
, 
 Gp /III .

,  ( ), ,
, , 

. , , , 

, 
, 

, .
 Gp b/ II

. , ,
, 

, .

,  (
, ; ),  (

; ),  ( , 
, .) , , , 

, .
, 

, , 
, , , , 

, .
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 Gp llb/ ll .
, , 

.
 ( ):

:
) R1

1 4 , 3 12 - , 2 4 2 4 ,
, ;

-, - ;
, , , , , ,

, , ;
 ( 1 4)-  ( 1 4)- , ;

, , 
, 1 4 , , 1 4 -, 1 4 , 1 4-

,  -COOR, -CH2COOR  - 2-COOR,  R 1 4-
;

:

 R4  R'4 1 8 - 3 12 , 
, , R1

4
, , , R4  R'4 ,

, , 6 14  ( 6 14)  ( 1-
4 ;

:



 m   1   4,  a  R5 , , ,
, , ;  R2 ;

II)  R1 , a R2 :
-NH-CO-R6,

 R6 1 4 , 3 7 , ,
, , ; 

:
-NH-SO2-R7,

 R7

1 6 , , ,
;

2 5 ;
- 3 12 ;
-, - 6 12 ;

, , , , , ,
, , , , , ,

;
 ( 1 4)-  ( 1 4)- ; 

:

 n=1, 2  3,  – 2-,  S  - -,
, 

, 1 4 , 3 7 , , 1 4 ,
1 4 , 1 4 , , (( 1 4)  )   -COOR,  -

CH2COOR  -O-CH2COOR,  a  R  1 4 , 
, , ;

III) R3 , 1 4 1 4)- ;
IV)  -NH-CHR10-, -NH-CHR10-CH2- 

=1  2,
Rio , 1 4 6 14 ;
V) 1  Z2 ; 

.
 ( )  ( ):

 Ri 
1 4 , 3 12 - , , 2 4 2 4 ,

, ;
-, - 6 14 ;

, , , , , ,
, , ;

 ( 1 4)-  ( 1 4)- , ;
, , 

, 1 4 , , 1 4 -, 1 4 , 1 4-
,  -COOR, -CH2COOR  - H2-COOR,  R 1 4-

;
:



 R4  R'4 1 8 - 3 12 , 
, , R'4

, , , R4  R'4 ,
, , 6 14  ( 6 14)  ( 1 4)

; :

 m   1   4,  a  R5 , , ,
, , ;  R2 ;

II)  Ri , a R2 :
-NH-CO-Re,

 Ro 1 4 , 3 7 , ,
, , ; 

:
-NH-SO2-R7,

 R7 :
1 5 , , ,

;
- 3 12 ;
-, - 6 14 ;

, , , , ,
;

 ( 1 4)-  ( 1 4)- ; 
:

 n=1, 2  3,
, 

, 1 4 , , 1 4 , 1 4 , 1 4-
, , (( 1 4) )  -COOR, -CH2COOR  -O-CH2COOR,

 R 1 4 ;
III) R3 , 1 4 1 4)- ;
IV) 1  Z2 ; 

.
,  R1 , a R2

 -NH-SO2-R7.
,  R7 , , 

, .
, , , 

.
1 5 . ,

, , , , , .- .
, , 

.
, , , 

.
, , , .
, , , .

1 4 . 
, , , , , .-

.
, , .

, , , , n-
 t- .

'" " , 
. , , ,

, , , ,
; , 

, .
 ( ) :

1) :



 R8  R9 , 

a2) :

 R8  R9 , 

 ( b):
8

b) ,  R2  R2,
c) , , .

 (II)  (  R8  R9
):



,  ( ) 
. , 

.
 ( ).

.  IV
 4-[1-( .- )-4- ]-2-{2-[1-( .- )-4-

 (  3)
-1.  4-(4- -2-[2-(4-  (  1)

 4-  (165 , 1,49 )  (120 , 0,75 )  400
 (3,5 , 0,15 ).  18 . , 

 (  300 ), . ,
,  400  12N  12 . 

, , 
. , 

,  190
.

 - 74%.
 =172° .

1  (400MHz, CD3OD):  2.1 (m, 4 ), 2.5 (m, 1H), 3.0 (t, 4H), 8.0 (d, 4H), 8.7 (d, 4H).
A-2.  4-(4- )-2-[2-(4-  (  2)

 4-(4- )-2-[2-(4-  (118 , 0,344 )  1,5
 10%-  (10 ),  689,5 (100psi) 

 60° ,  24 . , , 
, . , , 

 126 .
 =104% ( ).

 =180° .
1H-  (400MHz, CD3OD):  1.35 (m, 8 ), 1.6 (m, 6 ), 2.0 (bd, 4 ), 2.3 (m, 1 ), 3.0 (bt, 4 ), 3.4 (bd, 4H).

-3.  4-[1-( .- )-4- ]-2-{2-[1-( .- )-4- }
 (  3)

.-  (90 , 0,413 ) 
4-(4- )-2-[2-(4-  (71,5 , 0,203 )  300  (1,2 ) 4  NaOH 
300 .- .  4 . , 

 1N l , , 
. ,  0° . 

, ,  71
.

 =73%.
 =162° .

1H-  (400MHz, CDCl3):  1.05 (m, 4 ), 1.25 (m, 4 ), 1.35 (m, 3 ), 1,45 (s, 19H), 1.6 (bd, 6 ), 2.25 (m, 1H),
2.88 (bt, 4H), 4.05 (bs, 4H).

.  II



-1.  2-[(4-[1-( .- )-4- ]-2-{2-[1-( .- )-4-
 (  4)

2,4,6- -1,3,5-  (3,6 , 26,7 )  4-[1-( .-
)-4- ]-2-{2-[1-( .- )-4-  (18,6 ,

38,6 )  150  (3,1 , 32,2 ). ,  3
, . , , 

. .
 (4,9 , 39 )  (11 , 85,3

)  50 . , 
 IN . , 

, , .
, ,  150 , 30

 (4,2 , 100 )  30 . 
, ,  2 .

, , 
18,2 .

 =88% ( ).
1H-  (400MHz, CDCI3):  0.95-1.65 (m, 36 ), 2.04 (m, 1 ), 2.65 (bt, 4H), 4.0 (bd, 6H), 6.39 (bs, 1H).

-1 :
-2: 3-[(4-[1-( .- )-4- ]-2-{2-[1-( .- )-4-

 (  5)
: -3- .  =86%.

-3: 3-[(4-[1-( .- )-4- ]-2-{2-[1-( .- )-4-
]-3-  (  6)

: -3- .
 =49%.

1H-  (400MHz, CDC13):  1.03 (m, 4 ), 1.15 (m, 4 ), 1.25 (d, 3 ), 1.35 (m, 2 ), 1.45 (s, 20 ), 1.63 (bd, 6 ),
1.95 (m, 1H), 2.55 (dd, 2 ), 2.65 (bt, 4 ), 4.0 (bs, 4 ), 4.35 (m, 1H), 6.25 (d, 1H).

-4: 3-[(4-[1-( .- )-4- ]-2-{2-[1-( .- )-4- }
]-3-  (  7)

: -3- -3- .
 =68%.

1H-  (400MHz, CDCI3):  0.9~1.35 (m, 10 ), 1.45 (s, 20 ), 1.58 (m, 6 ), 2.00 (m, 1 ), 2.60 (bq, 4H), 2.90
(dq. 2H), 4.0 (bd, 4H), 5.45 (q, 1H), 6.78 (d, 1H), 7.25 (m, 5H).

B-5: (3R)-1-(4-[1-( .- )-4- ]-2-{2-[1-( .- )-4- }
-3 -  (  8)

: -(R)- -L- .
 =66%.

b
-1.  Ib (R1 , R2 )

1) .- -4-{3-{[1-(1,3- -5- )-3- -3- }-2- }-5-[1-
.- )-4- } -1(2 )-  (  9)

 (1,5 , 11 )  4-[1-( .-
)-4- ]-2-{2-[1-( .- )-4-

 (  4) (5,4 , 10 )  50  N-  (2,2 , 22 ). 
,  10 , -3- -3-(1,3- -5-

 (2,8 , 10 ).  50°  2 ,  2N
. , , 

 ( , 20/1),  6,7
.
 =88%.

1H-  (400MHz, CDCl3):  0.9-1,7 (m, 39 ), 2.05 (m, 1H), 2.6 (bs, 4H), 2.8 (dq, 2H), 4.0 (m, 8H), 5.3 (q, 1H),
6.55 (t, 1H), 6.75 (m, 3H), 7.55 (d, 1H).

:
2) .- -4-(5-[1-( .- )-4- ]-3-{[(2-{[3- -1-(4- )-3-

}-2- -1(2 )-  (  10)
: -3- -3-(4- .

: 82%.
1H-  (400MHz, CDCI3):  0.9-1,7 (m, 45 ), 2.05 (m, 1H), 2.6 (bs, 4 ), 2.8 (m, 3 ), 4.0 (m, 8 ), 5.4 (q, 1H).

6.5 (t. 1H), 7.15 (d, 2H), 7.2 (d, 2H), 7.45 (d, 1H).
3) .- -4-(5-[1-( .- )-4- ]-3-{[(2-{[3- -1-(4- )-3-

}-2- -1(2 )-  (  11)
: -3- -3-(4- .

 =59%.
1H-  (400MHz, CDCI3):  0.9-1.7 (m, 39 ), 2.05 (m, 1H), 2.6 (bs, 4 ), 2.8 (dq, 2 ), 3.75 (s, 1 ), 4.0 (m. 8 ),

5.38 (q, 1 ), 6.55 (t, 1H), 6.85 (d, 2H), 7.2 (d, 2H), 7.45 (d, 1H).
4) .- -4-(5-[1-( .- )-4- ]-3-{[(2-{[3- -1-(3,4- )-3-

}-2- -1(2 )-  (  12)
: -3- -3-(3,4- .  = 82%.

5) .- -4-[5-[1-( .- )-4- ]-3-({[2-({3- -1-[3-(2- -2-



]-3- )-2- ]- -1(2 )-
 (  13)

: -3- -3-(3-(2- -2- ) .
: =61%.

1H-  (400MHz, CDCl3):  0.9-1.7 (m, 42 ), 2.05 (m, 1H), 2.6 (bs, 4H), 2.8 (dq, 2H), 4.0 (m, 8H), 4.28 (q, 2H),
4.6 (s, 2H), 5.4 (q, 1H), 6.5 (t, 1H), 6.8 (dd, 1H), 6.9 (m, 2H), 7.2 (d, 1H), 7.45 (d, 1H).

6) .- -4-(5-[1-( .- )-4- ]-3-{[(2-{[3- -1-(3- )-3-
}-2- -1(2 )-  (  14)

: -3- -3-(3- .
 =78%.

1H-  (400MHz, CDCl3):  0.9-1.7 (m, 39 ), 2.05 (m, 1 ), 2.6 (bs, 4H), 2.83 (dq, 2H), 3.8 (s, 3H), 4.0 (m, 8H),
5.4 (q, 1H), 6.5 (t, 1H), 6.8 (dd, 1H), 6.85 (m, 2H), 7.2 (t, 1H), 7.45 (d, 1H).

7) .- -4-{3-{[1-(2,3- -1,4- -6- )-3- -3- }-2-
}-5-[1-( .- )-4- }- -1(2 )-

 (  15)
: -3- -3-(2,3- -1,4- -6- ) .

 =83%.
1H-  (400MHz, CDCI3):  0.9-1.7 (m, 39 ), 2.05 (m, 1H), 2.65 (bs, 4H), 2.8 (dq, 2 ), 4.0 (m, 8 ), 4.25 (s,

), 5.3 (m, 1H), 6.55 (t, 1H), 6.79 (s, 1H), 6.81 (d, 2H)} 7.5 (d, 1H).
8) .- -4-(5-[1-( .- )-4- ]-3-{[(2-{[3- -1-(3- )-3-

}-2- -1(2 )-  (  16)
: -3- -3-(3- .

 =69%.
9) .- -4-(5-[1-( .- )-4- ]-3-{[(2-{[3- -3- }-2-

-1(2 )-  (  17)
: -3- .

 =69%.
1H-  (400MHz, CDCl3):  1.05 (m, 4 ), 1.2 (m, 4 ), 1.25 (t, 3 ), 1.3 (m, 2H), 1.4 (s, 20H), 1.6 (m, 6 ), 2.05

(m, 1H), 2.5 (t, 2H), 2.6 (bt, 4H), 3.5 (q, 2H), 3.9 (d, 2H), 4.0 (bs, 4H), 4.15 (q, 2H)5 6.4 (bt, 1H), 6.65 (bt, 1H).
10) .- -4-(5-[1-( .- )-4- ]-3-{[(2-{[3- -1- -3- }-

2- -1(2 )-  (  18)
: -3- .

 =70%.
1H-  (400MHz, CDCI3):  1.0 (m, 4H), 1.1-1.35 (m, 13 ), 1.4 (s, 19 ), 1.55 (m, 6 ), 2.05 (m, 1 ), 2.5 (m,

2H), 2.6 (bt, 4H), 3.85 (m, 2H), 4.0 (bs, 4H), 4.1 (q, 2H), 4.3 (m, 1H), 6.4 (t, 1H), 6.75 (d, 1H).
11) .- -4-(5-[1-( .- )-4- ]-3-{[(2-{[3- -3- -1-

}-2- -1(2 )-  (  19)
: -3- -5- .

 =27%.
1H-  (400MHz, CDCI3):  1.0 (m, 4 ), 1.1 ~ 1,3 (m, 10 ), 1.4 (s, 19 ), 1.55 (m, 6H), 1.85 (m, 2H), 2.0 (m,

1H), 2.5 (d, 2H), 2.6 (m, 6H), 3.85 (d, 2H), 4.0 (bs, 4H), 4.1 (q, 2H), 4.25 (m, 1H), 6.25 (t, 1H), 6.6 (d, 1H), 7.1 (m,
3H), 7.2 (t, 2H).

