1,4-Ph H  4-CHF,CF,CH,0-Ph
1-4 2, 4-diFPh Me CH, 2,6-Np H  4-CHF,CF,CH,0-Ph
1-5 4-FPh Me S 1,4-Ph H  4-CHF,CF,CH,0-Ph
1-6  4-FPh Me S 2,6-Np H  4-CHF,CF,CH,0-Ph
1-7  4-FPh Me CH, 1,4-Ph H  4-CHF,CF,CH,0-Ph
1-8 4-FPh Me Cll, 2,6-\p I 1=CHF,CF,CI,0-Ph
1-9  2-FPh Me S 1,4-Ph H  4-CHF,CF,CH,0-Ph
1-10  2-FPh Me S 2, 6-Np H  4-CHF,CF,CH,0-Ph
1-11  2-FPh Me CH, 1,4-Ph H  4-CHF,CF,CH,0-Ph
1-12  2-FPh Me CH, 2, 6-Np H  4-CHF,CF,CH,0-Ph
1-13  2,4-diCIPh Me S  1,4-Ph H  d4-CHF,CF,CH,0-Ph
1-14  2,4-diCIPh  Me S 2,6-Np H  4-CHF,CF,CH,0-Ph
1-15 2,4-diClPh Me CH, 1, 4-Ph H  4-CHF,CF,CH,0-Ph
1-16  2,4-diCIPh  Me CH, 2, 6-Np H  4-CHF,CF,CH,0-Ph
1-17  4-(CF)Ph  Me S  1,4-Ph H  4-CHF,CF,CH,0-Ph
1-18  4-(CF)Ph  Me S 2, 6-Np H  4-CHF,CF,CH,0-Ph
1-19  4-(CF)Ph  Me CH, 1,4-Ph H  4-CHF,CF,CH,0-Ph
1-20  4-(CF)Ph  Me CH, 2, 6-Np H  4-CHF,CF,CH,0-Ph
1-21  2,4-diFPh  Me S  2-F-1,4-Ph H  4-CHF,CF,CH,0-Ph
1-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H  4-CHF,CF,CH,0-Ph
1-23  2,4-diFPh  H S 1,4-Ph H  4-CHF,CF,CH,0-Ph
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1-24 2,4-diFPh Et S  1,4-Ph H  4-CHF,CF,CH,0-Ph :
1-25 2,4-diFPh  Me S  1,4-Ph Me 4-CHF,CF,CH,0-Ph R :
1-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-CHF,CF,CHL,0-Ph iﬁ E
2o
% |
2-1  2,4-diFPh  Me S  1,4-Ph H  4-CN-Ph & :
2-2  2,4-diFPh  Me S  2,6-Np H  4-CN-Ph i !
2-3  2,4-diFPh  Me CH, 1, 4-Ph H  4-CN-Ph z ll
2-4  2,4-diFPh  Me CH, 2,6-Np H 4-CN-Ph ;2 '
2-5  4-Fph Me S 1,4-Ph  H 4-CN-Ph o Q
2-6  4-FPh Me S 2,6-Np H  4-CN-Ph o
2-7  4-FPh Me CH, 1,4-Ph H  4-CN-Ph . :
2-8  4-FPh Me CH, 2,6-Np H  4-CN-Ph :
2-9  2-FPh Me S  1,4-Ph H 4-CN-Ph %;
2-10  2-FPh Me S 2,6-Np H  4-CN-Ph i
2-11  2-FPh Me CH, 1,4-Ph H  4-CN-Ph |
2-12  2-FPh Me CH, 2,6-Np H 4-CN-Ph :
2-13  2,4-diClIPh Me S  1,4-Ph H 4-CN-Ph |
2-14 2,4-diClIPh Me S  2,6-Np H 4-CN-Ph ®
2-15 2,4-diCIPh Me CH, 1,4-Ph H
2-16  2,4-diCIPh Me CH, 2,6-Np H 4-CN-Ph
) 2-17  4-(CF)Ph  Me S  1,4-Ph H - 4-CN-Ph
s 2-18 4-(CF)Ph  Me S  2,6-Np H  4-CN-Ph
2-19  4-(CF)Ph  Me CH, 1,4-Ph H 4-CN-Ph

2-20  4-(CF,) Ph Me CH, 2,6-Np H 4-CN-Ph
2-21  2,4-diFPh Me S 2-F-1,4-Ph H  4-CN-Ph
2-22  2,4-diFPh Me CH, 2-F-1,4-Ph H 4-CN-Ph

B -D P oF o 32 H Omo 3 e 2 o of S B

2-23  2.4-diFPh H S 1,4-Ph H  4-CN-Ph
2-24 2,4-diFPh Et S 1 4-Ph H  4-CN-Ph
2-25 2 4-diFPh Me S  1,3-Ph H  4-CN-Ph

|
4-CN-Ph ’
|
|
L
[
[
|
i
[
[
[
[
[
|
|
|
|
[
|
[
[
[
|
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2-26  2,4-diFPh  Me CH, 1,3-Ph H  4-CN-Ph
2-27 2,4-diFPh  Me S  1,4-Ph Me 4-CN-Ph
2-28  2,4-diFPh  Me CH, 1, 4-Ph Me 4-CN-Ph
3-1  2,4-diFPh  Me S  1,4-Ph H  4-CNCH,~Ph
3-2  2,4-diFPh  Me S 2,6-Np H  4-CNCH,-Ph
3-3  2,4-diFPh  Me CH, 1,4-Ph H  4-CNCH,~Ph
3-4  2,4-diFPh  Me CH, 2,6-Np H  4-CNCH,~Ph
3-5  4-FPh Me S 1,4-Ph H  4-CNCH,-Ph
3-6  4-FPh Me S 2,6-Np H  4-CNCH,-Ph
3-7  4-FPh Me CH, 1,4-Ph H  4-CNCH,~Ph
3-8 4-FPh Me CH, 2,6-Np H  4-CNCH,~Ph
3-9  2-FPh Me S 1,4-Ph H  4-CNCH,-Ph
3-10  2-FPh Me S 2,6-Np H  4-CNCH,-Ph
3-11  2-FPh Me CH, 1,4-Ph H  4-CNCH,-Ph
3-12  2-FPh Me CH, 2,6-Np H  4-CNCH,-Ph
3-13  2,4-diCIPh Me S  1,4-Ph H  4-CNCH,-Ph
3-14  2,4-diCIPh Me S  2,6-Np H  4-CNCH,~Ph
3-15 2,4-diCIPh Me CH, 1,4-Ph H  4-CNCH,-Ph
3-16  2,4-diCIPh Me CH, 2,6-Np H  4-CNCH,~Ph
3-17  4-(CF)Ph  Me S  1,4-Ph H  4-CNCH,~Ph
3-18  4-(CF)Ph  Me S  2,6-Np H . 4-CNCH,~Ph
3-19  4-(CF)Ph  Me CH, 1,4-Ph H  4-CNCH,-Ph
3-20 4-(CF)Ph  Me CH, 2,6-Np H  4-CNCH,-Ph
3-21  2,4-diFPh  Me S 2-F-1,4-Ph H  4-CNCH,-Ph
3-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H  4-CNCH,~Ph
3-23  2,4-diFPh H S 1,4-Ph H  4-CNCH,-Ph
3-24  2,4-diFPh Bt S 1,4-Ph H  4-CNCH,-Ph
3-25 2,4-diFPh  Me S 1,4-Ph Me 4-CNCH,~Ph
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3-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-CNCH,-Ph
4-1  2,4-diFPh  Me S 1,4-Ph H  4-C1-Ph
4-2  2,4-diFPh  Me S 2,6-Np H 4-Cl-Ph
4-3  2,4-diFPh  Me CH, 1,4-Ph H 4-Cl-Ph
4-4  2,4-diFPh  Me CH, 2,6-Np H 4-Cl-Ph
4-5  4-FPh Me S  1,4-Ph H 4-Cl-Ph
4-6  4-FPh Me S 2,6-Np H 4-Cl-Ph
4-7  4-FPh Me CH, L, 4-Ph H 4-Cl-Ph
4-8  4-FPh Me CH, 2,6-Np H 4-Cl-Ph
4-9  2-FPh Me S 1,4-Ph H 4-Cl-Ph
4-10  2-FPh Me S 2,6-Np H 4-Cl-Ph
4-11  2-FPh Me CH, 1,4-Ph H 4-Cl-Ph
4-12  2-FPh Me CH, 2,6-Np H 4-Cl-Ph
4-13  2,4-diCIPh  Me S  1,4-Ph H 4-Cl-Ph
4-14  2,4-diClPh Me S  2,6-Np H 4-Cl-Ph
4-15  2,4-diClPh Me CH, 1, 4-Ph H 4-Cl-Ph
4-16  2,4-diClIPh Me CH, 2,6-Np H 4-Cl-Ph
4-17  4-(CF,)Ph Me S 1,4-Ph H 4-Cl-Ph
4-18  4-(CF,)Ph Me S 2,6-Np H 4-Cl-Ph
4-19  4-(CF,)Ph Me CH, 1,4-Ph H 4-Cl-Ph
4-20  4-(CF,)Ph Me CH, 2,6-Np H 4-Cl-Ph
4-21  2,4-diFPh  Me S  2-F-1,4-Ph H 4-Cl-Ph
4-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H 4-Cl-Ph
4-23  2,4-diFPh  H S 1,4-Ph H  4-Cl-Ph
4-24  2,4-diFPh  Et S 1,4-Ph H 4-Cl-Ph
4-25 2,4-diFPh  Me S 1,3-Ph H  4-Cl-Ph
4-26  2,4-diFPh  Me CH, 1,3-Ph H  4-Cl-Ph
4-27 2,4-diFPh  Me S 1,4-Ph Me 4-Cl-Ph

RUFRREER BB FKAZE (CNS)A4 #45 (210297 %)
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4-28  2,4-diFPh  Me CH, 1,4-Ph Me 4-Cl-Ph l
|
|
|
5-1  2,4-diFPh  Me S 1,4-Ph H  4-F-Ph 3 !
5-2  2,4-diFPh  Me S 2,6-Np H  4-F-Ph g:g: |
&
5-3 2, 4-diFPh  Me CH, 1,4-Ph H  4-F-Ph e !
&
5-4  2,4-diFPh  Me CH, 2,6-Np H 4-F-Ph z :
5-5  4-FPh Me S 1,4-Ph H o 4-F-Ph E
5-6  4-FPh Me S 2,6-Np H 4-F-Ph -
5-7  4-FPh Me CH, 1,4-Ph H  4-F-Ph s @
A
5-8  4-FPh Me CH, 2,6-Np H  4-F-Ph B
~ |
5-9  2-FPh Me S 1,4-Ph H 4-F-Ph |
|
5-10  2-FPh Me S 2,6-Np H  4-F-Ph i
5-11  2-FPh Me CH, 1,4-Ph H  4-F-Ph |
5-12  2-FPh Me CH, 2,6-Np H 4-F-Ph IT
5-13 2,4-diClIPh Me S  1,4-Ph H 4-F-Ph :
5-14 2,4-diClPh  Me S 2,6-Np H o 4-F-Ph :
5-15 2,4-diClIPh Me CH, 1,4-Ph H  4-F-Ph :
5-16  2,4-diClPh  Me CH, 2,6-Np H  4-F-Ph %
5-17 4-(CF)Ph  Me S  1,4-Ph H  4-F-Ph ’
5-18 4-(CF)Ph  Me S  2,6-Np H 4-F-Ph .
|
5-19 4-(CF)Ph  Me CH, 1,4-Ph H  4-F-Ph |
@ I
= 5-20 4-(CF,)Ph  Me CH, 2,6-Np H  4-F-Ph !
) »
i 5-21 2. 4-diFPh Me S  2-F-1,4-Ph H 4-F-Ph i
Py 5-22 2,4-diFPh  Me CH, 2-F-1,4-Ph H 4-F-Ph :
-4
B 5-23  2,4-diFPh  H S 1,4-Ph H 4-F-Ph :
B
z 5-24  2,4-diFPh Et S 1,4-Ph H  4-F-Ph :
% 5-25 2,4-diFPh  Me S  1,4-Ph Me 4-F-Ph !
i 5-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-F-Ph :
%
£p :
® |
_26_
|
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6-1  2,4-diFPh  Me S  1,4-Ph H  4-CF,~Ph
6-2  2,4-diFPh  Me S  2,6-Np H  4-CF,-Ph
6-3  2,4-diFPh  Me CH, 1, 4-Ph Il 1-CF,~Ph
6-4  2,4-diFPh  Me Cl, 2,6-Np I d=CE, Ph
6-5  4-FPh Me S 1,4-Ph H  4-CF,-Ph
6-6  4-FPh Me S 2,6-Np H  4-CF,-Ph
6-7  4-FPh Me CH, 1,4-Ph H  4-CF,-Ph
6-8  4-FPh Me CH, 2,6-Np H  4-CF,~Ph
6-9  2-FPh Me S 1,4-Ph H  4-CF,~Ph
6-10  2-FPh Me S 2,6-Np H  4-CF,-Ph
6-11 2-FPh Me CH, 1,4-Ph H  4-CF,-Ph
6-12  2-FPh Me CH, 2,6-Np H  4-CF,~Ph
6-13 2,4-diClPh Me S  1,4-Ph H  4-CF,~Ph
6-14 2,4-diClIPh  Me S  2,6-Np H  4-CF,~Ph
6-15 2,4-diClPh Me CH, 1,4-Ph H 4-CF,-Ph
6-16 2,4-diClPh Me CH, 2,6-Np H  4-CF,-Ph
6-17 4-(CF,)Ph  Me S 1,4-Ph H  4-CF,~Ph
6-18 4-(CF)Ph  Me S  2,6-Np H  4-CF,-Ph
6-19 4-(CF,)Ph  Me CH, 1,4-Ph H 4-CF,-Ph
6-20 4-(CF,)Ph  Me CH, 2,6-Np H 4-CF,-Ph
6-21 2,4-diFPh  Me S  2-F-1,4-Ph H  4-CF,-Ph
6-22 2,4-diFPh  Me CH, 2-F-1,4-Ph H  4-CF,-Ph
6-23  2,4-diFPh  H S 1,4-Ph H  4-CF,~Ph
6-24 2,4-diFPh  Et S 1,4-Ph H  4-CF,-Ph
6-25 2,4-diFPh  Me S 1,4-Ph Me 4-CF,~Ph
6-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-CF,-Ph
7-1  2,4-diFPh  Me S  1,4-Ph H  4-CF,0-Ph
7-2  2,4-diFPh  Me S  2,6-Np H  4-CF,0-Ph
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7-3  2,4-diFPh  Me CH, I, 4-Ph H  4-CF,0-Ph
7-4  2,4-diFPh  Me CH, 2, 6-Np H  4-CF,0-Ph
7-5  4-FPh Me S 1,4-Ph H  4-CF,0-Ph
7-6  4-FPh Me S 2,6-Np H . 4-CF,0-Ph
7-7  4-FPh Me CH, 1,4-Ph H 4~CF,0-Ph
7-8  4-FPh Me CH, 2 6-Np H  4-CF,0-Ph
7-9  2-FPh Me S 1,4-Ph H  4-CF,0-Ph
7-10  2-FPh Me S 2,6-Np H  4-CF,0-Ph
7-11  2-FPh Me CH, 1,4-Ph H  4-CF,0-Ph
7-12 2-FPh Me CH, 2,6-Np H  4-CF,0-Ph
7-13  2,4-diCIPh Me S 1, 4-Ph H  4-CF,0-Ph
714 2,4-diCIPh Me S  2,6-Np H  4-CF,0-Ph
7-15  2,4-diCIPh  Me CH, 1, 4-Ph H  4-CF,0-Ph
7-16  2,4-diCIPh  Me CH, 2, 6-Np H  4-CF,0-Ph
7-17  4-(CF)Ph  Me S 1|, 4-Ph H  4-CF,0-Ph
7-18  4-(CF)Ph  Me S 2, 6-Np H  4-CF,0-Ph
=19 4-(CF)Ph  Me CH, 1,4-Ph H  4-CF,0-Ph
7-20  4-(CF)Ph  Me CH, 2, 6-Np H  4-CF,0-Ph
7-21  2,4-diFPh  Me S 2-F-1,4-Ph H  4~CF,0-Ph
7-22 2,4-diFPh  Me CH, 2-F-1,4-Ph H  4-CF,0-Ph
7-23  2,4-diFPh  H S |, 4-Ph H  4-CF,0-Ph
7-24  2,4-diFPh  Et S 1,4-Ph H  4-CF,0-Ph
7-25  2,4-diFPh  Me S | 4-Ph Me 4-CF,0-Ph
7-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-CF,0-Ph
8-1  2,4-diFPh  Me S 1, 4-Ph H  4-CF,5-Ph
8-2  2,4-diFPh  Me S 2, 6-Np H  4-CF,S-Ph
8-3  2,4-diFPh  Me CH, 1,4-Ph H  4-CF,S-Ph
8-4  2,4-diFPh  Me CH 2, 6-Np H  4-CF,S-Ph
28~
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8-5  4-FPh . Me S 1,4-Ph H 4-CF,S-Ph
8-6  4-FPh Me S  2,6-Np H 4-CF,S-Ph
8-7  4-FPh - Me CH, 1,4-Ph H 4-CF,S-Ph
8-8  4-FPh Me CH, 2,6-Np H . 4-CF,S-Ph
8-9  2-FPh Me S 1,4-Ph H 4-CF,S-Ph
8-10  2-FPh Me S  2,6-Np H 4-CF,5-Ph
8-11  2-FPh Me CH, 1,4-Ph H 4-CF,5-Ph
8-12 2-FPh - ‘Me CH, 2,6-Np H 4-CF,S-Ph
8-13 2,4-diClIPh Me S  1,4-Ph H 4-CF,S-Ph
8-14 2,4-diClIPh Me S 2,6-Np H 4-CF,S-Ph
8-15 2,4-diCIPh Me CH, 1,4-Ph H 4-CF,S-Ph
8-16 2,4-diCIPh Me CH,  2,6-Np H 4-CF,S-Ph
8-17 4-(CF)Ph  Me S  1,4-Ph H 4-CF,S-Ph
8-18 4-(CF)Ph  Me S  2,6-Np H~ 4-CF,S-Ph
8-19 4-(CF)Ph  Me CH, 1,4-Ph H 4-CF,S-Ph
8-20 4-(CF,)Ph Me = CH, ':-;;‘;}2'_;’6:Np;~ © H. 4-CFS-Ph
8-21 2,4-diFPh Me S  2-F-1,4-Ph H 4-CF,S-Ph
8-22 2,4-diFPh  Me CH, 2-F-1,4-Ph H 4-CF,S-Ph
8-23 2,4-diFPh  H s 1,4-Ph H 4-CF,5-Ph
8-24 2,4-diFPh Et S  1,4-Ph H 4-CF,S-Ph
8-25 2,4-diFPh  Me S  1,4-Ph Me 4-CF,S-Ph
8-26 2,4-diFPh  Me CH, 1,4-Ph Me 4-CF,S-Ph
9-1  2,4-diFPh Me = S  1,4-Ph H 4-CH,~Ph
9-2  2,4-diFPh  Me S  2,6-Np H 4-CH,-Ph
9-3  2,4-diFPh  Me CH, 1,4-Ph H  4-CH,-Ph
9-4  2,4-diFPh  Me CH, 2,6-Np H  4-CH,-Ph
9-5  4-FPh Me S 1,4-Ph H  4-CH,-Ph
9-6  4-FPh Me S  2,6-Np H 4-CH-Ph
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9-7 4-FPh Me CH, 1, 4-Ph H 4—CH‘1—Ph
9-8 4-FPh Me CH, 2, 6-Np H 4-CH,-Ph
9-9 2-FPh Me S 1, 4-Ph H  4-CH,-Ph
9-10 2-FPh Me S 2,6-Np I 4-Cll,-Ph
9-11 2-FPh Me CH, 1, 4-Ph H  4-CH,-Ph
9-12 2-FPh Me CH, 2, 6-Np H  4-CH,-Ph
9-13 2, 4-diClPh Me S 1, 4-Ph H 4-CH,-Ph
9-14 2,4-diC1Ph Me S 2, 6-Np H 4-CH,-Ph
9-15 2,4-diClPh Me CH, 1, 4-Ph H 4-CH,-Ph
9-16 2,4-diClPh Me CH, 2,6-Np H 4-CH,-Ph
9-17 4~ (CFJ) Ph Me S 1, 4-Ph H 4-CH,-Ph
9-18 4-(CF,) Ph Me S 2, 6-Np H  4-CH,-Ph
9-19 4-(CF,) Ph Me CH, 1, 4-Ph H 4-CH,-Ph
9-20 4-(CF,) Ph Me CH, 2, 6-Np H 4-CH,-Ph
9-21 2, 4-diFPh Me S 2-F-1,4-Ph H 4-CH,-Ph
9-22 2,4-diFPh Me CH, 2-F-1,4-Ph H 4-CH,-Ph
9-23 2, 4-diFPh H S 1,4-Ph H 4-CH,-Ph
9-24 2, 4-diFPh Et S 1, 4-Ph H 4-CH,-Ph
9-25 2,4-diFPh Me S 1, 4-Ph- Me 4-CH,-Ph
9-26 2,4-diFPh Me CH, 1, 4-Ph Me 4-CH,-Ph
10-1 2, 4-diFPh Me S 1, 4-Ph H 4-Br-Ph
10-2 2, 4-diFPh Me S 2, 6-Np H 4-Br-Ph
10-3 2, 4-diFPh Me CH, 1, 4-Ph H 4-Br-Ph
10-4 2, 4-diFPh Me CH, 2,6-Np H 4-Br-Ph
10-5 4-FPh Me S 1, 4-Ph H 4-Br-Ph
10-6 4-FPh Me S 2, 6-Np H 4-Br-Ph
10-7 4-FPh Me CH, 1, 4-Ph H 4-Br-Ph
10-8 4-FPh Me CH, 2,6-Np H 4-Br-Ph
—30-
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10-9  2-FPh Me S 1,4-Ph H  4-Br-Ph :
10-10  2-FPh Me S 26-Np H  4-Br-Ph !
10-11  2-FPh Me CH, 1,4-Ph H  4-Br-Ph " E
10-12  2-FPh Me CH, 2, 6-Np i 4-Br-Ph % i
10-13  2,4-diCIPh Me S  1,4-Ph H 4-Br-Ph 5!
10-14  2,4-diCIPh Me S  2,6-Np H  4-Br-Ph z |
10-15  2,4-diClPh  Me CH, 1,4-Ph H  4-Br-Ph § !
10-16  2,4-diClIPh  Me CH, 2,6-Np H  4-Br-Ph x|
10-17  4-(CF,)Ph Me S 1,4-Ph H 4-Br-Ph % ’
10-18 4-(CF)Ph  Me S .2,6-Np  H 4-Br-Ph £
10-19  4-(CF)Ph  Me CH, 1,4-Ph H 4-Br-Ph o
10-20 4-(CF,)Ph  Me CH, 2,6-Np H 4-Br-Ph :
10-21  2,4-diFPh  Me S  2-F-1,4-Ph H 4-Br-Ph :
10-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H  4-Br-Ph T
10-23  2,4-diFPh H S 1,4-Ph H  4-Br-Ph :
10-24 2,4-diFPh  Et S 1,4-Ph H  d4-Br-Ph E
10-25 2,4-diFPh  Me S 1, 4-Ph Me d4-Br-Ph !
10-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-Br-Ph ﬁ
11-1  2,4-diFPh  Me S 1, 4-Ph H  3-Cl-4-CN-Ph :b
11-2 2,4-diFPh  Me S  2,6-Np H  3-Cl-4-CN-Ph 1
- 11-3  2,4-diFPh  Me CH, 1,4-Ph H  3-Cl-4-CN-Ph :
‘;?‘ 11-4  2,4-diFPh  Me CH, 2,6-Np H  3-Cl-4-CN-Ph i
3 11-5  4-FPh Me S 1,4-Ph H  3-Cl-4-CN-Ph i
% 11-6  4-FPh Me S 2,6-Np H  3-Cl-4-CN-Ph !
s 11-7  4-FPh Me CH, 1,4-Ph H  3-Cl-4-CN-Ph :
2 11-8  4-FPh Me CH, 2,6-Np H  3-Cl-4-CN-Ph |
e 11-9  2-FPh Me S 1,4-Ph H  3-Cl-4-CN-Ph :
E? 11-10  2-FPh Me S 2,6-Np H  3-Cl-4-CN-Ph |
) ~31- ;

