
187 

, , -
, , 

. ,  ( ) -
-

:  — , FDA —  PIC/S —  48 
. , , , -

,  
-

, . 
 
 

. . 
 

 
 

, .  
 

, -
, -

 [1, 2]  [3, 4] .  
-

, -
.  

 TAACF, Southern Recearch Institute -
, -

 
 Mycobacterium tuberculosis  

 -
. 

, -
, -

. ,  
 

. , -
:  

 
. ,  . -

,  (  II  
 III ),  

 ( ,  
 

SN1  .  
).  I  -

,  5  
 IV  2,5 -



188 

 C3  II. , -
 -

  
. -

-
 (  XII).  

 Mycobacterium tuberculosis 

N * % -
** 

 % -
** 

 N 

I 

N
Ph

Bn

OH

C
O

CH3
OH

t-BuHN

 

65  8 

N

Ar
CH3

C
O

HO
CH3

H2N

 

VII 

II 

N
Ph

Bn

OH
C
O

HO
CH3

t-BuHN

 

23  8 

N

Ar
CH3

OH
C
O

HO
CH3

H2N

 

VIII 

III 

N
Ph

Bn

OH
C
O

HO
CH3

CH3O

 

18  5 

N

Ar

CH3HO
CH3

O

O O

 

IX 

IV 

N
Ph

Bn

OAc

C
O

CH3
OH

t-BuHN

 

13  5 
N

Ar
CH3

NC

HO
CH3  

X 

V 

N
Ph

Bn

C

HO
CH3

HO

O NH-t.-Bu

 

12  0 

N

Ar

CH3HO
CH3

N
NHTs

 

XI 

VI 

N

Ar

CH3

C

HO
CH3

HO

O NH-CH2OH

 

10  0 

N

Ar

CH3

C

HO
CH3

HO

O NH2

 

XII 

: * Ar = 4-Cl-C6H4; **  12,5 g/ml. 
 

, -
 

-
, -

 
.  

-
.  

 
1. Dugas, H. Bioorganic Chemistry. A Chemical Approach to Enzyme Action / H. Du-

gas. NY: Springer-Verl., 1989. P. 96–109. Molecular Recognition and Drug Design. 



189 

2. Synthesis of 4,4-Disubstituted Piperidine Analogs of ( )-cis-N-[1-(2Hydroxy-2-
Phenylethyl)-3-methyl-4-piperidyl]-N-phenylpropanamide / G. A. Brine [et al.] // J. Het. 
Cem. 1994. Vol. 31, N 3. P. 513–520. 

3. , . .  -
 / . .  // . 1979. . 48,  7. . 1272–1296. 

4. Hydroxy- and Amino-substituted Piperidinecarboxylic Acids as -Aminobutiric Acid 
Agonist and Uptake Inhibitors / P. Jacobsen [et al.] // J. Med. Chem. 1982. Vol. 25, N 10.  
P. 1157–1162. 
 
 

. ., . .  
 

 
, .  

 
-

,  
-

. -
. ,  

, -
. , ,  

, , . 
,  
.  

, . 
-

 [1],   
 [2]. 

 1 79 01 08 « »  
 « »  266  (76 -

) .  
, -

.  
.  

 
, -

,  
.  

 
.  

 
,  

.   
 


