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R7,R8,R9  R10 H, F, Cl, Br, OH, NO ,,CN, O=(C ; -C )= ,O0=(C ,-C &)-
,0-(C ,-C ¢)- , 0-80 , -(C 1 -C 4)- ,(C 1-C¢g)- ,(C 2 -C ¢)- (C ,-Cp)-
, , F, CI Br 1 :
RL R2 H(C ,-Cg¢) ( . OH,0-(C ;-C 4)- ,NH ,,NH(C ;-C ,
)- N[(C ;-C¢)- 12 ), O-(C 1 -C ¢)- ,CO-(C 1 -C)- ,COO-
(C1-Cp)- , (C 1-C¢)- -COOH (C1-Cp)- -CO0-(C 1 -C ¢)- ;
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R3, R4, R5 R6 H, F, CI, Br, NO ,, CN, O-R12, S-R12, COOR12, N(R13)(R14), N(R13)C
OR15, (C 1 -C ¢)- , (C 2-C g)- , (C 2-C ¢)- , (C 3-C 7)- (C 3-C7)
- -(C 1 -C 4)- : : : , , F, Cl, Br, OR12, C
OOR12 N(R16)(R17) 1 :
R11 OR12 N(R18)(R19) ;
R12 H, (C 1 —C 8 )— y (C 2 —C 8 )— y (C 2 _C 8 )_ ’ ] F, CI,
Br,OH  O-(C ;-C ,)- 1 :
R13 R14 H, (C 1 -C g)- , (C 2-C g)- , (C 2-C g)- , (C 3-C 7)-
,(C 3-C7)- -(C 1-C 4)- , COO-(C 1 -C 4)- ,COO-(C ,-C 4)- :
SO ,- F,Cl,CN,OH, (C ; -C )~ ,O-(C ; -C g)- ,CF 5,OCF 4
, COOH, COO-(C ; -C 6)— CONH », 2 ;
R13 R14 , , N, O S 2
3 7 , F, CI, Br, OH,
N(R20)(R21)  (C ; -C 4)- 3
R16 R17 H,(C 1 -C g)- ,(C »-C g)- (C ,-C g)- (C 5-C ;)-
, (C 3-C 7)- -(C 1-C 4)- , COO-(C 1 -C 4)- , COO-(C , -C 4)- ,
SO ,- F,Cl,CN,OH, (C ; =C g)~ ,O0-(C ;-C g)- ,CF 5, OCF 4
. COOH, COO-(C ; ~C &)- CONH , 2 :
R16 R17 , , N, O S 2
3 7 , F, CI, Br, OH,
N(R20)(R21) (C ,-C 4)- 3 :
R18 R19 H,(C 1-C g)- , (C 2-C g)- , (C 2-C g)- , (C 3-C 7)-
, (C 3-C 7)- -(C 1-C 4)- , COO-(C 1 -C 4)- , COO-(C , -C 4)- ,
SO ,- F,Cl,CN,OH, (C ; -C )~ ,O-(C ; -C g)- ,CF 5,OCF 4
, COOH, COO-(C ; -C 6)— CONH , 2 :
R18 R19 , N, O S 2
3 7 , F, CI, Br, OH,
N(R20)(R21)  (C ; -C 4)- 3 ;
R22 R23 H,(C {=C g)= ,(C »-C g)- L (C 5, -C g)- (€ 5-C 7)-
, (C 3-C 7)- -(C 1 -C 4)- , COO-(C 1 -C 4)- , COO-(C , -C 4)- ,
SO ,- F,CI,CN,OH, (C ; =C ¢)- ,0-(C ;-C ¢)- ,CF 5, OCF 4