AHKREBR ¥ FAR £ (CNS)A4 4% (210 x 297 2% )



591024

A7
B7
B~ AR (70 )

11-11  2-FPh Me CH, 1,4-Ph H  3-Cl-4-CN-Ph
11-12  2-FPh Me CH, 2,6-Np H  3-Cl-4-CN-Ph
11-13  2,4-diCIPh Me S  1,4-Ph H  3-Cl-4-CN-Ph
l11-14  2,4-diCIPh Me S  2,6-Np Il 3-Cl-1-CN-Ph
11-15 2,4-diClIPh Me CH, 1,4-Ph H  3-Cl-4-CN-Ph
11-16  2,4-diClPh  Me Cll, 2,6-\p Il 3-Cl-1-C\-Ph
11-17  4-(CF,)Ph Me S L, 4-Ph H 3-Cl-4-CN-Ph
11-18 4-(CF)Ph  Me S  2,6-Np H  3-Cl-4-CN-Ph
11-19  4-(CF,)Ph  Me CH, 1,4-Ph H  3-C1-4-CN-Ph
11-20 4-(CF)Ph  Me CH, 2,6-Np H 3-Cl-4-CN-Ph
11-21  2,4-diFPh  Me S 2-F-1,4-Ph H  3-Cl-4-CN-Ph
11-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H  3-Cl-4-CN-Ph
11-23  2,4-diFPh  H S 1,4-Ph H  3-Cl-4-CN-Ph
11-24 2,4-diFPh  Et S  1,4-Ph H  3-Cl-4-CN-Ph
11-25 2,4-diFPh  Me S  1,4-Ph Me 3-Cl-4-CN-Ph
11-26  2,4-diFPh  Me CH, 1,4-Ph Me 3-Cl-4-CN-Ph
12-1  2,4-diFPh  Me S  1,4-Ph H 4-Pyr
12-2  2,4-diFPh  Me S  2,6-Np H  4-Pyr
12-3  2,4-diFPh  Me CH, 1,4-Ph H  4-Pyr
12-4 2,4-diFPh ~ Me CH, 2,6-Np H 4-Pyr

" 12-5  4-FPh Me S  1,4-Ph H  4-Pyr

';‘ 12-6 4-FPh Me S 2,6-Np H 4-Pyr

; 12-7  4-FPh Me CH, 1,4-Ph H 4-Pyr

ig 12-8  4-FPh Me CH, 2,6-Np H o d4-Pyr

'g 12-9  2-FPh Me S 1,4-Ph H o d-Pyr

p 12-10  2-FPh Me S 2,6-Np H o 4-Pyr

);ﬁ: 12-11  2-FPh Me CH, 1,4-Ph H 4-Pyr

if 12-12  2-FPh Me CH, 2,6-Np H  4-Pyr

.
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12-13  2,4-diCIPh Me S  1,4-Ph H  4-Pyr :
12-14  2,4-diCIPh Me S  2,6=\p H o 4-Pyr :
12-15  2,4-diCIPh  Me Cll, 1, 1-Ph 0 1-Pyr R |
12-16  2,4-diCIPh  Me  Cl,  2,6-Np I d-Pyr ; E
19-17 4-(CF)Ph  Me S  1,4-Ph H  4-Pyr i |
12-18  4-(CF,)Ph Me S 2,6-Np H 4-Pyr g :
12-19 4-(CF,)Ph  Me CH, 1,4-Ph H  4-Pyr £ |
12-20  4-(CF,)Ph  Me CH, 2,6-Np H  4-Pyr f§ L
12-21 2,4-diFPh  Me S  2-F-1,4-Ph H 4-Pyr 3 '
12-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H  d-Pyr i’
12-23 2,4-difPh H S  1,4-Ph  H 4-Pyr 2o
12-24 2,4-diFPh Et S  1,4-Ph H 4-Pyr :
12-25 2,4-diFPh  Me S  1,4-Ph Me 4-Pyr :
12-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-Pyr “IT
i
13-1 2,4-diFPh  Me S  1,4-Ph H  4-NO,-Ph :
13-2 2,4-diFPh  Me S 2,6-Np H  4-NO,-Ph :
13-3  2,4-diFPh  Me CH, 1,4-Ph H  4-NO,~Ph !
13-4 2,4-diFPh  Me CH, 2,6-Np H  4-NO,~Ph %?‘
13-5  4-FPh Me S 1,4-Ph H  4-NO,Ph ’
13-6  4-FPh Me S  2,6-Np H  4-NO,Ph :
. 13-7  4-FPh Me CH, 1,4-Ph H  4-NO,~Ph 1
a 13-8  4-FPh Me CH, 2,6-Np H  4-NO,~Ph ]
¥ 13-9  2-FPh Me S 1,4Ph H  4-NO,-Ph E
% 13-10  2-FPh Me S  2,6-Np H  4-NO,-Ph :
g 13-11  2-FPh Me CH, 1,4-Ph H  4-NO,~Ph !
” 13-12  2-FPh Me CH, 2, 6-Np  4-NO,~Ph !
?; 13-13  2,4-diCIPh  Me S  1,4-Ph H  4-NO,-Ph :
i 13-14  2,4-diCIPh Me S  2,6-Np H  4-No,-Ph }
: |
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13-15  2,4-diCIPh Me CH, 1,4-Ph H  4-NO,~Ph !
13-16  2,4-diClIPh Me CH, 2,6-Np H  4-NO,~Ph :
13-17 4-(CF,)Ph  Me S  1,4-Ph H  4-NO,~Ph " !
13-18  4-(CF,)Ph  Me S  2,6-Np H  4-NO,~Ph f;% :
13-19  4-(CF,)Ph  Me CH, 1,4-Ph H  4-NO,-Ph % :
13-20  4-(CF,)Ph  Me CH, 2,6-Np H  4-NO,~Ph z :
13-21  2,4-diFPh  Me S  2-F-1,4-Ph H  4-NO,~Ph - 1
13-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H  4-NO,~Ph -
13-23  2,4-diFPh . H S  1,4-Ph H  4-NO,~Ph 3 ’
13-24  2,4-diFPh  Et S 1,4-Ph H  4-NO,~Ph % :
13-25 2,4-diFPh  Me S  1,4-Ph Me 4-NO,~Ph :
13-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-NO,-Ph !
)I
14-1  2,4-diFPh  Me S  1,4-Ph H 23,5, 6-TetF-4-CN-Ph ,T
14-2  2,4-diFPh  Me S 2,6-Np H  2,3,5,6-TetF-4-CN-Ph :
14-3  2,4-diFPh  Me CH, 1,4-Ph H 23,5 6-TetF-4-CN-Ph :
14-4  2,4-diFPh  Me CH, 2,6-Np H 23,5, 6-TetF-4-CN-Ph :
14-5  4-FPh Me S 1,4-Ph H 23,5, 6-TetF-4-CN-Ph %
14-6  4-FPh Me S 2,6-Np H  2,3,5,6-TetF-4-CN-Ph '
14-7  4-FPh Me CH, 1,4-Ph H 23,5 6-TetF-4-CN-Ph E
14-8  4-FPh Me CH, 2,6-Np H 23,5 6-TetF-4-CN-Ph E
- 14-9  2-FPh Me S 1,4-Ph H 23,5, 6-TetF-4-CN-Ph !
i 14-10  2-FPh Me S 2 6-Np H 2,35, 6-TetF-4-CN-Ph !
'§ 14-11  2-FPh Me CH, 1I,4-Ph H o 2,3,5, 6-TetF-4-CN-Ph :
2 14-12  2-FPh Me CH, 2,6-Np H 23,5 6-TetF-4-CN-Ph :
i 14-13  2,4-diCIPh Me S 1, 4-Ph H  2,3,5, 6-TetF-4-CN-Ph |
g 14-14  2,4-diCIPh Me S  2,6-Np H 23,5, 6-TetF-4-CN-Ph :
# 14-15  2,4-diCIPh  Me Cl, 1, 4-Ph Il 2,35, 6-TetF-4-CN-Ph :
EE 14-16  2,4-diCIPh Me CH, 2, 6-Np H 23,5, 6-TetF-4-CN-Ph E
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14-17  4-(CF)Ph  Me S  1,4-Ph H  2,3,5,6-TetF-4-CN-Ph
14-18 4-(CF)Ph  Me S 2,6-Np H  2,3,5,6-TetF-4-CN-Ph
14-19  4-(CF)Ph  Me CH, 1, 4-Ph H 23,5, 6-TetF-4-CN-Ph
14-20 4-(CFy)Ph  Me CH, 2,6-Np I 2,3,5,6=Tetl=4-CN-Ph

14-21 2, 4-diFPh Me S 9-F-1,4-Ph H 2,3,5,6-TetF-4-CN-Ph
14-22  2,4-diFPh Me CH, 2-F-1,4-Ph H 2, 3,5, 6-TetF-4-CN-Ph

(mf ik it o4 i debome B (B i R oS )
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14-23  2,4-diFPh  H S 1,4-Ph H 23,5, 6-TetF-4-CN-Ph
14-24 2,4-diFPh  Et S  1,4-Ph H 23,5, 6-TetF-4-CN-Ph
14-25 2,4-diFPh  Me S 1,4-Ph Me 2,3,5,6-TetF-4-CN-Ph
14-26  2,4-diFPh  Me CH, 1,4-Ph Me 2, 3,5, 6-TetF-4-CN-Ph
15-1  2,4-diFPh  Me S  1,4-Ph H 3,4-diCN-Ph
15-2  2,4-diFPh  Me S 2,6-Np H 3, 4-diCN-Ph
15-3  2,4-diFPh  Me CH, 1,4-Ph H 3, 4-diCN-Ph
15-4  2,4-diFPh  Me CH, 2,6-Np H 3, 4-diCN-Ph
15-5  4-FPh Me S 1,4-Ph H o 3,4-diCN-Ph
15-6  4-FPh Me S  2,6-Np H 3,4-diCN-Ph
15-7  4-FPh Me CH, L,4-Ph H 3, 4-diCN-Ph
15-8  4-FPh ‘Me CH, 2,6-Np H  3,4-diCN-Ph
15-9  2-FPh Me S 1,4-Ph H 3,4-diCN-Ph
15-10  2-FPh Me S 2,6-Np H  3,4-diCN-Ph
- 15-11  2-FPh Me CH, 1,4-Ph H 3, 4-diCN-Ph
2} 15-12  2-FPh Me CH, 2,6-Np H 3, 4-diCN-Ph
§§ 15-13  2,4-diCIPh Me S  1,4-Ph H 3,4-diCN-Ph
:% 15-14 2,4-diCIPh Me S  2,6-Np H  3,4-diCN-Ph
A 15-15 2,4-diCIPh  Me CH, 1,4-Ph H 3, 4-diCN-Ph
g 15-16  2,4-diCIPh  Me CH, 2,6-Np H 3, 4-diCN-Ph
f"; 15-17 4-(CF)Ph  Me S  1,4-Ph H 3, 4-diCN-Ph
Eﬁ 15-18  4-(CF)Ph  Me S  2,6-Np H 3, 4-diCN-Ph
A | |
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15-19 4-(CF,)Ph  Me CH, 1,4-Ph H 3,4-diCN-Ph
15-20 4-(CF,)Ph  Me CH, 2,6-Np H 3, 4-diCN-Ph
15-21 2,4-diFPh  Me S  2-F-1,4-Ph H 3,4-diCN-Ph
15-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H 3, 4-diCN-Ph
15-23  2,4-diFPh H S 1,4-Ph H  3,4-diCN-Ph
15-24  2,4-diFPh  Et S 1,4-Ph H  3,4-diCN-Ph
15-25  2,4-diFPh  Me S 1, 4-Ph Me 3,4-diCN-Ph
15-26  2,4-diFPh  Me CH, 1,4-Ph Me  3,4-diCN-Ph
16-1  2,4-diFPh  Me S 1,4-Ph H  4-CH,CO-Ph
16-2  2,4-diFPh  Me S 2,6-Np H  4-CH,CO-Ph
16-3  2,4-diFPh  Me CH, 1,4-Ph H  4-CH,CO-Ph
16-4  2,4-diFPh  Me CH, 2, 6-Np H  4-CH,CO-Ph
16-5  4-FPh Me S 1,4-Ph H  4-CH,CO-Ph
16-6  4-FPh Me S 2,6-Np H  4-CH,CO-Ph
16-7  4-FPh Me CH, 1,4-Ph H  4-CH,CO-Ph
16-8  4-FPh Me CH, 2,6-Np H  4-CH,CO-Ph
16-9  2-FPh Me S 1,4-Ph H  4-CH,CO-Ph
16-10  2-FPh Me S 2,6-Np H  4-CH,CO-Ph
16-11  2-FPh Me CH, 1,4-Ph H  4-CH,CO-Ph
16-12  2-FPh Me CH, 2,6-Np H  4-CH,CO-Ph
16-13  2,4-diCIPh Me S  1,4-Ph H  4-CH,CO-Ph
16-14  2,4-diCIPh Me S  2,6-Np H  4-CH,CO-Ph
16-15  2,4-diCIPh Me CH, 1,4-Ph H  4-CH,CO-Ph
16-16  2,4-diCIPh Me CH, 2,6-Np H  4-CH,CO-Ph
16-17 4-(CF,)Ph  Me S  1,4-Ph H  4-CH,CO-Ph
16-18 4-(CF,)Ph  Me S  2,6-Np H  4-CH,CO-Ph
16-19  4-(CF,)Ph  Me CH, 1,4-Ph H  4-CH,CO-Ph
16-20  4-(CF,)Ph  Me CH, 2, 6-Np H  4-CH,CO-Ph
-36 -
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l6-21 2.4-difPh  Me S 2-F-l,4-Ph H  4-CH,CO-Ph
l6-02  2,4-difPh  Me CH, 2-F-1,4-Ph H  4-CH,CO-Ph
l6-23 2,A-diFPh 1l S 1,4-Ph I A=CILCO-Ph
l6-24 2,4-diFPh  Et S 1,4-Ph H  4-CH,CO-Ph
l6-25 2,4-diFPh  Me S  1,4-Ph Me 4-CH,CO-Ph
l6-26 2,4-diFPh  Me CH, 1,4-Ph Me 4-CH,CO-Ph
7.1 2,4-diFPh  Me S 1,4-Ph H  4-CH,C00-Ph
172 2,4-diFPh  Me S 2,67Np H  1-CH,C00-Ph
{73 2,4-diFPh  Me CH, 1,4-Ph H  4-CH,C00-Ph
|7-4  2,4-diFPh  Me CH, 2,6-Np H  4-CH,CO0-Ph
17-5  4-FPh Me S 1,4-Ph H  4-CH,C00-Ph
17-6  4-FPh Me S 2,6-Np H  4-CH,C00-Ph
17-7  4-FPh Me CH, 1,4-Ph H  4-CH,C00-Ph
17-8  4-FPh Me CH, 2,6-Np H  4-CH,C00-Ph
17-9  2-FPh Me S 1,4-Ph H  4-CH,C00-Ph
17-10  2-FPh Me S 2,6-Np H  4-CH,C00-Ph
17-11  2-FPh Me CH, 1L, 4-Ph H  4-CH,C00-Ph
17-12  2-FPh Me CH, 2,6-Np H  d4-CH,C00-Ph
17-13  2,4-diClPh  Me S 1,4-Ph H  4-CH,C00-Ph
|7-14  2,4-diClPh  Me S 2,6-Np H  4-CH,C00-Ph
17-15  2,4-diClPh  Me CH, 1,4-Ph H  4-CH,C00-Ph
17-16 2. 4-diCIPh  Me CH, 2,6-Np H  4-CH,CO0-Ph
17-17  4-(CF)Ph  Me S  L,4-Ph M 4-CH,C00-Ph
17-18  4-(CF)Ph  Me S  2,6-Np H  4-CH,C00-Ph
17-19  4-(CF)Ph  Me CH, 1,4-Ph i 4-CH,C00-Ph
17-20  4-(CF,)Ph  Me CH, 2,6-Np N 4-CH,C00-Ph
1721 2,4-difPh  Me S 2-F=1,4-Ph 1L 4-CH,C00-Ph
1792 2 1-diFPh  Me Cll, 2-F-1,1-Ph 1l 1=CILCOO-Ph
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17-23  2,4-diFPh  H S I, 4-Ph H  4-CH,C00-Ph
17-24  2,4-diFPh  Et S 1, 4-Ph H  4-CH,C00-Ph
17-25 2,4-diFPh  Me S 1, 4-Ph Me 4-CH,C00-Ph
17-26  2,4-diFPh  Me CH, 1, 4-Ph Me 4-CH,CO0-Ph
18-1  2,4-diFPh  Me S 1, 4-Ph H  2-F-4-CN-Ph
18-2  2,4-diFPh  Me S  2,6-Np H  2-F-4-CN-Ph
18-3  2,4-diFPh  Me CH, 1,4-Ph H  2-F-4-CN-Ph
'18-4  2,4-diFPh  Me CH, 2, 6-Np H  2-F-4-CN-Ph
18-5  4-FPh Me S 1,4-Ph H  2-F-4-CN-Ph
18-6  4-FPh Me S 2,6-Np H  2-F-4-CN-Ph
18-7  4-FPh Me CH, 1,4-Ph H  2-F-4-CN-Ph
18-8  4-FPh Me CH, 2, 6-Np H  2-F-4-CN-Ph
18-9  2-FPh Me S 1,4-Ph H  2-F-4-CN-Ph
18-10  2-FPh Me S 2,6-Np H  2-F-4-CN-Ph
18-11  2-FPh Me CH, I,4-Ph H  2-F-4-CN-Ph
18-12  2-FPh Me CH, 2,6-Np H  2-F-4-CN-Ph
18-13  2,4-diCIPh Me S L, 4-Ph H  2-F-4-CN-Ph
18-14  2,4-diCIPh Me S 2, 6-Np H  2-F-4-CN-Ph
18-15  2,4-diCIPh Me CH, 1, 4-Ph H  2-F-4-CN-Ph
18-16  2,4-diCIPh Me CH, 2, 6-Np H  2-F-4-CN-Ph
18-17  4-(CF)Ph  Me S  1,4-Ph H  2-F-4-CN-Ph
18-18  4-(CF)Ph  Me S  2,6-Np H  2-F-4-CN-Ph
18-19  4-(CF)Ph  Me CH, 1,4-Ph H  2-F-4-CN-Ph
18-20  4-(CF)Ph  Me CH, 2,6-Np H  2-F-4-CN-Ph
18-21  2,4-diFPh Me S  2-F-1,4-Ph H 2-F-4-CN-Ph
18-22  2,4-diFPh  Me CH, 2-F-1,4-Ph H 2-F-4-CN-Ph
18-23 2,4-diFPh H S 1, 4-Ph H  2-F-4-CN-Ph
18-24  2,4-diFPh Et S 1, 4-Ph H  2-F-4-CN-Ph
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18-25  2,4-diFPh Me S 1, 4-Ph Me 2-F-4-CN-Ph
18-26  2,4-diFPh Me CH, 1,4-Ph Me 2-F-4-CN-Ph
19-1 2,4-diFPh Me S 1, 4-Ph H  4-CN-Ph-CH,-
19-2 2,4-diFPh Me CH, 1,4-Ph H  4-CN-Ph-CH,-
19-3 4-FPh Me S 1, 4-Ph H  4-CN-Ph-CH,-
19-4 4-FPh Me CH, 1,4-Ph H  +4-CN-Ph-CH,-
19-5 2-FPh Me S L, 4-Ph H  4-CN-Ph-CH,-
19-6 2-FPh Me CH, 1,4-Ph H  4-CN-Ph-CH,-
20-1 2, 4-diFPh Me S 1, 4-Ph H 2-Thz

