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Y , —CH, — —CH, —CH, —

X CH,, CH(CH3), CH(C,Hs), CH(CH3H;) CH(CsHs5)

Rl Rl H, F, Cl, Br, I, CF 3, NO,, CN, COOH, COO(C ; =Cs) , CONH,, CONH(C; —Cg)
, CON[(C1-Cs) 12, (C1-Co)— , (C2—GC)— , (C2—GCg)— , 0—(C1—GCo)— (
, , OH, OC(O)CH 3, O
C(O)H, O—CH , —Ph, NH,, NH—CO—CH 5 N(COOCH, Ph), ), SO, —NH,, SO, NH(C;
-GCe)— , SO2N[(C1 —C)— 12, S—(C1—-Cs)— , S=(CH2 ) — , SO—(C1—-G)— , SO—(CH2),
—  ,S0,—(C;-Cs)—  ,S0,—(CH)n— ( ,n 0 6 , F, CI, Br, OH,
CFs, NO,, CN, OCF3, 0—(C; —=Cs)—  , (C; —Cs)— NH, 2 ), NH,, NH
—(C1-G)—  ,N((C1—-GCs)— )2, NH(C1-C)— : , O=(CH2)n— ( ,n 0
6 ), 1— 2— ,2—, 3— 4— , 2— 3— , 2— 3— ( .
, , , F, Cl, Br, I, OH, CF 3, NO,, CN, OCF5, 0—(C; —=C¢)—
C1-G)- , NHz, NH(Cy -G )— , N((C1-Cs)— )2, SO —CH3, COOH, COO—(C 1 —Cs)—
CONH, 3 ), 1,2,3— —5— ( , 1,
2 3 ) —5— ( , 1 2
)
R2 H, (C1-C)— , (C3—GCg)— , (CH2 ) — , (CH2)n— , (CH2)n— » (CH2)n—
,C(O)-(C1-C)— ,CO)—(C3-Co)— , C(O)—(CH2)y— ,C(O)—(CH2),— , C(O)
—(CHz )n— C(O)-(CH2)n— ( ,n 0 5 , , :
Cl,F,CN, CF4, (C;—C3)— , OH 0—(C;, —Cg)— 2 )
R3 H, (C1-GC)— ,F,CN, N3, 0—-(C;-C5)— , (CH2 ) — , (CH2)n— , (CH2 ) — , (CH
D= ( n 0 5 o , Cl, F,CN, CF 3, (C;—C3)—
OH 0—-(Cy-GCs)— 2 ), (C2-Co)— , (C2—Cs)— , C(0)OCHg,
C(0)OCH, CH;, C(0)OH, C(O)NH ,, C(O)NHCH 3, C(O)N(CH3), OC(O)CHs
R4 NR6R7[ ,R6 R7 H, (C 1-Cs)— ,(C3—Cg)— ¢ ,
Cl,F,CN, CF4, (C;—C3)— , OH 0—(C; —Cg)— 2 ), CO—(C;—Cs)
—  ,CHO,CO-— , =NH,, —N=C(CH3),, —( -1- ), —( —1- ), —( —4— ), -
( ~1- ) —(4- -1- ) , NR6R7 , , , , 4—
-1—- ,4- —1- ]
Y
X CH,
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RL RI H, F, Cl, CF 5, NO,, CN, COOH, COO(C ; —Cs)  , CONH,, CONH(C; —Cq)
CON[(C, -GC5) L. (C1-GCs)- » (C—Cg)— , (C—=Cg)— , 0—(C1—GCg) - (
: , OH, OC(O)CH 5, OC(O)H,

O—CH, —Ph, NH,, NH=CO—CHs;  N(COOCH, Ph), ), SO, —NH,, SO, NH(C; —Cs ) —

» SO, N[(Cy —=C5)— 1>, S0, -(C, -G)— , SO, —(CHy ), — ( ,n 0O 6

F, Cl, Br, OH, CF 3, NO,, CN, OCF5, O—(C; —-C5)— , (CL—C5)— NH,

), NHy, NH=(C; -C¢)— , N((C, =Cs)— )2, NH(C, -C7)— : , , O=(CH ), — (

n 0 6 )y, 1-  2- 2—,3—  4— 22— 3- 22— 3- (

) , , ) , F, Cl, Br, I, OH, CF 3, NO,, CN, OCF3, O—
€ -G)- , (C1—Ce)— » NHz, NH(Cy, —-GC)— , N((C, =GCs)— )2, SO, —CHz, COOH, COO—(C
—Cy)- CONH, 1 7 ), 1,2,3— —5- (