. COOH, COO-(C ; ~C &)- CONH , 2 :
R22 R23 , , N, O S 2
3 7 , F, CI, Br, OH,
N(R20)(R21)  (C 1 -C ,)- 3
R1I5 (C ;-Cg)- ,(C,-Cg)- ,(C 2-C g)- ,(C 3-C7)- (C 3-C7)-
-(C 1-C 4)- ( , , , F, NH ,, NH(C ; -C ,)-
s N[(C 1-C 4)- 1,,0H,0-(C ;-C4)- , 0-(C 5, -C 4)- 0-CO-(C 1 -C 4)-
1 ), COOR12, CON(R13)(R14), ,(C 6-C 10)- (C 6-C 10)- -
(C 1-C 4)- [ , O0-(C ; -C 4)- ( , F 1
), F Cl 1
R20 R21 H,(C {=C g)= ,(C ,-C g)- (C 5 -C g)- (€ 5-C 7)-
, (C 3-C 7)- -(C 1 -C 4)- , COO-(C ; -C 4)- , COO-(C , -C 4)- ,
SO ,- F,CI,CN,OH, (C ; ~C )~ ,0-(C ;-C ¢)- ,CF 5,OCF 4
. COOH, COO-(C ; ~C &)- CONH , 2 .
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R7,R8,R9  R10 H, F, Cl, Br, OH, NO ,,CN, O-(C ; -C )= ,0=(C ,-C &)-
,0-(C 5, -C ¢5)- ,0-S0O , -(C 1 -C 4)- , (C 1-C g)- , (C 2-C g)- , (C 2-C g)-
, , F, Cl Br 1 ;
R1 R2 H ;
R3,R4,R5 R6 H, F, Cl, Br, NO ,, CN, O-R12, S-R12, COOR12, N(R13)(R14), N(R13)C
OR15, (C ; -C 4)- , (C 2-C g)- , (C 2-Cg)- , (C 3-C 7)- (C3-C7)
- -(C 1 -C 4)- : . , : F, Cl, Br, OR12, C
OOR12 N(R16)(R17) 1 :
R11 O-R12  N(R18)(R19)
R12 H,(C ;-C g)- ,(C ,-C g)- ,(C ,-C g)- , , F, ClI,
Br,OH  O=(C ; -C 4)- 1 :
R13 R14 H, (C 1 -C g)- , (C 2-C g)- , (C ,-C g)- , (C 3-C 7)-
, (C 3-C 7)- -(C 1-C 4)- , COO-(C 1 -C 4)- , COO-(C , -C 4)- ,
SO , - , F, Cl,CN, OH, (C ; -C §)- ,0-(C 1 -C 5)- , CF 3, 0CF 4
, COOH, COO~(C ; -C ¢)- CONH , ; 2 ;
R13 R14 , , N, O S 2
3 7 , F, Cl, Br, OH, ,
N(R20)(R21)  (C 1 -C 4)- 3 :
R16 R17 H,(C 1 -C g)- , (C 2-C g)- , (C 2-C g)- , (C 3-C 7)-
, (C 3-C 7)- -(C 1 -C 4)- , COO-(C 1 -C 4)- , COO-(C , -C 4)- .
SO , - , F,Cl,CN,OH, (C ; -C )~ ,O-(C ; -C g)- ,CF 5,OCF 4
, COOH, COO-(C 1 -C ¢)- CONH , 2 ;
R16 R17 , , N, O S 2
3 7 , F, CI, Br, OH,
N(R20)(R21)  (C ; -C 4)- 3 :