20-2 2, 4-diFPh Me CH, ,4-Ph H 2-Thz

20-3 4-FPh Me S 1, 4-Ph H 2-Thz

20-4 4-FPh Me CH, 1,4-Ph H 2-Thz

20-5 2-FPh Me S 1, 4-Ph H 2-Thz

20-6 2-FPh Me CH, 1,4-Ph H 2-Thz

21-1 2,4-diFPh Me S 1, 4-Ph H  1-Np-CH,-
21-2 2, 4-diFPh Me CH, 1,4-Ph H  1-Np-CH,-
21-3 4-FPh Me S 1, 4-Ph H  1-Np-CH,-
21-4 4-FPh Me CH, 1,4-Ph H  1-Np-CH,-
21-5 2-FPh Me S 1, 4-Ph H  1-Np-CH,-
21-6 2-FPh Me CH, 1,4-Ph H  1-Np-CH,-
22-1 2, 4-diFPh Me S 1, 4-Ph H 3-Isoxazolyl
22-2 2, 4-diFPh Me CH, 1,4-Ph H 3-Isoxazolyl
22-3 4-FPh Me S L, 4-Ph H  3-Isoxazolyl
22-4 4-FPh Me CH, 1,4-Ph H  3-Isoxazolyl
22-5 2-FPh Me S 1, 4-Ph H  3-Isoxazolyl
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22-6 2-FPh Me CH, 1,4-Ph H 3-Isoxazolyl
23-1 2,4-diFPh Me S 1, 4-Ph H 2-Oxazolyl
23-2 2,4-diFPh Ve CH, [, 1-Ph I 2-0xnzolvl
23-3 4-FPh Me S I, 4-Ph H 2-Oxazolyl
23-4 4-FPh Me CH, 1, 4-Ph H 2-Oxazolyl
23-5 2-FPh Me S 1, 4-Ph H 2-Oxazolyl
23-6 2-FPh Me CH, 1, 4-Ph H 2-Oxazolyl
24-1 2, 4-diFPh Me S 1, 4-Ph H  4-NH,CO-Ph
24-2 2, 4-diFPh Me CH, 1,4-Ph H  4-NH,CO-Ph
24-3 4-FPh Me S 1, 4-Ph H 4-NH,CO-Ph
24-4 4-FPh Me CH, 1, 4-Ph H 4-NH,CO0-Ph
24-5 2-FPh Me S 1, 4-Ph H  4-NH,CO-Ph
24-6 2-FPh Me CH, 1,4-Ph H  4-NH,CO-Ph
25-1 2,4-diFPh Me S 1, 4-Ph H 4-I-Ph
25-2 2, 4-diFPh Me CH, 1,4-Ph H 4-I-Ph
26-1 2, 4-diFPh Me S 1, 4-Ph H  4-COOH-Ph
26-2 2, 4-diFPh Me CH, 1,4-Ph H 4-COOH-Ph
27-1 2, 4-diFPh Me S 1, 4-Ph H 4-0H-Ph
27-2 2, 4-diFPh Me S 2,6-Np H 4-0H-Ph
27-3 2,4-diFPh Me CH, 1,4-Ph H  4-OH-Ph
27-4 2, 4-diFPh Me CH, 2,6-Np H  4-OH-Ph
27-5 4-FPh Me S 1, 4-Ph H  4-OH-Ph
27-6 4-FPh Me S 2, 6-Np H 4-0H-Ph
27-7 4-FPh Me CH, I, 4-Ph H  4-0H-Ph
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27-22  2,4-diFPh Me CH, 2-F-1,4-Ph H 4-0H-Ph

A7
B7
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I~ AR (29 ) |
|
|
I
i
27-8  4-FPh Me CH, 2,6-Np H  4-OH-Ph ,
|
27-9  2-FPh Me S L,4-Ph H  4-OH-Ph |
|
27-10  2-FPh Me S 2,6-Np H  4-OH-Ph 3 |
27-11  2-FPh Me CH, 1,4-Ph H  4-OH-Ph 4 i
27-12  2-FPh Me CH, 2, 6-Np H  4-OH-Ph 4 !
@
27-13  2,4-diClPh  Me S 1, 4-Ph Il 4-OH-Ph 2 |
97-14  2,4-diCIPh  Me S 2,6-Np H  4-0H-Ph § :
97-15  2,4-diClPh  Me CH,  1,4-Ph H  4-OH-Ph g:
97-16  2,4-diCIPh Me CH, 2,6-Np H  4-OH-Ph ’é’
27-17  4-(CF)Ph  Me S  L,4-Ph  H 4-OH-Ph £
~ |
27-18  4-(CF)Ph  Me S 2,6-Np H 4-OH-Ph ,
|
97-19  4-(CF)Ph  Me CH, 1,4-Ph H  4-OH-Ph |
|
27-20 4-(CF)Ph  Me CH, 2,6-Np H  4-OH-Ph |
27-21  2,4-diFPh  Me S  2-F-1,4-Ph H  4-OH-Ph "|T
|
|
I
|
|
|
8%
®
|

27-23  2,4-diFPh H S 1,4-Ph H  4-OH-Ph
27-24  2,4-diFPh  Et S 1,4-Ph H  4-OH-Ph
27-25 2,4-diFPh  Me S L 4-Ph Me 4-OH-Ph
27-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-OH-Ph
28-1  2,4-diFPh  Me S 1,4-Ph H  4-CH,S0,-Ph ]
e 28-2  2,4-diFPh  Me S 2,6-Np H  4-CH,S0,-Ph |
g 28-3  2,4-diFPh  Me CH, 1,4-Ph H  4-CH,S0,-Ph i
" 28-4  2,4-diFPh  Me CH, 2,6-Np H  4-CH,S0,~Ph |
Fg 28-5 4-FPh Me S 1, 4-Ph H  4-CH,S0,-Ph :
x 28-6  4-FPh Me S 2,6-Np H  4-CH,S0,-Ph |
¥ 28-7  4-FPh Me CH, 1,4-Ph H o 4-CH,S0,~Ph !
i 28-8  4-FPh Me CH, 2,6-Np il 4-CI,50,-Ph !
o 28-9  2-FPh Me S 1,4-Ph H  4-CH,S0,-Ph :
|
|
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28-10  2-FPh Me S 2,6-Np H  4-CH,S0,-Ph
28-11  2-FPh Me CH, 1,4-Ph H  4-CH,50,-Ph
28-12  2-FPh Me CH, 2,6-Np i 1-Cl,S0,-Ph
28-13  2,4-diClPh Me S 1,4-Ph H o 4-Cl,S0,-Ph
28-14  2,4-diClPh Me S 2,6-Np H  4-CH,S0,-Ph
28-15 2,4-diClPh  Me CH, 1,4-Ph H  4-CH,50,-Ph
28-16  2,4-diCIPh  Me Cll, 2,6-Np Il 4-CH,S0,-Ph
28-17 4-(CF,)Ph  Me S  1,4-Ph H  4-CH,50,-Ph
28-18  4-(CF,)Ph  Me S  2,6-Np H  4-CH,S0,-Ph
28-19 4-(CF,)Ph  Me CH, 1,4-Ph H  4-CH,S0,-Ph
28-20 4-(CF,)Ph  Me CH, 2,6-Np H  4-CH,S0,-Ph
08-21  2,4-diFPh  Me S  2-F-1,4-Ph H  4-CH,S0,-Ph
98-22  2.4-diFPh  Me CH, 2-F-1,4-Ph H  4-CH,SO,~Ph
28-23  2,4-diFPh  H S 1,4-Ph H  4-CH,S0,-Ph
28-24 2,4-diFPh  Et S  1,4-Ph H  4-CH,S0,~Ph
98-25 2,4-diFPh  Me S  1,4-Ph Me 4-CH,S0,-Ph
28-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-CH.S0,-Ph
29-1  2,4-diFPh  Me S 1,4-Ph H  4-CF,S0,-Ph
29-2  2,4-diFPh  Me S 2,6-Np H  4-CF,S0,-Ph
29-3  2,4-diFPh  Me CH, 1,4-Ph H  4-CF,S0,-Ph
29-4  2,4-diFPh  Me CH, 2,6-Np H  4-CF,50,-Ph
29-5  4-FPh Me S 1,4-Ph H  4-CF,50,-Ph
29-6  4-FPh Me S 2,6-Np H  4-CF,S0,-Ph
29-7  4-FPh Me CH, 1,4-Ph H  4-CF,50,-Ph
29-8  4-FPh Me CH, 2,6-Np H  4-CF,S0,-Ph
29-9  2-FPh Me S 1,4-Ph H  4-CF,50,-Ph
29-10  2-FPh Me S 2,6-Np H  4-CF,50,-Ph
29-11  2-FPh Me CH, 1,4-Ph H  4-CF,50,-Ph
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29-12  2-FPh Me CH, 2,6-Np H  4-CF,50,-Ph
29-13  2,4-diCIPh Me S  1,4-Ph H  4-CF,50,-Ph
29-14 2,4-diCIPh Me S 2,6-Np H  4-CF,S0,-Ph
29-15 2,4-diCIPh Me CH, 1,4-Ph H  4-CF,S0,-Ph
29-16  2,4-diCIPh Me CH, 2,6-Np H  4-CF,S0,-Ph
29-17 4-(CF,)Ph  Me S  1,4-Ph H  4-CF,S0,-Ph
29-18  4-(CF,)Ph  Me S  2,6-Np H  4-CF,S0,-Ph
29-19  4-(CF,)Ph  Me CH, 1,4-Ph H  4-CF,S0,-Ph
29-20  4-(CF,)Ph  Me CH, 2,6-Np H  4-CF,S0,-Ph
29-21 2, 4-diFPh  Me S  2-F-1,4-Ph H  4-CF,S0,-Ph
99-22  2,4-diFPh  Me CH, 2-F-1,4-Ph .H  4-CF,S0,~Ph
29-23  2,4-diFPh  H S 1,4-Ph H  4-CF,S0,-Ph
29-24 2,4-diFPh  Et S  1,4-Ph H  4-CF,50,-Ph
29-25 2,4-diFPh  Me S  1,4-Ph Me 4-CF,S0,~Ph
29-26  2,4-diFPh  Me CH, 1,4-Ph Me 4-CF,S0,-Ph
30-1  2,4-diFPh  Me S  1,4-Ph H 2-CH,0-5-Pyr
30-2  2,4-diFPh  Me CH, 1,4-Ph H  2-CH,0-5-Pyr
31-1  2,4-diFPh  Me S 1,4-Ph H  2-CHF,CF,CH,0-5-Pyr
31-2  2,4-diFPh  Me CH, 1,4-Ph H  2-CHF,CF,CH,0-5-Pyr
32-1  2,4-diFPh  Me S  1,4-Ph H  4-(Me,(HO)C)-Ph
32-2  2,4-diFPh  Me CH, 1,4-Ph H 4= (Me, (HO)C) -Ph
33-1  2,4-diFPh  Me S 1,4-Ph H  4-CNCH,CH,~Ph
33-2  2,4-diFPh  Me CH, 1,4-Ph i 4-CNCH,CH,~Ph
34-1  2,4-diFPh  Me S 1,4-Ph H  4-SH-Ph
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34-2  2,4-diFPh  Me CH, 1,4-Ph H  4-SH-Ph

'35-1  2.4-diFPh  Me S  1,4-Ph H  4-CNCH,0-Ph
35-2  2,4-diFPh  Me CH, 1,4-Ph H  4-CNCILO-Ph
16-1  2.4-diFPh  Me S  1,4-Ph  H  4-CNCH,CH,0-Ph
36-2  2,4-diFPh  Me CH, 1,4-Ph H  4-CNCH,CH,0-Ph
37-1  2,4-diFPh  Me S 1,4-Ph H  4-CH,0HCF,CF,CH,0-Ph
37-2  2,4-diFPh  Me CH, 1,4-Ph H  4-CH,OHCF,CF,CH,0-Ph
38-1  2,4-diFPh  Me S  1,4-Ph H  4-CN-1-Np
38-2  2,4-diFPh  Me S 2,6-Np H  4-CN-1-Np
38-3  2,4-diFPh  Me CH, 1,4-Ph H  4-CN-1-Np
38-4  2,4-diFPh  Me CH, 2,6-Np H  4-CN-1-Np
38-5  4-FPh Me S L, 4-Ph H  4-CN-1-Np
38-6  4-FPh Me S 2,6-Np H  4-CN-1-Np
38-7  4-FPh Me CH, 1,4-Ph H  4-CN-1-Np
38-8  4-FPh Me CH, 2,6-Np H  4-CN-1-Np
38-9  2-FPh Me S 1,4-Ph H o 4-CN-1-Np
38-10  2-FPh Me S 2,6-Np H  4-CN-1-Np
38-11  2-FPh Me CH, 1,4-Ph H  4-CN-1-Np
38-12  2-FPh Me CH, 2,6-Np H  4-CN-1-Np
38-13  2,4-diCIPh Me S  1,4-Ph H  4-CN-1-Np
38-14  2,4-diCIPh Me S  2,6-Np H  4-CN-1-Np
38-15  2,4-diCIPh Me CH, 1,4-Ph H  4-CN-1-Np
38-16  2,4-diCIPh  Me CH, 2,6-Np H o 4-CN-1-Np
38-17 4-(CF)Ph  Me S  1,4-Ph H  4-CN-1-Np
38-18  4-(CF)Ph  Me S  2,6-Np H  4-CN-1-Np
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38-19  4-(CF,)Ph Me CH, 1, 4-Ph H 4-CN-1-Np
38-20  4-(CF,)Ph Me CH, 2,6-Np H  4-CN-1-Np %
%
38-21 2, 4—-diFPh Me S 2-F-1,4-h H 4-CN-1-Np 5]
2%
B
38-22 2, 4-diFPh Me CH, 2-F-1,4-h H 4-CN-1-Np ;J
38-23 2, 4-diFPh H S 1, 4-Ph H  4-CN-1-Np i
&
38-24  2,4-diFPh Et S 1, 4-Ph H  4-CN-1-Np ¥
38-25  2,4-diFPh Me S 1, 4-Ph Me 4-CN-1-Np ié
Ei-4
38-26  2,4-diFPh Me CH, 1, 4-Ph Me 4-CN-1-Np j,;
|%
39-1 2, 4-diFPh Me S 1, 4-Ph H benzothiazol-2-yl
39-2 2, 4-diFPh Me CH, 1, 4-Ph H benzothiazol-2-yl
40-1 2, 4-diFPh Me S 1, 4-Ph H 2,4-diCl-Ph
40-2 2, 4-diFPh Me CH, 1, 4-Ph H 2,4-diCl-Ph
41-1 2, 4-diFPh Me S 1, 4-Ph H 2-Cl-4-CF,-Ph
41-2 2, 4-diFPh Me CH, 1, 4-Ph H 2-Cl-4-CF,-Ph
_g’(
ﬁg\
3
%
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&
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i
H
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4
1
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ﬁ
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38-19  4-(CF,)Ph Me CH, 1, 4-Ph H 4-CN-1-Np
38-20  4-(CF,)Ph Me CH, 2,6-Np H 4-CN-1-Np
38-21  2,4-diFPh Me S 2-F-1,4-h H 4-CN-1-Np
38-22  2,4-diFPh Me CH, 2-F-1,4-h H 4-CN-1-Np
38-23  2,4-diFPh H S 1, 4-Ph H 4-CN-1-Np
38-24  2,4-diFPh Et S 1, 4-Ph H  4-CN-1-Np
38-25  2,4-diFPh Me S 1, 4-Ph Me 4-CN-1-Np
38-26  2,4-diFPh Me CH, 1, 4-Ph Me 4-CN-1-Np
39-1 2,4-diFPh Me S 1, 4-Ph H benzothiazol-2-yl
39-2 2, 4-diFPh Me CH, 1, 4-Ph H benzothiazol-2-yl
40-1 2,4-diFPh Me S 1, 4-Ph H 2,4-diCl-Ph
40-2 2,4-diFPh Me CH, 1,4-Ph H 2,4-diCl-Ph
41-1 2, 4-diFPh Me S 1, 4-Ph H 2-Cl1-4-CF,-Ph
41-2 2, 4-diFPh Me CH, 1,4-Ph H 2-Cl1-4-CF,-Ph

, Et B
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7—-2, 7-3.7—-4, 7—9, 7—-11, 7—-21, 7—22, 8—1., 8
—2.8—-3.,8—-4,8—-9, 8-11,8—21, 8=22, 9—1, 9-—
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B~ AR ()

AR ) , BURE (N E M Z KA BRWHE - FRE)
Wy m (AL R OER R 8O0 - ¥h O OEL MR ME R )W OB LA
B E (k- 28 HBE)EFRMAKE NF &K

BB B KE MR - S BE R E TR K E AT
Bl OB XREATHMETR ILE Smg, ER
2000,% 1000mg, WHRAKLAEKFBERELTEBE TR

0.1, 0.5mg, LR 600,H 500mg & H {F 1-6 X & & -

i
(o} D 2 558 300 o5k e I (N B R S )

B et B R L. S ST

[ 5 i 3% B 2 & £ P E]

THAXMRPEBN, KB RYEBAEA, BRFHAD
PRI -
" fl 1

4-[FK -5-[[(1R, 2R)-2-(2,4-Z # K £ )-2- K & -1-F & -
3o(1H-1,2,4-= M -1-2 ) & 16 &£ 1-1,3-Z 8 f-2-% -
4°-(2,2,33-MAEREE)FMARELEZHEERY DT

vE&E® 1-1)
O/OCHZCFZCHFZ 0 /©/0CH2CF2CHF2
@/lL N
H
CH:! L/p/u\

S
F

==
bk

>N
\=N \,p&

F
(1) s 4-FHEFEFRE (5.0g, 33.3mmol) &H1E
& P9 @ BE I 100ml B & N N-Z F 2 B EEfE Iml,m Al 2
0C sk B#H - R MEMA (3.8 ml, 43.3mmol) X

oo ¢ H O I P 3 ol o S 1R

# -72-

AUEREHA TRBRREILE (CNS)A4 A& (210 297 %)
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B7

B~ BREAGREA (1)

OB R 30 o R LIE 40C B 20 4 LB B R LOH R ZER
e oE 4-FEEFE&E - 5% Chem. Pharm. Bull., 44(2),
p314,1996 Lk 2 4-(2,2,3.3-WH N & H)F i (646mg,
2. 9mmol) B N,N-— B H & 2 & (1.21ml, 7.0mmol)
VAIE B U0 @ Bk M Sml, € OC MW maw LA 4-F
B CRE & (561mg, 33.3mmol) Z # P4 & % M 2ml &
W fEE BB 17T /NE R LE 40CH I 2090 0 RAEK
BB BEMAKER.DEERKRZIBZIE - &
B 3 4e 72 DLOOLSN EE B - BROFD BROBR G OMOK WA - K KB
& ok e R L LUK R OB SR MR LW B R BREALIEL
B 2 BE-C f BRSSP 4-F R -47-(2,2,33-E A E

(o 200550 30y o B N B s R e )

it e e

=]

)RR K BE 634mg,E K 62%,0% B B A A c

A BE 152°7C

NMR(400MHz,CDCIl3) 6 ppm 4.37(2H,t,J=12Hz),
6.07(1H,tt,J=53,5HZ),6.97(2H,d,J=9HZ),7.61(2H,d,J=
9Hz),7.77(1H,s),8.03(4H.s),10.12(1H.s) -

IR vmax KBr em'1: 3329,1699,1649,1256,1108

MS m/z(EI) : 335(M7),133(100% ).105
(2) B ()FifE 4-F K &£-4-(2,2,3.3-UHEAEE)F
fE % % (300mg, 0.84mmol) » # BH 75 8-333350 ¢ # &
(2R, 3R)-2-(2,4-Z f K H)-3-[[1-(F& & Hy-2-8 2 & W
%]-1-(1H-1,2,4-Eﬂ§§-1-§)-Z-TE? ( 253mg, 0.70
mmol) ~ HHEHEXFEE 1KE&YW (160mg, 0.84mmol)

& 00 & R 10ml & & Z & Bkt Sml iy T A 4AQ3g),

oD 2 Mmoo 9 20N

. -73- -

AUTKRILE R P BB %% (CNS)A4 A8 (210 x 297 %)
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o
)

P

3P o oDl L H me 3 e 3P o of 9 3

B B (7))

fEEBEBEH 2HKEOTC n oA BB A Sk ok W R L BR
S T Ly EAE KK LB ZE - EHEBAEBUBENRE
7}<?§’:‘:@,Liﬁmﬁﬁﬁﬁﬁéiis%,?ﬁﬁi?iBﬁiﬁ%ﬁﬂ,ﬁﬁ%?ﬁiﬂﬁ%
EWBHEBN (Z8BZE:CH=2:1) EE KRB
) 87mg (FE E 18%) H @EE - R LLZ B Z BT b
41 H, BIEERY Ssmeg (EE 11%) BRAEE -
HZBMZE-EARBEES . GO0 RES -
K R