12) .- -4-{3-({[2-({1-[(1- ]-(18)-3- -3- )-2-
)-5-[1-( .- )-4- -1(2 )-

 (  20)
 (1,7 , 12,4 )  2-[(4-[1-( .-

)-4- ]-2-{2-[1-( .- )-4-
 (  4) (6,9 , 11 )  150  N-  (5 , 49,5 ). 

. ,  10 , -(3S)-
3- -4-(1- )-4-  (6,9 , 11,2 )  20 .

 18 .  2N .
, , ,

 ( , 20/1), 
6,6 .

 =68%.
:

13) .- -4-{3-({[2-({1-[[2-(1 -4- ]-(1S)-3- -3- )-
2- )-5-[1-( .- )-4- -1(2 )-

 (  21)
; -(3S)-3- -4-[2-(1 -4- ]-4- .

 =49%.
1H-  (400MHz, CDCl3):  1.05 (m,4H), 1.25 (m,6H), 1.45(s,20H), 1.6(m,6H), 2.05 (m, 1H), 2.65 (m, 5H), 2.95

(m, 3H), 3.55 (m, 2H), 3.78 (dq, 2H), 4.05 (bs, 4H), 4.8 (m, 1H), 5.05 (s, 2H), 6.3 (t, 1H), 6.8 (t, 1H), 7.0 (d, 1H), 7.1 (t,
1H), 7.2 (m, 2H), 7.35 (m, 6H), 7.6 (d, 1H), 8.2 (s, 1H).

14) .- -4-{3-({[2-({1-[{(4- ]-(1S)-3- -3- )-2-
)-5-[1-( .- )-4- -1(2 )-

 (  22)
: -(3S)-3- -4-[(4- ]-4- .

 =59%.
1H-  (400MHz, CDCl3):  1.05 (m,4H), 1.25 (m,6H), 1.45 (s, 20H), 1.6(m,6H), 2.05 (m, 1H), 2.65 (m, 7H),



3.05 (dd, 1H), 3.4 (m, 2H), 3.75 (s, 3H), 3.85 (d, 2H)5 4.05 (bs, 4H), 4.78 (m, 1H), 5.1 (s, 2H), 6.4 (t, 1H), 6.8 (m, 3H),
7.1 (d, 2H), 7.2 (d, 1H), 7.4 (m, 5H).

15) .- -4-{3-({[2-({1-[{(3- ]-(1S)-3- -3- )-2-
)-5-[1-( .- )-4- -1(2 )-

 (  23)
: -(3S)-3- -4-[(3- ]-4- .

 =79%.
16) .- -4-{3-({[2-({1-[{(1,3- -5- ]-(1S)-3- -3-

)-2- )-5-[1-( .- )-4- -
1(2 )-  (  24)

: -(3S)-3- -4-[(1,3- -5- ]-4-
.

 =54%.
17) .- -4-{3-({[2-({1-[{(3- ]-(1S)-3- -3- )-2-

)-5-[1-( .- )-4- -1(2 )-
 (  25)

: -(3S)-3- -4-[(3- ]-4- .
 =65%.

1H-  (400MHz, CDCl3):  0.95-1.25 (m, 7 ), 1.25-1.5 (m, 23 ), 1.6 (m, 6 ), 2.05 (m, 1H), 2.65 (m, 4 ), 2.75
(t, 2 ), 3.05 (dd, 1 ), 3.45 (q, 2H), 3.8 (s, 3H), 3.85 (d, 2H), 4.05 (bs, 4H), 4.78 (m, 1H), 5.1 (s, 2H), 6.48 (t. 1H), 6.75
(m, 3H), 6.9 (t, 1H), 7.4 (m, 6H).

18) .- -4-{3-({[2-({1-[{(2- -1,1- ]-(1S)-3- -3-
)-2- )-5-[1-( .- )-4- } -

1(2 )-  (  26)
: -(3S)-3- -4-[(2- -1,1- ]-4-

.
 =34%.

1H-  (400MHz, CDCl3):  1.05 (m, 5H), 1.15-1.35 (m, 12 ), 1.45 (s, 20 ), 1.65 (m, 7 ), 2.1 (m, 1H), 2.62 (m,
6H), 3.08 (dd, 1H), 3.5 (q, 2H), 3.8 (dd, 2H), 4.0 (bs, 4H), 4.8 (m, 1H), 5.1 (s, 2H), 6.8 (s, 1H),6.9(t, 1H), 7.8 (m, 6H).

19) -4-{3-({[2-({1-[{(1- -2- ]-(1S)-3- -3-
)-2- )-5-[1-( .- )-4- -

1(2 )-  (  27)
: -(3S)-3- -4-[(1- -2- ]-4-

.
 =59%.

1H-  (400MHz, CDCI3):  0.9 (m, 9 ), 1.0-1.35 (m, 11 ), 1.4 (s, 20H), 1.6 (bs, 6H), 1.79 (m, 2H), 2.05 (m,
1H), 2.65 (m, 6H), 3.1 (dd, 1H), 3.55 (m, 1H), 3.9 (d, 2H), 4.05 (bs, 5H), 4.82 (m, 1H), 5.15 (dd, 2H), 6.3 (t, 1H), 6.45
(d, 1H), 7.3 (m, 6H).

20) .- -4-{3-({[2-({(1S)-3-( )-3- -1-[(4- )-2-
)-5-[1-( .- )-4- -1(2 )-

 (  28)
: -(3S)-3- -4- -4-(4- .

 =55%.
-2.  Ib (R1 , R2 )

1) .- -4-[(10S)-3-{2-[1-( .- )-4- )-10-( )-
4,7,12- -14- -13- -5,8,11 - -1- -1(2 )-  (
29)

 (13 , 95,2 )  2-[(4-[1-( .-
)-4- ]-2-{2-[1-( .- )-4-

 (  4) (46 , 85,2 )  550  N-  (19 , 188 ) 
. ,  20 , -(2S)-3- -2-

{[(  (26,3 , 86,9 ).  18 
, , IN ,

, , 
 ( , 20/1),  61

.
 =91%.

1H-  (400MHz, CDCl3):  1.0 (m, 4H), 1.15 (m, 4H), 1.25 (m, 5H), 1.4 (s, 20H), 1.65 (m, 6 ), 2.0 (m, 1 ),
2.62 (bt, 4H), 3.62 (bs, 2H), 3.85 (m, 2H), 4.05 (bs, 4H), 4.2 (bt, 2H), 4.4 (m, 1H), 5.08 (s, 2H), 5.95 (d, 1H), 6.4 (bs,
1H), 6.9 (bs, 1H), 7.4 (bs, 5H).

:
2) .- -4-[5-[1-( .- )-4- ]-3-({[2-({2-[( ]-3-

-3- )-2- ] -1(2 )-  (
30)

: -3- -2-[( .
 =81%.

1H-  (400MHz, CDCI3):  1.05 (m, 4 ), 1.1-1.5 (m, 31 ), 1.6 (m, 6 ), 1.7 (bd, 1H), 1.85 (bd, 2 ), 2.05 (m,
1H), 2.2 (bt, 2H), 2.60 (bt, 4H), 2.85 (m, 1H), 3.55 (m, 1H), 3.7 (m, 1H), 3.80 (s, 3H), 3.95 (m, 2H). 4.05 (bs, 4H), 4.2
(m, 1H), 5.7 (d, 1H), 6.55 (t, 1H), 6.95 (t, 1H).

3) -4-[5-[1-( .- )-4- ]-3-({[2-({2-[( ]-3- -3-



)-2- ] -1(2 )-  (  31)
: -3- -2-[( .

 =60%.
1H-  (400MHz, CDCI3):  1.05 (m, 4 ), 1.2 (m, 4 ), 1.3 (t, 3 ), 1.35 (dd, 6H), 1.45 (s, 21H), 1.6 (m, 6 ), 2.05

(m, 1 ), 2.65 (bt, 4H), 3.15 (m, 1H), 3.55 (m, 1H), 3.75 (m, 1H), 3.95 (t, 2H), 4.05 (bs, 4H), 4.20 (m, 1H), 4.25 (q, 2H),
5.6 (d, 1H), 6.45 (t, 1H), 6.85 (t, 1H).

4) .- -4-{3-({[2-({2-[(1,3- -2- ]-3- -3- } )-2- ]
} )-5-[1-( .- )-4- -1(2 )-

 32)
: -3- -2-[(1,3- -2- ] .

 =43%.
1H-  (400MHz, CDCl3):  1.05 (m, 4 ), 1.15 (t, 3 ), 1.20 (m, 4 ), 1.3 (m, 2 ), 1.45 (s, 20 ), 1.60 (m, 6 ),

2.10 (m, 1H), 2.65 (bt, 4H), 3.70 (m, 1H), 3.80 (m, 1H), 3.95 (d, 2H), 4.05 (m, 6H), 4.55 (dd, 1H), 6.50 (t, 1H), 6.85
(bs, 1H), 7.10 (t, 1H), 7.55 (m, 2H), 7.95 (dd, 1H), 8.10 (dd, 1H).

5) .- -4-[(11S)-3-{2-[1-( .- )-4- }-11-( )-4,8,13-
-15- -14- -5,9,12- -1- -1(2 )-  (  33)

:  5 -(2S)-3- -2-{[( ) .
 =65%.

1H-  (400MHz, CDCI3):  1.0 (m, 4H), 1.15 (m, 4 ), 1.25 (t, 5H), 1.4 (s, 20H), 1.55 (m, 6 ), 1.9 (m, 1H), 2.3
(bt, 2H), 2.60 (bq, 4H), 3.4 (m, 2H), 3.6 (t, 2H), 4.0 (bs, 4H), 4.2 (q, 2H), 4.4 (m, 1H), 5.05 (s, 2H), 5.95 (d, 1H), 6.4 (t,
1H), 6.55 (t, 1H), 7.3 (s, 5H).

6) .- -4-[5-[1-( .- )-4- ]-3-({[3-({3- -2-[(2- ]-
3- )-1- -3- -1(2 )-

 34)
:  6 -(2S)-3- -2-[(2- ) .

 =75%.
1H-  (400MHz, CDCI3):  0.9 (t, 3 ), 1.05 (m, 3 ), 1.20 (m, 8 ), 1.30 (m, 2 ), 1.45 (s, 20 ), 1.60 (m. 6 ),

1.95 (m, 1H), 2.40 (dq, 2H), 2.65 (bt, 4H), 3.50 (m, 1H), 3.65 (m, 1H), 3.85 (m, 2H), 4.05 (m, 5H), 4.30 (m, 1H), 6.05
(d, 1H), 6.65 (m, 2H), 7.65 (m, 2H), 7.80 (d, 1H), 7.90 (d, 1H), 8.00 (d, 2H),8.40(s, 1H)

7) .- -4-[5-[1-( .- )-4- ]-3-({[3-({3- -2-[(2- ]-
3- )-3- -1- -1(2 )-

 35)
:  7 -(2S)-3- -2-[(2- ) .

 =77%.
1H-  (400MHz, CDCl3):  0.95 (t, 3 ), 1.0 (m, 4 ), 1.10 (m, 4 ), 1.30 (m, 2 ), 1.45 (s, 20 ), 1.60 (m, 6 ),

2.05 (m, 1H), 2.65 (bd, 4H), 2.70 (m, 2H), 3.40 (m, 1H), 3.60 (m, 1H), 3.80 (m, 2H), 4.00 (m, 6H), 5.40 (m, 1H), 5.85
(d, 1H), 6.40 (m, 1H), 7.25 (m, 5H), 7.65 (m, 2H), 7.76 (m, 1H), 7.90 (d, 1H), 7.95 (m,2H), 8.40 (d, 1H).

8) .- -4-[5-[1-( .- )-4- ]-3-{[(3R)-3-[({3- -2-[(2-
]-3- -1(2 )- ] } -

1 (2 )-  (  36)
:  8 -(2S)-3- -2-[(2- ) .

 =67%.
9) .- -4-{3-{[(2-{[(2S)-2- -3- -3- }-2-

}-5-[1-( .- )-4- -1(2 )-
 (  37)

.- -4-[(10S)-3-{2-[1-( .- )-4- }-10-( )-4,7,12-
-14- -13- -5,8,11- -1- -1(2 )-  (  29) (60 ,

76,1 ), 10%  (5 )  400  77  IN 
 170  (25psi)  30 . 

,  52 .
 =99%.

1H-  (400MHz, CDCI3):  1.0 (m, 4H), 1.18 (m, 4H), 1.27 (t, 5H), 1.42 (s, 20H), 1.58 (m, 6 ), 2.0 (m, 1H), 2.6
(bt, 4H), 3.35 (m, 1H), 3.55 (m, 1H), 3.68 (m, 1H), 3.9 (d, 2H), 4.02 (bs, 4H), 4.18 (q, 2H), 6.38 (bt, 1H). 6.72 (bt, 1H).

:
10) .- -4-{3-{[(3-{[(2S)-2- -3- -3- }-3- } -

5-[ 1 -( .- )-4- -1(2 )-  (  38)
:  33.

 =97%.
11) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-

[( )-2- -1(2 )-
 39)
.- -4-{3-{[(2-{[(2S)-2- -3- -3- }-2- ] }-5-[1-( .-

)-4- -1(2 )-  (  37) (3,31 , 4,8 )
 50 ,  (1,04 , 5 ), 

 (0,9 , 5 )  5° .  2 
.  IN HCl, , 

, , , -
 ( , 15/1),  2,8 .

 =74%.
1H-  (400MHz, CDCl3):  1.05 (m, 7H), 1.25 (m, 6H), 1.45 (s, 20 ), 1.6 (m, 6 ), 2.08 (m, 1H), 2.6 (bs, 4H),



3.5 (m, 1H), 3.67 (m, 1H), 4.0 (m, 9H), 6.28 (t, 1H), 6.62 (t, 1H), 7.1 (t, 1H), 7.5 (m, 3H), 7.82 (d, 2H).
:

12) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(1,3-
-5- )-2- -1(2 )-

 (  40)
: .