R18 R19 H,(C 1=C g)= ,(C »-C g)- (C 5 -C g)- ,(C 3-C ;)-
, (C 3-C 7)- -(C 1-C 4)- , COO-(C 1 -C 4)- , COO-(C , -C 4)- ,
SO , - , F, Cl,CN, OH, (C ; -C ¢)- ,0-(C 1 -C 5)- ,CF 3, 0CF ;4
, COOH, COO~(C ; -C ¢ )- CONH , 3 :
R18 R19 , , N, O S 2
3 7 , F, CI, Br, OH, ,
N(R20)(R21) (C L -C 4)- 3 :
R22  R23 H,(C1-Cg)- ,(C,-Cg)- (C 2-C g)- ,(C 3-C 7)-
,(C 3-C ;) -(C 1-C 4)- , COO-(C 1 -C 4)- , COO-(C , -C 4)- '
SO , - , F,Cl,CN,OH, (C ; -C )~ ,O-(C ; -C g)- ,CF 5,OCF 4
, COOH, COO-(C ; -C ¢ )- CONH , 2 :
R22 R23 , , N, O S 2
3 7 , F, CI, Br, OH, ,
N(R20)(R21)  (C ; -C 4)- 3 :
R15 (C ;-C g)- , (C 2-C g)- , (C 2-C g)- , (C 3-C 7)- , (C 3-C 7)-
-(C 1-C 4)- « : : , F,NH ,,NH(C ; -C ,)-
' NI(C 1-C 4)- 12,0H0-(C 1-C4)- ,0-(C ,-C 4)- 0-CO-(C 1 -C 4)-
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1 ), COOR12, CON(R13)(R14), ,(C 6-C 10)- (C 6-C 10)- -
C1-Ca) [ 0-(C1-Cq)- (. F 1
), F Cl 1
R20 R21 H,(C ;-C g)- ,(C 5,-C g)- ,(C ,-C g)- ,(C 3-C 5)-
,(C 3-C 7)- ~(C 1 -C 4)- ,COO~(C 1 -C 4)- ,CO0-(C ,-C 4)- ,
SO , - , F, Cl,CN, OH, (C ; -C ¢)- ,0-(C 1 -C 5)- ,CF 3, 0CF 4
, COOH, COO-(C 1 -C ¢)- CONH », 2 .
|
R7,R8,R9 R10 H, F Cl ;
R1,R2 R6 H
R3,R4,R5 R6 H, Cl, COOH, COO-(C ; -C ,)- NHCOR15
R11 OR12 N(R18)(R19)
R12 H (C 1-C 4)-
R18 R19 H (C 1-C 4)- ;
R15 (C ;-C4)- ( , COOH ), COOH
R1, R2, R3, R4, R5, R6, R7, R8, R9, R10, R11 R12, R13, R14, R15, R16, R17, R18, R19, R20, R21, R22 R
23
-0-R12 I
1 I
H il il £ ) ) p_
: (: ): (
), 2- -2- -1,3- ), ,
/ ’
1 ) (
) | : |
, , [ : H. Okada et al., Chem. Pharm. Bull. 1994, 42, 57-6
1]
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: [ ) l ()
l ()
I )
, , . 1 1
kg 0.3 100mg( 3 50mgQ) , 3 10mg/kg/ . , 0
3 1.0mg/kg , 1 1kg 10 100ng
, 0.1ng 10mg/mL, 1ng 10mg/mL .
, 1mg 10g . , , 1 100mg
) , , 1.0 1000mg,
10 600mg . , |