BB 156TC -

NMR(400MHz,CDCl3) 6 ppnul.21(3}Ld,J=7Hz)¥L36(1H,q,

J=7 Hz), 3.4-3.6 (14, m), 3.76 (IH, t, J=11 Hz), 3.78 (1H, t, J=11Hz), 4.36

N
i}

(2H, t, J=12 Hz), 4.42 (IH, ddd, J=11, 5, 2 Hz), 4.55 (11, ddd, J=11, 5, 2
Hz), 4.85 (IH, d, J=14 Hz), 5.05 (lH, d, J=1 Hz), 5.06 (1H, d, J=14 Hz), 5.34
(IH, s), 6.07 (iH, tt, J=53, 5 Hz), 6.7-6.8 (2H, m), 6.95 (2H, d, J=9 Hz),
7.3-7.4 (1H, m), 7.59 (2H, d, J=9 Hz), 7.62 (2H, d, J=9 Hz), 7.74 (1H. s).
7.80 (2H, s), 7.88 (2H, d, J=9 Hz),

IR vmax KBr ecm™1 3322,1656,1512,1251,1139 ¢
MS m/z(FAB): 697(M"+1) °
FEfE ¥ B [a 1p2 -597(c=0.57,CHCl3) «
E 2 # Y
NMR(400MHz,CDCl3) 6 ppnﬂl.23(3PLd,J=7Hz)QL22(1H,L

J=2 Hz), 3.44 (IH, q, J=7 Ha), 4.2-4.5 (4H, m), 4.35 (2H, t, J=12 Hz), 4.87
(IH, d, J=14 Hz), 4.97 (1H, s), 5.15 (IH, d, J=14 Hz2), 5.66 (IH, s), 6.07
(IH, tt, J=53, 5 Hz), 6.7-6.8 (2H, m), 6.95 (2H, d, J=8 Hz), 7.3-7.5 (IH,

-74-

AUIEREBA TR A RIZE (CNS)AL A& (210x 297 2 %)

(oo i 2 s o0 oy kot B (Y B i B OB )
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m), 7.59 (2H, d, J=8 Hz), 7.64 (2H, d, J=8Hz), 7.77 (IH, s), 7.78 (IH, s),
(1H ,s), 7.88 (2H, d, J=8 Hz),
MS m/z(FAB): 697(M™+1) -
" i fl 2
SE B -4-[K -5-[[(1R, 2R)-2-(2,4-Z & F £ )-2-%
Hoo1-F O -3-(1H-1,2,4-= W -1-F )R & |6 &£ ]-1,3-2 05
e 2-BEIFEBMEREAREZEEBED B RALEY 2-1)

CN

(O{FERA 1-(1) , BmEZ 4-FEFHE (343mg,
2.9mmol) ~ N,N-Z 2R HEZ P (1.21ml, 7.0mmol)
4-F B CEE & (561 mg, 33.3mmol) Kk 4-(Z F & E )M
E(BEE )R EERFSHMRYEWBREEN (2B L
B T ke =2:1) 8 4 -8 % -4-FEETHREE 81mg, E
B 1%, % EOE® RZBZEESELH . GRAEAAD K
& AR e

i %5 236C -

NMR(270MHz,DMSO-dg) 6 ppm:7.85(2H,d,J=8Hz),8.00

(2H,d,J=8I{z%8.08(2H,d,J=8Hz),8.15(2H,d,J=8Hz),10.13(1H

,$),10.85(1H,s)
IR vmax KBr cm™1: 3368,2223,1685,1518 -

MS m/z(EI) @ 250(M*),133(100%),105 -

-75-

.79

AHKEREBA YHERZE (CNS)A4L M4 (210297 2% )

)

(ol e 330 300350 A B Y B B

-__._.__;._______.__.,.___'.___.,_%_________E:\

)



591024

P Py o oo H w3 e I e of 3 3R

B7

B R

(2) fFEBH 1- (2) & (HATE 4°-&F K -4-F OB E T
Eﬁﬁi%(75mg,030mmon\(2R,3RL2%2AJ:§§ﬁ§%)-
3o[[1-(F8 B H)-2-¥8 Z % JF % ]-1-(1H-1,2,4-= M -1-
H#)-2-T B (98mg, 0.27mmol) K ¥ F & ff & 1K &
( 62mg, 0.32mmol) K fEE B B EHBW K EMEY 30me
(% 19%) A @ EE, HEE2MBY 20mg ( B F 12% )
E@’ﬁ%:':oJi%‘e%%%ZEﬁZE‘ﬁ-aiﬁﬁ%%,%Eﬂé*’ﬁ
AR RS AR

"R #EY

A BE 176C -

NMR(270MHz,CDCl3) 8 ppm:1.22(3H,d,J=7Hz),3.36(1H.q,
J=7 Hz), 3.4-3.6 (IH, m), 3.76 (1H, t, J=11 Hz), 3.79 (1H, t, J=L1 Hz), 4.42
(1H, ddd, J=11, 5, 2 Hz), 4.55 (lH, ddd, J=11, 5, 2 Hz), 4.85 (IH, d, J=14
Hz). 5.05 (I1H, d, J=1 Hz), 5.05 (iH, d, J=14 Hz), 5.55 (1H, s), 6.7-6.8 (2H.

m), 7.3-7.% (IH, m), 7.65 (20, d, J=8 Hz), 7.68 (2H, d, J=8 Hz), 7.80 (2H.

s), 7.80 (2H, d, J=8 Hz), 7.89 (2H, d, J=8 Hz), 7.93 (IH, s),
IR vmax KBr ecm™1: 3371,2225,1512,1319,1139 ¢

MS m/z(FAB): 592(M"+1)
Fe fE ¢ B [a 1p2°-52"(c=0.60,AcOEL) -
e 5 # ¥ ‘
NMR(270MHz,CDCl3) & ppm:1.23(3H,d,J=7Hz),3.22(1H,t,

722 Hz), 3.44 (IH, q, J=7 Hz), 4.2-4.5 (4H, m), 4.86 (IH, d, J=14 Hz), 4.97
(1H, s), 5.15 (1M, d, J=14 Hz), 5. 67 (L, s), 6.6-6.8 (21, m), 7.3-7.5 (L,
m. 7.67 (2H, d, J=8 Hz), 7.67 (2H, d, J=8 Hz), 7.78 (IH, s), 7.79 (IH, s),
7.80 (2H, d, J=8 Hz), 7.88 (2H, d, J=8 Hz), 8.02 (1, bs).-

MS m/z(FAB): 592(M*+1)°

-76-

FUGRREBA T B E R A2 E (CNS)AL A (210297 27 ) | —

(i i 259 57 30 e B (v B i B8 O 3 )



591024
A7
B7

i Bl 3
4" - K -6-[F -5-[[(1R, 2R)-2-(2,4-= #f # % )-2-18

Hool-F B -3-(1H-1,2,4-Z W14 )W B R4 )-1.3-— 1%
fr-2-M)-2-HHEMEKGIALE %CN2-2)

0 0
u
oW
Nf\y v s

\=N F
F

(1) HEZ 2,6-ZE_H K _HE (500mg, 2.1lmmol)
VA EEZ PY | K 120ml, % Al E -S0°C £ # P i I Red-Al
(0.6" ml, Aldrich A &, 65%H X FE % . 2.1lmmol) ,
fE-50CHE# 1L/, EERE®R 1S/ BR.EZRK
BMZEZE KKk OSN(+) -BHAEEMMKER,D
REAKREZBZE - BHE LN EKES, EK
B EGR BREBEERBRAE . EWBREEBN (Z8KIE:

(i Db 25355 0 e B B R 5 )

Mo EE e R BB -CiBA&. B alRE& -

Al BE 122°C

NMR(400MHz,CDCl3) § ppm:1.80(1H,t,J=6Hz),3.99(3H,s),
4.90(2H,d,J=6Hz),7.55(1H,d,J=9Hz),7.8-7.9(2H,m),
7.96(1H,d,J=9Hz),8.07(1H,d,J=9Hz),8.61(1H,s) -

IR vmax KBr cm™1 ¢ 3252,1716 -

MS m/z(EI): 216(M",100%) -

TESNFAME  CisH1,03 FFTEME ¢ C;72.215 H,5.59;
N,0.00 4> #f {8 : 72.11; H,5.39; N,0.00 -

(2) BB 6-FH K -2-% ﬁaﬁif‘ﬂﬂ“ﬁ‘é@%mg,

220 R IF Do 3 M omo o e R g o 9 34 (N

-77-

R I St I Y
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B HERY ()

1.23mmol)¥& £ — & B # 30ml, i & M = & L& (2.12),
EEBEE IS B EVBREEN (ZBZE Ck
=1:2) /8 6-F EE & -2-ZFE H R FE 237mg ( E X 90%)
HaEE - kR ZBZE-CHREB&ES. 88 8RIKE
E!BEI o

A BL 127°C

NMR(400MHz,CDCl3) 6 ppm:3.97(3H,8),7.98(1H,dd,
J=8,1Hz),8.0-8.1(2H,s),8.13(1H,dd,J=1Hz),8.34(1H

(o i 2o s o0 ek B¢ B i 5 o B )

f—————*—————-—-——-—-:————.‘-%'——-————'P—"\L—'—-————'. e

,s),8.62(1H,s),10.16(1H,s) °

IR vmax KBr cm™1: 1718,1696,1682 ¢

MS m/z(EI): 214(M7),183(100%) °

St E 4N fE - CiaHi 005 FFEfE ¢ C;72.89; H,4.71;
N,0.00 - 4> #7 {8 © 72.60; H,4.52; N,0.00 -
(3) B&()F 18 6-F B & -2-3 B % F B (227mg,
1.06mmol) ~ (2R, 3R)-2-(2,4-= & & £ )-3-[[1-(& F
H)-2-8 Z HE IR K ]-1-(1H-1,2,4-=Z M -1-5)-2-T fi2
(381mg, 1.06mmol) ~ ¥ HF X R 1 kK& (363mg,
1.91mmol) R & I 4 Wk W S0ml, 7€ [B 8 7 5% & & & .
B =B R A R R VAN E KA 40ml {5 £
B R o MIBE R E 2 KR, WEE N EKE SOmlLAE
oCHEAMABRBAM KBRS U ZBZEER - 7 &
B DL & E ok ¥R VR L DUME K BROBE B 62 KR UK BE R PR RPN
BRI EWBREEBN (ZBZE Cl=1:2) .5 6-
[ -5-[[(1R, 2R)-2-(2,4-Z i % & )-2-F & -1-H H-3-

3 PY 2 oo 2 H Omo A e I a of 9 3% 0N

-78-
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I AR ()

(1H-1,2.4-= W -1-3 )7 & | & 1-1,3-Z 65 ke -2-5]-2-
= H g RS (K R M W)331Iime ((E X 56%) B GEE -
Y Z B EE Ck=3:1%%, B 6-[IH-5-[[(IR, 2R)-
2-(2,4-T R )-2-FWHE-1-F K -3-(1H-1,2,4-= M -1-
VP OB IR B ]-1,3- T mE g -2-H)-2-% O F B (H R
M)1Tmg (B E 14%) EAHMRY - KEBVDRKIEL
BE-UhBEBfaa. S0 mREH -

£ &Y

Ao 153°7C -

(omf i 2 i 3o o ke B (VB ki 3B oS )

NMR(400MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz),3.37(1H,q,
J=7 Hz), 3.5-3.6 (IH, m), 3.81 (IH, t, J=11 Hz), 3.83 (1H, t, J=11 Hz), 3.99
(3H, s), 1.16 (1, ddd, J=t1, 5, 2 Hz), L 58 (1H, ddd, J=11, 5, 2 Hz), 1.86
‘1H, d, J=14 Hz), 5.05 (IH, s), 5.06 (IH, d, J=11 Hz), 5.66 (lH, s), 6.7-6.8
(2H, m), 7.3-7.4 (1H, m), 7.66 (1H, d, J=9 Hz), 7.80 (2H, s), 7.91 (lH, d,
J=9 Hz), 7.98 (lH, d, J=9 Hz), 8.01 (IH, s), 8.07 (IH, dd, J=9, 1 Hz), 8.6l
(1H, s)-.

IR vmax KBr cm'1 : 3445,1718,1708,1139 -

MS m/z(FAB) : 556(M*+1) -
T E 4N {E ¢ CasH27F2N3;0s FFHE fH + C360.53;

H,4.90; N,7.56;F,6.84 < 4 #7 {& : 60.52; H,4.86; N,7.56

s
Y

F6.87 -

g & 1 Y
NMR (400MHz,CDCl;) 8 ppm:1.24(3H,d,J=7Hz),3.23(1H,t,

3T P X odom H2 H Omo Ao e TP o o 9 34

-79-
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o~ BARA P
J=2 Hz), 3.4-3.6 (IH, m), 3.99 (3H, s), 4.2-4.5 (4H, m), 4.88 (IH, d, J=14
Hz), 4.97 (1H, d, J=1 Hz), 5. 17 (IH, d, J=14 Hz), 5.78 (IH, s), 6.6-6.8 (2H,
'm), 7.3-7.5 (1H, m), 7.71 (IH, dd, J=9, 1 Hz), 7.77 (IH, s), 7.79 (lH, s),
7.91 (1H . d, J=8 Hz), 7.98 (1H, d, J=8 Hz), 8.03 (lH, s), 8.07 (IH, dd, J=9,
1 Hz), 8.61 (IH, s),
MS m/z(FAB): 556(M"+1) »
(4) EEA KA T . HEZ 4-BEFXHF (85mg, 0.72
mmol) FE 8 F EE W 4ml WHRAEZHBHE M= F &
42 (0.67 ml, 1.07TM IEC K ¥ ¥, 0.18mmol) , £ % &
B o109 %.Em (3) fifEe 6-[X-5-[[(1R, 2R)-2-
(2,4-— @ F H)-2-FHE-1-F & -3-(1H-1,2,4-= ¥ -1-5)
PIOE )RR R )-1,3-2 Mk -2-H )-2-F R BB (100mg,
0.18mmol)Z & B % (3ml) , £ 80°C ## 2.5 K, 1
=m S e ik R 05N (+) - o BE SR SR K B WL B AE
KR ZHBZE - KB LN BE KK S, EKER R
g REBABRAE EWBAEBWN (2B ZE C Ik
3:1) , B EHMWY 99mg (( E X 85%) MA MW MKY - 1t

Il

eomzB-CirB/ES. QKRGS -

X %Y

Rl EE 114°C -

NMR(400MHz,CDCl3) § ppm:1.23(3H,d,J=7Hz),3.38(1H,q,
J=7 Hz), 3.5-3.6 (IH, m), 3.82 (1H, t, J=11 Hz), 3.84 (1H, t, J=11 Hz), 4. 46
(1H, ddd, J=11, 5, 2 Hz), 4.59 (lH, ddd, J=11, 5, 2 Hz), 4.86 (1H, d, J=14

Hz), 5.06 (lH, d, J=1 Hz), 5.06 (lH, d, J=14 Hz), 5.68 (1H, s), 6.7-6.8 (2H,

apage 3 H e 30 3 o o B 1% RS

m, 7.3-7.5 (14, m), 7.69 (21, d, J=9llz), 7.70 (1, d, J9 1), 7.80 L,
A s), 7.85 (24, d, J=9 Hz), 7.92 (IH, dd, J=9, 1 Hz), 8.00 (2H, d, J=9 Hz), |
i s _ :
e 8.06 (IH, s), 812 (IH,s), 8.39 (IH, s),
R -80-

)

(o i b s 80 ok B (B e

FUIRREER P FAZHE (CNS)A4 #.45 (210 x 297 %)

eI G SRR S —



591024

$2 T P 2% odou B2 H Omo A Pk P g o 9 35 B8

@ >
~] ~1

BB 70)

IR vmax KBr cm™1 : 3395,2225,1681,1513,1138 -
MS m/z(FAB) : 642(M"+1)
FEfE 6 E [a 1p2°-61°(c=0.60,CHCIl3) °
" i 4
A EE -4-[ -5-[(2S, 3R)-3-(2,4- 2 O H)-3- & -
2-F B -4-(1H-1,2,4-= M -1-F )T H1-1,3-Z 05§ -2-5 ]
THmAEBRBERECCEERBY P TILE? 2-3)

FEmEG 1-(2) BEEA 2-(HFFKF/ 4 -8 & -4-H
Wi B B (78mg, 0.31mmol) + (2R, 3R)-2-(2,4-— & &
B )-3-[[1-(¥ B E)-2-8 Z H IR E]-1-(1H-1,2.4-= % -
1-3)-2-T B (FHMZF 11-80135 Fddk; 100mg.
0.29mmol) ~ HH F@WEKE 1 kK& (99mg,
0.52mmol) K ME - EH SHMNYKE#HY 100mg ( &
K O59%) P fu [E L RIEEEY 23meg ((E X 14%) EA
WMy REEYRZIZBZIE-CHRBHEL.5 8 EBKK

H o
H

&2 EY
B EE 159°C
NMR(500MHz,CDCl3) 6 ppm:0.86(3H,d,J=7Hz),1.15(1H,ddd

e
ok
m

-81-

AHKREHMA PEBRFIZE (CNS)A4 M5 (210 x 297 N %)
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B BB (80

J=14, 10, 2 Hz), 1.49(1H, ddd, J=14, 10, 2 Hz), 2.0-2. 1 (lH, m), 2.2-2.3 (IH,
m), 3.60 (IH, t, J=11 Hz), 3.62 (IH, t, J=11 Hz), 4.23 (U, ddd, J=L1. 3,
2 Hz), 4.35 (1H, ddd, J=11, 5, 2 Hz), 4.50 (1H, d, J=14 Hz), 4.90 (1H, s),
4.96 (1H, d, J=14 Hz), 5.51 (1H, s), 6.6-6.8 (2H, m), 7.3-7.5 (1, m), 7.6
(2H, d, J=8 Hz), 7.67 (2H, d, J=8 Hz), 7.79 (lH, s), 7.79 (2H, d, J=8 Hz).
7.87 (1H, s), 7.88 (2H, d, J=8 Hz), 7.94 (1H, bs),

IR vmax KBr cm'1 : 3426,2225,1681,1513,1138 -
MS m/z(FAB) : 574(M"+1)
g e B [a 1p2°-60°(c=0.56,CHCl3) »

6 % #% %

m), 2.1-2.3 (1H, m), 2.5-2.6(lH, m), 4.0-4.3 (4H, m), 4.65 (1H, d, J=14 Hz),
4.76 (1H, s), 4.91 (1H, d, J=14 Hz), 5.60 (l1H, s), 6.6-6.8 (2H, m), 7.3~
7.5 (1H, m), 7.61 (2H, d, J=8 Hz), 7.64 (2H, d, J=8 Hz), 7.76 (IH, s), 7.78
(1H, s), 7.8l (2H, d, J=8 Hz), 7.88 (2H, d, J=8 Hz), 8.18 (lH, bs),

MS m/z(FAB) : 574(M"+1) -
g il S

4 -4-[R -5-[[(IR, 2R)-2-(2,4-Z @ ¥ £)-2-%
Ho1-FE-3-(1H-1,2,4- =M -1-F )R E R E]-1,3-2 05
e -2-H)-3-FFEEKRB ORAELEY 2-21)

L
N

H

OHCHs'l:;;j
/\\l o

\-—N

-82-

NMR(400MHz,CDCl3) 6 ppm:0.78(3H,d,J=7Hz),1.5-1.8(2H,

AUGRREEMA P BB FAZE (CNS)A4L #45 (210 x 297 2% )
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(1) % J. Med. Chem., 35(5), p877, 1992 L # Z 3-% -
4.3 B OBL E PR BB PR OES ( 80mg, 0.32mmol) & fE ¥ = H
B o4.5ml B8 R B ImlBE®K - @ AlE 0CH] P EM
=S Zm N-S 4 2KkE&%W (180mg, 1.62mmol) ,7f =
W 2R, PREAKLBLIE-CK (11 R
W) - 5 B BRI & E K %R L DUE K B BR B8R RZ OB LB
KB EE EWBMHEBWN(Z®BZE-CH=-1:10).% 3-% -
4-F B E PR OBR S 29meg, B K 48%, H & EE -

NMR(400MHz,CDCl;) 6 ppm:3.97(3H,s),7.85(1H,

(ol D 200360 o0 b 1 (N B et 2 O )

P T . (R J——

d,J=11Hz),7.9-8.0(2H,m),10.43(1H,s) °

MS m/z(EI): 182(M",100%) °
(2) (5 EMAE 3-(3) JE(HTH 3-F-4-F 8 &5 HF
B B ES (105mg, 0.58mmol) + (2R, 3R)-2-(2,4-Z & &
E)-3-[[1-(88 B OE)-2-58 2 B H E]-1-(1H-1,2,4-= ¥ -
[-#)-2-T B (207mg. 0.58mmol) K ¥ F ¥ 88 1 K
&4 (199mg, 1.04mmol) X FE B B, 1§ 4-[K-5-[[(IR,
QJR)-2-(2,4-" @ EHE)-2-5 8 & -1-8 £ -3-(1H-1,2,4-=
W1 ) R IR -1,k -2-E -3 K F BT B
(K B #w)106meg (R 35%) & & &g, & 4-[IR-5-
[[(1R, 2R)-2-(2,4-= @ X £ )-2- & -1-F & -3-(1H-
1,2,4-= W -1-3 )/ 1R F£1-1,3- 28 fx-2-F]-3-8 %
FOEs RS (IE R M )20mg ((EX 10%) EAMAKY -
£