1,2 3 ) -5- (
1 2 )

R2 H, (Cl _CG)_ ’ (C3 _CG)_ ' (CHZ)n_ ' (CHZ)n_ ’ (CHZ)n_ ’ (CHZ)n_
,C(O)-(C1-G)- ,CO)-(C3-G)- , C(0)-(CHz)h—  , C(O)—(CH2),— , C(0)
—(CHy)n— C(®-(CH2)n=  ( n 0 5 I !
Cl,F,CN,CF 3, (C;-Cy)— ,OH 0-(C; —Cg)— 2 )

R3 H,(C:-GC)— F (CH2)n— , (CH2)y— , (CH2)n— , (CH2 )= ( ,n 0
5 , , Cl,F,CN, CF 3, (C,-C3)— , OH 0—(C;, —Cg)—

2 ), (C»—Cs)— , (C, —Cg)— , C(O)OCH3, C(O)OCH ,CHs, C(O)OH, C
(O)NH,, C(O)NHCH 5, C(O)N(CH3), OC(O)CHs

R4 NR6R7[ ,R6 R7 H, (C 1-Cs)— , (C3—Cg)— L ( ,

Cl,F,CN, CF4, (C;—C3)— , OH 0—(C; —Cg)— 2 ), CO—(C;—Cs)
—  ,CHO,CO-— , —NH,, —N=C(CH3),, —( -1- ), —( —1- ), —( —4- ), -
( ~1- ) —(4- -1- ) , NR6R7 , , , , 4—

-1— ,4- —1- ] [
Y
X CH,
Rl Rl H, F, Cl, CF 3, CN, COOH, COO(C ; =Cs)  , CONH,, CONH(C; —Cs)  , CON[
€ -G) L, (C1-G)- ,(C-G)- , (C2—=G)— ,0-(C1-GC)—  (
, , OH, OC(O)CH 5, OC(O)H, O—
CH, —Ph, NH,, NH—CO—CH3 N(COOCH, Ph), ), SO, —(C;—Cs)— , SO, —(CH,)
- ( ,n 0 3 , F, Cl, OH, CF 4, CN, OCF3, 0—(C;-Cs)— , (C;=Cs)
- NH> ), NH2, NH=(C1—6)—  ,N((C1-Cs)— )2, NH(C1-C7)—
,0—(CH,)n—  ( ,n 0 6 ), 1— 2— ,2—, 3— 4— , 2—

3— L 2— 3— ( C , , , F, Cl, 0
H, CF3, CN, OCF3, 0—(C; —C,)—  ,(C1—C4)—  ,NH,, NH(C; —-C,)— ,N((C;-Cs)— ), SO,—
CHs, COOH, COO—(C ; —C,)— CONH, 1 2 ), 1,2,3— -5— (

1,2 3 ) -5— (
1 2 )
R2 H, (C1-C)— » (CH2)n— , (CH2)n— » (CH2)n— (CH2 ) — (
Cl,F,CN,CF 5, (C;-C3)— ,OH 0—(C; —Cg)— 2
)
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R3 H,F (Ci-C)— ,
R4 NRER7[ ,R6 R7 H (C1-G)— ,(C-G)— : ( :
Cl, F,CN, CF 3, (C1-C3)—- , OH 0—-(C;{—-C)— 2 ), CO—-(C1-C)
- , CHO, CO—- , —=NH ,, =N=C(CH3),, —( -1- ), —( -1- ), —( —4- ), —
( -1- ) -G- -1- ) » NR6R7 : ! : 4=
-1- ,4- -1- 1 I
L 1 I 1
R1, R1', R2, R3, R4, R6 R7 ,
1] 3 1] 1] ) ) 3 1] 1] p_ )
] ( 1 ) (
, )
/ - 1
|
1 1 ’ 1 I
( )
| ) I )
I ’ 1 ’
) .1 kg 0.3
100mg( 3 50mg) ) , 3—10mg/kg/ . , , 0.3-1.0
mg/kg , 10-100ng/kg/ .
, , 0.1ng 10mg, 1ng 10mg . , ,
1mg 10g , , 1 100mg .
) , , , 1.0 1000mg, 10 6
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—7- '