0.05 95 %

0.1 5 %
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(plaster) . , , /
, , . 1 35
%, 3 15% . , [ : Pharmaceutical Research, 2(6): 318(1986)]
' (iontophoresis)

[ : Roten Liste [Red List] 2001, Chapter 12] . ,
I . 1

. [USP Dictionary of USAN and Internat
ional Drug Names, US Pharmacopeia, Rockville 2001] . ,
( 6,221,633 ) HMR 1964 Lantus [ > www.lantu

s.com], GLP-1 [ , (Novo Nordisk) A/S WO 98/08871 1,
il H H il GLP_l E) [ il
A/S WO 97/26265 WO 99/03861 1, , (gluconeogenesis)
/ ) ,
, , PPAR PXR
, ATP-
1 I 1 1 1 ’ 1
HMGCoA
1 I 1
, | , , JTT-501 Gl 262570 PPAR
, | GW 9578 GW 7647 PPAR
, | GW 1536, AVE 8042, AVE 8134 AVE 0847 , [
: PCT/US 11833, PCT/US 11490 DE10142734.4] PPAR /
1 I 1
, | , BMS-201038 R-103757 MTP
, | HMR 1741 [
6,245,744 6,221,897 1]
, | JTT-705 CETP
, |
, | HMR1171 HMR1586 LDL [
6,342,512 ]