NMR(400MHz,CDCl3) 8 ppm:1.21(3H,d,J=7Hz),3.35(1H,q,

220 R ¥ oD 3 Mmoo e ) 0 of 2 3N

-83-
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Pty

B7

B BRSO P)
J=T Hz), 3.4-3.6 (1H, m), 3.77 (IH, t, J=11Hz), 3.79 (IH, t, J=11 Hz), 3.93
(3H, s), 4.39 (IH, ddd, J=11, 5, 2 Hz), 4.52 (1H, ddd, J=11, 5, 2 Ha), 4. 84
(1H, d, J=14 Hz), 5.06 (1H, d, J=1 Hz), 5.05 (1H, d, J=14 Hz), 5.79 (IH, s),
6.7-6.8 (2H, m), 7.3-7.4 (IH, m), 7.6-7.8 (2H, m), 7.80 (2H. s), 7.86 (IH,
dd, J=8, 1 Hz),

MS m/z(FAB) : 524(M"+1)

= A fE BE MC @ m/z CosH,sOsN3F3S 5 B fE @ 524.1467.
B ¢ 524.1457
6 £ % ¥

NMR(400MHz,CDCl;) 8 ppm:1.18(3H,d,J=7Hz).3.1-3.2(1H,

m), 3.40 (1H, q, J=7 Hz), 3.87 (3H, s), 4.2-4.5 (4H, m), 4.83 (1H, d, J=14
Hz), 4.95 (1H, d, J=1 Hz), 5.12 (IH, d, J=14 Hz), 5.84 (1H, s), 6.6-6.8 (2H,
m, 7.2-7.4 (IH, m), 7.66 (IH, dd, J=11, 1 Hz), 7.7-7.8 (1H, m), 7.73 (1H,
s), 7.76 (1H, s), 7.81 (1H, dd, J=8, 1 Hz),

MS m/z(FAB) : 524(M*+1) -
(3) 5 EHHE 3-(4) BHHEZ4-EEFTE (98mg,
0.83mmol) ~ = H E 48 (0.78 ml, 1.07M [E C & & & .
0.83mmol) Kk (2) Fifd & 4-[X-5-[[(IR, 2R)-2-(2,4-
TR EE)-2-EE-I-F E-3-(1TH-1,2,4-=Z W - 1-5 )R K
BB ]-1,3-2 88 fg -2-2 )-3-% % P B ¥ B (109mg, 0.21
mmol)fZ FE & B, B HM Y 95mg ( E X 75%) # & K
oo WRZBZB-CHEBES .S GHKEE -

Al EF 110°C -

NMR(400MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz),1.36(1H,q,

-84-
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320 D 2 b B H 003 e 3 g o S 2 0

on e =2
~] ~

F o~ BEEAREA ()
J=7 Hz), 3.5-3.6 (1H, m), 3.78 (U, v, J=I1 llz), 3.80 (L, v, J=I1 Ilz), & 41
(LH, ddd, J=11, 5, 2 Hz), .54 (11, ddd, J=11, 5. 2 Hz), 1.85 (IH, d, J=11
Hz), 5.05 (1H, d, J=14 Hz), 5.07 (lH, s), 5.80 (lH, s), 6.7-6.8 (2H, m),
7.3-7.4 (1H, m), 7.6-7.7 (2H, m), 7.68 (2H, d, J=9 Hz), 7.7-7.8 (3H, m), 7.80
(2H ,s), 7.96 (1H, bs),
IR vmax KBr cm™1 : 3343,2226,1685,1512,1141 -
MS m/z(FAB): 610(M"+1) -
=4 fif B8 MC(FAB) : m/z C3oH2704NsF3S 5 B fE
610.1736,8 W fE : 610.1750
b i e B [a 1p2°-65°(¢=0.53,CHCl3) -
" el 6
4° - B -3-[K -5-[[(IR, 2R)-2-(2,4-Z & & & )-2-%
Hoo1-F B -3-(1H-1,2,4-Z M -1-F )R & IR &E]-1.3-2 05

e -2-% K EE R BB R EY 2-25)

I

i
0 f
oH o L) Q(
NN s 0
; o

=N

(1) (& # F 3-(3) % Chem. Ber., 45, p1585, 1912
HH e 3-EEmEXFBERE (188mg, 1.2mmol) ~ (2R,
3R)-2-(2,4-Z f K H)-3-[[1-(F8 B &)-2-58 Z & 1 & ]-
1-(1H-1,2,4-= " -1-%)-2-T B (412mg, 1.2mmol) Kk

BEH EEE 1 KESW (394mg, 2.1lmmol) K E R B, &

3-[K -5-[[(1R, 2R)-2-(2,4- = f ¥ #£)-2- 5 £ -1-F £ -3-

-85-
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(1H-1,2,4-= M -1-5 )9 & 1/ & ]-1,3-Z 1 g -2-F X H
B B Fg 228mg (& KR 39%) A WMAKY -
NMR(400MHz,CDCl3) 6 ppm:1.21(3H,d,J=7Hz),3.34(1H,q,

J=T Hz), 3.4-3.6 (1H, m), 3.75 (IH, t, J=L1 Hz), 3.78 (IH, t, J=11 Hz), 3.93
(3H, s), 4.41 (IH, ddd, J=11, 4, 2 Hz), 4.53 (IH, ddd, J=11, 4, 2 Hz), 4.85
(IH, d, J=14 Hz), 5.06 (IH, d, J=14 Hz), 5.07 (IH, s), 5.52 (IH, s), 6.7-6.8
(2H, m), 7.2-7.4 (IH, m), 7.47 (H, t, J=8 Hz), 7.69 (IH, d, J=8 Hz), 7.79

(2H, S), 8.04 (!.H, d, J=8 HZ), 8.18 (IH, S)o
MS m/z(FAB): 506(M",100%) -

(2) (FERA 3-(4) BmEZ4-HEFTRHE (138mg,
1.2mmol) ~ = B £ 4% (1.08 ml, 1.07M IE C ¥t & ¥ ,
1.2mmol) K (1) FifH & 3-[&-5-[[(1R, 2R)-2-(2,4-—
GO EL)-2-F8 E -1-F E -3-(1H-1,2.4-= W -1-5 )R E F
B]-1,3-7 K8k -2-4 ) BB FEE (147mg, 0.29mmol) X
FERE, S HEHMKY 162mg ( E X 94%) WHEOMAY -
2B ZE-CliREMES.S5RECHRE M

Al oEF 105C -

NMR(400MHz,CDCl;) 6 ppm:1.22(3H,d,J=7Hz),3.36(1H,q,

J=7 Hz), 3.4-3.6 (IH, m), 3.77 (1H, t, J=11 Hz), 3.80 (1H, t, J=11Hz), 4. 42
(1H, ddd, J=11, 4, 2 Hz), 4.56 (1H, ddd, J=11, 4, 2 Hz), 4.85 (IH, d, J=14
Hz), 5.06 (1H, d, J=14 Hz), 5.08 (lH, s), 5.56 (lH, s), 6.7-6.8 (2H, m).

7.3-7.4 (IH, m), 7.56 (1H, t, J=8 Hz), 7.68 (2H, d, J=8 Hz), 7.71 (IH, d,
J=8 Hz), 7.80 (2H,s), 7.81(2H, d, J=8Hz), 7.92 (1H, d, J= 8 Hz), 7.98 (14,

s), 8.00 (1H, bs),

1

IR Ymax KBr cm™ ~:3331, 2225, 1681, 1514, 1139,

-86-
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B AREAEA ()

MS m/z(FAB) 592(M++1)

LB 6 [ 1p°°-64°(c=0.56,CHCIl3) -
7 i Bl 7

4°- (% B O )-4-[K -5-[[(IR, 2R)-2-(2,4-= % * % )-2-
FCORL o ]-F B -3-(1H-1,2,4-= W -1-3)F E IR E)-1,3-2
mg 2 EITHMEBREECEEREY B RELAEY 3-1)

N |
0 d” OEQ)%‘*
A z

(St Ph- 2 3 384 o defiole B (N B b 1R OB S )

(1) HERA 2- (1) HHEZ4-EEFRE (329mg,
2.5mmol) ~ N,N-Z— B2 R EZE (0.91ml, 5.2mmol)
4-F B ERE & (350 mg, 2.1mmol) R 4-(Z F fE E )M
mE IR )R FE R B LS 4 -(R O OE)-4-F B E B R
370mg, E R 67% .k HOBEE  RZIBMZE-HGKMA
B B EAR KRGS -

Al BE 194°C

NMR(270MHz,CDCl3) 6 pm:3.77(2H,s),7. 37(2H,d,J=8

o
73}

P20 P oD 0 dmo Jo e P v oF S 2 2

Hz),7.69(2H,d,J=8Hz),7.84(1H,bs),8.02(2H,d,J=8Hz),

8.04(2H,d,J=8Hz),10.13(1H,s) °
IR vmax KBr cm™':3343,2253,1699,1666,1597,1526 ¢

MS m/z(EI): 265(M"+1) -
(2) (FEREB 1- (2) , B (RSB 4-(AF &£)-4-F B

-87-
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O RE A B (160mg, 0.61mmol) ~ (2R, 3R)-2-(2,4- =
HOE)-3-[[1-(HE HEH)-2- 2 E WM E]-1-(1H-1,2,4-=

mg -1-%)-2-T B (189mg, 0.53mmol) K ¥ B & fx B |

k& (18lmg, 0.96mmol) R EEHE . HFHWZIKER
) 61lmg (FE R 19%) R H O E M, EE2EY 35mg ( E
w11%) HEHE®E KNEEYRZBZE-UEK®HEHA
EE EHOpRES  EERYRIEBEZIE-CKBER
By EAH KRGS -

R B #HY

A %G 188°TC -

NMR(270MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz).3.36(1H,q,
J=7 Hz), 3.4-3.6 (IH, m), 3.7-3.9 (2H, m), 3.76 (2H, s), 4.42 (1H, ddd, J=11,
5, 2 Hz), 4.55 (IH, ddd, J=11, 5, 2 Hz), 4.85 (LH, d, J=14 Hz), 5.05 (lH,
s), 5.05 (IH, d, J=14 Hz), 5.54 (IH, s), 6.7-6.8 (2H, m), 7.3-7.4 (I1H, m),
7.35 (20, d, J=8 Hz), 7.63 (2H, d, J=8 Hz), 7.80 (3H, bs), 7.68 (2H, d, J=8

Hz), 7.89 (2H, d, J=8 Hz),
IR vmax KBr ecm™': 3372,2250,1663,1517,1139 -

m
o

MS m/z(FAB): 606(M"+1)
Fe e e B [a 1p°°-68°(c=0.51,CHCl3) -
IH £ 1% ¥
NMR(270MHz,CDCl3) 8 ppm:1.23(3H,d,J=7Hz).3.22(1H,t,

J=2 Hz), 3.44 (1H, q, J=7 Hz), 3.75 (2H, s), 4.2-4.5 (4H, m), 4.87 (1H, d,
J=14 Hz), 4.96 (lH, s), 5.15 (1H, d, J=14 Hz), 5.67 (lH, s), 6.6-6.8 (2H,
m), 7.3-7.4 (14, m), 7.34 (24, d, J=8 Hz), 7.65 (2H, d, J=8 Hz), 7.68 (2H,

d, J=8 Hz), 7.78 (IH, s), 7.79 (IH, s), 7.82 (IH, hs), 7.88 (2H, d. J=R H2),

-88-
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B HBARHE )
IR vmax KBr cm™' © 3408,2250,1669,1516,1135 -

MS m/z(EI): 505(M%),133(100%) -

" i p# o8

S -4-[K -5-[[(1R, 2R)-2-(2,4- = ff % #)-2-58 3 -
D-FF BE -3-(1H-1,2,4-% M- 1-3 )5 5 15 % 1-1,3-2 12 5 -
HITHAERELEZIERBY (B RLEm 4-1)

0
QH%L@ of LTQA
¥ s

F

(1) FE®E 2-(1) , BRHEZ 4-2FMK (354mg,
2.8mmol) ~ = Z & (0.7ml, 5.0mmol) -~ 4-H E F K
# (700 mg, 4.2mmol) K 4-(= H IZ £ )8t 1€ (M & =)
2 FE R /S 40 -5 -4-FRE B ERE X F 489me.E K 68%,
HE@E# RZIBZEBGES.58068HKE &
Al EE 173°7C
NMR(270MHz,CDCl3) 6 ppm:7.37(2H,d,J=9Hz),7.61(2H,d,
J=9Hz),7.82(1H,bs),8.02(4H,s),10.12(1H,s) »

4.90(2H,d,J=6Hz),7.55(1H,d,J=9Hz),7.8-7.9(2H,m),

T E S M ME * CiaH1oCINO, - H {E : C;64.75; H,3.88;

N,5.39 &9 7 {H : 64.48; H,3.87; N,5.36 ¢
(2) fFEH 3-(3) , B()MB 4-8-4-F 8 EF
Bt % % (300mg, 1.2mmol) ~ (2R, 3R)-2-(2,4-— & ® %

-89-
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i.‘t’g

H-D P R O o 3 e 3P g ol 9% 3

A~ B ()

3-[[1-(¥ H F)-2-¥ 2 B 1 & 1-1-(1H-1,2,4- =" -1-
H)-2-T FE (359mg, 1.0mmol) R F FWEE 1 KGY
(342mg, 1.8mmol) X ER M S HWZINXEHR/Y
200mg ((E R 48%) HEa@E B, IHEHEY 82mg ( E X
14%) MO @ik - KEEYRKIKZE-CKEES.G
SRR I N = I
K2 B Y
At Eh 210C -
NMR(270MHz,CDCl;) 6 ppm:1.22(3H,d,J=7Hz),3.36(1H,q,
J=7 Hz), 3.4-3.6 (IH, m), 3.76 (U1, t, J=11 Hz),3.78 (IH. t, J=11 tiz), 4 42
(1H, ddd, J=11, 5, 2 Hz), 4.55 (1H, ddd, J=I1, 5, 2 Hz), 4.85 (1H, d, J=14
Hz), 5.04 (1H, d, J=1 Hz), 5.05 (1H, d, J=14 Hz), 5.54 (1H, s), 6.7-6.8 (2H,

m), 7.2-7.5 (lH, m), 7.35 (2H, d, J=8 Hz), 7.61 (2H, d, J=8 Hz), 7.62 (2H,
d, J=8 Hz), 7.76 (lH, bs), 7.80 (2H, s), 7.88 (2H, d, J=8 Hz),

IR vmax KBr em™ ' : 3396,1659,1531,1140,1080 ¢

MS m/z(FAB) : 601 (M"+1)

T E SN E + CaoH27CIF,N4O4S & fH @ C;57.95;
H,4.53; N,9.32;F,6.32 - 4 f7 {fi : C,58.02; H,4.74;
N,9.20;F,6.20 -

FEBESC EE [ 1p2°-63°(c=0.63,CHCIl;) °
E 2 #% ¥

NMR(270MHz,CDCl3) § ppm:1.23(3H,d,J=7Hz),3.21(1H,t,

MS m/z(FAB): 592(M*+1) -

-90-
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J=2 Hz), 3.44 (IH, q, J=T Hz), 4.2-4.5 (4H, m), 4.86 (IH, d, J=14 Hz), 4.96
(IH, s), 5.15 (lH, d, J=14 Hz), 5.66 (IH, s), 6.6-6.8 (2H, m), 7.2-7.5 (IH,
m), 7.34 (2H, d, J=8 Hz), 7.61 (2H, d, J=8 Hz), 7.65 (2H, d, J=8 Hz), 7.78
(IH, s), 7.79 (IH, s), 7.82 (IH, bs), 7.87 (2H, d, J=8 Hz),

MS m/z(FAB): 601(M*+1) -
g e pl 9

4° - -3-[K -5-[[(1R, 2R)-2-(2,4-= # % #£)-2-5% % -
1-F & -3-(1H-1,2,4-= M -1-FE )N & It & ]-1,3-2 18 7 -
2-BRIFTEBMAERB mtEa Y 4-25)

0 l
oH CHj L/w .
Né\fq : S 0 0

F

HEBA 3-(4) KHEZ 4-EHFHH (8lmg, 0.63
mmol) ~ = H ¥ 48 (0.59 ml, 1.07M F 2 & W%, 0.63
mmol) K & i Bl 6- (1) Fr# 2 3-[KK-5-[[(IR, 2R)-2-
(2,4-Z ® KX £ )-2-E-1-F & -3-(1H-1,2,4-= M -1-%)
POOEE o B ]-1,3-Z %5 e -2-8 1K OB F BE (80mg, 0.16
mmol) X FE R # , F HH Y 80mg ( & F 84%) % & & i
WY - R ZBIZEB-Chd/f&E .5 REALKRES -

Al B 90°C

NMR(400MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz),3.36(1H,q,

J=7 Hz), 3.4-3.7 (1H, m), 3.77 (1H, t, J=11 Hz), 3.80 (1H, t, J=11 Hz), 4.42
(1H, ddd, J=11, 5, 2 Hz), 4.5-4.6 (1H, m), 4.85 (1H, d, J=14 Hz), 5.06 (1lH,

-91-
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d, J=14 Hz), 5.07 (1H, s), 5.56 (lH, s), 6.7-6.9 (2H, m), 7.3-7.5 (IH, m),
7.35 (2H, d, J=8Hz), 7.53 (IH, t, J=8 Hz), 7.61 (2H, d, J=8 Hz), 7.68 (1H,d,
J=8 Hz), 7.80 (2H, s), 7.82 (IH, s), 7.91 (1H, d, J=8 Hz), 7.97 (lH, s),

IR vmax KBr ecm™' @ 3307,1659,1528,1139 -

MS m/z(FAB) @ 601(M"+1)

EbfiE % B [a 1p2°-65°(c=0.49,CHCl;3) »
B/ M 10

4-[ -5-[[(1R, 2R)-2-(2,4-Z & K & )-2-K H -1-H X -
3-(1H-1,2,4-= M -1-E )N & I/ & 1-1,3-Z 12 i -2-% ]-
LC-ERTEBAERAZCEEEY B RLEY 5-1)

N N
I
0 .‘\\©/lkH 0 H
oHy ,]1/ on g /[/\rij,/‘k
IINTN g 0 o~ g
! F

(1) EmBA 1-C1) , FHEZ 4-A XK (308mg,
2.8mmol) ~ = Z & (0.7ml, 5.0mmol) - 4-H § F &
# (700 mg, 4.2mmol) Rk 4-Z H Z E Mg (8 £ &)X
FE R B 15 4 -F -4-WH B HE LB XK S27Tmg, & K 78%,H
BEE RIBZIZEBGES .S EHKKE S -

Al EE 158°C -

NMR(270MHz,CDCl3) § ppm:7.10(2H,t,J=9Hz),7.61(2H,dd,
J=9,5Hz),7.80(1H,bs),8.02(4H,s),10.12(1H,s) -

IR vmax KBr cm™': 3321,1704,1650,1219 -

-92.
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MS m/z(EI): 243(M"),133(100%) -
JCE S WM ¢ CiaH0FNO, E B f : C;69.13; H,4.14;
N,5.76 - 7> #7 f& * 69.00; H,3.87; N,5.82 «
C(2) (FEEB 3-(C3) , BM(OHMKE 4-F -4-F B & F
B %X % (300mg, 1.2mmol) ~ (2R, 3R)-2-(2,4- " & # £ )-
3-[[1-(FH &)-2- Z E 1B £ ]-1-(1H-1,2,4-= ™ -1-
H)-2-TF (385mg, 1.lmmol) REH XE®E 1 K& Y
(366mg, 1.9mmol ) R EEE ST HHNWEZKE#Y 306
mg ( EH 48%) MAE MK, HEEEY 78Smeg(E £ 12%)
BROo®HK KREEBEYRZIEBZE-CHEEER. S0
R A dhoe
2= Y
Al %S 1047TC o
NMR(270MHz,CDCl3) § ppm:1.22(3H,d,J=7Hz),3.36(1H,q,

J=7 Hz), 3.4-3.6 (IH, m), 3.76 (IH, t, J=L1 Hz),3.78 (IH, t, J=1l1 Hz), L
(1H, ddd, J=11, 5, 2 Hz), 4.55 (lH, ddd, J=11, 5, 2 Hz), 4.85 (1H, d, J=

42

14

Hz), 5.05 (1H, s), 5.06 (1H, d, J=14 Hz), 5.54 (IH, s), 6.7-6.8 (2H, m), 7.08
(2H, t, J=8Hz), 7.3-7.5 (IH, m), 7.5-7.7 (2H, m), 7.63 (2H, d, J=8 Hz), 7.75

(1H, bs), 7.80 (2H, s), 7.88 (21, d, J=8 Hz).
IR vmax KBr cm™': 3330,1654,1510,1212,1139 -

MS m/z(FAB) : 585(M*+1)
FE € 5t B [a 10°°-68°(c=0.64,CHCl3) -
& £ 1% %)
NMR(270MHz,CDCl3) 6 ppm:1.23(3H,d,J=7Hz),3.22(1H,t,

MS m/z(FAB) : 592(M*+1) o

-93-

AUIEREBA TEBEEIZE (CNS)AL HAE (210 x 297 2% )
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J=2 Hz), 3.44 (IH, q, J=7 Hz), 4.2-4.5 (4H, m), 4.86 (IH, d, J=14 Hz). 4.96
(1H, s), 5.15 (1H, d, J=14 Hz), 5.66 (1H, s), 6.6-6.8 (2H, m), 7.07 (2H, t.
J=8 Hz), 7.2-7.5 (IH, m), 7.5-7.7 (2H, m), 7.65 (2H, d, J=8 Hz). 7.78 (2H,
bs), 7.79 (IH, s), 7.88 (2H, d, J=8 Hz),