Cl, Br, I, 0—C(0)—(C gHs)—4—NO,, 0—SO, —CHy, 0—=S0, —CF3, 0—S0, —(CgHs)—4—CHj, 0—S0, —Cg H,

I'x HZ

v
R2 (G -G)-

,n 0

aa) I'x HZ
100 ,
ab) I’
-20 100 ,
ac) 1 5 ,

Z
I x HZ I'
 (C3=GCe)— » (CH2)n—  , (CHz)n— » (CH2)n— (CHz)n -
5 | X HZ | ,
R2—OH(  R2 ) ~20
-5 50 2 4 4 2 ,
R2—OH(  R2 )
-5 50 2 4 4 2
15 2 R2—-0OH ,aa) ab)
’ ’ ’ ’ 112_ ) ’ ’ ’
’ ’ ’ ’ ’ 3
) —-2— ’ ) )
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ad) I' 1 L] L] L] )
! ' 1 N— —2— s
, , KOH I'
, R2—-W( , W , , , 0—C(0)-CH 3, 0-C(0)—-CF3, O—
C(0)-CgHy —4—NO,, 0—SO, —CH3, 0-S0O, —CF3, 0-S0O, —CgHy; —4—CHj3 0-S0, —CgHy; —4—NO, )
-20 150 -15 50 10 2, 20
12
R2 C(O)-(C1-GC)— ,C(O)-(C3-GC)— , C(0)=(CH2)y— ,C(O)—(CH2)n— , C(O)
—(CHy),— C(0)—(CH,),— ( ,n 0 5 ) I x HZ |
ba) R2—-0OH 1 2 , 15 R2—-0OH , aa) ac)
, aa) ac)
bb) I' [ : 0. Mitsunobu, Synthesis 1981, 1] R2—0OH
1 I 1
bc) R2-ClI R2-0-R2 [ : Houb

en—Weyl, Methoden der Organischen Chemie, Georg Thieme Verlag Stuttgart, Volume E5, pp. 656—715]
I

p.) ,
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R1'
B34 1
A4 IR1; R R2 | R3 R4 X | ¥ |m.p.[°C]
AO01 5-NO2 H H NH» CH»> - >260
AQ2 5-NO2 H H NH(CHs3) CHg2 - >260
AQ3 6-Cl H H NH2 CH2 | HCI 241
AQ4 6-ClI H H NH(CHg3) CHpo | HCI 249
AQS5 5-S0O>CHsj H H NH> CHz | - >230
AQB 5-SO5CH3 H H NH(CHz3) CHo - >230
AQ7 5-S0OoCHa3- 6-Cl H H NH(CgHs) CHo | - 130
A0B 7-Cl H H NH(CHg3) CHo - 180
A09 5-Ci H H NH(CH3) CHo | - 207
A10 6-F H H NH(CH3) CHp | - 206
Al2 6-CgHs H H NH(CH3) CHo |HBr 265
A13 6-(CgH4-3-CF3) H H NH(CH3) CHyo [|HBr 199
Al4 6-CN H H NH(CH3) CHp |HBr 287
A15 6-( €l <1l -3-yl) H H NH(CHa3) CHz | HBr 180
A16 6-(CgH4-3-F) H H NH(CHa3) CHo | HBr 228
A17 6-ClI H H NH2 CH2> |HBr 292
A18 6-(CgHa-4- CH3) H H NH(CHg) CHo |HBr 196
A19 6-Cl H H NH2 CHa | HCI 251
A20 6-(CgHa-4-CF3) H H NH(CHz) CHz2 |HBr 195
A21 6-(CgH3-3,5-1)- H H NH(CHg3) CHz |HBr 266
CF3)
A22 6-(CgH4-3-Cl) H H NH{CHz) CHo |HBr 203
A23 6-(CgH4-3-OCF3) H H NH(CH3) CH2 |HBr 236
A24 6-(CgHg-4-Cli) H H NH(CHg) CH2 |HBr 186
A25 5-C(CH3)3 H H NH{(CH3) CHg2 [ HBr 273
A26 6-(CgH4-2-CF3) H H NH(CHa3) CHz |HBr 196