, I ACAT
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, | OPC-14117
| NO-1886
, | SB-204990 ATP
, | BMS-188494
, | Cl-1027 (a)
, |
, I
1 I 1 1
, |
, I
) | . ’ ’
(Dr. Reddy's Research Foundation) WO 97/41097 , , 5-[[4-[(3,4-
-3- -4- -2- ] ] 1-2,4-
L] I a —
1 I b 1 b
ATP
1 I 1
, I , CART [ : 'Cocaine-amphetamine-regulated transcript in
fluences energy metabolism, anxiety and gastric emptying in mice' Asakawa, A, et al., M.:Hormone and Meta
bolic Research (2001), 33(9), 554-558], NPY ( -1- {4-[(4- -2-
) ] } (CGP 71683A)), MC4 ( , 1- -1
2,3,4- -2- [2-(3a- -2- -3-  -2,3,33,4,6,7- [4,
3-c] -5- )-1-(4- )-2- 1 (WO 01/91752)), ( , 1-(2-
-6- )-3-[1,5] -4- 1 (SB-334867-A)), H3 (3-
-1-(4,4- -1,4,6,7- [4,5-c] -5- ) -1- (WO 00/6320
8)). TNF , CRF ( , [2- -9-(2,4,6- )-9H-1,3,9- -4- ]
(WO 00/66585)), CRF BP ( , ) , B 3- ( :
1-(4- -3- )-2-[2-(2,3- -1H- -6- ) ]
(WO 01/83451)), MSH( - ) , CCK-A ( , {2-[4-(4- -2,5-
)-5-(2- ) -2- 1-5,7- -1- }
(WO 99/15525)), ( , ),
( , WO 00/71549), 5HT ( 1-(3- -7- )
(WO 01/09111)), , , ( : ) -
@B - -6- -1-(2- )-3,4- -1H- -2-
(WO 01/85695)), TRH ( , EP 0 462 884 ) 2- 3- ,
L : Lee, Daniel W.; Leinung, Matthew C.; Rozhavskaya-Arena, Marina; Grasso, Patricia. Leptin a
gonists as a potential approach to the treatment of obesity. Drugs of the future(2001), 26(9), 873-881], DA
( , ), / ( , WO 00/40569), PPAR ( ,
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WO 00/78312), RXR TRB -

, [ : 'Perspectives in the therapeutic use of leptin’,
Salvador, Javier; Gomez-Ambrosi, Javier; Fruhbeck, Gema, Expert Opinion on Pharmacotherapy(2001), 2(10
), 1615-1622].

, I , , Carob/Caromax [
(Zunft H J; et al., Carob pulp preparation for treatment of hypercholesterolemia, ADVANCES IN THERAPY (2

001 Sep-0Oct), 18(5), 230-6) ; Caromax (Nutrinova, Nutrition Specialties amp; Food Ingredients
GmbH, Industriepark Hochst, 65926 Frankfurt/Main) - ]
. Caromax , | Caromax
, Caromax , ,

o /©\
CH.
CH, 0 r/\N 0"

0% “NH cH, HC ,
ST(L
CHy CH, OPC-14117
°© CH,

SB-204990
Jk@\/\\ £
NO-1886
7&% "
Cl-1027
HO._ // He CHy
I o
2
O

Hy

O O

@’{o
m( G1262570

BMS-188494
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1la]

gatAl 19] A A

(0]
R11
R3 —
0] O
1R
| I Re R®
R1 R2
R9 R10
Ex. R7, R8, R9, R10 R1 R2 R3 R4 R5 R6 | 94 R11 MS
1 4-Cl, 2-F, H, H H H H H H H C-2 OH ok
2 |2-Cl, 4-F, 5-F, H H H H H H H C-2 OH ok
3 2-Cl, 4-F, 5-F, H H H 3-H |4-H 5-NHCOCH; 6-H |C-2 OH ok
4 |2-Cl, 4-F, 5-F, H H H 3-H |4-H 5-NHCOCOOH 6-H |C-2 OH ok
5 |2-Cl, 4-F, 5-F, H H H 3-H |4-H 5-NHCOCH,COOH |[6-H |C-2 OH ok
6 |2-Cl, 4-F, 5-F, H H H 3-H |4-H 5-NHCO(CH,),COOH |6-H |C-2 OH ok
7 |2-Cl, 4-F, 5-F H H H 3-H |4-COOH 5-H 6-H |C-2 OH ok
8 |2-Cl, 4-F, 5-F, H H H 2-Cl |3-H 4-H 6-H |C-5 OH ok