 =74%.
13) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(2-

)-2- -1(2 )-
 41)

: 2- .
 =74%.

1H-  (400MHz, CDCI3):  0.95 (t, 3 ), 1.05 ( , 4 ), 1.2 (m, 4 ), 1.35 (m, 2 ), 1.45 (s, 20 ), 1.6 (m, 6 ), 2.1
(m, 1 ), 2.63 (bt, 4H), 3.55 (m, 1H), 3.7 (m, 1H), 3.9 (q, 2H), 4.0 (m, 7H), 6.3 (bs, 1H), 6.55 (t, 1H), 7.05 (t, 1H), 7.65
(m, 2H), 7.8 (d, 1H), 7.9 (d, 1H), 7.95 (d, 2H), 8.4 (s, 1H).

14) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(4-
)-2- -1(2 )-

 (  42)
: 4- .

 =78%.
1H-  (400MHz, CDCl3):  0.95 (t, 3 ), 1.05-1.4 (m, 15 ), 1.5 (s, 18 ), 1.65 (m, 8 ), 2.15 (m, 1H), 2.65 (bt,

6H), 3.45 (m, 1H), 3.8 (m, 1H), 4.0 (m, 9H), 6.0 (d, 1H), 6.55 (t, 1H), 6.9 (t, 1H), 7.35 (d, 2H), 7.75 (d, 2H).
15) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(28)-3- -3- -2-[((1,1'- )-4-

)-2- -1(2 )-
 43)

: 4- .
 =81%.

1H-  (400MHz, CDCl3):  1.05 (m, 7H), 1.15 (m, 4H), 1.35 (m, 2H), 1.4 (s, 20H), 1.55 (m, 6 ), 2.05 (m, 1H),
2.6 (bt, 4H), 3.5 (m, 1H), 3.65 (m, 1H), 3.85-4.1 (m, 9H), 6.25 (bs, 1H), 6.6 (bt, 1H), 7.05 (bt, 1H), 7.4 (m, 3H), 7.55
(d, 2H), 7.65 (d, 2H), 7.85 (d, 2H).

16) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(1-
)-2- -1(2 )-

 44)
: 1- .

 =92%.
1H-  (400MHz, CDCl3):  0.9 (t, 3 ), 1.05 (m, 4H), 1.2 (m, 4 ), 1.3 (m, 2H), 1.45 (s, 20H), 1.6 (m, 6 ), 2.05

(m, 1 ), 2.6 (bt, 4H), 3.45 (m, 1H), 3.6 (m, 1H), 3.75 (m, 2H), 3.8 (m, 2H), 4.0 (m, 5H), 6.3 (d, 1H), 6.4 (bt, 1H), 6.75
(bt, 1H), 7.5 (t, 1H), 7.6 (t, 1H), 7.7 (t, 1H), 7.9 (d, 1H), 8.05 (d, 1H), 8.2 (d, 1H), 8.65 (d, 1H).

17) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(4-
)-2- -1(2 )-

 (  45)
: 4-( .

 =80%.
1H-  (400MHz, CDCl3):  1.0 (m, 4 ), 1.1 (t, 3 ), 1.2 (m, 4H), 1.3 (m, 2 ), 1.4 (m, 20H), 1.6 (m, 6 ), 2.05 (m,

), 2.65 (bt, 4H), 3.1 (s, 3H), 3.55 (m, 1H), 3.65 (m, 1H), 3.9 (d, 2H), 4.0 (m, 7H), 6.6 (bt, 2H), 7.05 (bt, 1H), 8.05 (dd,
4H).

18) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(2-
)-2- -1(2 )-

 46)
: 2- .

 =78%.
1H-  (400MHz, CDCl3):  1.0 (m, 4H)91.15 (m, 7 ), 1.3 (m, 2H), 1.4 (s, 20 ), 1.6 (m, 6 ), 2.05 (m, 1H), 2.6

(bt, 4H), 3.55 (m, 1H), 3.7 (m, 1H), 3.9 (dq, 2H), 4.05 (m, 7H), 6.25 (bs, 1H), 6.55 (bt, 1H), 6.95 (bt, 1H), 7.05 (dd,
1H), 7.55 (dd, 2H).

19) .- -4-{5-[1-( .- )-4- ]-3-[({2-[((2S)-2-{[(4- }-
3- -3- ]-2- } -1(2 )-  (
47)

: 4- .
 =63%.

1H-  (400MHz, CDCl3):  1.05 (m, 4 ), 1.15 (t, 3 ), 1.2 (m, 4H), 1.3 (m, 2H), 1.4 (s, 20H), 1.6 (m, 6 ), 2.05
(m, 1 ), 2.6 (bt, 4H), 3.45 (m, 1H), 3.7 (m, 1H), 4.0 (m, 9H), 6.1 (bd, 1H), 6.45 (bt, 1H), 6.95 (bt, 1H), 7.45 (d, 2H),
7.75 (d, 2H).

20) .- -4-{5-[1-( .- )-4- ]-3-[({2-[((2S)-2-{[(4- -
}-3- -3- ]-2- } -1(2 )-

 (  48)
: 4- .

 =82%.
1H-  (400MHz, CDCl3):  1.05 (m, 4 ), 1.15 (t, 3 ), 1.2 (m, 4H), 1.3 (m, 2H), 1.45 (s, 20H), 1.6 (m, 6 ), 2.1

(m. 1 ), 2.65 (bt, 4H), 3.5 (m, 1H), 3.7 (m, 1H), 4.1 (m, 9H), 6.2 (bs, 1H), 6.55 (bt, 1H), 7.0 (bt, 1H), 7.2 (t, 2H), 7.85
(dd, 2H).



21) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(6- -2-
)-2- -1(2 )-

 49)
: 6- -2- .

 =71%.
1H-  (400MHz, CDCl3):  0.95 (t, 3 ), 1.0 (m, 4 ), 1.15 (m, 4 ), 1.25 (m, 2 ), 1.45 (s, 20 ), 1.6 (m, 6 ),

2.05 (m, 1H), 2.6 (bt, 4H), 3.45 (m, 1H), 3.7 (m, 1H), 3.75 (q, 2H), 3.9 (s, 3H), 4.0 (m, 8H), 6.05 (bd, 1H), 6.45 (bt,
1H), 6.75 (bt, 1H), 7.1 (d, 1H), 7.2 (d, 1H), 7.75 (m, 3H)5 8.25 (s, 1H).

22) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-
[( )-2- -1(2 )-

 (  50)
: .

 =67%.
1H-  (400MHz, CDCI3):  1.0 (m, 4 ), 1.10 (t, 3 ), 1.20 (m, 4 ), 1.35 (m, 2 ), 1.45 (s, 20 ), 1.65 (m, 6 ),

2.05 (m, 1 ), 2.25 (s, 3 ), 2.65 (s, 6H), 2.67 (m, 4H), 3.50 (m, 1H), 3.65 (m, 1H), 3.85-4.15 (m, 9H), 5.90 (d, 1H),
6.40 (bt, 1H), 6.70 (bt, 1H), 6.90 (s, 2H).

23) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-
[( } )-2- ] -1(2 )-

 (  51)
: .

 =66%.
1H-  (400MHz, CDCI3):  0.9 (t, 3 ), 1.0 (m, 4H), 1.15 (m, 4H), 1.25-1.4 (s, 27H), 1.6 (m, 6 ), 1.75 (m, 2 ),

2.05 (m, 1H), 2.65 (bt, 4H), 3.0 (t, 2H), 3.5 (m, 1H), 3.75 (m, 1H), 3.9 (t, 2H), 4.05 (bs, 4H), 4.2 (m, 3H), 5.85 (d, 1H),
6.55 (bt, 1H), 7.0 (bt, 1H).

24) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(4-
)-2- -1(2 )-

 (  52)
: 4- .

 =68%.
1H-  (400MHz, CDCI3):  1.0 (m, 4 ), 1.15 (t, ), 1.2 (m, 4H), 1.35 (m, 2H), 1.45 (s, 20H), 1.6 (m, 6H), 2.1

(m, 1H), 2.4 (s, 3H), 2.65 (bt, 4H), 3.45 (m, 1H), 3.75 (m, 1H), 3.85-4.15 (m, 9H), 5.95 (bd, 1H), 6.5 (bt, 1H), 6.85 (bt,
1H), 7.25 (d, 2H), 7.7 (d, 2H).

25) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(3-
)-2- -1(2 )-

 (  53)
: 3- .

 =86%.
1  (400MHz, CDCl3):  1.0 (m, 4 ), 1.05 (t, 3 ), 1.1 (m, 4H), 1.3 (m, 2H), 1.4 (s, 20H), 1.6 (m, 6 ), 2.1 (m,

), 2.4 (s, 3 ), 2.65 (bt, 4H), 3.4 (m, 1H), 3.75 (m, 1H), 3.85-4.1 (m, 9H), 5.9 (bs, 1H), 6.45 (bt, 1H), 6.8 (bt, 1H), 7.4
(d, 2H), 7.6 (m, 2H).

26) .- -4-[(10S)-3-{2-[1-( .- )-4- }-10-( )-4,7,12,12-
-13- -12 6 -5,8,11- -1- -1 (2 )-  (  54)

: 4- .
 =49%.

1  (400MHz, CDCI3):  1.0 (m, 4H), 1.2 (m, 4H), 1.25 (m, 5H), 1.45 (s, 20 ), 1.6 (m, 6H), 2.05 (m, 1 ). 2.6
(bt. 4H), 3.5 (m, 2H), 3.9 (m, 2H), 4.0 (bs, 4H), 4.2 (q, 2H), 4.3 (q, 2H), 5.75 (bd, 1H), 6.4 (bt, 1H), 6.75 (bt, 1H), 7.55
(m, 5H).

27) .- -4-[(10S,13 )-3-{2-[1-( .- )-4- }-10-( )-
4,7,12,12- -14- -12 6 -5,8,11- -13- -1- -1(2 )-

 55)
: - .

 =57%.
1  (400MHz, CDCI3):  1.0 (m, 4H), 1.1-1.2 (m, 7H), 1.3 (m, 2H), 1.45 (m, 20H), 1.6 (m, 6 ), 2.05 (m, 1 ),

2.6 (bt, 4H), 3.5 (m, 1H), 3.8 (m, 1H), 3.85-4.15 (m, 9H), 5.95 (bs, 1H), 6.5 (bt, 1H), 6.75 (d, 1H), 6.95 (bt. 1H), 7.35-
7.5 (m, 6H).

28) .- -4-[(10S)-3-{2-[1-( .- )-4- }-10-( )-4,7,12,12-
-14- -12 6 -5,8,11- -1- ] -1(2 )-  (  56)

:  55.
 =96%.

1  (400MHz, CDCl3):  1.0 (m, 4H), 1.15 (m, 4H), 1.25 (m, 5H), 1.4 (s, 20H), 1.55 (m, 6 ), 2.05 (m, 1 ),
2.6 (bt, 4H), 3.0-3.3 (m, 3H), 3.55 (m, 1H), 3.75 (m, 1H), 3.9 (d, 2H), 4.05 (bs, 5H), 4.25 (d, 2H), 6.0 (bs, 1H), 6.55 (bt,
1H), 7.0 (bt, 1H), 7.1-7.5 (m, 5H).

29) .- -4-[5-[1-( .- )-4- ]-3-{[(2-{[(2S)-3-e -3- -2-({[3-
}-2- -1(2 )-

 (  57)
: 3- .

 =77%.
1  (400MHz, CDCl3):  1.0 (m, 7H), 1.15 (m, 4 ), 1.25 (m, 2H), 1.4 (s, 20H), 1.55 (m, 6 ), 2.05 (m, 1 ),

2.55 (bt, 4H), 3.5 (m, 1H), 3.65 (m, 1H), 3.85-4.05 (m, 9H), 6.4 (bs, 1H), 6.55 (bt, 1H), 7.0 (bt, 1H), 7.6 (t, 1H), 7.75
(d, 1H), 7.95 (d, 1H), 8.05 (s, 1H).



30) .- -4-[5-[1-( .- )-4- ]-3-{[(2-{[(2S)-3- -2-({[3-
)-3- }-2- -1(2 )-

 (  58)
: 3- .

 =55%.
1  (400MHz, CDCl3):  1.0 (m, 4 ), 1.15 (t, 3 ), 1.2 (m, 4 ), 1.35 (m, 2 ), 1.45 (s, 20 ), 1.6 (m, 6 ), 2.1

(m, 1 ), 2.65 (bt, 4H), 3.65 (m, 2H), 3.9-4.2 (m, 9H), 6.65 (bt, 1H), 7.15 (t, 1H), 7.7 (t, 1H), 8.2 (d, 1H), 8.4 (d, 1H),
8.7 (s, 1H).

31) .- -4-[5-[1-( .- )-4- ]-3-{[(2-{[(2S)-3- -2-({[3-
)-3- }-2- -1(2 )-

 (  59)
: 4- .

 =55%.
1  (400MHz, CDCl3):  1.0 (m, 4 ), 1.15 (t, ), 1.2 (m, 4H), 1.35 (m, 2 ), 1.45 (s, 20H), 1.65 (m, 6 ),

2.05 (m, 1 ), 2.65 (bt, 4H), 3.45 (m, 1H), 3.75 (m, 1H), 3.85 (s, 3H), 3.9-4.1 (m, 9H), 5.9 (bs, 1H), 6.5 (bt, 1H), 6.85
(bt, 1H), 6.95 (d, 2H), 7.75 (d, 2H).

32) .- -4-[5-[1-( .- )-4- ]-3-([{2-({(2S)-3- -3- -2-[(8-
)-2- -1(2 )-

 60)
: 8- .