MS m/z(FAB) : 585(M7) -
BBl 11

4-[B-5-[[(1R, 2R)-2-(2,4- = ff % 5 )-2-5 % -1-F £ -
3-(1H-1,2,4-= M -1-F )W £ 16 & 1-1,3-Z 08 5 -2-% -
C(ZRARPFEI)VFEEREIEAEZIIEERY B THEY 6-
1)

(o P Tt e ok B B ks = sy )

CL) (FEMBA 2- (1), BHEZ 4-(ZFFE)ERK
(446mg, 2.8mmol) ~ = Z fZ ( 0.6ml, 4.4mmol) - 4-
HEE <8 & (700 mg, 4.0mmol) K 4-(= F & & )it g
(M E)REEM .G 4-FEHE-4-(ZF P E)FE XK
57Tmg,E R 7T1% HEEfE - 28 ZE-CKkHE &,
" HEERKE&S -

AhBE 1737

NMR(270MHz,CDCl3) 6 ppm:7.67(2H,d,J=9Hz),7.80(2H.d,

J=9Hz),7.93(1H,bs),8.05(4H,s),10.13(1H,s) -

PED P F ODom 3 H Omo 3 e 3 e of 9% 3 N

-94-

“'v—-—-—-————-—--————.——"'—%'“————-—'ﬂ-—-——"—'.'——.——"——-—-——————-—--

AUFEREHA ¥R E FKZE (CNS)AL HA% (210 x 297 % )
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IR vmax KBr em ''3312,1702,1650,1533,1322 -

MS m/z(EI): 293(M*),133(100%) -
(2) hEKA 3-(3), B(HFH 4-FEHE-4-(= &
BOE ) B 2K % (300mg, 1.0mmol) ~ (2R, 3R)-2-(2,4-—
oA E)-3-[[1-(C8 R E)-2-8 2 B Jpi B 1-1-(1H-1,2,4-
= W -1-%)-2-T B (334mg, 0.93mmol) Kk % B ¥ §E &
Il /KkK&G % (318mg, 1.7mmol) K EEEH B HMNZ K&
Y 275mg (EXR 47%) @ E#E, HE#EY S8mg
(EXR 10%) AWK KNEBYRIBIE-CKkH
i . 1G HBEBHRBES -
B

AlES 210TC -

\

NMR(270MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz).3.36(1H.q,

JET Hz), 3.4-3.6 (IH, m), 3.77 (1H, t, J=I1 Hz), 3.79 (IH, t, J=11 Hz). 4 41
(IH, ddd, J=I1, 5, 2 Hz), 4.55 (IH, ddd, J=11, 5, 2 Hz), 4.85 (IH, d, J=14
Hz), 5.05 (IH, d, J=1 Hz), 5.05 (1l d, J=L4lz), 5.55 (1II, s), 6.7-6.8 (21,
m, 7.3-7.5 (1H, m), 7.64 (4H, d, J=8 Hz), 7.78 (2H, d, J=8 Hz), 7.80 (2H,

s), 7.90 (2H, d, J=8 Hz), 7.91 (lH, bs),

IR vmax KBr cm™': 3399,1665,1531,1325,1139 -

MS m/z(FAB): 635(M"+1)

T E DM E ¢ C30H27FsN404S 2 B {8 : C;56.78;
H,4.29; N,8.83;F,14.97 « & ¥ f : C,56.70; H,4.46;
N,8.90;F,14.67 -

e FE [ a ]025-64°(.c=0.54,CHC13) o

-95.-

AHGERZ MM P BB REE (CNS)AL RAE (210 % 297 2% )

(omi-Pr 3 384 o) ek dole B N B e R RSN )

Bt Ja e s
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& % # ¥)

NMR(270MHz,CDCl3) 6 ppm:1.23(3H,d,J=7Hz),3.22(1H,t,
J=2 Hz), 3.44 (IH, q, J=7 Hz), 4.2-4.5 (4H, m), 4.86 (IH, d, J=14 Hz), 4.96
(IH, s), 5.15 (1H, d, J=14 Hz), 5.67 (IH, s), 6.6-6.8 (2H, m). 7.2-7.5 (1H,
m), 7.64 (2H, d, J=8 Hz), 7.67 (2H, d, J=8 Hz), 7.78 (LH, s), 7.79 (lH, s),
7.79 (2H, d, J=8 Hz), 7.89 (2H, d, J=8 Hz), 7.93 (1H, bs),

MS m/z(FAB) : 635(M"+1) -

" e fl 12

4-[BR -5-T[(IR, 2R)-2-(2,4- 7 & X & )-2- ¥ H -1-F # -
3-(1H-1,2,4-= M -1-F )N £ I & 1-1,3-2 88§ -2-4 -
V(R FERE)FEBERWBRELEY 7-1)

N
"

(o Pi- 2k i 80, ik BY (N B e 1B oS )

Bt B B

0 o
on {1 /QW'
Né\w B S 0
F

\=N

(L) (FEBB 3-(3), BHEZ 4-FFEEPEF
BE (525mg, 3.2mmol) + (2R, 3R)-2-(2,4-= & # £ )-3-
[[1-(FE B B )-2- B Z M E]-1-(1H-1,2,4-= 1 -1-%)-
2-T R (1.0g, 2.8mmol) RHHEXHEE 1 k&Y
(952mg, 5.0mmol) fZ fiE fg B ,7% 4-[JK -5S-[[(1R, 2R)-2-
(2,4-Z /B A& & )-2-F H -1-H H-3-(1H-1,2,4-= ¥ -1-%)
PO IHEHE)-1,3- T BB A -2- 5 | B OB FOBE 936mg (K

-96-

AT Pk oD B H o 30 o 3 i O 3% 1

AR R ZBA P BB RAEFE (CNS)AL A& (210 x 297 204 )
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67%) HEEE - U IIBMIBE-ChEHERL.2H8 68
Eh

A EL 114°C -

NMR(270MHz,CDCl3) § ppm:1.21(3H,d,J=7Hz),3.36(1H,q,
J=T Hz), 3.4-3.6 (IH, m), 3.75 (1H, t, =11 Hz), 3.77 (1M, t, J=11 Hz), 3.92
(3H, s), 4.41 (1H, ddd, J=11, 5, 2 Hz), 4.53 (IH, ddd, J=11, 5, 2 Hz), 4.84
(1H, d, J=14 Hz), 5.03 (IH, s), 5.06 (lH, d, J=14 Hz), 5.52 (1H, s), 6.7-6.8

(2H, m), 7.3-7.5 (1H, m), 7.57 (2H, d, J=8 Hz), 7.79 (2H, s), 8.06 (2H, d,
J=8 Hz), '

IR vmax KBrcm"I3421J722J279J139°

(o P2 o0 ek B (v B e R 5 )

MS m/z(EI): 506(M"+1) »

TR 5 M E © CraHysFyN30s5S F B fH 0 C;57.02;
H,4.99; N,8.31;F,7.52 « 4 #f {8 : C,57.03; H,5.10;
N,8.32;F,7.62 -

FEEBE S E [a 1p°7-81°(c=0.56,CHCIl;) o
C2) (FEBEH 3- (4) BHEZ4-(ZFHF A HE)E K
(123mg, 0.69mmol) ~ = H £ 48 ( 0.64 ml, 1.07M IF
CHREBE®, 0.69mmol) K (1) B Z 4-[K-5-[[(IR,
2R)-2-(2,4-Z HF KX H )-2-8 &K -1-F & -3-(1H-1,2,4-=
ME-T-E )P B IR B ]-1,3- 20 fE -2-5 1K OB RS
(100mg, 0.20mmol )X FERE # , B HMW Y 122mg ( E XK
95%) HOE®E - R ZBMZBE -ChBEAE .5 80680
R #E

i EE 180°C -

NMR(270MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz),3.36(1H,q,

o
)

P

P20 P SF oo 3 H Omo 3 P P s of S 3

-97-

Rt S RE S Y et

AUFEREEA PRB KR E (CNS)AL A (210 x 297 %)
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CERBRRER ()
J=7 Hz),
(1H, ddd, J=11, 5, 2 Hz), 4.54 (IH, ddd, J=11,
Hz), 5.04 (1H, s), 5.06 (IH, d, J=14 Hz),
(2H, d, J=8 Hz), 7.3-7.5 (1H, m),

7.79 (2H ,s), 7.87 (2H, d, J=8 Hz), 7.97 (lH,

IR vmax KBr ¢cm"
MS m/z(EI) :

TR M E
H,4.18;

651 (M*+1) -
C30H,7FsN405S
N,8.61;F,14.60 - 4 #f (&
N,8.52;F,14.32 -
[E e ot E [ a
= e
4-[ -5-[[(IR, 2R)-2-(2,4-—

13
ﬁ
3-(1H-1,2,4-= M -1-3 K

(—%&@ﬁ}m%)%ﬁﬁ < fZ (B R k&

Ve
(:rlﬁ
0L
o L)
NN s
\=N F

7 E e 3-(4) 0
(230mg, 1.2mmol)
bt ¥ W

2 4
= HE 8 (1.
1.2mmol) K &

3.4-3.6 (1H, m), 3.76 (1H, t, J=11 Hz),

5.53 (1H, s), 6.7-6.8 (2H, m),
7.61 (2H, d, J=8 Hz),

' 3390.1656,1511

i B fE
C,55.35;

H O &)1

(=& H 5 &)

3.78 (1H, t, J=11 Hz), 4.42
5, 2 Hz), 4.85 (lH, d, J=14
7.22
7.67 (2H, d, J=8 Hz),
bs) o

,1265,1140 -

C;55.38;

H,4.13;

10°°-60°(c=0.55,CHCI;) -

H)-2-F0 -1 K
3o -2-% -
¥ 8-1)

EN i
1.07M E &

1 ml,

HHE B 12- (1) Fifd 2 4-[5 -5-

[[(IR, 2R)-2-(2,4-Z 4§ % £ )-2-#8 & -1-H £ -3-(1H-

1,2,4-= M -1-5 )N & 15 % 1-1,3-= 0z

-98-

Fo-2-% 1% M g H

AUBIERREHA FEREF1ZE (CNS)A4 M4& (210x 297 2% )
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Bi (150mg, 0.30mmol)fX fE jg # , B H M YW 184mg ( &
K 93%) MEWMRY - WX ZBMZEE-C b EES. B H
(SN 7 N

Al oEE 95T -

NMR(400MHz,CDCl3) ¢ ppm:1.22(3H,d,J=7Hz),3.36(3H,q.
J=T7 Hz), 3.4-3.6 (1H, m), 3.76 (1H, t, J=11 Hz), 3.79 (1H, t, J=11 Hz), 4.42
(1H, ddd, J=11, 5, 2 Hz), 4.55 (lH, ddd, J=11, 5, 2 Hz), 4.85 (IH, d, J=14
Hz), 5.05 (1H, d, J=1 Hz), 5.06 (l1H, d, J=14 Hz), 5.55 (I1H, s), 6.7-6.8 (2H,
m), 7.3-7.5 (IH, m), 7.64 (2H, d, J=8 Hz), 7.67 (2H, d, J=8 Hz), 7.74 (2H,
d, J=8 Hz), 7.80 (2H ,z), 7.87 (1H, bs), 7.89 (2H, d, J=8 Hz),

IR vmax KBr ecm ' : 3320,1667,1527,1139,1122 -

MS m/z(EI): 667(M*+1) o

EbfE St E [a 1p°7-64°(c=0.54,CHCl3) -
T el 14

4-[R-5-[[(IR, 2R)-2-(2,4-Z ff K H )-2-¥ K - 1-F % -
3-(1TH-1,2,4-= M -1-F ) B I 2 ]-1,3-2 02 7 -2-4 -
4T-H OB TR R IE (Bl R A 9-1)

EBA 3-(4) BHEZHH XK (128mg,
1.2mmol) ~ = HF &8 (1.1 ml, 1.07M IF C & 5 % ,
l.2mmol) K HE A 12- (1) FrB <& 4-[K -5-[[(1R,

-99.

AWK RILEA ¢ E B K4Z 8 (CNS)A4 A% (210 x 297 %)

( om-Dr 2 o 00 kol 6 (B e R o )

. I B ST
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IR)-2-(2,4-— f F H)-2-F H-1-F E-3-(1H-1,2,4-=
mpo-1-E ) OB IR E]-1,3-2 0% fe -2-% 12K B OB O OER
(150mg, 0.30mmol)X fE & H . 5 H f ¥ 166mg ( E R
96% ) ¥ E B W RY - Wz ZEE-CRESS. 5§
o f AR A a e

A %% 101°TC -

NMR(400MHz,CDCI3) & ppm:1.21(3H,d,J=7Hz),2.35(3H.s),
3.36 (IH, q, J=7 Hz), 3.4-3.6 (1H, m), 3.76 (1H, t, J=11 Hz), 3.78 (IH, t,

J=11 Hz), 4.42 (1H, ddd, J=11, 5, 2 Hz), 4.54 (lH, ddd, J=11, 5, 2 Hz), 4.85
(1H, d, J=14 Hz), 5.05 (1H, s), 5.06 (lH, d, J=14 Hz), 3.54 (LH, s), 6.7-6.8

(D 2 i B0 oy kol % N B R S )

(2H, m), 7.18 (2H, d, J=8 Hz), 7.3-7.4 (IH, m), 7.52 (2H, d, J=8 Hz), 7.61

(2H, d, J=8 Hz), 7.73 (1H ,bs), 7.80 (2H, s), 7.88 (2H, d, J=8 Hz),
IR vmax KBr cm™': 3322,1666,1515,1139 ¢ .

MS m/z(FAB) : 581 (M"+1) -

|
|
b St & [@ 1p2%-70°(c=0.50,CHCIy) - E
|
|

" e pl 15
4° - -4-[-5-[[(IR, QR)-2-(2.4- " f % H)-2-F & - &%
|
2-E 1 RE K M (Bl st &Y 10-1)
“ 0 Br
o

0 Y
o ()
NZN S
F

\=N

NED P ook 2 M Ome 0 e P g o S8

"
EE3-(1H-1,2,4-Z W -1-8)F &R E)-13-2% K- | @

|

|

|

k

|

|

H

|

|

|

|

|

|

|

|

|

|

|

|

|

-100- |

|
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591024

A7
B7

- EERHE O )

el 3-(4) FHELZ 4- K g (205mg,
= B 4 (1.1 ml, 1.07M IF C K & ¥ ,

1.2mmol )
I 2mmol) K B Ma f1 12- (1) FT B & 4-[&-5-TI(1R,
2R)-2-(2,4-:%K%)-Z-ﬁf%-l-@%-3-(1H-1,2,4-E
ﬂé@-l-%)ﬁ\i%]ﬁﬂ%]-lﬁ-:ﬂ‘%if"ﬁ-%%]ﬂ?ﬁE?Eﬁﬁ'é
(150mg, 0.30mmol) X & & 3, 3 H & ) 182mg ( E F
95% ) H & [E & - R zZEBZE-CREBEL.BHEYD
N

A6 2217C

NMR(400MHz,CDCl3) 6 ppm:2.21(3H,d,J=7Hz),3.36(1H,q,
J=7 Hz), 3.4-3.6 (1H, m), 3.76 (1H, t, J=11Hz), 3.78 (IH, ¢, J=11 Hz), 4.41
(1H, ddd, J=11, 5, 2 Hz), 4.55 (lH, ddd, J=11, 5, 2 Hz), 4.85 (I1H, d, J=14
Hz), 5.05 (1H, d, J=1 Hz), 5.06 (1H, d, J=14 Hz), 5.54 (1H, s), 6.7-6.8 (2H,
m, 7.3-7.4 (1H, m), 7.49 (2H, d, J=9 Hz), 7.56 (2H, d, J=9 Hz), 7.62 (2H,

( sof i 208 s 0 ok B (N B i R O )

e @B S e

d, J=9 Hz), 7.76 (lH ,bs), 7.80 (2, s), 7.88 (2H, d, J=9 Hz) o
IR vmax KBr cm™1 3399,1660,1529,1139 ¢

MS m/z(FAB): 645(M"+1) -

5T % A M fE 0 C29H27BrF2N4048 ' qfE : C;53.96;
H.4.22: N,8.68;F,5.89 - 43 #7 f : C,53.86; H,4.32;
N,8.55;F,5.98 ¢

e E[a Jp>°-667(c=0.64,CHCI3) -

" e Bl 16
3 -4- B -4-[ -S-[I(IR, 2R)-2-(2,4-— oA -

b 4E 1o -3-(1H-1,2,4-= W -1-2)F & R -3

o 3 HOmo o e 3B g o 9 B B

—Emm - IEmERB ORALEY 11-1)

B -101-

AUGEREEA ¥R RZE (CNS)A4 A& (210 x 297 %)
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K
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BRSO )

GEBE 3-(4) HEZ 4&-HE-2-ETHE
(182mg, 1.2mmol) - = H #4 (1.1 ml, 1.07TM [EC
je v Wi, 1.2mmol) R E MG 12- (1) FifE & 4-[R-5-
[WK2M%@AC%%%%%ﬁ%+$%JMH
1,2,4-3[144-1-%)?\7%]ﬁﬁ%]-lﬁ-:ﬂ%ﬁ-%%]%$E&PEE
BS (150mg, 0.30mmol) X FE & 3 , B EKY 167Tmg (&

=] 78

K 90% ) M E WKy - 2B ZE-ERNBEMSMG.T
SRR SR N
i EE O115C -

NMR(400MHz,CDCI3) 8 ppm:1.21(3H,d,J=7Hz),3.36(1H.q,

J=7 Hz), 3.4-3.6 (1H, m), 3.76 (1H, t, J=11 Hz), 3.78 (1H, t, J=11 Hz), 4.42

(1H, ddd, J=11, 5, 2 Hz), 4.55 (1H, ddd, J=11, 5, 2 Hz), 4.85 (IH, d, J=14

Hz), 5.05 (1H, d, J=1 Hz), 5.05 (1H, d, J=14 Hz), 5.54 (lH, s), 6.7-6.8 (2H,
m), 7.2-7.4 (1H, m), 7.6-7.7 (4H, m), 7.80 (2H, s), 7.88 (2H, d, J=8 Hz),
7.98 (1H ,bs), 8.02 (1H, d, J=2 Hz),

IR vmax KBr cm 1:3426,2229,1685,1503,1139,1077 ¢
MS m/z(FAB): 626(M +1) «
bt e [a 1p2°-59°(c=0.55,CHCIl3) »

" el 17

-102-
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B HRARHE O )

4-[F -5-[[(1R, 2R)-2-(2,4-Z % & 5 )-2-¥ K -1-F % -
1He Bo1-1,3- 18 g -2-% -
WYl oRttEa Y

3-(1H-1,2,4-= M -1-F )W &

N-(4-mng H)F B ik k 2 EE 12-1)

(1) (FEmH 1-(1) , BrmEz 4-mEHRE (159mg,
1.7mmol) ~ = Z & (0.38ml, 2.7mmol) K 4-H EE K B
(400 mg, 2.4mmol) [ fE & ¥ P75 45 & & M = 0k

-N-(4-0k mE H )k B R 214meg,

0y

- bt RS AR LTS 4-F BB
R 56%,.15 80 @k ik K e
mll
NMR(400MHz,CDCl3) 6 ppm:7.79(2H,d,J=6Hz),8.08(2H,d,

161°C

J=8Hz),8.l5(2H,d,J=8Hz),8.51(2H,d,J=6Hz),10.13(1H,s

),10.81(1H,s) °
IR vmax KBr cm ' : 3234,1700,1596,1512,1330 -
226(M*).133(100%) °

% (1) 15 4-F W 2 -N-

MS m/z(EI) :
(2) 15 & it Bl
iE ) F % (200mg, 0.88mmol) -
SO OE ) -3-[[1-(F R E)-2- 2 B R E]-1-(1H-1,2,4-
= -1-%)-2-T B (318mg, 0.88mmol) R ¥ H & i &
1 k&% (469mg, 2.5mmol) X FE & B 1§ B 0 Z K %

( 4-mt

3R)-2-(2,4-—

3-(3)
(2R,

-103-

ARUEIERAZWA P FAZ 4 (CNS)A4 #4E (210 x 297 2% )
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B #ARE ()

e 187mg (K 37%) H@@EE, IREMBY 86mg
(BEX 17%) BEaMmK KREBYURIBZIE-CKH
A BEEarARE® -
&R Y

Al ER 133°C

S

NMR(400MHz,CD30D) § ppm:1.20(3H,d,J=7Hz),3.3-3.5(1H,

m), 3.62 (1H, q, J=7 Hz), 3.82 (1H, t, J=11Hz),3.82 (IH, t, J=11 Hz), 4.4-4.5
(2H, m), 4.92 (1H, d, J=14 Hz), 5.06 (lH, d, J=14 Hz), 5.63 (IH, s), 6.7-7.0
(2H, m), 7.2-7.4 (1H, m), 7.64 (24, d, J=8 Hz), 7.71 (1M, s), 7.84 (2H, d,
J=7 Hz), 7.95 (2H, d, J=8 Hz), 8.23 (IH, s), 8.44 (2H, d, J=7 Hz).

IR vmax KBr ecm™1 : 3414,1684,1593,1139 ¢

MS m/z(FAB): 568(M™+1)

FEWE S B [a ]p2°-42°(c=0.45,CHCI;) »
5 % # ¥

NMR(400MHz,CD;0D) ¢ pm:1.20(3H,d,J=7Hz),3.12(1H.s),

3.65 (1H, q, J=7 Hz), 4.3-4.6 (4H, m), 4.93 (1H, d, J=14 Hz), 5.17 (1H, d,

J=14 Hz), 5.72 (1H, s), 6.7-7.0 (2H, m), 7.3-7.4 (IH, m), 7.67 (2H, d, J=8|.