- 10 -
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1b]

9 |4-Cl2-F HH H H 2-Cl |3-H 4-H 6-H |C-5 OH ok
10 [2-Ci, 4-F, 5-F, H H H 3-H |4-H 5-H 6-H |C-2 OCH3s ok
11 (2-Cl, 4-F, 5-F, H H H 3-H |4-COOCH; |5-H 6-H C-2 OCHa3 ok
12 |2-Cl, 4-F, 5-F, H H H 3-H |4-COOH 5-H 6-H |C-2 OCH3 ok
13 |2-Cl, 4-F, 5-F H H H H H H H C-2 N(CHa3)z |ok
14 |2-Cl, 4-F, 5-F, H H H H H H H C-2 NH2 ok

+H *)

HPLC/LC

*'MS OK'

’

AIDS,

(GPa)

96—

[Half Area Plates, Costar No. 3696]

1

(Multiskan Ascent Elisa Reader)[Lab System,

- 11 -
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Finland] . GPa , (Engers) [ : Engers HD, Shec
hosky S, Madsen NB, Can J Biochem 1970 Jul; 48(7): 746-754] ,
1- : E(25mM B -
, pH7.0, 1mM EDTA 1mM ) a( , 0.76mg/m
L )[Aventis Pharma Deutschland GmbH] T (50mM Hepes, pH 7.0, 100mM KCI, 2.5m
M EDTA, 2.5mM MgCI , 6H , 0) , Bmg/ml 10 /mL
DMSO 10mM , T 50u M . T
37.5mM 10 , 5mg/mL, a 10 ( 10p g/mL) 2.
5mM 1- 20 10 . a
, 10 T(0.1% DMSO) . 40
, (Drueckes) [ : Druecker P, schinzel R, Palm D,
Anal Biochem 1995 Sep, 1;230(1):173-177] 1 7.3mM .1
0.9mM , 3.6% 0.9% SDS 50 50
. 60 45 , 820nm . (background)
, 1- .
a , 10p M
[ 2]
A=eta @A
Ex. | 10 pM ol 4 9] Ex. | 10 uM ol A 9]
o] A% o A%
1 100 8 96
2 101 9 84
3 95 10 83
4 95 11 91
5 96 12 104
6 92 i3 91
7 96 14 90
’ I a ’
2
, I
2
3-{2-[3-(2- -4,5- ) 1 1}
a) 2- -4,5-
2= -45- , 1.5 )
16 , ,
b
b) 3-{2-[3-(2- -4,5- ) 1 1}
6 ml a 0.76 g (3.5 mmol) 2- -4,5-
0.41 g (2.5 mmol) 3-(2- ) 2 40
b b 2 L
. .0.72 g (76%)
:188.5,

- 12 -
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1,8,9 10 2
3
3-{4- -2-[3-(2-  -45- ) 1}
a) 3-{2-[3-(2- -4,5- ) 1-4- }-
1.0 g (4.5 mmol) 3-(2- -4- ) ( 3-(2- )
) ,6ml 0.98 g (4.5 mmol) 2-
-4,5- ( 2a) , 30
) ) . 1.9 g (96%)
b)  3-{4- -2-[3-(2- ~4,5- ) 1 3
1.9 g (4.3 mmol) 3-{2-[3-(2- -4,5- ) 1-4- } 1
00 ml ,4.86 g (21.6 mmol) SnCl ,
.1 , 10% pH 8
, . H,O0 2 , ,
c .
0 3-{4- -2-[3-(2-  -45- ) 1- )
6ml N- , 1.11 g (3.4 mmol) 0.27 g (3.4 mmol) 0.70 g (1.7 mmol)
3-{4- ~2-[3-(2- ~4,5- ) 1 3 ,
30 . , H,O , .
H,O , , . 0.65 g (85%)
d) 3-{4- -2-[3-(2- ~4,5- ) 13-
0.65 g (1.4 mmol) 3-{4- -2-[3-(2- -4,5- - ) 1 }
8 ml 8ml H,O , 0.17 g (7.2 mmol)
15 , 2N ) .
, 77 mg (13
%)
1196
7
4-[3-(2- -4,5- ) 1-3-(2- )-
0.22 g (0.5 mmol) 4-[3-(2- -4,5- ) 1- 3-(2- )
( 11¢c) 10ml THF ,10ml H ,O 0.06 g (2.4 mmol)
.2 , 2N ; , ,
(preparative) HPLC ( : Waters Xterra TM MS C ;5 , 5y m, 30 x 100 mm, :A:H ,O0