 =55%.
1  (400MHz, CDCl3):  0.9 (t, 3 ), 1.05 (m, 4H), 1.2 (m, 4H), 1.3 (m, 2H), 1.45 (m, 20H), 1.6 (m, 6 ), 2.05

(m, 1H), 2.65 (bt, 4H), 3.5 (m, 1H), 3.65-4.2 (m, 10H), 6.35 (bt, 1H), 6.65 (bt, 1H), 7.2 (bs, 1H), 7.55 (q, 1H), 7.65 (t,
1H), 8.05 (d, 1H), 8.25 (d, 1H), 8.35 (d, 1H), 9.05 (d, 1H).

33) .- -4-{5-[1-( .- )-4- ]-3-[({2-[((2S)-2-{[(3,5- -4-
}-3- -3- ]-2- -1(2 )-

 (  61)
: 3,5- -4- .

 =81%.
1  (400MHz, CDCI3):  1.05 (m, 4H), 1.2 (m, 7H), 1.3 (m, 2H), 1.45 (m, 20H), 1.65 (in, 6 ), 2.05 (m, 1H),

2.4 (s, 3 ), 2.6 (s, ), 2.65 (bt, 4H), 3.5 (m, 1H), 3.7 (m, 1H), 3.85-4.1 (m, 9H), 6.4 (bs, 1H), 6.55 (bt. 1H), 7.0 (bt,
1H).

34) .- -4-{5-[1-( .- )-4- ]-3-[({2-[((2S)-2-{([5-( )-1-
}-3- -3- ]-2- -1(2 )-

 (  62)
: 5- -1- .

 =73%.
1  (400MHz, CDCI3):  0.9 (t, 3 ), 1.15 (m, 4H), 1.3 (m, 2H), 1.45 (m, 20H), 1.6 (m, 6 ), 2.05 (m, 1 ), 2.6

(bt, 4H), 2.85 (s, 6H), 3.45 (m, 1H), 3.6 (m, 1H), 3.8 (m, 4H), 3.9-4.1 (m, 5H), 6.15 (bs, 1H), 6.35 (bt, 1H), 6.6 (bt, 1H),
7.2 (d, 1H), 7.5 (t, 1H), 7.6 (t, 1H), 8.2 (d, 1H), 8.25 (d, 1H)S 8.55 (d, 1H).

35) .- -4-{3-{[(2-{[(2S)-2-({[2-( )-4- -1,3- -5- )-3- -3-
}-2- }-5-[1-( .- )-4- -

1(2 )-  (  63)
: 2-( )-4- -1,3- -5- .

 =64%.
1  (400MHz, CDCl3): 5 1.05 (m, 4H), 1.15~1.4 (m, 9H), 1.45 (s, 20 ), 1.6 (bd, 6H)5 2.1 (m, 1H), 2.3 (s, 3H),

2.45 (s, 3H), 2.65 (bt, 4H), 3.55 (m, 1H), 3.7 (m, 1H), 3.9-4.2 (m, 9H), 6.85 (bt, 1H),7.2(bt, 1H)
36) .- -4-{5-[1-( .- )-4- ]-3-[({2-[((2S)-2-{([3-

}-3- -3- ]-2- -1(2 )-
 (  64)

: 3- .
 =68%.

1  (400MHz, CDCI3):  1.05 (m, 4H), 1.2 (m, 4H), 1.35 (m, 5H), 1.45 (s, 20H), 1.6 (m, 6 ), 2.05 (m, 1 ).
2.3 (m, 2H), 2.65 (bt, 4H), 3.2 (t, 2H), 3.6 (m, 1H), 3.65 (t, 2H), 3.75 (m, 1H), 3.95 (d, 2H), 4.05 (bs, 4H), 4.25 (q, 3H),
6.1 (bd, 1H), 6.6 (bt, 1H), 7.1 (bt, 1H).

37) .- -4-{5-[1-( .- )-4- ]-3-[({2-[((2S)-2-{([4- -1-
} -3- -3- ]-2- -1(2 )-

 (  65)
: 4- -1- .

 =71%.
1  (400MHz, CDCI3):  0.9 (t, 3 ), 1.05 (m, 4 ), 1.15 (m, 4 ), 1.35 (m, 2 ), 1.45 (s, 20 ), 1.6 (m, 6 ),

2.05 (m, 1H), 2.65 (bt, 4H), 3.45 (m, 1H), 3.6 (m, 1H), 3.75~4.05 (m, 9H), 4.1 (s, 3H), 6.2 (d, 1H), 6.35 (bt, 1H), 6.65
(bt, 1H), 6.8 (d, 1H), 7.6 (t, 1H), 7.7 (t, 1H), 8.15 (d, 1H), 8.35 (d, 1H), 8.6 (d, 1H).

38) -2- }-3- -3- ]-2- }
-1(2 )-  (  66)

: 6,7- -2- .
 =63%.

1  (400MHz, CDCI3):  1.0 (t, 3 ), 1.05 (m, 4H), 1.2 (m, 4H), 1.35 (m, 2H), 1.45 (s, 20H), 1.6 (m, 6 ), 2.1
(m, 1 ), 2.65 (bt, 4H), 3.45 (m, 1H), 3.75 (m, 1H), 3.8-4.1 (m, 15H), 6.0 (d, 1H), 6.5 (bt, 1H), 6.9 (bt, 1H), 7.15 (s, 1H),
7.2 (s, 1H), 7.3 (s, 1H), 7.7 (d, 1H), 7.8 (d, 1H), 8.25 (s, 1H).



39) .- -4-{5-[ 1 -( .- )-4- ]-3-{[(2-{[(2- {[(2S)-2-({[2,4- -1,3- -5-
)-3- -3- }-2- -1(2 )-
 (  67)

: 2,4- -1,3- -5- .
 =54%.

1  (400MHz, CDCl3):  1.05 (m, 4H), 1.2 (m, 7 ), 1.35 (m, 2 ), 1.45 (s, 20H), 1.6 (m, 6 ), 2.1 (m, 1H), 2.6
(s, 3 ), 2.7 (m, 7 ), 3.55 (m, 1H), 3.7 (m, 1 ), 3.85-4.15 (m, 9H), 6.35 (d, 1H), 6.5 (bt, 1H), 6.95 (bt, 1H).

40) .- -4-{5-[1-( .- )-4- ]-3-({[2-({(2S)-2-({[3,5- -1 -4-
)-3- -3- }-2- -1(2 )-
 (  68)

: 3,5- -1 -4- .
 =50%.

1  (400MHz, CDCI3):  1.05 (m, 4 ), 1.2 (m, 7H), 1.3 (m, 2H), 1.45 (s, 20H), 1.65 (m, 6 ), 2.1 (m, 1 ). 2.4
(s, 6H), 2.65 (bt, 4H), 3.5 (m, 1H), 3.7 (m, 1H), 3.9 (bs, 2H), 4.05 (m, 6H), 6.4 (bd, 1H), 6.75 (bt, 1H), 7.15 (bs, 1H),
11.8 (bs, 1H).

41) .- -4-{5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(3-
)-2- -1(2 )-

 69)
: 3- .

 =61%.
1  (400MHz, CDCI3):  1.05 (m, 4 ), 1.15 (t, 3 ), 1.2 (m, 4H), 1.35 (m, 2H), 1.45 (m, 20 ), 1.65 (m, 6 ),

2.1 (m, ), 2.75 (bt, 4 ), 3.6 (m, 1H), 3.7 (m, 1H), 3.9-4.15 (m, 9 ), 6.65 (bt, 1H), 6.7 (d, 1H), 7.15 (bt, 1H), 7.45 (q,
1H), 8.15 (dd, 1H), 8.8 (d, 1H), 9.05 (s, 1H).

42) .- -4-{3-{[(2-{[(28)-2-({1,3- -5- )-3- -3- }-2-
}-5-[1-( .- )-4- -1(2 )-

 (  70)
: 1,3- -5- .

 =61%.
1  (400MHz, CDCl3):  1.05 (m, 4H), 1.2 (m, 7H), 1.3 (m, 2H), 1.45 (s, 20 ), 1.65 (m, 6H), 2.1 (m, 1H),

2.65 (bt, 4H), 3.5 (m, 1H), 3.7 (m, 1H), 3.85-4.1 (m, 9H), 6.05 (d, 1H), 6.1 (s, 2H), 6.55 (bt, 1H), 6.85 (d, 1H), 6.9 (bt,
1H), 7.25 (d, 1H), 7.4 (d, 1H).

43) .- -4-{5-[1-( .- )-4- ]-3-{[(2-{[(2S)-2-({2,3- -1.4- -6-
)-3- -3- }-2- -1(2 )-

 (  71)
: 2,3- -1,4- -6- .

 =61%.
1  (400MHz, CDCI3):  1.05 (m, 4H), 1.2 (m, 7H), 1.35 (m, 2H), 1.45 (s, 20H), 1.65 (m, 6 ), 2.1 (m, 1H),

2.65 (bt, 4H), 3.45 (m, 1H), 3.75 (m, 1H), 3.9-4.1 (m, 9H), 4.3 (dd, 4H), 5.95 (bs, 1H), 6.5 (bt, 1H), 6.85 (d. 1H), 6.95
(d, 1H), 7.3 (dd, 1H), 7.35 (d, 1H).

44) .- -4-{3-{[(2-{[(2S)-2-({1- -2- )-3- -3- }-2-
}-5-[1-( .- )-4- -1(2 )-

 (  72)
: -2- .

 =74%.
1  (400MHz, CDCI3):  0.95 (t, 3 ), 1.05 (m, 4H), 1.2 (m, 4H), 1.3 (m, 2H), 1.45 (s, 20H), 1.6 (m, 6 ), 2.1

(m, 1 ), 2.65 (bt, 4H), 3.5 (m, 1H), 3.7 (m, 1H), 3.85 (m, 4H), 4.05 (m, 5H), 6.45 (bt, 2H), 6.9 (bt 1H), 7.5 (m, 2H), 7.9
(d, ), 8.2 (d, 1H), 8.25 (s, 1H).

45) .- -4-{5-[1-( .- )-4- ]-3-{[(2-{[(2S)-2-({[2,5- -3-
)-3- -3- }-2- -1(2 )-

 (  73)
: 2,5- -3- .

 =78%.
1  (400MHz, CDCl3):  1.05 (m, 4H), 1.2 (m, 7H), 1.3 (m, 2H), 1.45 (s, 20 ), 1,6 (m, 6H), 2.1 (m, 1H), 2.25

(s, 3 ), 2.5 (s, 3 ), 2.65 (bt, 4H), 3.45 (m, 1H), 3.75 (m, 1H), 3.85-4.15 (m, 9H), 5.9 (bs, 1H), 6.1 (s, 1H), 6.45 (bt,
1H), 6.85 (bt, 1H).

46) .- -4-{5-[1-( .- )-4- ]-3-{[(2-{[(2S)-2-({[4-
)-3- -3- }-2- -

1(2 )-  (  74)
: 4- .

 =64%.
1  (400MHz5 CDCl3):  1.1 (m, 7 ), 1.15-1.5 (m, 30 ), 1.6 (m, 6H), 1.8 (m, 6H), 2.1 (m, 1H), 2.65 (m, 5 ),

3.45 (m, 1 ), 3.75 (m, 1H), 3.85-4.15 (m, 9H), 5.9 (bs, 1H), 6.45 (bt, 1H), 6.85 (bt, 1H), 7.35 (d, 2H), 7.75 (d, 2H).
47) .- -4-{5-[1-( .- )-4- ]-3-{[(2-{[(2S)-3-({[4- -1-

)-3- }-2- -1(2 )-
 (  75)

: 4- -1- .
 =64%.

1  (400MHz, CDCI3):  0.9 (t, 3 ), 1.05 (m, 4H), 1.2 (m, 4H), 1.35 (m, 2H), 1.45 (s, 20H), 1.6 (m, 6 ), 2.1
(m, 1H), 2.65 (bt, 4H), 3.5 (m, 1H), 3.65 (m, 1H), 3.8 (q, 2H)5 3.85 (bd, 2H), 4.05 (m, 5H), 6.3 (bs, 1H), 6.45 (bt, 1H),
6.8 (bt, 1H), 7.2 (t, 1H), 7.7 (t, 1H), 7.75 (t, 1H), 8.23 (t, 1H), 8.65 (d, 1H).



48) .- -4-[5-[1-( .- )-4- ]-3-{[(2-{[(2S)-3- -2-({[4- -1-
)-3- }-2- -1(2 )-

 (  76)
: 4- -1- .

 =63%.
1  (400MHz, CDCI3):  0.9 (t, 3 ), 1.1 (m, 4H), 1.2 (m, 4H), 1.35 (m, 2H), 1.45 (s, 20H), 1.6 (m, 6 ), 2.1

(m, 1H), 2.65 (bt, 4 ), 3.5 (m, 1 ), 3.6 (m, 1H), 3.8 (q, 2H), 3.85 (bd, 2H), 3.95-4.15 (m, 5H), 6.4 (bt, 2H), 6.8 (bt,
1H), 7.65 (d, 1H), 7.75 (m, 2H), 8.4 (d, 1H), 8.7 (d, 1H).

49) .- -4-{5-[1-( .- )-4- ]-3-{[(2-{[(2S)-2-({[2,3- -1- -5-
)-3- -3- }-2- -1(2 )-
 (  77)

: 2,3- -1- -5- .
 =74%.

1  (400MHz, CDCl3):   1.05 (m, 4H), 1.2 (m, 7H), 1.35 (m, 2H), 1.45 (s, 20 ), 1.6 (m, 6H), 2.1 (m, 1H),
2.65 (bt, 4H), 3.25 (t, 2H), 3.45 (m, 1H), 3.75 (m, 1H), 3.85-4.1 (m, 9H), 4.65 (t, 2H), 5.8 (d, 1H), 6.45 (bt, 1H), 6.8 (d,
2H), 7.6 (d, 1H), 7.65 (s, 1H).

50) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-{[4-(2-
)-2- -1(2 )-

 (  78)
; 4-(2- )- .