- 11 -
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A27 6-(CeHs-3-OCH3) | H | H NH(CHaz) CHo |HBr{ 195
A28 B-(LZE -1-9)) H!{H NH(CH3) CHz {HBr| 211
A29 7-(CgHy-4-CF3) H H NH(CH3s) CHo {HBr| 191
A30 7-(CgHa-4-CF3) H H NH> CHso |HBr|{ 230
A31 5-(CgHa-4-Cl) H | H N(CH3)2 CHo |HBr| 223
A32 5-(CeH4-4-CF3) H | H NHp CHo |HBr| 229
A33 6-OCF3 H{H NH(CHs) CHz |[HBr{ 267
A34 5-C(CHa)3 H|H NHo CHz [HBr| 272
A35 6-OCF3 H | H NH> CHo |HBr| 253
A36 6-Cl H H NH- CHz |HBr| 237
N=C(CHz3)2
A37 6-Cl H | H NH-NH2 CHo {HBr] 146
A38 6-Cl H |CHs NH2 CHz |HBr| 229
A39 6-O-CH2-CFo-CF2-{ H | H NH(CH3) CHz2 [HCI| 239
CF3 :
A40 6-Cl H | H NH> CHp | - 87
Ad1 6-CCH H|H NH2 CHz |HBr| =300
A42 6-0O-~(CgHy-4-Cl) H | H NHz CHo |HBr| 227
43 6-Cl H| F NHo CHa | - 159
44 6-Cl HiF NH-CH3 CHo | - 182
45 H H | F NH2 CHa | - 160
46 H H| F NH-CHg3 CHo | - 165
47 (-) 6-Cl H | F NH-CH3 CHz | - ]1,_:]05%ﬂ ZHE
48 (+) |6-Cl H | F NH-CH3 CHz | - g)gﬂﬁ—‘?—‘ﬂ
49 (-) 6-Cl H| F NH-CH3 CHz [HCI| 163
50 (+) |6-Cl H| F NH-CHg3 CHp |HCI| 163
51 6-Cl H | F NH> CHa |HCI

225 XLg]

3

- 12 -
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(Rote) , 01 /
I
NMRI 24 ,
1 , , 30 )
7 30
/ e == / /
| [ma/kg] N/[ml] N/[ml]
A04 50 8/0.56 8/3.18 82
Al4 50 12/0.68 12/3.87 82
Al19 50 5/0.28 5/4.00 93
A3l 50 5/0.42 5/4.18 90
A32 50 5/0.80 5/5.42 85
A33 50 5/0.80 5/3.12 74
A34 50 5/0.54 5/3.12 83
A36 50 5/1.54 5/5.06 70
A39 50 5/0.58 5/3.58 84
A40 50 5/0.18 5/3.52 95
Ad4 50 5/0.32 5/3.40 91
A46 50 5/0.88 5/4.52 81
A49 10 5/0.44 5/3.72 88
A59 10 5/0.22 5/4.02 94
A51 10 5/0.84 5/3.80 78
|
, |
1:

2— —5-— —8,8a— [1,2—-d] —3a— ( 1

a) 2— —6— -1-

5- —-1- 7.1g(0.04mol) 135ml , 48% 1.12ml

, 40ml 2.06ml , 2
: : : (
; ) 113 2— —6— -1-
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b) 2— —5— —8,8a— [1,2—-d] —3a-—
2— —6— —-1- 1.28g(5mmol) 30ml , 10ml 530m
g , y 2— —5— —8,8a— [1,
2—d] —3a— 1 ’ '
. 10ml , 0.7ml
, 15 . ,  50ml 1 .
, 250 2— —5-— —8,8a—
[1,2—-d] —3a—
2:
3a— —2- —8,8a— —3aH- [1,2—-d] —6—
( 14 ):
a) 1- —5—
5- -1- 9.5g CuCN 4.93¢g 10ml , 4
5ml 3 18g 30ml ,
70 30 . 50ml 3 .
2N 50ml 2N 50ml
3 n—
123 125 1- —5—
b) 2— -1- —5—
1- —5— 3.93¢g 40ml , ( 48% ) 0.1ml ,
8ml 1.34ml . 3 ,
20g 40g , 0.5g , 50ml
2 . 50ml , ) ,
/ 25/1 115 118 2—
—1- —5—
c) 3a— —2— —8,8a— —3aH- [1,2—d] —6—
2— -1- —5— 236mg 10ml , N— 135mg O
3 90 . ,
, 287 288 3a— —2— —8,8a— —3aH
- [1,2—d] —6—
3:
2— —-5-(4- )—8,8a— [1,2—d] —3a— (
32 ):



a) 6—(4— ) -1-
6— -1- 6.33¢g 100ml, 20ml 20ml
5.79 6.36g , an
7mg , 4 )
, 0.5N 40ml 10 ;
50ml 3 50ml 1 , ,
/ 3/1 .6—(4-
b) 2— —6—(4- ) -1-
2b , 105 2—
—1-
c) 2— —5—-(4- )—8,8a— [1,2—d]
2— —6—(4- ) —-1- 1.06¢g 266mg
1 4 . y
228 230 2— —5-(4- )—8,8a—
4:
2— —6— —8a— —8,8a— [1,2—d] —3a-—
):
5— —-1- 20g 600ml , N,N—
1g , (water trap) 4
, ) / 1/2
N'—(5— -1- )—N,N—
THF/ / 2M 33.1ml
300ml . —70 , THF 100ml N'—(5- -1-
12¢g —70 1 —-40
3.882ml , 200ml
, THF ,
. N'—(5- —-2— -1-

15 -
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4—
338mg 78
) -1-
—6—(4- )
—3a—
10ml
[1,2—d] —3a—
( 38
27.4ml p—
(THF)
)—N,N'—
3 1
/ 1/2



N'—(5— —-2— -1- )—N,N-
4
1/5
5— -2— -1-
_1_ )
2— —5— —2— —-1- 1.5¢g
8
2— —6— —8a— —8,8a—
5:
6—-(2,2,3,3,4,4,4— )—2—
( 39 ):
a) 6—(2,2,3,3,4,4,4— )—2—
2_ _5_(212131314!414_
0.31g , 24
80 282 ().
b) 6_(2!21313141454_ )_2_
6—-(2,2,3,3,4,4,4— )—2—
0.99 30ml
, 1178 180
c) 6-(2,2,3,3,4,4,4— )-2-
—8,8a— [1,2—d] —3a—
l 1
6:
2— —6— —8a— —8,8a—
a) 5— —2- -1-
n— n— 1.6mol 25ml
—-50 )
60ml 5—

5.5g 2N 100ml
.5— -2— -1
2b) y 2—
460mg 50ml
[1,2—d] —3a—
—8,8a— [1,2—d]
) -1- 1.7¢g 30mi
—8,8a— [1,2—d]
0.72g )
20ml 6—(2,2,3,3,4,4,4—
0.6g '
1 238 240
[1,2—d] —-3a— (
60ml
-50 10
-1- 6.33¢g ,

16 -
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. 229

—3a—

—3a—

—3a—

—3a—

—3a—

43 )

5.24ml

-50



20 .
2
2 —1—
b) 5— —-2— —-2—
5— —2— -
5— —-2— -2
c) 2— —6— —8a—
5— —-2— —-2—
, 50 8
—6— —8a—
(57)
1.
I 7
|
Y , —CH, —

X CH,, CH(CH3), CH(C,Hs), CH(CH3H,)

, 60ml
0 ’
, 150ml 2
102 104 5—
—1—
1- 2b)
— —1—
—8,8a— [1,2-d]
—-1- 263mg 152mg
—8,8a— [1,2—d] —3a—
R4
R2—0 N:<s
R1 R3
Y
X
R’
—CH, —CH, — ,
CH(CsHs)