+ 0.2%
0.02 g (10%)

199

-4,5-

, B:

, 125 90% A/10% B 175 10% A/90% B) ,

) 1-3-(2- )

- 13 -



10.4 g (68.8 mmol) 4- 100 ml
1.17 g (68.8 mmol) .
1 , 10% ,
; . 14 g (73%)
b) 4- -3-(2- )
0.5 g (1.8 mmol) 4- -3- , 1.1
( "Bu) 4 NHSO 4,0.1 , 0.1
Il H,O ,5 120 140
] H 2 O ) ’
1 C
c) 4-[3-(2- -4,5- ) 1-3-(2-
4- -3-(2- ) 4- -3-(2-
-4,5- 3a
1183
12
a) 4- -3-
100 ml 100ml H ,O0 1.73 g (43.4 mmol)
-3- - , 16
pH 9 , )
b) 4- -3-(2- )
0.59g (1.9 mmol) 4- -3- , 0.18 g (2.1 mmol)
,0.649g(1.9mmol) ( "Bu) 4 NHSO ,, 0.05 g (0.2 mmol)
, 1.5 ml 15m H,O ,5
c
c) 4-[3-(2- -4,5- ) 1-3-(2-
4- -3-(2- ) 2- -4,5-
1 216
(57)
1.

- 14 -
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, 100 ml 1
30
, 2.5 ,1
, 2 ml 2m

, 0.3 g (71%)

6.0 g (21.7 mmol)
. 2N
5.1 g (89%)

4-

, 1.54 g (4.8 mmol)
, 0.04 g (0.2 mmol)
120 140
H,O0 , ,

2b
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, R11
R3
R
No N R5

R6
R2
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R7,R8,R9 R10 H, F, Cl, Br, OH, NO ,,CN, O=(C ; -C )= ,O=(C »-C ¢)-
,0-(C , -C ¢)- ,0-S0 , -(C 1 -C 4)- (€ 1-Cg)- ,(C 2-C6)- (C2-Cp)-
, , F, Cl Br 1 ;
RL R2 H(C ,-Ce) ( OH,0-(C ; -C 4)= ,NH ,,NH(C ; -C 4
)- NI(C:1-Cg)- 12 ), 0-(C ;-Cg)- ,CO- (C 1=Ce )— » COO-
(C1-Ce)- (€ 1-Cg)- -COOH (C1-Ce)- -CO0O- (C 1-C g)- ;
R3, R4, R5 R6 H, F, CI, Br, NO ,, CN, O-R12, S-R12, COOR12, N(R13)(R14), N(R13)C
OR15,(C ;1 -C)- ,(C,-Cp)- ,(C 2-Cg)- (€ 3-C7)- (C3-C7)
- ~(C 1 -C 4)- C , , F, Cl, Br, OR12, C
OOR12  N(R16)(R17) 1 :
R11 O-R12  N(R18)(R19)
RI2 H,(C ,-C g)- ,(C,-C g)- L (C ,-C g)- , , F, Cl,
Br,OH  O=(C ; -C ,)- 1 :
R13 R14 H,(C1-Cg)- ,(C,-Cg)- ,(C 2-C g)- ,(C 3-C 7)-
,(C 3-C7)- -(C 1-C 4)- , COO-(C 1 -C 4)- ,COO0-(C ,-C 4)- ,
SO ,- F,Cl,CN,OH, (C ; C g)~ ,O=(C ;-C ¢)- ,CF 5, OCF 4
. COOH, COO(C ; ~C &)- CONH , 2 :
R13 R14 , , N, O S 2
3 7 , F, Cl, Br, OH, ,
N(R20)(R21)  (C L -C 4)- 3
R16 R17 H, (C1-Cg)- ,(C,-Cg)- (C 2-C g)- ,(C 3-C 7)-
(€ 3-C 7)- -(C 1-C 4)- , COO-(C ; -C 4)- ,COO0-(C ,-C 4)- ,
SO ,- F,CI,CN,OH, (C ; <C g)~ ,O-(C ;-C g)- ,CF 5, OCF 4
. COOH, COO-(C ; ~C &)- CONH , 2 :
R16 R17 , , N, O S 2
3 7 , F, Cl, Br, OH, ,
N(R20)(R21)  (C {-C 4)- 3 ;
R18 R19 H,(C,1-Cg)- ,(C,-Cg)- ,(C 2-C g)- ,(C 3-C 7)-
,(C 3-C7)- -(C 1-C 4)- , COO-(C 1 -C 4)- ,COO0-(C ,-C 4)- :
SO ,- F,Cl,CN,OH, (C ; -C )~ ,0O-(C ;-C ¢)- ,CF 4, OCF 4
, COOH, COO-(C ; -C 6)— CONH », 2 ;
R18 R19 , , N, O S 2
3 7 , F, CI, Br, OH,
 N(R20)(R21)  (C 1 -C 4)- 3
R22 R23 H,(C 1 -C g)- ,(C »-C g)- (C »-C 5)- ,(C 3-C ;)-
,(C 3-C 7)- -(C 1-C 4)- , COO-(C 1 -C 4)- ,COO0-(C ,-C 4)- :