 =78%.
1  (400MHz, CDl3):  1.1 (m, 7H), 1.2 (m, 4H), 1.35 (m, 2H), 1.45 (s, 20 ), 1.6 (m, 6H), 2.1 (m, 1H), 2.65

(bq, 4H), 3.5 (m, 1H), 3.75 (m, 1H), 3.9-4.1 (m, 9H), 6.1 (d, 1H), 6.5 (bt, 1H), 6.9 (bt, 1H), 7.1 (t, 1H), 7.4 (dd, 2H), 7.7
(d, 2H), 7.85 (d, 2H).

51) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-{[2-(2-
)-2- -1(2 )-

 (  79)
: 2-(2- )- .

 =63%.
1  (400MHz, CDCl3):  1.05 (m, 4H), 1.2 (m, 7H), 1.3 (m, 2H), 1.45 (s, 20H), 1.65 (m, 6 ), 2.05 (m, 1H),

2.65 (bt, 4H), 3.5 (m, 2H), 3.8-4.1 (m, 9H), 5.3 (d, 1H), 6.25 (bt, 1H), 6.4 (bt, 1H), 7.15 (t, 1H). 7.5 (m, 4H), 7.6 (t, 1H),
8.1 (d, 1H).

52) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-{[4-(2-
)-2- -1(2 )-

 (  80)
: 4-(2- )- .

 =62%.
1  (400MHz, CDCl3):  1.1 (m, 7H), 1.2 (m, 4H), 1.35 (m, 2H), 1.45 (s, 20H), 1.65 (m, 6 ), 2.1 (m, 1H),

2.65 (bt, 4 ), 3.5 (m, 1 ), 3.75 (m, 1H), 3.85-4.1 (m, 9H), 6.05 (bs, 1H), 6.5 (bt, 1H), 6.55 (d, 1H), 7.5 (s, 1H), 7.75 (d,
2H), 7.8 (d, 2H).

53) .- -4-{3-{[(2-{[(2S)-2-({1- -2- )-3- -3- }-2-
}-5-[1-( .- )-4- -1(2 )-

 (  81)
: 1- -2- .

 =52%.
1  (400MHz, CDCl3):  1.1 (m, 7H), 1.2 (m, 4H), 1.3 (m, 2H), 1.45 (s, 20 ), 1.6 (m, 6H), 2.1 (m, 1H), 2.65

(bt, 4H), 3.65 (m, 1H), 3.75 (m, 1H), 3.9-4.15 (m, 8H), 4.25 (m, 1H), 6.45 (bt, 1H), 6.9 (bt, 1H), 7.35 (m, 2H), 7.48 (t,
1H), 7.65 (d, 1H), 7.7 (d, 1H).

54) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(2-
)-2- -1(2 )-

 (  82)
: 2- .

 =61%.
1  (400MHz, CDCI3):  1.05 (m, 4 ), 1.1 (t, 3 ), 1.2 (m, 4H), 1.3 (m, 2 ), 1.45 (s, 20H), 1.6 (m, 6 ), 2.05

(m, ), 2.65 (bt, 4H), 3.4 (m, 1H), 3.5 (m, 1H), 3.75-4.1 (m, 9H), 4.4 (q, 2H), 5.7 (bs, 1H), 6.4 (bt, 1H), 6.7 (bt, 1H),
7.5 (m, 3H), 7.8 (m, 4H).

55) .- -4-{5-[1-( .- )-4- ]-3-{[(2-{[(2S)-2-({[2,3- -1 -5-
)-3- -3- }-2- -1(2 )-
 (  83)

: 5- .
 =62%.

1  (400MHz, CDCI3):  1.05 (m, 4 ), 1.1 (t, 3 ), 1.2 (m, 4H), 1.35 (m, 2H), 1.45 (s, 20H), 1.6 (m, 6 ), 2.05
(m, 1 ), 2.1 (t, 2H), 2.65 (bt, 4H), 2.95 (t, 4H), 3.45 (m, 1H), 3.75 (m, 1H), 3.85-4.1 (m, 9H), 5.85 (d, 1H), 6.45 (bt,
1H), 6.8 (bt, 1H), 7.3 (d, 1H), 7.6 (d, 1H), 7.65 (s, 1H).

56) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-{[(5- -2-
)-2- -1(2 )-

 84)
: 5- -2- .

 =60%.
1  (400MHz, CDCl3):   1.05 (m, 4 ), 1.15 (t,  3 ), 1.2 (m, 4 ), 1.35 (m, 2 ), 1.45 (s, 20 ), 1.6 (m, 6 ),



2.05 (m, 1H), 2.65 (bt, 4H), 3.55 (m, 1H), 3.8 (m, 1H), 3.9-4.15 (m, 9H), 6.4 (bt, 1H), 6.8 (bt, 1H). 7.25 (d, 1H), 7.4 (m,
3H), 7.55 (m, 3H).

57) .- -4-[5-[1-( .- )-4- ]-3-({[2-({(2S)-3- -3- -2-[(5,6,7,8-
-2- )-2- -1(2 )-

 (  85)
: 5,6,7,8- -2- .

 =12%.
1  (400MHz, CDCl3):  1.05 (m, 4H), 1.1 (t, 3 ), 1.2 (m, 4H), 1.3 (m, 2H), 1.45 (s, 20 ), 1.6 (m, 6H), 1.8

(bs, 4H), 2.1 (m, 1H), 2.65 (bt, 4H), 2.8 (bs, 4H), 3.45 (m, 1H), 3.75 (m, 1H), 3.85-4.15 (m, 9H), 5.9 (bs, 1H), 6.5 (ht,
1H), 6.85 (bt, 1H), 7.2 (d, 1H), 7.49 (d, 1H), 7.65 (s, 1H).

58) .- -4-[(10S,13 )-3-{2-[1-( .- )-4- }-10-( )-
4,7,12,12- -12 6 -5,8,11- -13- -1- -1(2 )-  (
86)

: ( )-1- .
 =21%.

1  (400MHz, CDCl3):  0.9 (t, 3 ), 1.05 (m, 4 ), 1.2 (m, 4 ), 1.27 (t, 3 ), 1.30 (m, 2H), 1.45 (s, 20 ), 1.6
(m, 6 ), 2.05 (m, 1H), 2.2 (q, 2H), 2.65 (bt, 4H), 3.45 (m, 1H), 3.75 (m, 1H), 3.85-4.10 (m, 7H), 4.2 (q, 2H), 5.65 (d,
1H), 6.15 (d, 1H), 6.45 (bt, 1H), 6.75 (dt, 1H), 6.8 (bt, 1H).

59) .- -4-[5-[1-( .- )-4- ]-3-({[3-({(3S)-3- -2-[(2-
]-3- )-3- -1(2 )-

 (  87)
:  38  2- .

 =76%.
1  (400MHz, CDCI3):  0.95 (t, 3 ), 1.05 (m, 4 ), 1.2 (m, 4 ), 1.30 (m, 2 ), 1.45 (s, 20 ), 1.6 (m, 6 ), 2.0

(m, 1H), 2.4 (m, 2H), 2.65 (bq, 4H), 3.45 (m, 1H), 3.55 (m, 2H), 3.7 (m, 1H), 3.85 (q, 2H), 4.0 (bs, 4H), 4.1 (bs, 1H),
6.0 (bd, 1H), 6.75 (m, 2H), 7.65 (m, 2H), 7.8 (d, 1H), 7.9 (d, 1H), 7.95 (d,2H),8.4(s, 1H).

60) .- -4-[5-[1-( .- )-4- ]-3-({[3-({(3S)-3- -3- -2-
[( )-3- -1(2 )-

 (  88)
:  38  2- .

 =76%.
1  (400MHz, CDCl3):  1.05 (m, 4 ), 1.1 (t, 3 ), 1.2 (m, 4H), 1.30 (m, 2 ), 1.45 (s, 20H), 1.6 (m, 6 ), 2.0

(m, 1 ), 2.4 (t, 2H), 2.65 (bt, 4H), 3.4 (m, 1H), 3.55 (m, 2H), 3.7 (m, 1H), 4.0 (q, 2H), 4.05 (bs, 4H), 5.9 (d, ), 6.5 (m,
2H), 7.5 (t, 2H), 7.6 (d, 1H), 7.85 (d, 1H).

61) .- -4-[(10S)-3-{2-[1-( .- )-4- }-13-(7,7- -2-
[2.2.1] -1- )-10-( )-4,7,12,12- -12 6 -5,8,11- -1-
-1(2 )-  (  89)

,  29, -(2S)-3- -2-({[(7,7-
-2- -[2.2 1] -1-  4.
 =78%.

1  (400MHz, CDCl3):  0.90 (s, 3 ), 1.00 (s, 3 ), 1.05 (m, 4H), 1.20 (m, 4 ), 1.30 (t, 5 ), 1.45 (s, 20 ),
1.55 (m, 6 ), 1.95 (t, 3 ), 2.05 (m, 2 ), 2.15 (t, 1H), 2.20 (m, 1 ), 2.40 (m, 1H), 2.65 (bt, 4H), 3.00 (d, 1H), 3.50 (m,
2H), 3.80 (m, 1H), 3.95 (dq, 2H), 4.05 (bs, 4H), 4.20, (q, 2H), 4.30 (m, 1H), 6.40 (t, 1H), 6.50 (d, 1H), 6.70 (t, 1H).

62) (2R)-3-({2-[(4-[1-( .- )-4- ]-2-{2-[1-( .- )-4-
)-2-[(2- )  (  90).

 (3,3 , 24,2 )  2-[(4-[1-( .-
)-4- ]-2-{2-[1-( .- )-4-

 (  4) (10,8 , 20 )  200  THF ( )  N-  (5 , 49,5 ).
.  20-  (2R)-3- -2-[(2-

 (8 , 25 )  (80 ),  0° . 
 0~5° ,  18

. ,  2 IN . 
. , ,

, 
,  10:0,5:0,5),  8,3

.
 =51%.

1  (400MHz, CDCl3):  1.0 (m, 4H), 1.15 (m, 4H), 1.25 (m, 2H), 1.4 (s, 20H), 1.55 (bd, 6 ), 2.1 (m, 1H), 2.6
(bq, 4H), 3.6 (m, 1H), 3.75 (m, 1H), 3.8-4.1 (m, 7H), 6.6 (d, 1H), 6.95 (bt, 1H), 7.25 (bt, 1H), 7.6 (m, 2H), 7.85 (t, 2H),
7.95 (t, 2H), 8.45 (s, 1H).

D.  Ib 2:  IV 
 V

63) .- -4-[5-[1-( .- )-4- ]-3-({[2-({3- -2-[(2- ]-
3- )-2- -1- -1(2 )-  (
91)

-3-[(2- -2- ]-2-[(2-  (1,7 ,
)  (0,8 , 6,2 )  4-[1-( .-

)-4- ]-2-{2-[1-(1 )-4-  ( . -1) (1,55 , 3 )
 50 . ,  3 , . 

, , , 



 (  20:1),  1,2
.

 =44%.
1  (400MHz, CDCI3):  0.95 (m, 3 ), 1.00 (m,4H), 1.20 (m, 4H), 1.40 (m, 2H), 1.47 (s, 20H), 1.60(m, 6H),

2.05 (m, 1H), 2.60 (bd, 4H), 3.50 (m, 1H), 3.58 (m, 1H), 3.65 (m, 1H), 3.80 (m, 2H), 3.99 (m, 4H), 5.45 (m, 1H), 5.75
(dd, 1H), 6.40 (dt, 1H), 6.85 (dd, 1H), 7.35 (m, 5H), 7.52 (m, 2H), 7.75 (d, 1H). 7.95 (m, 3H), 8.37 (d, 1H).

:
64) .- -4-[5-[1-( .- )-4- ]-3-({[2-({3- -2-[(2- ]-

3- )-1- -2- ) -1(2 )-  (
92)

: -3-[(2- ]-2-[(2- ]
.

 =71%.
1  (400MHz, CDCI3):  0.95 (t, 3 ), 1.05 (m, 4H), 1.20 (m, 4H), 1.30 (d, 5H), 1.45 (s, 20 ), 1.60 (m, 6H),

2.00 (m, 1H), 2.65 (bs, 4H), 3.50 (m, 1H), 3.70 (m, 1H), 3.88 (m, 2H), 4.08 (m, 4H), 4.50 (m, 1H), 6.10 (bd, 1H), 6.30
(d, ), 6.90 (t, 1H), 7.65 (m, 2H), 7.80 (d, 1H), 7.90 (d, 1H), 8.00 (d, 2H),8.40(s, 1H)

 1
-3-( 1,3- -5- )-3-{[2-({4-(4- )-2-[2-(4-

RL42725)
.- -4-{3-{[1-(1,3- -5- )-3- -3- }-2- ] }-5-[1-

.- )-4- } -1(2 )-  (  9) (3,3 ,
4,35 )  5 ,  10  4N . 

 20 , 
. , 

. , 
150 , , ,  2,4

.
 =87%.

MS (ES): m/z 559 ( )+.
1  (400MHz, CD3OD):  1.1 (m, 7H), 1.25 (m, 6H), 1.45 (m, 4H), 1.75 (m, 4H), 2.15 (m, 1 ), 2.75 (m, 6H),

3.2 (m, 4H), 3.62 (m, 2H), 4.0 (q, 2H), 5.12 (q, 1H), 6.0 (s, 2H), 6.8 (dd, 2H), 6.95 (s, 1H), 8.1 (t, 1H), 8.45 (d, 1H), 8.8
(bs, 2H), 9.1 (bs, 2H).

,  1, :
 2

-3-[3-(2- -2- ]-3-{[2-({4-(4- )-2-[2-(4-
 (CRL42640)

:  13.
 =92%.

1  (400MHz, CD3OD):  1.3 (t, 3 ), 1.45 (m, 13 ), 1.7 (m, 4H)51.95 (m, 4H), 2.35 (m, 1H), 3.0 (m, 6H), 3.4
(m, 4H), 3.75 (s, 2H), 3.95 (s, 2H), 4.18 (q, 2H), 4.35 (q, 2H), 4.8 (s, 2H), 5.42 (t, 1H), 6.92 (d, 1H), 7.05 (m, 2H), 7.35
(t, 1H).

