
 (1 )- -3-
), , , ,

, .  ( )  5 .
 (1 )- -3-  ( )

R1,  R2,  R3,  R4,  R5,  ,  ,  :  ,  C1-8 ,  2-8
, 2-8 , , , , , CN, , NRR', C1-8 , , C1-8

, , COOR, CONRR',  R  R', , , 
: , 1-8 , , , ,  C1-8 ;

Q , : , C1-8 ,  2-8 ,  2-8 ,
, CO, CONR, NR,  R , ;

W  ,  :  ,  1-8 ,  2-8 ,  2-8 , ,
, C1-8 ,  1-8 -C1-8 ,  1-8 , , , , 1-8

, , , , , CN, NRR', C1-8 ,
, , , , , , 
;

n  1  4;
,
, , ,

.
 ( ), ,  5 ,

,  ( , ,
, ) (

97/00552). .
, , 

 ( ) , , 
II

,  II  N-Boc, 
, ,  in situ, 

 III

 b 
.

,  ,  ,  ,  ,  ,
.

 5 , 
.

, 
,  ,  ,  ,  

, .  ( )
 C1-8 ,  C1-8 2-8

, , , , , , , , , , , , ,
, , , , .

 " " : , , , ,
, , , , .

 " " : .
 " " , , , 

 N, : , , , , , ,



.
 " " : , , , .

 W : , OR, , NRR', CN, COOR,
CONRR’, C1-8  (  R  R' , ).

, 
 ( ), :

, CO, CONR, NR (  R , ), W=H, F,
, Br, Me, t- , C1-8 , 2,5- , , 2,5-( )- , 4-

, 4- , , -C1-8 , C1-8 , .
n=1  2.
R1,  R2,  R3,  R4,  R5=H,  Me,  CN,  ,  COOR,  CONRR'  (  R   R'  ,  

).

: , , , , .
, , , :

2,3,5,6- -(1 )- -3- ;
8- -2,3,5,6- -(1 )- -3- ;
2,3,5,6- -8- -(1 )- -3- ;
2,3,5,6- -4- -(1 )- -3- ;
2,3,5,6- -1- -(1 )- -3- ;
8- -2,3,5,6- -4- -(1 )- -3- ;
2,3,5,6- -4,8- -(1 )- -3- ;
8- -2,3,5,6- -1- -(1 )- -3- ;
2,3,5,6- -1,4- -(1 )- -3- ;
2,3,5,6- -6- -(1 )- -3- ;
8- -2,3,5,6- -6- -(1 )- -3- ;
2,3,5,6- -6,8- -(1 )- -3- ;
2,3,5,6- -4,6- -(1 )- -3- ;
2,3,5,6- -1,6- -(1 )- -3- ;
8- -2,3,5,6- -4,6- -(1 )- -3- ;
2,3,5,6- -4,6,8- -(1 )- -3- ;
8- -2,3,5,6- -1,6- -(1 )- -3- ;
2,3,5,6- -1,4,6- -(1 )- -3- ;
2,3,5,6- -5- -(1 )- -3- ;
8- -2,3,5,6- -5- -(1 )- -3- ;
2,3,5,6- -5,8- -(1 )- -3- ;
2,3,5,6- -4,5- -(1 )- -3- ;
2,3,5,6- -1,5- -(1 )- -3- ;
8- -2,3,5,6- -4,5- -(1 )- -3- ;
2,3,5,6- -4,5,8- -(1 )- -3- ;
8- -2,3,5,6- -1,5- -(1 )- -3- ;
2,3,5,6- -1,4,5- -(1 )- -3- ;
2,3,5,6- -5,6- -(1 )- -3- ;
8- -2,3,5,6- -5,6- -(1 )- -3- ;
2,3,5,6- -5,6,8- -(1 )- -3- ;
2,3,5,6- -4,5,6- -(1 )- -3- ;
8- -2,3,5,6- -4,5,6- -(1 )- -3- ;
2,3,5,6- -1,5,6- -(1 )- -3- ;
8- -2,3,5,6- -1,5,6- -(1 )- -3- ;
2,3,5,6- -4,5,6,8- -(1 )- -3- .