Hz), 7.68 (IH, s), 7.84 (2H, d, J=7 Hz), 7.96 (2H, d, J=8 Hz), 8.25 (1H, s),
8.44 (2H, d, J=7 Hz),
MS m/z(FAB) : 568(M"+1) ¢

= Gl 18
H&dwm&2M%uA¢%%%»L%%4ﬁg-

3(1H-1,2,4-= W -1-% )R & 15 £ 1-1,3-Z 8 ke -2-5 |-
SR ETEAERB RS D 13-1)

-104-
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HEBE 3-(4) BHHEZ4-BEEK (165mg,
1.2mmol) ~ = H £ 4 (1.1 ml, 1.07M IE C & & ¥,
1.2mmol) K M 12- (1) Fr§ & 4-[-5-[[(IR,
2R)-2-(2.4-7 % K H)-2-¥ & & -1-B £ -3-(1H-1,2,4-=
Mpo-1-EE )P OEE IR E]-1,3- Tk -2-E K BT B
(150mg, 0.30mmol)X FEE ¥ , F# HW® 169mg ( &E X
93% ) W EOHEH® LR ZBIE-CHRESE&H.GK
(SN N

A BE 189°TC

NMR(400MHz,CDCl3) 6 pm:1.22(3H,d,J=7Hz),3.37(1H,q,

i

J=7 Hz), 3.4-3.6 (1H, m), 3.76 (IH, t, J=11 Hz), 3.79 (1H, t, J=11 Hz), 4. 42
(1H, ddd, J=11, 5, 2 Hz), 4.55 (lH, ddd, J=11, 5, 2 Hz), 4.85 (1H, d, J=14
Hz), 5.05 (IH, d, J=1 Hz), 5.05 (1H, d, J=14 Hz), 5.55 (lH, s), 6.7-6.8 (2H,
m, 7.3-7.4 (1H, m), 7.65 (2H, d, J=9 Hz), 7.80 (2H, s), 7.86 (2H, d, J=9
Hz), 7.90 (2H, d, J=9 Hz), 8.09 (1H ,bs), 8.27 (2H, d, J=9 Hz),

IR vmax KBr cm™' : 3397,1681,1501,1140 -
MS m/z(FAB): 612(M"+1) -
T E S M {E  CaoHy7FaNsOsS B fH : C;56.95;

-105-
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B BRI (s )

H,4.45; N,11.45;F,6.21 « 2 47 {& : C,57.24; H,4.25;
N,11.32;F,6.13 -

FbfE ¢ B [a 1p°°-62°(c=0.51,CHCly) »
' 19

N-(4-% H-1-  H)-4-[-5-[[(IR, 2R)-2-(2.4-Z & &
F)-2-¥C K -1-F HE -3-(1H-1,2,4-= M -1-5 )W K 1hi & -
1,3- = fg -2-BE JF B K W Rkas? 38-1)

L
N
0 .(:rmﬁliih

HEMEE 3-(4) BHHEZ 4-EE-1-FHFHF (200
mg, 1.2mmol) ~ = H E % (1.1 ml, 1.07M IE C & & ¥ .
1.2mmol) K & ifi # 12- (1) A E & 4-[X-5-[[(1R,2R)
2 (2.4-T F KR )-2-FC S -1-FH B -3-(1H-1,2,4-= # -1-
BV OE IR B )-1,3- A -2-F K H R B (150mg,
0.30mmol )X FE R B, B HMWY 73mg ( E K 38%) K=
EEHRY KR ZBZE-CHRBES. SHERKEMS -

B EE 109°C

NMR(400MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz),3.37(1H,q,

J=7 Hz), 3.5-3.6 (IH, m), 3.78 (1H, t, J=11 Hz), 3.8l (1H, t, J=11 Hz), 4. 44

-106-

(1H, ddd, J=11, 5, 2 Hz), 4.57 (IH, ddd, J=l1, 3, 2°Hz), 4.85 (IH, d, J=14 -
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Hz), 5.06 (1H, s), 5.06 (IH, d, J=14 Hz), 5.53 (1H, s), 6.7-6.8 (2H, m).
7.2-7.5 (1H, m), 7.70 (2H, d, J=8 Hz), 7.80 (2H, s), 7.6-7.8 (2H, m), 7.9-8. 1
(2H, m), 8.00 (2H, d, J=8 HZ), 8.33 (IH ,d, J=8 Hz), 8.43 (1H, d, J=8 Hz),
8. 46 (1H, bs).

IR vmax KBr ecm™' : 3409,2221,1662,1528,1139 -

MS m/z(FAB): 642(M*+1) -

Fb fE % B [a 1p2°-62°(c=0.58,CHCl3) -
"l 20

4°-F & -4-[X-5-[[(1R, 2R)-2-(2.4-Z & F % )-2-%
H-1-F HE-3-(1H-1,2,4- =W -1-BE )N E M E]-1,3-2 1%
Bt -2-#1-27,37,57,67-0 & F B X (Pl "ftkE Y 14-1)

o F CN
Y
\\

OHCH3 ,[;W
/ N 5

\..—N

¢

FEBEB 3-(4) BHmEZ4-KE-23,56-UFEFH
(227mg, 1.2mmol) ~ = H 48 (1.1 ml, 1.07M IE C
W W, 1.2mmol) R E B 12- (1) FI/F &L 4-[K-5-
[[(IR, 2R)-2-(2.,4- " @ #F & )-2-8 &£ -1-H & -3-(1H-
1,2,4-= 0 -1-5)F &M E£)-1.3- 2% ke -2-&F X HEH
B§ (150mg, 0.30mmol) X fE & ¥, B HW Y 84mg ( E X
420) MEWMIRY - W ZBZEB-CKRBESLS.SBHG -
N Tl

-107-
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ai®h 1827TC -

NMR(400MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz),3.36(1H,q,

J=7 Hz), 3.5-3.6 (IH, m), 3.76 (IH, t, J=11 Hz), 3.79 (1H, t, J=11 Hz), 4. 43
(1H, ddd, J=11, 5, 2 Hz), 4.56 (1H, ddd, J=L1, 5, 2 Hz), 4.85 (1H, d, J=14
Hz), 5.05 (1H, d, J=14 Hz), 5.06 (lH, s), 5.55 (lH, s), 6.7-6.8 (2H, m),
7.3-7.4 (1H, m), 7.66 (IH, s), 7.67 (2H, d, J=8 Hz), 7.80 (2H, s), 7.94 (2H,
d, J=8 Hz),

IR vmax KBr cm™' : 3290,2245,1684,1505,1140 «

MS m/z(FAB) : 664(M7+1) o

FEE X B [a 1p2°-61°(c=0.49,CHCIl;) -
=" i 21

3°,4°- 7 G B -4-[K -5-[[(1R, 2R)-2-(2,4- ~ % ¥ #£)-2-
OB -1-F K -3-(1H-1,2,4-=Z M -1-FE )R & I/ &£ 1-1.3-=
e -2-H JFEmER B mEY 15-1)

hHEMAE 3-(4) BHEZLA-HERKRE (170mg,
1.2mmol) ~ = B H 48 (1.1 ml, 1.07M IE C k% & % ,
1.2mmol) KR EEH 12- (1) B &L 4-[K-5-[[(LR,
2R)-2-(2,4-Z R K H)-2-FE -1-F H -3-(1H-1,2,4-=

- i
il b

-108-
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M- 1-H )P B IR B ]-1,3- B e -2-F 1K B OEE O OER (150
mg, 0.30mmol)[ FE 2 3 , 1§ HHM Y 129mg(&E X 71%)
EEamRY  HRRZIZEBZIE-CHBFHES.S % HEG6HK
5 dE

Al Bh 182°C

NMR(400MHz,CDCl3) 6 ppm:1.24(3H,d,J=7Hz),3.36(1H,q,

J=7 Hz), 3.4-3.6 (IH, m), 3.76 (IH, t, J=L1 Hz), 3.79 (1H, t, J=11 Hz), 4. 42
(1H, ddd, J=L1, 5, 2 HUz), L36 (U, ddd, J=L1, 3, 21z), L8> (LW, d, J=14
Hz), 5.05 (1H, d, J=14 Hz), 5.05 (1H, d, J=1 Hz), 5.55 (lH, s), 6.7-6.8 (2H,
m), 7.3-7.5 (1H, m), 7.67 (2H, d, J=8 Hz), 7.80 (2H, s), 7.80 (lH, d, J=8
Hz), 7.89 (2H, d, J=8 Hz), 8.00 (1H, dd, J=8, 2 Hz), 8.14 (IH, s), 8.27 (lH,
d, J=2 Hz),

IR vmax KBr cm ' : 3341,2232,1688,1139 -
MS m/z(FAB): 617(M +1) -
Eb #E & B [a ]p?7-637(c=0.60,CHCI3) «
' e p 22
-Z B B -4-[R-5-[[(1R, 2R)-2-(2.4-= & #F ¥ )-2-%
B -1-B H -3-(1H-1,2,4-=® - 1-E )N & 1M &£ ]-1.3-2 12
Bt -2-E T B FE R B otk E&E® 16-1)

=

K

of % 3§
o

oo S H ome 3 e R o
3
N
=z
Q] [}
o o
2
wn w
< (e)
_/
74

D
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C IR (1 d)

HEBA 1-C1) JBHECH-KEZEE (309mg,
2.3mmol) K = Z % (0.48 ml, 3.4mmol) K 4-5 fE X F &
#®(500mg, 3.0mmol )R FER H , S HHNYHKESEMEZEH
VhkMEMGKM-CREGBHERBIMGER, 4 -8 E-4-F
HREE R M S52mg(FE R 90%), K = ol K & & - BE K
LBIB-CHEBREL.BRAAHRE S -

Al BE 174°C
NMR(400MHz,DMSO-d¢) 6 ppm:2.56(3H,s),7.95(2H,
d,J=8Hz),8.00(2H,d,J=8Hz),8.07(2H,d,J=8Hz),8.17(2H,

d,J=8Hz),10.13(1H,s),10.77(1H,bs) -

IR vmax KBr cm™' @ 3348,1703.1679,1659,1529 -

MS m/z(EI): 267(M")133(100%) -
T E SN M CI3HI1203 & {#E © C;72.21; H,5.59;
N,0.00« 4 #7 {8 : 72.11; H,5.39; N,0.00 -

(D)fFE A 3-C3) B(HRE 4°-2 8 & -4-F 8 & %
B % % (200mg, 0.75mmol) ~ (2R, 3R)-2-(2,4-— % K %)
S3-[[1-(F R E)-2- Z B M E]-1-(1H-1,2,4-= " -1-&)
-2-T E (256mg, 0.7Ilmmol) R¥H HFXBEEHK | K5 Y
(243mg, 1.3mmol) KR ERH FEHHN IR EHY B 6 [EH
Bs 280mg (E L 65%) - R ABYRLIHEZIE -CIKH
WL H ER RS & -

LY

mhEE 171°C

NMR(400MHz,CDCl3) § ppm:1.22(3H,d,J=7Hz),2.61(3H,s),

=3¢
oK

Xl
i

-110-
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3.3-3.4 (IH, m), 3.4-3.6 (LH, m), 3.77 (IH, t, J=L1 Hz), 3.79 (IH, t, J=11
Hz), 4.42 (IH, m), 4.55 (IH, ddd, J=11, 5, 2 Hz), 4.85 (1H, d, J=14 Hz), 5. 05
(1H, s), 5.06 (1H, d, J=14 Hz), 5.55 (lH, s), 6.7-6.8 (2H, m), 7.3-7.5 (1H,
m), 7.64 (2H, d, J=8 Hz), 7.77 (2H, d, J=8 Hz), 7.80 (2H, s), 7.90 (2H, d.
J=8 Hz), 7.94 (IH, s), 8.00 (2H, d, J=8 Hz),
IR vmax KBr cm™': 3347,1677,1527,1139 -
MS m/z(FAB) : 609(M*+1) |
TTESHHE © C31H;0F2N4sOsS T EME + C;61.17;
H,4.97; N,9.21;F,6.24 - 5 i { : C,61.24; H,4.93;
N,9.00;F,6.20 -
e HE X B [a 102°-59°(¢c=0.54,CHCl3) -
T el 23
4-[ -5-[[(1R, 2R)-2-(2,4-Z 7 & F)-2-¥ & -1-H % -
3-(1H-1,2,4-= W -1-F )R & 16 £1-1,3- 205§t -2-% ]-
4 -REFXEAKWBI R tEw 27-1)

N
oy H

Al

3R
1)
=z
N
(o
2
(@)
=
24 &
< O

(1) (FE A 3- (4) , J. Org. Chem., 54(1)%&, 51
H (1989 F) H 2 4-(BE=ZTHE _HFEWKREAE )X K
(266mg, 1.2mmol) -~ = H H 4 (1.1 ml, 1_.07M E &

22D R D F0H Smo o e 3P s of 9 2

-111-
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fe v W&, 1.2mmol) R E M B 12- (1) Fr G & 4-[K-5-
[[(IR, 2R)-2-(2,4-Z 4 X & )-2- K -1-H £ -3-(1H-1,
2,4-= M -1-F )R K [ & ]-1,3-Z 03 f -2-F | % H & H
FE (150mg, 0.30mmol )X fE G H , B HHY 4-(F =T
B OB EWRE & )-4-[K-5-[[(IR, 2R)-2-(2,4-Z @ &
H)-2-FE-1-FE-3-(1H-1,2,4- =W -1-F )N & [ & |-
13- ke -2- B JF B & & 182mg ( & X 88% ) #H & i
N7/

NMR(400MHz,CDCl3) 6 ppm:0.20(6H,s),0.99(9H,s),1.21(3H,

d, J=7 Hz), 3.36 (1H, q, J=7 Hz), 3.4-3.6 (lH, m), 3.76 (IH, t, J=11 Hz),
3.78 (1H, t, J=11 Hz), 4.42 (lH, ddd, J=11, 5, 2 Hz), 4.54 (IH, ddd, J=t1.
5, 2 Hz), 4.85 (1H, d, J=14 Hz), 5.05 (1H, d, J=14 Hz), 5.05 (lH, d, J=1 Hz),
5.53 (1H, s), 6.7-6.8 (2H, m), 6.85 (2H, d, J=8 Hz), 7.2-7.4 (I1H, m), 7.48
(2H, d, J=8 Hz), 7.60 (2H, d, J=8 HZ), 7.69 (lH, s), 7.80 (2H, s), 7.87 (2H.

d, J=8 Hz).
MS m/z(FAB) : 697(M"+1) o

(D)W (1) B - (F =T EZRFEW LA E)-4-

[ -5-[[(1R, 2R)-2-(2,4-Z % # £ )-2-7 & -1-H & -3-
(TH-1,2,4-= M -1-F )R & 6 £ 1-1,3-Z 8 e -2-% | F B
% B (186mg, 0.27mmol)Z P4 & Ik M (6ml)#E ¥ /£ 0C w
AMEmrmTRET ERAHE (0.40ml,EFALK T XL
H ,1mol/l PY & B W & ¥ ,0.40mmol) ,7£ 0C # ¥ 20 &
®BEEOCMEBEAmEAMKER, ?7REKKIZRZ
B - ABE LA R K R DLME K BB SRR LB
ABREHE RUEKW-2BEZEFT&ESLS.FHBY

-112-
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136mg,&E X 87%, H @ik dh -
Al BE 2547C -

NMR(400MHz,DMSO-d¢) 6 ppm:1.10(3H,d,J=7Hz),3.3-3.5(1H,

m), 3.57 (1H, a, J=7Hz), 3.76 (IH, t, J=11 Hz), 3.76 (I1H, t, J=llH2), L 3-4.5
(2H, m), 4.81 (1H, d, J=14 Hz), 4.90 (1H, d, J=14 Hz), 5.66 (lH, s), 6.01
(1H, s), 6.74 (2H, d, J=9 Hz), 6.9-7.0 (1H, m), 7.1-7.2 (IH, m), 7.2-7.3 (IH,
m, 7.52 (2H, d, J=9 Hz), 7.54 (2H, d, J=9 Hz), 7.67 (IH, s), 7.94 (2H, d,
J=9 Hz), 8.27(IH, s), 9.26 (1H, bs), 10.05 (lH, bs),

IR vmax KBr cm ™' : 3286,1652,1513,1139 -
MS m/z(FAB) : 583(M"+1) o
FEfE B [a 10°°-507(c=0.20, THF) »
7 i pl 24
4°-Z B @ B -4-[K -5-[[(IR, 2R)-2-(2,4-= 4 % ¥ )-2-
SR - 1-F B -3-(1H-1,2,4-Z W -1-F )R B R ]-1.3-2

AT -2-EIFEAK W onfcE W 17-1)

LT
(:rku
0w
Je
\,4\?J : S 0
\=N r

OE M Hl 23-(2)FT B 2 4-[&-5-[[(1R, 2R)-2-(2,4-Z
SO B )-2-fRH -1-F OB -3-(1H-1,2,4-=Z % - 1-E)F & i
B]-1,3-7 B gz -2-3 ]-40-F B LR K % (40mg,0.07mmol)

-113-

AWIRREMA ¥ BB FARE (CNS)AL #.45 (210 x 297 2% )

b4 s ke ¢ (BN ol R o )

(omi



591024

A7
B7
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ARz B e Bml),fE 0OC wm Al ¥ ¥ M~ 2 B (1.5ml) -
EEBRE®R ILRR, /£ 0CMEBEMERESHKEBERER, o
MEKRZBEBZE - AHEEL#ETN R BE KK S, EK
T B £ a2 B2 B AR BB .S BHMY 43mg, &E K 100%,
mAamk HERIEIEBE-CHBEMGLS.G 8 E8KHIKE
EIEE! o

B EE 127°C

NMR(400MHz,CDCl3) 8 pm:1.22(3H,d,J=7Hz).2.31(3H,s),

3.36 (IH, q, J=7 Hz), 3.4-3.6 (IH, m), 3.76 (1H, t, J=L1 Hz), 3.78 (lH, t,
J=11 Hz), 4.42 (1H, ddd, J=ILl, 5, 2 Hz), 4.55 (1H, ddd, J=11, 5, 2 Hz), 4.85
(1H, d, J=14 Hz), 5.05 (1H, s), 5.06 (1H, d, J=14 Hz), 5.54 (1H, s), 6.7-6.8
(2H, m), 7.11 (2H, d, J=8 Hz),7.3-7.4 (1H, m), 7.62 (2H, d, J=8 Hz), 7.66
(24, d, J=8 Hz), 7.80 (3H, s), 7.88 (2H, d, J=8 Hz),

IR vmax KBr cm™': 3372,1670,1509,1139 -
MS m/z(FAB) : 625(M*+1) o
P e % B [a 1p°°-63°(c=0.55,CHCl3) -
' i 2S5
“EUE -2/ -4-[K-5-[[(1R, 2R)-2-(2,4-Z 5 & & )-
2-F% B -1-H K -3-(1H-1,2,4-= " -1-F )P & 6 & ]1-1,3-

TEE2-EIFEBAEK B Rt Ee® 18-1)

i

9 yCHa L)

o
A

\—~,

IR O 0 me Ju e X e o 9% 3%

)
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(1) mMEZ 3.4-“FHFH (2.0g, 14.4mmol) & 7 §
T Z ZFE_HE 1oml,m Al E OCHE B PR 4-H H K
*Hg (5.6 ml, 43.1mmol) , 7f 120°C # # 1 /N E, £
ZREFAABRBEEMNKBERD PEEKRKRIEZ
Be - BB @ LLEL 0 & 8 Kk o &, 008 JK B BE 8% %2 M, ek BR
ABREBER MK .G 3-B-4-[G-FEFE)KEITHE
2.26g,7E F 61%,H & 1K & & -

A EE 113°C

NMR(400MHz,CDCl;) 8 ppm:3.81(3H,s),4.34(2H,d,J=
6Hz),4.77(1H,bs),6.65(1H,t,J=9Hz),6.90(2H,d,J=9Hz),7.2-
7.3(4H,m) -

IR vmax KBr cm™' @ 3376,2211,1356,1248 -

MS m/z(EI): 256(M*),121(100%) -
(2) (B 3-F-4-[G-FEFEI)EE]IFE
1.0g(3.9mmol )& 7 62 — & W ft 20ml, % &l £ 0C #& #
M=K 28 I ml, FERBH KK EOCEA
AR EMKERP P REKXKKRIKZIE - AHE
LLgf ORI & BE K PR DL K BROBR EF Rz L BB K BR O A
FrEmKREEWAEWBREENR (2R IE Chk=1:6)
B o4-fF B -3-F KR 252mg ((EER 47%) REBEOQEE -
LR ZBIB-CHitBMA&.FHGKIRE& -