-3-[3-(3- )]-3-{[2-({4-(4- )-2-[2-(4-
 (CRL42661)

:  14.
 =93%.

1  (400MHz, CD3OD):  1.3 (t, 3 ), 1.5 (m, 17 ), 2.0 (m, 4 ), 2.33 (m, ), 3.0 (m, 6H), 3.4 (m, 4 ), 3.9 (s,
), 3.98 (s, 2 ), 4.2 (m, 2 ), 5.42 (t, 1 ), 6.95 (m, 2H), 7.05 (bs, 2H), 7.32 (t, 1H).

 4
-(2S)-2-[(2- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42968)
:  41.

 =100%.
[ ]D-16,5 ( =0,97, 2 ).
MS (ES): m/2 644 ( )+.
1  (400MHz, DMSO-d6):  0.85 (t, 3 ), 1.1 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H),

2.75 (bq, 4H), 3.2 (m, 5H), 3.3 (m, 1H), 3.6 (m, 4H), 3.95 (m, 1H), 7.7 (m, 2H), 7.8 (d, 1H), 8.0~8.2 (m, 5H), 8.4 (s,
1H), 8.55 (d, 1H), 8.85 (bd, 2H), 9.1 (bd, 2H).

 5
 3-(1,3- -5- )-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42630)
 (23,8 ) .- -4-{3-{[1-(1,3- -5-

)-3- -3- }-2- }-5-[1-( .- )-4-
-1(2 )-  (  9) (7,6 , 10 )  80

 20 .  4 .
,  2, . 

. ,  6,3 .
 10 ,  50  3N 

.  30 .
.  (  200 ), 



,  4,7 .
 =78%.

MS(ES):m/z531(M+H)+.
1  (400MHz, CD3OD):  1.5 (m, 12 ), 1.95 (m, 4H), 2.25 (m, 1H), 2.75 (bs, 2H), 2.9 (m, 4H), 3.3 (m, 4H),

3.85 (s, 2H), 5.29 (bs, 1H), 5.95 (s, 2H), 6.8 (d, 2H), 6.85 (m, 3 ).
,  5, :

 6
 3-(4- )-3-{[2-({4-(4- )2-[2-(4- ]

 (CRL42548)
:  10.

 =98%.
MS- : m/z 529 ( )+.
1  (400MHz, CD3OD):  1.5 (m, 16 ), 1.65 (m, 4H), 1.95 (m, 5H), 2.35 (m, 1H), 3.0 (m, 6H), 3.4 (m, 4H),

3.95 (m, 2H), 5.4 (t, 1H), 7.25 (d, 2H), 7.38 (d, 2H).
 7

 3-(4- )-3-{[2-({4-(4- )-2-[2-(4- ]
 (CRL42549)

:  11.
 =98%.

MS- : m/z 517(M+H)+.
1  (400MHz, CD3OD):  1.5 (m, 14 ), 1.95 (m, 4H), 2.16 (m, 1H), 2.9 (dq, 2H), 3.0 (m, 4H), 3.4 (m, 4H),

3.85 (s, 3 ), 3.95 (s, 2H), 5.35 (t, 1H), 6.92 (d, 2H), 7.35 (d, 2H).
 8

 3-(3,4- )-3-{[2-({4-(4- )-2-[2-(4- ]
 (CRL42590)

:  12.
 =80%.

MS-Cl:m/z 547(M+H)+.
1  (400MHz, CD3OD):  1.15-1.65 (m, 14 ), 1.8 (m, 4H), 2.25 (m, 1H), 2.85 (m, 6H), 3.3 (bs, 4H), 3.78 (s,

3H), 3.8 (s, 3H), 3.85 (m, 2H), 5.25 (t, 1H), 6.85 (d, 2H), 6.95 (d, 1H).
 9

 3-[(3- ]-3-{[2-({4-(4- )-2-[2-(4- )
 (CRL42639)

:  13.
 =79%.

1  (400MHz, CD3OD):  1.2-1.65 (m, 14 ), 1.85 (m, 4 ), 2.25 (m, 1H), 2.7-3.0 (m, 6H), 3.3 (bs, 4H), 3.78
(d, 2H), 4.68 (s, 2H), 5.3 (t, 1H), 6.82 (d, 1H), 6.95 (m, 2H), 7.25 (t, 1H).

 10
 3-(3- )-3-{[2-({4-(4- )-2-[2-(4- ]

 (CRL42660)
:  14.

 =81%.
MS(ES):m/2 517(M+H)+.
1  (400MHz, CD3OD):  1.4 (m, 8H), 1.55 (m, 2 ), 1.68 (m, 4H), 1.95 (bs, 4H), 2.3 (m, 1H), 2.9 (dd, 2H),

3.0 (m, 4H), 3.4 (m, 4H), 3.86 (s, 3H), 3.95 (s, 2H), 5.4 (m, 1H), 6.9 (m, 1H), 7.0 (m, 2H), 7.3 (t, 1H).
 11

 3-(2,3- -1,4- -6- )-3-{[2-({4-(4- )-2-[2-(4-
 (CRL42718)

:  15.
 =84%.

MS (ES): m/z 545 ( )+.
1  (400MHz, DMSO-d6+D2O):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (m, 4H), 2.15 (m, 1H), 2.6 (t,

2H), 2.75 (m, 4H), 3.15 (bd, 4H), 3.7 (s, 2H), 4.05 (s, 4H), 5.05 (m, 1H), 6.72 (s, 1H), 6.78 (d, 2H).
 12

 3-(3- )-3-{[2-({4-(4- )-2-[2-(4- }
 (CRL42722)

:  16.
 =95%.

MS (ES): m/z 488 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.65 (m, 4H), 2.15 (m, 1H), 2.85 (m, 4H),

2.9 (bd, 2H), 3.15 (m, 4H), 3.7 (m, 2H), 5.25 (m, 1H), 8.1 (bs, 1H), 8.25 (bs, 2H), 8.65 (d, 1H), 8.85 (bs, 1H), 8.95 (m,
4H), 9.2 (bs, 2H).

 13
 3-{[2-({4-(4- )-2-[2-(4- ] 

 (CRL43040)
:  17.

 =100%.
MS(ES):m/z411(M+H)+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6 ), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, ), 2.35 (t, 2H),

2.75 (bq, 4H), 3.15 (bd, 4H), 3.25 (q, 2H), 3.65 (d, 2H), 7.9 (t, 1H), 8.15 (t, 1H), 8.85 (bq,2H), 9.15 (bd,2H).



 14
 3-{[2-({4-(4- )-2-[2-(4- ] 

 (CRL43041)
:  18.

 =100%.
MS (ES): m/z 425 ( )+.
1  (400MHz, DMSO-d6):  1.1 (d, 3 ), 1.15 (m, 4H), 1.3 (m, 6H), 1.4 (m, 4 ), 1.7 (bd, 4 ), 2.15 (m, 1H),

2.25 (q, 1H), 2.45 (q, 1H), 2.75 (bq, 4H), 3.15 (bd, 4H), 3.6 (m, 2H), 4.05 (m, 1H), 7.85 (d, 1H), 8.1 (t, 1H), 8.8 (bq,
2H), 9.1 (bd, 2H).

 15
 5- -3-{[2-({4-(4- )-2-[2-(4- )

 (CRL43042)
:  19.

 =100%.
MS(ES):m/z515(M+H)+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.75 (m, 6H), 2.2 (m, 1H), 2.4 (m, 2 ),

2.5 (m, 1 ), 2.65 (m, 1H), 2.75 (bq, 4H), 3.15 (bd, 4H), 3.7 (bq, 2H), 4.05 (m, 1H), 7.2 (m, 3H), 7.25 (t, 2H), 7.95 (d,
1H), 8.2 (t, 1H), 8.8 (bs, 2H), 9.15 (bd, 2H).

 16
 (3S)-4-(1- )-4- -3-{[2-({4-(4- )-2-[2-(4-

 (CRL42592)
:  20.

 =94%.
MS (ES): m/z 588 ( )+.
1  (400MHz, CD3OD):  1.25 (m, 10 ), 1.5 (m, 4H), 1.6 (s, 6H), 1.82 (bd, 4H), 1.9 (bs, 9H), 2.2 (m, 1H),

2.6 (m, 2H), 2.86 (bt, 4H), 3.25 (bd, 4H), 3.7 (d, 2H), 4.5 (t, 1H).
 17

 (3S)-4-{[2-(1 -4- }-4- -3-{[2-({4-(4- )-2-[2-(4-
} }  (CRL42678)

:  21.
 =100%.

MS (ES): m/z 597 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (m, 4H), 2.2 (m, 1H), 2.55 (m, 2H),

2.75 (m, 6H), 3.15 (m, 4H), 3.35 (m, 2H), 3.75 (bs, 2H), 4.6 (m, 1H), 6.98 (t, 1H), 7.08 (t, 1H), 7.16 (s, 1H), 7.35 (m,
1H), 7.55 (d, 1H), 8.1 (d, 1H), 8.2 (bs, 2H), 8.9 (bs, 2H), 9.2 (bs, 2H), 10.9(bs, 1H).

 18
 (3S)-4-[(4- ]-4- -3-{[2-({4-(4- )-2-[2-(4-

}  (CRL42694)
:  22.

 =97%.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.8 (bd, 4H), 2.15 (m, 1H), 2.5 (m, 2H).

2.65 (t, 2H), 2.75 (bd, 4H), 3.15 (bd, 6H), 3.7 (s, 5H), 4.55 (m, 1H), 6.85 (d, 2H), 7.15 (d, 2H), 8.1 (d, 1H), 8.15 (m,
2H), 8.95 (bd, 2H), 9.2 (bd, 2H).

 19
 (3S)-4-(3- )-4- -3-{[2-({4-(4- )-2-[2-(4-

}  (CRL42719)
:  23.

 =100%.
MS (ES): m/z 572 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.4 (m, 4H), 1.7 (m, 6H), 2.15 (m, 1H), 2.55 (m, 4H),

2.75 (bd, 4H), 3.05 (m, 2H), 3.2 (bd, 4H), 3.7 (d, 2H), 4.55 (m, 1H), 7.2 (m, 5H), 8.15 (m, 3H), 8.9 (bs, 2H), 9.15 (bs,
2H).

 20
 (3S)-4-[(1,3- -5- ]-4- -3-{[2-({4-(4- )-2-[2-(4- ]-

 (CRL42720)
:  24.

 =90%.
MS (ES): m/z 588 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.4 (m, 4H), 1.7 (m, 4H), 2.15 (m, 1H), 2.55 (bs, 2H),

2.75 (bd, 4H), 3.15 (d, 4H), 3.7 (d, 2H), 4.15 (d, 2H), 4.6 (m, 1H), 5.95 (s, 2H)5 6.7 (d, 1H), 6.8 (s, 1H), 6.81 (d, 1H),
8.2 (m, 2H), 8.55 (t, 1H), 8.9 (bs, 2H), 9.15 (bs, 2H).

 21
 (3S)-4-[(3- ]-4- -3-{[2-({4-(4- )-2-[2-(4-

 (CRL42721)
:  25.

 =100%.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.4 (m, 4H), 1.7 (m, 4H), 2.15 (m, 1H), 2.5 (m, 4H),

2.7 (m, 6H), 3.15 (m, 6H), 3.7 (s, 5H), 4.55 (m, 1H), 6.75 (s, 3H), 7.15 (t, 1H), 8.1 (d, 1H), 8.2 (bs, 2H), 8.9 (bs, 2H),
9.15 (bs, 2H).

 22



 (3S)-4-[(2- -1,1- ]-4- -3-{[2-({4-(4- )-2-[2-(4-
 (CRL42726)

:  26.
 =100%.

MS (ES): m/z 526 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 7H), 1.25 (m, 7H), 1.4 (m, 4H), 1.7 (m, 4H), 2.15 (m, 1H), 2.5 (m, 2H),

2.6 (m, 1H), 2.7 (bd, 4H), 3.1 (bd, 4H), 3.3 (q, 1H), 3.7 (bs, 2H), 4.05 (m, 1H), 4.45 (m, 1H), 4.65 (m, 1H), 8.05-8.5
(m, 3H), 8.9 (bs, 2H), 9.15 (bs, 2H).

 23
 (3S)-4-[(1- )-2- ]-4- -3-{[2-({4-(4- )-2-[2-(4-

 (CRL42727)
:  27.

 =89%.
MS (ES): m/z 552 ( )+.
1  (400MHz, DMSO-d6):  0.8 (m, 9H), 1.15 (m, 11H), 1.25 (m, 4H), 1.85 (m, 6H), 2.15 (m, 1H), 2.6 (m,

1H), 2.75 (m, 4H), 3.15 (m, 4H), 3.4 (m, 4H), 3.7 (m, 2H), 4.55 (m, 1H), 7.3 (d, 1H), 8.3 (m, 2H), 8.95 (bs, 2H), 9.2
(bs, 2H).

 24
 (2S)-2-{[( }-3-{[2-({4-(4- )-2-{2-(4-

 (CRL42717)
:  29.

 =97%.
[ ]D-8(C=2,2,H2O).
MS (ES): m/z 560 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (m, 4H), 2.15 (m, 1H), 2.8 (bd, 4H),

3.2 (bd, 4H), 3.3 (m, 1H), 3.5 (m, 1H), 3.7 (m, 2H), 4.1 (q, 1H), 5.05 (s, 2H), 7.35 (m, 4H), 7.55 (d, 1H), 8.05 (s, 1H),
8.15 (s, 1H), 8.9 (bs, 2H), 9.2 (bs, 2H).

 25
 2-[(1,3- -5- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42731)
:  40.