17 -
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—N-— 11.4qg
120ml ,
/n— 1/1
—-2,2— -1- 5-
, 104 105
_3a_
2.5ml
159 2—
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Rl RI' H, F, Cl, Br, I, CF 3, NO,, CN, COOH, COO(C ; —Cs)  , CONH,, CONH(C; —Cs)
, CON[(C1-Cs) 12, (C1-Co)— , (C2—GC)— , (C2—GCg)— , 0—(C1-GCs)— (
, , OH, OC(O)CH 3, O
C(O)H, 0—CH, —Ph, NH,, NH—CO—CHj, N(COOCH, Ph), ), SO, —NH,, SO, NH(C;
-GCe)— , SO2N[(C1 —C)— 12, S—(C1—-Cs)— , S=(CH2 ) — , SO—(C1—-G)— , SO—(CH2),
- ,S0,—(C;-C¢)— ,SO,—(CHy)n—  ( ,n 0 6 , F, Cl, Br, OH,
CFs, NO,, CN, OCF3, 0—(C; —C¢)—  , (C; —Cg)— NH, 2 ), NH,, NH
—(C1-GC)—  N((C1-GC)— )2, NH(C1-C)— ; ,O=(CH2)n= ( ,n 0
6 ), 1— 2— ,2—, 3— 4- ,2— 3- ,2— 3- ( .
, , , F, Cl, Br, I, OH, CF 3, NO,, CN, OCF3, 0—(C; —C¢)—
C1-G)- , NHz, NH(Cy -G )— , N((C1-Cs)— )2, SO —CH3, COOH, COO—(C 1 —Cs)—
CONH, 3 ), 1,2,3— —5— ( , 1,
2 3 ) —5— ( , 1 2
)
R2 H, (C1-C)— , (C3—GCg)— , (CH2 ) — , (CH2)n— , (CH2)n— » (CH2)n—
,C(O)-(C1-C)— ,CO)—(C3-Co)— , C(O)=(CH2)h—  , CO)—(CHz)n— , C(O)
—(CHz)n— CO)—-(CH)— ( ,n 0 5 : , ,
Cl,F,CN,CF4, (C;-C3)— ,OH 0-(C;—Cg)- 2 )
R3 H, (C1-GC)— ,F,CN, N3, 0—-(C;-C5)— , (CH2 ) — , (CH2)n— , (CH2 ) — , (CH
D= ( ,n 0 5 . , Cl,F,CN,CF 3, (C1-C3)—
OH 0—-(Cy-GCs)— 2 ), (C2-Co)— , (C2=Ce)— , C(O)OCHg,
C(O)OCH, CH3, C(0)OH, C(O)NH ,, C(O)NHCH 3, C(O)N(CH3), OC(0)CHs,
R4 NR6R7[ ,R6 R7 H, (C 1-Cs)— ,(C3—Cg)— ¢ ,
Cl,F,CN,CF4, (C; -C3)— ,OH 0-(C,—Cs)- 2 ), CO—(C 1 —C¢)
—  ,CHO,CO- , =NH,, —N=C(CH3),, —( -1- ), —( —1- ), —( —4- ), -
( —1- ) —(4- -1- ) , NR6R7 , , , , 4—
-1- ,4- —1- ]
2.
1
Y
X CH,
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RL Rl H, F, Cl, CF 5, NO,, CN, COOH, COO(C ; =C¢)  , CONH,, CONH(C; —Cs)
CON[(C:1-GC) k. (C:i-G)— ., (C-G)—  (Co—6)— ,0-(C1-G)—-  (
: , OH, OC(O)CH 5, OC(O)H,

0—CH, —Ph, NH,, NH=CO—CH;  N(COOCH, Ph), ), SO, —NH,, SO, NH(C; —Cs)—

y SO,N[(C1 =Cs)— 12, SO, —(C1 —C)— , SO =(CHz ) — ( ,n 0 6

F, Cl, Br, OH, CF 3, NO,, CN, OCF3, O—(Cy —C¢)— , (C1—C)— NH,

). NHz, NH-(C; -Ge)—  ,N((C1-G)— )2, NH(C,-C)—- , ,O—(CH2)n—  (

n 0 6 ), 1— 2— ,2—,3— 4—  2— 3— , 2— 3— (

) ; , , , F, Cl, Br, I, OH, CF 3, NO,, CN, OCF3, O—
(C1-G)- (Ci-G)—  ,NHp,NH(C;1-G)—  ,N((C1-GC)—  )2,S0;—-CHz, COOH, COO—(C,
—Cy)-— CONH, 1 2 ), 1,2,3— 55— (