Al B 84°TC -

NMR(400MHz,CDCl3) 6§ pm:4.23(2H,bs),6.76(1H,t,J=9Hz),

7.2-7.3(2H,s) °

-115-
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IR vmax KBr cm™1 : 3449,3353,2224,1641 -
MS m/z(EI): 136(M*,100%) «
(3) (FEBA 3-C4) & (2) B Z 4-F & -3-8F
g ( 129mg, 0.95mmol) ~ = H E g8 (0.89 ml, 1.07M
ECEW®, 0.95mmol ) K &F i fl 12- (1) fi B 2 4-
[ -5-[[(1R, 2R)-2-(2,4- 7 K H )-2- & -1-H & -3-
(IH-1,2,4-= M -1-F ) B ] &£ ]-1,3-2 8 k£ -2-F ] K H
B B F (120mg, 0.24mmol ) JE R # , 5 HE ¥ 134mg
(EE 92%) HEaE® - Z2BEZE-ChBEH&SEH.G
H &R & -
BhEE 136°C
NMR(500MHz,CDCl3) 8 ppm:1.22(3H,d,J=7Hz),3.36(3H,q,
J=7 Hz), 3.4-3.6 (1H, m), 3.76 (1H, t, J=11 Hz), 3.79 (1H, t, J=11 Hz), 4.42
(1H, ddd, J=11, 5, 2 Hz), 4.55 (1H, ddd, J=11, 5, 2 Hz), 4.85 (lH, d, J=14
Hz), 5.05 (1H, d, J=14 Hz), 5.05 (lH, s), 5.55 (lH, s), 6.7-6.8 (2H, m),
7.3-7.4 (1H, m), 7.45 (1H, d, J=12 Hz), 7.53 (IH, d, J=8 Hz), 7.66 (2H, d,
J=8 Hz), 7.79 (2H, s), 7.91 (2H, d, J=8 Hz), 8.22 (IH, bd, J=4 Hz), 8.73 (IH,

t, J=8 Hz),
IR vmax KBr cm™1 : 3435,2232,1686,1520,1139 »-

MS m/z(FAB): 610(M"+1) -

P fE 3¢ B [a 1p27-61°(c=0.57,CHCl3) »
B/ Bl 26

N-(4-8 F £)-4-[K-5-[[(1R, 2R)-2-(2,4-Z &/ & & )-
2-FR EE -1-H H -3-(1H-1,2,4-= M -1-5 )R & I & ]1-1,3-
TER2-EIFBEREAECZEEEY W RALEY 19-1)

B o> 3 H mo Jo e G o 28 3 R

e
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(1) {FEMH 2- (1), ¥ J. Am. Chem. Soc., 81,
p4328 (1959) L # &2 4-8 T & ( 329mg, 2.5mmol)
N.N-T B W EZF (0.91ml, 5.2mmol) - 4-H & F &
& (350 mg, 2.1mmol) K 4-(Z B fg B )0t i (@ % &)
FE R B G N-(4-RFHE) -4-FHEETEXK 3808¢g,
ER S, HAEEE RIEIEHGS.GH A 66K RKE
EEE °

Al EE 170°C

NMR(270MHz,CDCl;) 6 ppm:4.74(2H,d,J=6Hz),6.59(1H,
bs),7.48(2H,d,J=8Hz),7.65(2H,d,J=8Hz),7.95(2H,d,J=
8Hz),7.99(2H,d,J=8Hz),10.10(1H,s) -

IR vmax KBr em " : 3319,2223,1706,1642,1542 -

MS m/z(EI): 264(M"),133(100%) -

T E S N : Cl6HI2N202 3 & {& © C;72.72; H,4.58;
N,10.60 « 4> ff f8 : C,72.89; H,4.83;N,10.51 «
(2) (FEME 1-(C2), BB N-(RF*E)-4-H K
H O R % % (200mg, 0.76mmol) ~ (2R, 3R)-2-(2,4- " &
KE)I-[[I-(BEE)2-BRZEIME]-1-(1H-1,2,4-=
Mg -1-F)-2-T FF (237mg, 0.66mmol) K& ¥ H 7 i B 1
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# o~ #mEeE (0)

K& ¥ (151mg, 0.79mmol) X FE & # 15 H 19 2 X £ &
M 137mg (B K 34%) B EBE, HE#HY 82mg (&E
B 21%) B & FE e K EMEYRNEKkE-C K ES S,

B
EHaRRES  EEEYRZIBZEFTELES . B G
oAl N T

%Y

A Br 188°C -

NMR(270MHz,CDCl3) § ppm:1.21(3H,d,J=7Hz),3.36(1H,q,
J=7 Hz), 3.4-3.6 (1H, m), 3.75 (IH, t, J=11 Hz), 3.77 (1H, t, J=11 Hz), 4.40
(1H, ddd, J=11, 5, 2 Hz), 4.53 (1H, ddd, J=11, 5, 2 Hz), 4.72 (2H, d, J=6
Hz), 4.84 (IH, d, J=14 Hz), 5.04 (lH, s), 5.05 (IH, d, J=14 Hz), 5.52 (IH,
s), 6.51 (IH, bt), 6.7-6.8 (2H, m), 7.3-7.5 (IH, m), 7.46 (2H, d, J=8 Hz).
7.59 (2H, d, J=8 Hz), 7.65 (2H, d, J=8 Hz), 7.79 (2H, s), 7.82 (2H, d, J=8
Hz) . '

IR vmax KBr ecm™': 3302,2229,1636,1541,1139 -

MS m/z(FAB) : 606(M"+1)

b fE ¥ EE [a 1p°°-64°(c=0.50.CHCl;) »

e 2 # 9
NMR(270MHz,CDCl3) 6 ppm:1.22(3H,d,J=7Hz),3.20(1H,t,

J=2 Hz), 3.43 (IH, q, J=7 Hz), 4.2-4.5 (4H, m), 4.71 (2H, d, J=6 Hz), .86
(1H, d, J=14 Hz), 4.95 (1H, s), 5.15 (1H, d, J=14 Hz), 5.64 (lH, s), 6.52
(1H, bt, J=6 Hz), 6.6-6.9 (2H, m), 7.3-7.5 (1H, m), 7.45 (2H, d, J=8 Hz),
7.62 (2H, d, J=8 Hz), 7.64 (2H, d, J=8 Hz), 7.78 (2H, d, J=8 Hz), 7.79 (IH,

s),7.83(1H,s)
IR vmax KBr cm™1 : 3283,2229,1634,1543,1135 -
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B BHRHA (7))

MS m/z(FAB): 606(M " +1) -

Fb g ¢ B [a 1p2°-75 (¢=0.53,CHCl3) «

fta Bl 27

S[R -5-[[(IR, 2R)-2-(2,4- = # % H)-2-F & -1-H & -
3-(1H-1,2,4-= W -1-F )P 5 16 &£ ]-1,3-Z 8 F -2-5 ]-
N-(2-BEME) FEREEAEZEEBY P RLEY

i)

20-1)
1 N
|
N/l\S NAS
Hy 0N " 0 H
oni® [ oy Gt
oy S 0 I~ = 0
N N N S
=N F \.—:f\j

(1) (FERA 2- (1) ., BHEZ 2-HEEYR (333mg,
3.3mmol) ~ N.N-Z E R Zf& (1.2lml, 7.0mmol)
4-F BE T RE 4 (468 mg. 2.8mmol) R 4-(= F i )Mt
KOWE pE P15 A-FRE R -N- (2-mE MR ) KR

iE (fl BB )K
R SS% L EOER - HIBMMIE-CItH

& 355mg,
L B EARIKE &L -

A 189°TC -

NMR(270MHz,CDCl3) 8 ppm:7.02(1H,d,J=4Hz),7.14(1H.d,
J=4Hz),8.05(2H,d,J=8Hz),8.17(2H,d,J=8Hz),10.15(1H,s)
,11.92(1H,bs) °

IR vmax KBr cm ' : 3149,1691,1671,1549 -

MS m/z(EI): 232(M"),133(100%) -
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A~ BRHA (F)

(2) HEmE 1-C2) , BOIFRMAE 4-F 8 & -N- (2-8&
e ) R % (200mg, 0.86mmol) ~ (2R, 3R)-2-(2,4-=
K E)-3-[[1-(KBHE)-2-8Z & mE]-1-(1H-1,2,4-
= -1-%)-2-T f# (270mg, 0.75mmol) J # H & fix &
1 /K &% (357mg, 1.88mmol) K fER #| .5 HWWZ KR
Y 64mg (E X 15%) AE MK, HEREHEY 29meg ( E
E 7% ) A @K o KREBYR NG KM-CKEE G,
BEHERRES  BEEBEYRIEZEB -CRBEEL.G
Ak RS A e
R BEY
Al EL 108°C
NMR(270MHz,CDCl3) § ppm:1.22(3H,d,J=7Hz),3.36(1H.q,

J=7 Hz), 3.4-3.6 (1H, m), 3.77 (1H, t, J=11 Hz), 3.79 (IH, t, J=11 Hz), 4. 43
(1H, ddd, J=11, 5, 2 Hz), 4.56 (IH, ddd, J=11, 5, 2 Hz), 4.85 (IH, d, J=14
Hz), 5.05 (1H, s), 5.05 (1H, d, J=14 Hz), 5.56 (IH, s), 6.7-6.8 (3H, m), 7.0l
(1H, d, J=4 Hz), 7.2-7.4 (IH, m), 7.31 (IH, d, J=4 Hz), 7.66 (2H, d, J=8 Hz),

7.80 (2H, s), 8.00 (2H, d, J=8 Hz),
IR vmax KBr cm ' : 3409,1672,1543,1139 ¢
MS m/z(FAB) : 574(M"+1)
FEfE S B [a 1p2°-30°(c=0.09,MeOH) -
E 2 #% 7
A Bk 171°C
NMR(270MHz,CDCl3) 6 ppm:1.23(3H,d,J=7Hz),3.22(1H,t,
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B~ AR (10)

J=2 Hz), 3.47 (1H, q, J=7 Hz), 4.2-4.5 (4H, m), 4.87 (IH, d, J=14 Hz), 4.99
IH, s), 5.16 (1H, d, J=14 Hz), 5.68 (IH, s), 6.6-6.8 (3H, m), 7.00 (lH, d
J=4 Hz), 7.30 (1H, d, J=4 Hz), 7.3-7.5 (1H, m), 7.69 (2H, d, J=8 Hz), 7.78
(1H, s), 7.80 (1H, s), 8.01 (2H, d, J=8 Hz),

MS m/z(FAB) : 5S74(M"+1) -

" e pl 28
( F HmEm-2-2 ) -4-[K -5-[[(1IR, 2R)-2-(2,4-_ %

HOE)-2-¥8 B - 1-B E -3-(1H-1,2,4-= M -1-F ) & 1K
H]-13- 2Bk 2-RIXEREEEZIEEBEY B RS a
¥ 39-1)
ﬁ)'\S/ \p/“\v*/
0 H
CHa
//\N (:)Hks/(/
\=N F
F
8 me 1-C1) B EZ 2-FEFEHEMR (416

mg, 2.8mmol) & = Z & (0.62ml, 4.4mmol) ¥ 7 % W
G M eml, Al E OC B M4-FEEEFTERGO
mg, 3.33mmol) Z & MG kM 6ml E %, £ 0C #& %+ 2
INEE, TEVK W LB IR BR S SR OK B W LD BCE KRS
B 2B - B BEBUAKREBGHKEBER - K M
BB KE P, LLEKFEBSTERE.KEBEARRKRER. KL

M ZBEEES . GREah KES 346me - {1 & i 61 3-
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B~ HHRHE (P0)

(3) , BH®HEGAOKKHE S 300mg ~ (2R, 3R)-2-(2,4-
TG E ) -3-[[1-(F B E)-2-8 2 EIm E]-1-(1H-
1,2,4-= M -1-3)-2-T f (258mg, 0.72mmol) K ¥ H
KB 1 KkEw (685mg, 3.6mmol) X fEE M .55 HI
SR EHY 14lmg ((FE XK 31%) MA@k, HEBEY
63mg ((E X 14%) MEAMmK  NEBYRIKZE-C
EE S ERIRE &S -
M #=HEY

A5 107°C -

S b2 55 0 e Y Y B R 3 )

@"'%{3'_—_——__"3*_-___—"""_—,__'—"___"—___—_——_-I-_.._

NMR(270MHz,CDCl3) 8 ppm:1.22(3H,d,J=7Hz),3.36(1H,q,

J=T7 Hz), 3.4-3.6 (14, m), 3.76 (IH, t, J=11 Hz), 3.79 (IH, t, J=11 Hz), 4. 42
(1H, ddd, J=11, 5, 2 Hz), 4.55 (IH, ddd, J=11, 5, 2 Hz), 4.85 (1H, d, J=14
Hz), 5.05 (IH, d, J=14 Hz), 5.06 (lH, s), 5.55 (IH, s), 6.7-6.8 CH, m),
7.2-7.5 (3H, m), 7.67 (2H, d, J=8 Hz), 7.73 (lH, d, J=8 Hz), 7.80 (2H, s),
7.86 (1H, d, J=8 Hz), 8.0l (2H, d, J=8 Hz), 9.98 (lH, bs),

IR vmax KBr cm ' 3409,1678,1539,1139 -
MS m/z(FAB) : 624(M"+1)
FE fE e B [a 1p2°-647(c=0.59,CHCl;) -

5 2 # Y
NMR (270MHz,CDCl3) 6 ppm:1.23(3H,d,J=7Hz),3.23(1H,t,

N
A

J=2 Hz), 3.44 (1H, q, J=7 Hz), 4.2-4.5 (4H, m), 4.87 (1H, d, J=14 Hz), 4.98
H, s), 5.15 (IH, d, J=14 Hz), 5.67 (IH, s), 6.6-6.8 (24, m), 7.2-7.5 (3H,
m), 7.70 (2H, d, J=8 Hz), 7.75 (1H, d, J=8 Hz), 7.78 (1H, s), 7.80 (1H, s),
7.86 (1H, d, J=8 Hz), 8.01 (2H, d, J=8 Hz), 9.97 (lH, bs),

S hom B H w3 e e o 9% 2%

3}\'1"\-)1
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MS m/z(FAB) : 624(M"+1) -
B Bl 29

4-[ -5-[[(1R, 2R)-2-(2,4- = # % £ )-2-5 % -1- 7 % -
3o(1H-1,2,4-Z W - 1-3)P5 5 15 5 1-1,3-2 08 % -2-2 -
N-[(1-% %) BEITERMB RLEY 21-1)

HEBEE 3-(4) HhmEZ 1I-FHKE (187mg,
1.2mmol) ~ = H £ 48 (1.1 ml, 1.07M IF 2 I & % ,
1.2mmol) R E MBI 12- (1) i B & 4-[&-5-[[(IR,
2R)-2-(2,4-" & & £ )-2-F E -1-F FE -3-(1H-1,2,4-=
-1 )P R ODRR R )-1,3- T kT -2-F 1K H OB RS
(150mg, 0.30mmol )X FEE ¥, B HH Y 170mg ( E X
91%) HEE®E LR _—_&SFK-CHEEBESR.FOGH
N I

A B 97°C

NMR(270MHz,CDCl3) 8 ppm:1.19(3H,d,J=7Hz),3.34(1H,q,
J=T Hz), 3.4-3.6 (1H, m), 3.73 (1H, t, J=11 Hz), 3.75 (1H, t, J=11 Hz), 4.38
(1H, ddd, J=11, 5, 2 Hz), 4.51 (1H, ddd, J=11, 5, 2 Hz), 4.83 (1H, d, J=14
Hz), 5.02 (IH, s), 5.03 (1H, d, J=14 Hz), 5.10 (2H, d, J=5 Hz), 5.48 (IH,

s), 6.32 (1H, bt, J=5 Hz), 6.7-6.8 (2H, m), 7.2-7.4 (1H, m), 7.4-7.6 (6H,
m), 7.7-7.8 (4H, m), 7.8-8.0 (2H, m), 8.0-8.2 (1H, m),
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IR vmax KBr cm™' : 3328,1646,1539,1139 -

MS m/z(FAB) : 631 (M*+1) o
e HE S [a 1p2°-61°(¢=0.59,CHCl3) °
H i Bl 30

4° - HOBE B -4-[R-5-[[(1R, 2R)-2-(2,4-Z & & % )-2-

RE -1-F & -3-(1H-1,2,4-= W -1-FE )N & 1/ £ ]-1,3-=
b -2-E TR XMW Rt a? 24-1)

) O/ CONH,
cr
o Lj
/\ N z

\=N

AT

HEBGA 3-(4) HHEIHEEFTEMK (162mg,
1.2mmol) ~ = EH £ 4 (2.2 ml, 1.07M F C # & & .
2.4mmol) K EMH 12- (1) B Z 4-[K-5-[[(1R,
2R)-2-(2,4-— & E H)-2-¥& & -1-H & -3-(1H-1,2,4-=
Me - 1-F )W B IR B ]-1,3-2 1 ke -2-K 1R F R H OBR
(150mg, 0.30mmol )X FEGE ¥, 5 HH ¥ 66mg ( & X
37%) HEa@E®E  hHtZ2BMIE-CREMEG.BHRES
i TNl

Al B 230°C

NMR (400MHz,DMSO-dg¢) § ppm:1.11(3H,d,J=7Hz),3.3-3.5(1H,
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m), 3.58 (1H, q, J=7 Hz), 3.77 (2H, t, J=11 Hz), 4.3-4.5 (2H, m), 4. 81 (IH.
d, J=14 Hz), 4.91 (IH, d, J=14 Hz), 5.67 (lH, s), 6.02 (lH, s), 6. 9-7.0 (IH,
m, 7.1-7.3 (3H, m), 7.58 (2H, d, J=8 Hz), 7.68 (IH, s), 7.8-7.9 (SH, m),

o
=

B2 o e 1 om e 3 e o S 3

23

8.00 (2H, d, J=8 Hz), 8.27 (1H, s), 10.48 (1H, s),

MS m/z(FAB): 610(M*+1)

FE e ¢ E [a 102 -40°(c=0.18,MeOH) -
Gl
R ERVMEEHE @ E

il (MIC)Zk &7 (' -

8 1 & Aspergillus fumigataus R i3 0.165M

) WhiBRA& S RPMI 1640 55 & & (5«

0.165M 3- (lEM E ) NEMEHERZ E (

M H W Sabouraud X HE EEE (35T,

7 B Mcfarland 0.5, H & S ¥ &EH /v #& It DL &

B IOOEZHEMFMEREER - BEHME A& H%ik

e+ I EAHE 0.05% % 1 Tween80 2 £ H &

-125-

CtEVMIHEEBEE DKROT HE#NEZ K

BEEARCHAKTE: B SHKBRATILBEKE D

IR vmax KBr cm™1 ! 3386,1659,1526,1139 -

® 4 K

Fr A EsEE R 9865 B Candida albicans &

3- (M o

& , pH7.0)

o ¥ FL BB ER Cryptococcus neoforamans # A

pH7.0)

48 /N B )

KFER Imm cEEQ SERSFELEERE K HEEAE

' AW R

1000 R HEEMFEBERR . NMILBKRE LMK ILUE B EW

® R E S

HEHEREAEXELEE (35C,5H) BEERE L2
BE Kk ,1E I Bk

I

b

RUFER EBA P BB FIZE (CNS)AL #45 (210 x 297 N3 )
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BfOBCAE MU ORR M AL B 2.5x107/mlL ML DLOBS B OH O
1000 & & & F & & B & -
g Fl W oo HB K BRI VE A 100% DMSO, FH & LI 100%
DMSO « 2 &M B R %, DMSO MR E A HE#H 1% -
AT 96 R R BN EER KA 100g 1]

®B BN EEE®K 80ul K Alamar E ¥ 20u 1| M B & .

f£ 35C (i BEA 30C) B & - #IE B 570nm Z 3
BH B R E R ZE 0.6 DL ERET - DUH M ER SR
MmE 80% HEZEBKBERE (ICs0) B MIC: b &
¥z MIC & /N9t B & & M #oE -

AFEWAMAEY (1) 1 W% B F 8-333350 & & fi #l 40

ey (bt aYw (A) ) cEEBEFEROE 2-
X 2AERNAERGEE I E

MIC {8 (¢ g/ml)

A=/
H & % & oL BB R E i &=
SANKS51486 TIMMI1855 SANKI0569
=l 0.016 0.063 0.125
H e Bl 2 <0.008 0.063 0.063
= i f 3 <0.008 0.25 2
g i f 23 0.016 0.25 0.5
= i Bl 26 0.016 0.25 0.25
ek & % (A)?) 0.063 0.25 4
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A~ AR E ()

) Zms e B EINAE BRI -
)i s®m CA) T

IR
R U A

ERE-SABEERES AR THNARZLE Y. B
M BETURS  GR

BwmH 12tk EaY 100mg
3L v 150mg
oM R 50mg
BE A5 B $ 6mg
& 306mg
L )
g # A

AEMABAEAEH . WRI W - MFHIBEHF Z
ERe e REYM AEZETAWEBES G5
100mg iEMH R P B R . FTLRB . ZE -

8O B3
g F
B TIHMHEBRZIH R HERBEBOMARENNE K - &
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B7
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Bk AT SR EIT .S E R 490mg 2 §E A -

Bitpl 1 cay 100mg
BiKk = & bW 0.2mg
B IE B 8 S5mg
Bh S A R HE R 275mg
B ¥ llmg
2 M 98.8mg
® B 490mg

W BRI K -
[E % £ % H 7] 6 %]
AZEHZAMasy » H%E
AFEEBEAREERAEBEEME., WA
Bl 2 16 B OB
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o) » _
%?@3-$ # 3t B 2
. BEMEEEECEKRZR=2"LEY
e |77 (9257 A 31 BETE)
T PP AN AMIDE TYPE TRIAZOLE COMPOUND HAVING ANTIFUNGUOL
% x| ACTIVITY
1 NEEL
o % D BEBZ(BREBLZ)
" =N
B ) gx
B
R L
. 1. EE A &ENT 1 TH 2% 58 3%
B
=#HsAgirA
2. [F
1. =HAGRIZRDBERAE
®o & (ZE£5 1077 v 7 A Eit)
(%4 )| 2.=2HEBHDERAE
(ZHpAGI) )
i B #1.BA  2.8%
ﬁ
g_£¢%k £~ ER| 1. T113-0033 B8 RN 2 KR 4-23-14
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Abstract:

. An amide type triazole compound having antifunguol activity )

A compound of the fomula (I)

ey

[wherein, Ar'is phenyl group etc., Ar’ is phenylene group
etc., X is sulfur atom or methylene, R' is hydrogen atom o1 -
C,.; alkyl group, R? is hydrogen atom or C, , alkyl group, R
is optionally substitiuted ‘Cé_]0 aryl group etc.,]

or the pharmaceutically acceptable prodrug or the salts

thereof, having an excellent antifungual activity is
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