 =100%.
MS (ES): m/z 574 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.75 (m, 4H), 2.2 (m, 1H), 2.75 (m,

4H), 3.2 (bd, 4H), 3.48 (m, 1H), 3.65 (m, 3H), 4.45 (m, 1H), 6.1 (s, 1H), 7.0 (d, 1H), 7.5 (s, 1H), 7.55 (d, 1H), 8.25 (bd,
2H), 8.65 (d, 1H), 8.95 (bs, 2H), 9.2 (bs, 2H).

 26
 2-[( ]-3-{[2-({4-(4- )-2-[2-(4- )

 (CRL42724)
:  39.

 =95%.
MS- : m/z 566 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H)51.75 (m, 4H), 2.2 (m, 1H), 2.75 (m,

4H), 3.15 (bd, 4H), 3.25 (m, 1H), 3.5 (m, 2H), 3.8 (m, 1H), 7.6 (m, 3H), 7.8 (m, 2H), 8.05 (bd, 2H), 8.25 (d, 1H), 9.0
(bd, 2H), 9.25 (bd, 2H).

 27
 (2S)-2-[(2- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42796)
:  41.

 =91%.
[ ]D-10,l (  = 0,86, 20).
MS(ES):m/z616(M + H)+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.7 (m, 4H), 2.15 (m, 1H), 2.75 (bd, 4H),

3.2 (bd, 5H), 3.4 (m, 1H), 3.55 (dq, 2H), 3.95 (q, 1H), 7.7 (m, 2H), 7.8 (d, 1H), 8.0 (m, 3H), 8.15 (dd, 2H), 8.35 (d, 1H),
8.4 (s, 1H), 8.7 (bs, 2H), 8.95 (bd, 2H).

 28
 2-{[(4- }-3-{[2-({4-(4- )-2-[2-(4- }
}  (CRL42811)

:  42.
 =94%.

MS (ES): m/z 608 ( )+.
1  (400MHz, DMSO-d6):  0.85 (t, 3 ), 1.15 (m, 4H), 1.25 (m, 6H), 1.35 (m, 4H), 1.6 (q, 2H), 1.7 (m, 4H),

2.1(m, 1H), 2.65 (t, 2H), 2.75 (m, 4H), 3.15 (m, 4H), 3.25 (m, 1H), 3.5 (m, 2H), 3.8 (m, 1H), 7.35 (d, 2H), 7.65 (d, 2H),
8.0 (t, 1H), 8.05 (m, 1H), 8.1 (d, 1H), 8.8 (bd, 2H), 9.05(bd, 2H).

 29
 (3S)-4- -4-(4- )-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42591)
:  28.

 =89%.
MS(ES):m/z612(M+H)+.



1  (400MHz, CD3OD):  1.3-1.6 (m, 12 ), 1.9 (m, 6 ), 2.26 (m, 1H), 2.55 (m, 4H), 2.92 (m, 6 ), 3.45 (m,
), 3.85 (bd, 2 ), 4 (bt, 1H), 4.4 (bd, 1 ), 5.2 (bs, 1H), 7.15 (m, 3H), 7.25 (t, 2H).

 30
 2-[([1,1- ]-4- ]-3-{[2-({4-(4- )-2-[2-(4-

} }  (CRL42913)
:  43.

 =96%.
MS (ES): m/z 642 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.30 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.20 (bd, 5H), 3.40 (m, 1H), 3.60 (dq, 2H), 3.9 (m, 1H), 7.45 (t, 1H), 7.5 (t, 2H), 7.75 (d, 2H), 7.85 (s, 4H), 8.05
(bs, 2H), 8.3 (d, 1H), 8.9 (bq, 2H), 9.15 (bd, 2H).

 31
2-[(1- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42914)
:  44.

 =96%.
MS(ES):m/z616(M+H)+.
1  (400MHz, DMSO-d6):  1.05 (m, 4H), 1.2 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.1 (m, 1H), 2.75 (bq, 4H),

3.15 (bd, 5H), 3.3 (m, 1H), 3.45 (dq, 2H), 3.85 (q, 1H), 7.65 (m, 3H), 7.95 (m, 2H), 8.05 (d, 1H), 8.1 (d, 1H), 8.2 (d,
1H), 8.5 (d, 1H), 8.65 (d, 1H), 8.75 (bs, 2H), 9.0 (bd, 2H).

 32
2-({[4-( )-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42969)
:  45,

 =91%.
MS (ES): m/z 644 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.1 (m, 1H), 2.7 (bq, 4H),

3.15 (bd, 5H), 3.25 (s, ), 3.35 (m, 1H), 3.55 (dq, 2H), 3.9 (m, 1H), 7.95-8.1 (m, 6H), 8.55 (d, 1H), 8.8 (bq, 2H), 9.05
(bd, 2H).

 33
 2-[(2- ]-3-{[2-({4-(4- )-2-[2-(4- )

 (CRL42985)
:  46.

 =97%.
MS (ES): m/z 572 ( )+.
1  (400MHz, DMSO-d6):  1.05 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.7 (bq, 4H),

3.15 (bd, 5H), 3.35 (m, 1H), 3.55 (dq, 2H), 3.85 (q, 1H)S 7.15 (dd, 1H), 7.5 (t, 1H), 7.9 (t, 1H), 8.0 (t, 1H), 8.05 (t, 1H),
8.4 (d, 1H), 8.8 (bq, 2H), 9.1 (bd, 2H).

 34
 2-{[(4- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42986) :  47.
 =92%.

MS (ES): m/z 600 ( )+.
1  (400MHz, DMSO-de):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.1 (m, 1H), 2.7 (bq, 4H),

3.15 (bd, 5H), 3.3 (m, 1H), 3.55 (dq, 2H), 3.8 (q, 1H), 7.6 (d, 2H), 7.75 (d, 2H), 8.05 (m, 2H), 8.35 (d, 1H), 8.85 (bq,
2H), 9.1 (bd, 2H).

 35
 2-{[(4- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42999)
:  48.

 =97%.
MS (ES): m/z 584 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.2 (bd, 5H), 3.35 (m, 1H), 3.6 (dq, 2H), 3.85 (m, 1H), 7.4 (t, 2H), 7.85 (dd, 2H), 8.05 (m, 2H), 8.30 (d, 1H), 8.8
(bq, 2H), 9.1 (bd, 2H).

 36
 (2S)-2-{[(6- -2- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43000)
:  49.

 =90%.
[ ]D-10(C=1, H2O).
MS (ES): m/z 646 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H),

3.2 (bd, 5H), 3.35 (m, 1H), 3.6 (dq, 2H), 3.85 (m, 1H), 3.9 (s, 3H), 7.3 (d, 1H), 7.45 (s, 1H), 7.75 (d, 1H). 8.0 (d, 1H),
8.05 (m, 3H), 8.25(d, 1H), 8.3 (s, 1H), 8.8(bq, 2H), 9.1(bd, 2H).

 37
 2-[( ]-3-{[2-({4-(4- )-2-[2-(4- )

 (CRL43031)
:  50.

 =98%.



MS (ES): m/z 608 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.25 (s, 3H),

2.55 (s, 6H), 2.75 (bq, 4H), 3.2 (bd, 5H), 3.35 (m, 1H), 3.55 (dq, 2H), 3.8 (q, 1H), 7.0 (s, 2H), 8.0 (m, 3H), 8.85 (bq,
2H), 9.15 (bd, 2H).

48
 38

 (2S)-2-[( ]-3-{[2-({4-(4- )-2-[2-(4- }
 (CRL43032)

:  51.
 =90%.

[a]D-10,5(C=1,H2O).
MS (ES): m/z 546 ( )+.
1  (400MHz, DMSO-d6):  0.9 (t, 3 ), 1.15 (m, 4H), 1.25-1.5 (m, 12 ), 1.6-1.75 (m, 6H), 2.15 (m, 1H), 2.75

(bq, 4H), 3.0 (m, 2H), 3.15 (bd, 4H), 3.25 (m, 1H), 3.45 (m, 1H), 3.7 (dq, 2H), 3.95 (m, 1H), 7.6 (d, 1H), 8.05 (t, 1H),
8.15 (t, 1H), 8.85 (bq, 2H), 9.1 (bd, 2H).

 39
 2-{[(4- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43033)
:  52.

 =87%.
MS (ES): m/z 580 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.4 (s, 3H),

2.75 (bq, 4H), 3.15 (bd, 5H), 3.35 (m, 1H), 3.55 (dq, 2H), 3.8 (q, 1H), 7.35 (d, 2H), 7.7 (d, 2H), 8.0 (t. 1H), 8.05 (t, 1H),
8.1 (d, 1H), 8.8 (bq, 2H), 9.1 (bd, 2H).

 40
 2-{[(3- }-3-{[2-({4-(4- )-2-[2-(4- ] }
}  (CRL43043)

:  53.
 =99%.

MS (ES): m/z 580 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.1 (m, 1H), 2.35 (s, 3H),

2.7 (bq, 4H), 3.15 (bd, 5H), 3.3 (m, 1H), 3.5 (dq, 2H), 3.8 (m, 1H), 7.4 (m, 2H), 7.55 (m, 2H), 8.0 (m, 2H), 8.15 (d, 1H),
8.8 (bq, 2H), 9.1 (bd, 2H).

 41
 2-[( ]-3-{[2-({4-(4- )-2-[2-(4- )

 (CRL43055)
:  54.

 =99%.
MS (ES): m/z 580 (M+H)+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.15 (bd, 4H), 3.35 (m, 1H), 3.45 (m, 1H), 3.7 (d, 2H), 3.95 (m, 1H), 4.35 (s, 2H), 7.35 (m, 5H), 7.6 (d, 1H), 8.1 (t,
1H), 8.15 (t, 1H), 8.85 (bq, 2H), 9.1 (bd, 2H).

 42
 2-({[( )-2- )-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43057)
:  55.

 =100%.
MS (ES): m/z 592 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.15 (bd, 4H), 3.3 (m, 1H), 3.45 (m, 1H), 3.65 (m, 2H), 3.9 (m, 1H), 7.15 (d, 1H), 7.35 (d, 1H), 7.45 (m, 3H), 7.7
(m, 2H), 7.9 (d, 1H), 8.1 (m, 2H), 8.9 (bq, 2H), 9.15 (bd, 2H).

 43
 2-[(2- ]-3-{[2-({4-(4- )-2-[2-(4- }
}  (CRL43056)

:  56.
 =96%.

MS (ES): m/z 594 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq.

4H). 2.95 (m, 1H), 3.1 (m, 1H), 3.15 (bd, 5H), 3.3 (m, 2H), 3.5 (m, 1H), 3.7 (m, 2H), 4.05 (m, 1H), 7.3 (m. 5H). 7.8 (d,
1H), 8.1 (m, 2H), 8.9 (bq, 2H), 9.15 (bd, 2H).

 44
 2-({[3-( )-3-{[2-({4-(4- )-2-[2-(4-



 (CRL43058)
:  57.

 =93%.
MS (ES): m/z 634 ( )+.
1  (400MHz, DMSO):  1.15 (m, 4H), 1.3 (m, 6H), 1.4 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H),

3.2 (bd, 5H), 3.4 (m, 1H), 3.6 (dq, 2H), 3.95 (m, 1H), 7.85 (t, 1H), 8.0 (d, 1H), 8.05 (m, 4H), 8.6 (t, 1H), 8.85 (bq, 2H),
9.1 (bd, 2H).

 45
 2-{[(3- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43059)
:  58.

 =90%.
MS (ES): m/z 611 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.2 (bd, 5H), 3.35 (m, 1H), 3.6 (dq, 2H), 3.9 (m, 1H), 7.9 (t, 1H), 8.1 (m, 2H), 8.2 (d, 1H), 8.45 (dd, 1H), 8.55 (s,
1H), 8.75 (d, 1H), 8.85 (bq, 2H), 9.1 (bd, 2H).

 46
 2-{[(4- }-3-{[2:({4-(4- )-2-[2-(4-

}  (CRL43060)
:  59.

 =95%.
MS (ES): m/z 596 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.2 (bd, 5H), 3.35 (m, 1H), 3.6 (dq, 2H), 3.8 (m, 1H), 3.85 (s, 3H), 7.1 (d, 2H), 7.7 (d, 2H). 8.05 (m, 3H), 8.85 (bq,
2H), 9.1 (bd, 2H).

 47
 2-[(8- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43061)
:  60.

 =100%.
MS(ES):m/z617(M+H)+.
1  (400MHz, DMSO):  1.15 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

). 3.2 (bd, 4 ), 3.35 (m, 2 ), 3.55 (dq, 2 ), 4.25 (m, 1H), 7.75 (m, 3 ), 8.0 (t, 1 ), 8.1 (t, 1 ), 8.3 (m, 2H), 8.6 (d,
1H), 8.9 (bd, 2H), 9.1 (m, 1H), 9.0 (bd, 2H).

 48
 2-{[(3,5- -4- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43068)
:  61.

 =85%.
MS(ES):m/z585(M+H)+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.35 (s,

3H), 2.6 (s, 3H), 2.75 (bq, 4H), 3.2 (bd, 5H), 3.4 (m, 1H), 3.6 (dq, 2H), 3.85 (m, 1H), 8.1 (t, 2H), 8.6 (d, 1H), 8.9 (bq,
2H), 9.15 (bd, 2H).

 49
 2-({[5-( )-1- )-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43O69)
:  62.

 =100%.
MS (ES): m/z 659 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H),

3.2 (bs, 11H), 3.35 (m, 2H), 3.5 (q, 1H), 3.9 (q, 1H), 7.75 (q, 2H), 7.9 (bs, 1H), 7.95 (t, 1H), 8.05 (t, 1H), 8.7 (dd, 2H),
8.9 (bq, 2H), 9.15 (bd, 2H).

 50
 2-({[2-( )-4- -1,3- -5- )-3-{[2-({4-(4- )-2-[2-(4-

}  (CRL43070)
:  63.