1,2 3 ) —5- (
1 2 )
R2 H, (Cl _CG)_ ’ (C3 _CG)_ ' (CHZ)n_ ' (CHZ)n_ ’ (CHZ)n_ ’ (CHZ)n_
,C(O)-(C1-G)- ,CO)-(C3-G)- , C(0)—-(CHz)h—  , C(0)—(CHz)n— , C(0)
—(CHz)n - C(O-(CH)n— ( ,n 0 5 : : :
Cl,F,CN, CF 3, (C1—-C3)—- , OH 0—-(C,1-GC5)- 2 )
R3 H, (Cl _CG)_  F, (CHZ)H_ ’ (CHZ)n_ ' (CHZ)H_ ’ (CHZ)r‘I_ ( » N 0
5 , , , Cl,F,CN, CF 3, (C1-C)—- , OH 0—-(C,-GC5)-
2 ), (Cr,—C5)— , (C—Ce)— , C(O)OCH;, C(O)OCH,CH3;, C(O)COH, C

(O)NH,, C(O)NHCH 3, C(O)N(CH3), OC(O)CHs

R4 NR6R7[ , R6 R7 H, (C 1-GC)—- , (C3—Co)— , ( ,
Cl, F,CN, CF 3, (C,—-C3)—- , OH 0-(C,-C)—- 2 ), CO—-(C,-C)
- , CHO, CO—- , —NH ,, =N=C(CH3),, —( -1- ), —( -1- ), —( —4- ), —
( -1- ) —-(4- -1- ) , NR6R7 , , , , 4—
—-1— ,4-— -1- 1 '
3.
1 2
Y
X CH,
R1 R1' H, F, CI, CF 3, CN, COOH, COO(C ; —C5) , CONH,, CONH(C; -C5) , CON[
C-G) L, (Ci1-G)- ,(C-G)- , (C2—Gg)— ,0-(C1-G)— (
) , OH, OC(O)CH 3, OC(O)H, O—

CH, —Ph, NH,, NH-CO—-CH4 N(COOCH, Ph), ), SO, —(C; —C¢)— , SO, —(CH,)
n— ( ,h 0 3 , F, Cl, OH, CF 35, CN, OCF;, O—(C;—GC5)— , (C1—C)
- NH, ), NH,, NH-(C; -Cg)— » N((C1=Cs)— )2, NH(C, =G )—

, O—(CH5),— ( ,h O 6 ), 1- 2— ,2—, 3— 4— , 2
- 3— , 2— 3— ( , , , , , F, Cl,
OH, CF3, CN, OCF3, O—(Cl —C4)— y (Cl —C4)— f NH2, NH(C]_ _C4)_ y N((Cl _C4)_ )21 SOZ
—CH3, COOH, COO—-(C 1 —C4) - CONH, 1 2 ), 1,2,3— -5- (

1,2 3 ) -5- (
1 2 )
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R2 H, (C1-C)- , (CH2)n— , (CH2)n— , (CH2)n— (CH2)n— (
Cl,F,CN, CF 5, (C;—C3)— , OH 0—(C; —Cg)— 2

)

R3 H,F (CL1-C)-

R4 NR6R7[ ,R6 R7 H, (C 1—Cs)— ,(C3—Cs)- ¢ ,
Cl,F,CN,CF4, (C;-C3)— ,OH 0-(C,—Cs)- 2 ), CO—(C; —Cs)
—  ,CHO,CO- , =NH,, =N=C(CH3),, —( -1- ), —( —1- ), —( —4- ), -
( ~1- ) —(4- -1- ) , NR6R7 , , , , 4—
—1- ,4- —1- ] [
4.
1 3
5.
1 3
6.
1 3
7.
1 3 I
8.
1 3
9.
1 3 I
10.
1 3
11.
1 3
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