- 15 -
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SO , - , F,Cl,CN,OH, (C ; -C )~ ,0-(C ;-C ¢)- ,CF 4, OCF 4
, COOH, COO~(C ; -C ¢)- CONH 2 :
R22 R23 , , N, O S 2
3 7 , F, Cl, Br, OH, ,
N(R20)(R21)  (C 1 -C 4)- 3 ;
R15 (C ;-Cg)- ,(C,-Cg)- ,(C 2-C g)- ,(C 3-C 7)- ,(C 3-C7)-
-(C 1-C 4)- « : : , F,NH ,,NH(C ; -C ,)-
S NI(C 1-C 4)- 12,0H0-(C 1-C4)- ,0-(C ,-C 4)- 0-CO-(C 1 -C 4)-
1 ), COOR12, CON(R13)(R14), (C 6-C 10)- C ¢-C 10)- -
(C1-Cy4)- [ . 0-(C 1-C 4)- ( , F 1
). F Cl 1
R20 R21 H,(C1-Cg)- ,(C,-Cg)- (C 2-C g)- ,(C 3-C 7)-
,(C 3-C 7)- -(C 1-C 4)- , COO-(C 1 -C 4)- ,COO0-(C ,-C 4)- ,
SO ,- , F,Cl,CN,OH, (C ; -C g)~ ,O-(C ;-C g)- ,CF 5, OCF 4
, COOH, COO~(C ; -C ¢)- CONH , 2 .
2.
1 )
R7,R8, RO  R10 H, F, Cl, Br, OH, NO ,,CN, O0-(C ; -C )= ,O=(C ,-C &)-
,0-(C ,-C 4)- , 0-S0 , -(C 1 -C 4)- , (C 1-C g)- , (C 2-C g)- , (C 2 -C ¢)-
, , F, CI Br 1 ;
R1 R2 H
R3, R4, R5 R6 H, F, CI, Br, NO ,, CN, O-R12, S-R12, COOR12, N(R13)(R14), N(R13)C
OR15,(C ;1 -C)- ,(C,-Cg)- (€ 2-Cg)- ,(C 3-C7)- (C3-C7)
- ~(C 4 -C 4)- , , , , F, Cl, Br, OR12, C
OOR12  N(R16)(R17) 1 :
R11 O-R12 N(R18)(R19) :
RI2 H,(C {-C g)- ,(C ,-C g)- (C 5 -C g)- , , F, Cl,
Br,OH  O=(C ; -C ,)- 1 :
R13 R14 H,(C,1-Cg)- ,(C,-Cg)- ,(C 2-C g)- ,(C 3-C 7)-
(€ 3-C 7)- -(C 1-C 4)- , COO-(C 1 -C 4)- ,COO-(C ,-C 4)- :
SO , - , F,Cl,CN,OH, (C ; -C )~ ,O0-(C 1 -C g)- ,CF 5,OCF 4
, COOH, COO-(C 1 -C ¢)- CONH », 2 ;
R13 R14 , , N, O S 2
3 7 , F, Cl, Br, OH, ,
N(R20)(R21)  (C ; -C ,)- 3
R16 R17 H,(C 1 -C g)- ,(C »-C g)- (C ,-C g)- (€ 5-C ;)-
(C 3-C7)- -(C 1 -C 4)- , COO-(C 1 -C 4)- , COO-(C , -C 4)-
SO ,- , F,Cl,CN,OH, (C ; <C g)~ ,O0-(C ;-C g)- ,CF 5, OCF 4
, COOH, COO~(C ; -C ¢)- CONH , 7 :
R16 R17 , , N, O S 2
3 7 , F, ClI, Br, OH, ,
N(R20)(R21)  (C 1 -C 4)- 3 ;
R18 RI19 H,(C,1-Cg)- ,(C,-Cg)- (€ 2-C g)- . (C 3-C 7)-
(€ 3-C 7)- -(C 1 -C 4)- , COO-(C 1 -C 4)- ,COO-(C ,-C 4)- ,
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SO , - , F, Cl, CN, OH, (C ; -C ¢)- ,0-(C 1 -C ¢)- ,CF 3, 0CF 4
, COOH, COO-(C 1 -C ¢)- CONH » 2 ;
R18 R19 , , N, O S 2
3 7 , F, CI, Br, OH, ,
N(R20)(R21) (C 1-C ,4)- 3 ;
R22 R23 H, (C ;-C g)- ,(C 5,-C g)- ,(C ,-C g)- ,(C 3-C 5)-
(€ 3-C 7)- -(C 1-C 4)- , COO-(C ; -C 4)- ,CO0-(C , -C 4)- ,
SO 2= , F,CI,CN,OH, (C 1_C 6)_ !O_(C 1_C 6)_ ,CF 3'OCF 3
, COOH, COO-(C ; -C ¢)- CONH », 2 ;
R22 R23 , , N, O S 2
3 7 , F, Cl, Br, OH, ,
N(R20)(R21) (C 1-C ,4)- 3 ;
R15 (C ;-C g)- , (C 2-C g)- , (C 2-C g)- , (C 3-C 7)- , (C 3-C 7)-
-(C 1-C 4)- « : : : F,NH ,,NH(C ; -C 4)-
» NL[(C 1 -C 4)- 1 2,0H,0-(C ;-C,4)- , 0-(C ,-C 4)- 0-CO-(C ; -C 4)-
1 ), COOR12, CON(R13)(R14), ,(C 6-C 10)- (C 6-C 10)- -
(C 1-C 4)- [ , O0-(C ; -C 4)- ( , F 1
), F Cl 1 ;
R20 R21 H(C1-Cg) .(C5-Cg)  .(C,-Cg)- (C 3-C 7)-
. (C 3-C 7)- ~(C1-C4)-  ,COO-(C;-C 4)- ,COO-(C,-C4)- .
SO , - , F, Cl,CN, OH, (C ; -C ¢)- ,0-(C 1 -C 5)- ,CF 53, 0CF 4
, COOH, COO-(C ; -C ¢)- CONH », 2 , I
3.
1 2 ,
R7,R8, R9 R10 H, F Cl ;
R1, R2 R6 H ;
R3,R4,R5 R6 H, Cl, COOH, COO-(C ; -C ,)- NHCOR15 ;
R11 O-R12 N(R18)(R19) ;
R12 H (C 1-C 4)- ;
R18 R19 H (C 1 -C ,4)- ;
R15 (C ;-C4)- ( , COOH ), COOH I
4,
1 3
5.
1 3
6.
2 1 3
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