 ( ), , 
 2  3:

 R1, R2, R3, R4, R5, W, Q , .
 2  3 .



 1,  N-
3  2  N-  4 , , ,

.  ( ,
)  0°  30° , 

. .
: , 

, 
. , , : 2 3/18- -

6  (DBU).  N-  4 
 5, , , , 

.  ( ),
.

,
, ,  ( , ) 

 ( , ) , 
.

 ( ).
 1

 6- -1-(3- -1- )-(1 )-3,4- -2-  [  4,  (QW)n=Cl,
R1=R3=R4=R5=H, R2=Me]

 (  2,  R1=R5=H,  R2=Me) (340 , 3,42 ) 
 6- -(1 )-3,4- -2-  (  3,  (QW)n=Cl, R3=R4=H) (450 ,

2,28 ), 2 3 (692 , 5,01 )  18- -6 (60 , 0,23 ) 
 (41 )  0° . 

,  30 . , 
 0°  (3,42 ).  1 . 

 0°
 (3,42 ).  1 . . 

 Na2SO4 . 
 ( , 1:9, Rf=0,29)  6- -

1-(3- -1- )-(1 )-3,4- -2-  [  4,  (QW)n=Cl, R1=R3=R4=R5=H, R2=Me] (277 ,
45%)  (  68-70° ).

 3 (450 , 2,28 )  5
,  (69 , 0,46 ) , 

0° ,  2 (275 , 2,76 ) .
 2,5 .  0°  (113 , 1,38 ),

 0° , 
, 2 2 (30 ),  5% 

,  NaHCO3 .  Na2SO4,
, ,

.  4  (1,6:1)  3,
.  4: 35%.

 2
 8- -2,3,5,6- -4- -(1 )- -3-  [ ,  (QW)n=Cl,

R1=R3=R4=R5=H  R2=Me].
 6- -1-(3- -1- )-(1 )-3,4- -2-  [  4,  (QW)n=Cl,

R1=R3=R4=R5=H,  R2=Me], (250 , 0,93 )  (3 ) 2 4 (149 ,
1,57 ) . 

;  5 . 
.  10 . , 

,  (235 , 1,57 ), 



. 
 20 ., 

,  (50 ),  (50 )  Na2SO4. 

 ( , 1:1, Rf=0,28)  8- -
2,3,5,6- -4- -(1 )- -3-  [  1,  (QW)n=Cl, R1=R3=R4=R5=H  R2=Me]
(90 , 41%) ,  (  112-114° ).

 3
 6- -1-(3- -1- )-(1 )-3,4- -2-  [  4,  (QW)n=Me,

R1=R3=R4=R5=H, R2=Me]
 (  2,  R1=R5=H,  R2=Me) (380 , 3,81 ) 

 6- -(1 )-3,4- -2-  (  3,  (QW)n=Me, R3=R4=H) (500 ,
2,82 ), 2 3 (900 , 6,5 )  18- -6 (89 , 0,28 ) 

 (47 )  0° . 
,  60 . , 

 0°  2 (3,81 ).  2 . 
. 

 Na2SO4 .  (
, 1:9, Rf=0,23)  6- -1-(3- -1- )-(1 )-3,4- -

2-  [  4,   (QW)n=Me,  R1=R3=R4=R5=H,  R2=Me] (500 , 68%) 
 (  70-71° ).

 4
 8- -2,3,5,6- -4- -(1 )- -3-  [ ,  (QW)n=Me,

R1=R3=R4=R5=H  R2=Me].
 6- -1-(3- -1- )-(1 )-3,4- -2-  [  4,  (QW)n=Me,

R1=R3=R4=R5=H,  R2=Me], (350 , 1,40 )  (4 )  Me2SO4 (227 ,
2,40 ) . 

;  5 . 
.  15 . , 

,  (365 , 2,40 ), 
. 

 20 ., 
,  (50 ),  (50 )  Na2SO4. 

 ( , 1:1, Rf=0,29)  8- -
2,3,5,6- -4- -(1 )- -3-  [ ,  (QW)n=Me, R1=R3=R4=R5=H  R2=Me]
(152 , 50%) ,  (  143-145° ).