 =100%.
MS (ES): m/z 644 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.2 (s, 3H),

2.45 (s, 3H), 2.8 (bq, 4H), 3.2 (bd, 5H), 3.4 (m, 1H), 3.6 (dq, 2H), 3.9 (m, 1H), 8.1 (m, 2H), 8.45 (d, 1H), 8.85 (bq, 2H),
9.1 (bd, 2H).

 51
 2-{[(3- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43078)
:  64.

 =100%.
MS (ES): m/z 566 ( )+.
1  (400MHz, DMSOd6):  1.15 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 3H), 2.75 (bq,

4H), 3.15 (m, 7H), 3.45 (m, 1H), 3.65 (m, 2H), 3.75 (t, 2H), 3.95 (m, 1H), 7.75 (d, 1H), 8.1 (m, 2H), 8.8 (bq, 2H), 9.1
(bd, 2H).



 52
 2-{[(4- -1- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43079)
:  65.

 =95%.
MS (ES): m/z 646 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.7 (bd, 4H), 2.1 (m, 1H), 2.75 (bq, 4H),

3.15 (bd, 5H), 3.3 (m, 1H), 3.45 (dq, 2H), 3.8 (m, 1H), 4.05 (s, 3H)5 7.1 (d, 2H), 7.60 (t, 1H), 7.7 (t, 1H), 7.9 (t, 1H),
8.0 (t, 1H), 8.1 (d, 2H), 8.3 (d, 1H), 8.35 (d, 1H), 8.6 (d, 1H), 8.85 (bs, 2H),9.1(bs,2H).

 53
 2-{[(6,7- -2- }-3-{[2-({4-(4- )-2- 2-(4-

 (CRL43080)
:  66.

 =86%.
MS (ES): m/z 676 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.15 (bd, 5H), 3.35 (m, 1H), 3.55 (dq, 2H), 3.85 (m, 1H), 3.9 (s, 3H), 3.92 (s, 3H), 7.45 (s, 1H), 7.55 (s, 1H), 7.65
(d, 1H), 7.9 (d, 1H), 8.05 (bs, 2H), 8.20 (d, 1H), 8.25 (s, 1H), 8.85 (bq, 2H), 9.1 (bd, 2H).

 54
 2-{[(2,4- -1,3- -5- }-3-{[2-({4-(4- )-2-[2-(4-

] } ] }  (CRL43120)
:  67.

 =94%.
MS (ES): m/z 601 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.5 (s, 3H),

2.65 (s, 3H), 2.75 (bq, 4H), 3.2 (bd, 5H), 3.4 (m, 1H), 3.6 (dq, 2H), 3.9 (q, 1H), 8.1 (m, 2H), 8.7 (d, 1H), 8.9 (bq, 2H),
9.15 (bd, 2H).

 55
 2-{[(3,5- -1 -4- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43121)
:  68.

 =98%.
MS (ES): m/z 584 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.3 (s, 6H),

2.75 (bq, 4H), 3.15 (bd, 5H), 3.3 (m, 1H), 3.6 (dq, 2H), 3.75 (m, 1H), 7.8 (d, 1H), 8.0 (bt, 1H), 8.1 (bt, 1H), 8.8 (bq,
2H), 9.15 (bd, 2H).

 56
 2-[(3- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43122)
:  69.

 =69%.
MS (ES): m/z 567 ( )+.
1  (400MHz, DMSO):  1.1 (m, 4H), 1.3 (m, 6H), 1.45 (m, 4H)51.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bd, 4H),

3.15 (bd, 5H), 3.45 (m, 1H), 3.55 (dq, 2H), 3.95 (q, 1H), 7.75 (t, 1H), 8.15 (bd, 2H), 8.35 (d, 1H), 8.75 (d, 1H), 8.9 (bd,
1H), 8.95 (bd, 2H), 9.0 (s, 1H), 9.2 (bd, 2H).

 57
 2-[(1,3- -5- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43123)
:  70.

 =91%.
MS(ES):m/z610(M+H)+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4 ),

3.15 (bd, 5 ), 3.3 (m, 1H), 3.6 (dq, 2H), 3.75 (m, 1H), 6.1 (d, 2H), 7.0 (d, 1H), 7.2 (s, 1H), 7.25 (d, 1H), 8.05 (m, 3H),
8.75 (bd, 2H), 9.05 (bd, 2H).

 58
 2-[(2,3- -1,4- -6- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43124)
:  71.

 =91%.
MS (ES): m/z 624 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.3 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H),

3.15 (bd, 5H), 3.3 (m, 1H), 3.6 (dq, 2H), 3.75 (q, 1H), 4.3 (dd, 2H), 6.95 (d, 1H), 7.2 (d, 1H), 7.22 (s, 1H), 8.05 (m,
3H), 8.85 (bq, 2H), 9.1 (bd, 2H).

 59
 2-[(1- -2- ]-3-{[2-({4-(4- )-2-[2-(4-

}  (CRL43125)
:  72.

 =99%.
MS (ES): m/z 622 ( )+.
1  (400MHz, DMSO-de):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H),



3.15 (bd, 5H), 3.3 (m, 1H), 3.45 (dq, 2H), 3.9 (q, 1H), 7.5 (m, 2H), 8.0 (m, 2H), 8.1 (d, 1H), 8.2 (d, 1H), 8.45 (s, 1H),
8.55 (d, 1H), 8.9 (bq, 2H), 9.15 (bd, 2H).

 60
 2-{[(2,5- -3- }-3-{[2-({4-(4- )-2-[2-(4- ]

 (CRL43131)
:  73.

 =99%.
MS (ES): m/z 584 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.3 (m, 6H)51.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.25 (s,

3H), 2.4 (s, 3H), 2.75 (bq, 4H), 3.2 (bd, 5H), 3.35 (m, 1H), 3.6 (dq, 2H), 3.8 (m, 1H), 6.2 (s, 1H), 8.05 (m, 3H), 8.8 (bq,
2H), 9.05 (bd, 2H).

 61
 2-{[(4- )-3-{[2-({4-(4- )-2-[2-(4-

}  (CRL43132)
:  74.

 =94%.
MS (ES): m/z 648 ( )+.
1  (400MHz, DMSO-d6):  1.0-1.5 (m, 20H), 1.75 (m, 8H), 2.15 (m, 1H), 2.6 (bt, 1H), 2.75 (bq, 4H), 3.2 (bd,

5H), 3.35 (m, 1H), 3.5 (dq, 2H), 3.85 (q, 1H), 7.15 (d, 2H), 7.7 (d, 2H), 7.98 (t, 1H), 8.04 (t, 1H). 8.1 (d, 1H), 8.8 (bq,
2H), 9.05 (bd, 2H).

 62
 2-{[(4- -1- }-3-{[2-({4-(4- )-2-[2-(4-

}  (CRL431.33)
:  75.

 =90%.
MS (ES): m/z 634 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.1 (m, 1H), 2.75 (bq, 4H),

3.15 (bd, 5H), 3.3 (m, 1H), 3.5 (dq, 2H), 3.85 (q, 1H), 7.5 (t, 1H), 7.8 (m, 2H), 8.0 (m, 2 ), 8.15 (m, 2 ), 8.65 (d, 1 ),
8.7 (d, 1H), 8.8 (bq, 2H), 9.05 (bd, 2H).

 63
 2-{[(4- op-1- ]a }-3-{[2-({4-(4- )-2-[2-(4-

}  (CRL43134)
:  76.

 =91%.
MS (ES): m/z 650 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H)S 1.7 (bd, 4H), 2.15 (m, ), 2.75 (bq, 4H),

3.15 (bd, 5H), 3.35 (m, 1H), 3.5 (dq, 2H), 3.85 (q, ), 7.85 (m, 3H), 8.0 (m, 2H), 8.1 (t, 1H), 8.75 (m, 4H), 9.0 (bd,
2H).

 64
 2-[(2,3- -1- -5- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43142)
:  77.

 =94%.
MS (ES): m/z 608 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H),

3.2 (m, 7H), 3.3 (m, 1H), 3.6 (dq, 2H), 3.75 (q, 1H), 4.65 (t, 2H), 6.9 (d, 1H), 7.52 (d, 1H), 7.6 (s. 1H), 8.0 (d, 1H), 8.05
(t, 1H), 8.10 (t, 1H), 8.85 (bq, 2H), 9.1 (bd, 2H).

 65
 2-({[4-(2- )-3-{[2-({4-(4- )-2-[2-(4-

}  (CRL43143)
:  78.

 =66%.
MS (ES): m/z 648 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4 ), 1.25 (m, 6H), 1.35 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.1 (bd. 5H), 3.3 (m, 1H), 3.55 (dq, 2H), 3.85 (m, 1H), 7.2 (bs, 1H), 7.65 (bs, 2H), 7.75 (dd, 4H), 8.05 (ra, 2H),
8.30 (d, 1H), 8.85 (bq, 2H), 9.1 (bd, 2H).

 66
 2-({[2-(2- )-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43144)
:  79.

 =97%.
MS (ES): m/z 648 ( +H)+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4 ), 2.1 (m, 1H), 2.75 (bq, 4H),

3.15 (bd, 4H), 3.3 (m, 1H), 3.35 (m, 1H), 3.65 (dq, 2H), 3.8 (q, 1H), 7.1 (t, 1H), 7.35 (d, 1H), 7.5 (d, 2H), 7.6 (m, 3H),
7.85 (d, 1H), 8.0 (d, 1H), 8.1 (m, 2H), 8.8 (bq, 2H), 9.1 (bd, 2H).

 67
 2-({[4-(2- )-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43146)
:  80.

 =84%.



MS (ES): m/z 632 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq,

4H), 3.2 (bd, 5H), 3.35 (m, 1H), 3.6 (dq, 2H), 3.85 (q, 1H), 6.7 (d, 1H), 7.2 (d, 1H), 7.8 (d, 2H), 7.85 (m, 3H), 8.1 (m,
2H), 8.25 (d, 1H), 8.85 (bq, 2H), 9.1 (bd, 2H).

 68
 2-[(1- -2- ]-3-{[2-({4-(4- )-2-[2-(4-

}  (CRL43147)
:  81.

 =94%.
MS (ES): m/z 606 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.2 (m, 6H), 1.4 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H),

3.15 (bd, 5H), 3.5 (m, 1H), 3.55 (dq, 2H), 4.05 (m, 1H), 7.4 (t, 1H), 7.5 (m, 2H), 7.7 (d, 1H), 7.75 (d, 1H), 8.05 (bs,
2H), 8.8 (bd, 3H), 9.1 (bd, 2H).

 69
 2-{[(2- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43158)
:  82.

 =88%.
MS (ES): m/z 630 ( )+.
1  (400MHz, DMSO-d6):  1.2 (m, 7H), 1.45 (m, 4H), 1.7 (m, 4H), 2.15 (m, 1H), 2.75 (bq, 4H), 3.1 (bd, 4H),

3.4 (m, 2H), 3.7 (d, 2H), 4.05 (q, 1H), 4.5 (s, 2H), 7.55 (d, 2H), 7.65 (d, 1H), 7.95 (m, 4H), 8.05 (t. 1H), 8.1 (t, 1H), 8.6
(bq, 2H), 8.85 (bd, 2H).

 70
 2-[(2,3- -1 -5- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43159)
:  83.

 =94%.
MS (ES): m/z 606 ( )+.
1  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.05 (m, 2H), 2.15 (m, 1H),

2.75 (bq, 4H), 2.9 (t, 4H), 3.15 (bd, 5H), 3.35 (m, 1H), 3.5 (dq, 2H), 3.8 (q, 1H), 7.4 (d, 1H), 7.55 (d, 1H), 7.6 (s, 1H),
8.0 (m, 4H), 8.75 (bq, 2H), 9.0 (bd, 2H).

 71
2-{[(5- -2- )) }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43160)
:  84.

 =97%.
MS (ES): m/z 648 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.4 (m, 4H), 1.7 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H),

3.15 (bd, 5H), 3.4 (m, 1H), 3.6 (dq, 2H), 3.95 (q, 1H), 7.4 (m, 3H), 7.55 (s, 2H), 7.75 (d, 2H), 8.05 (bs, 2H), 8.55 (d,
), 8.85 (bq, 2H), 9.1 (bd, 2H).

 72
 2-[(5,6,7,8- -2- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43161)
:  85.

 =97%.
MS (ES): m/z 620 ( )+.
1  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.75 (bs, 8H), 2.15 (m, 1H), 2.75 (bs,

8H), 3.2 (bd, 5H), 3.35 (m, 1H), 3.55 (dq, 2H), 3.8 (q, 1H), 7.2 (d, 1H), 7.45 (d, 2H), 8.0 (m, 3H), 8.75 (bq, 2H), 9.0
(bd, 2H).

 73
 2-{[( )-1- }-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43176)
:  86.

 =93%.
MS (ES): m/z 558 ( )+.
1  (400MHz, DMSO-d6):  0.9 (t, 3H), 1.15 (m, 4H), 1.25 (m, 6H), 1.45 (m, 6H), 1.75 (bd, 4H), 2.15 (q, 3H),

2.75 (bq, 4H), 3.2 (bd, 5H), 3.4-3.75 (m, 4H), 6.3 (d, 1H), 6.5 (dt, 1H), 7.65 (d, 1H), 8.0 (t, 1H), 8.1 (t, 1H), 8.75 (bq,
2H), 9.0 (bd, 2H).

 74
 2-[( ]-3-{[2-({4-(4- )-2-[2-(4- }
}  (CRL43190)

:  30.
 =93%.

MS (ES): m/z 572 ( )+.
1  (400MHz, DMSO-d6):  1.05-1.40 (m, 15 ), 1.45 (m, 4H), 1.60 (bd, 1H)51.75 (m, 6H), 2.0-2.25 (m, 3H),

2.75 (bq. 4H), 2.85 (m, 1H), 3.15 (bd, 4H), 3.25 (m, 1H), 3.45 (m, 1H), 3.70 (m, 2H), 3.95 (m, 1H), 7.5 (d, 1H), 8.10
(m, 2H), 8.85 (bd, 2H)S 9.1 (bd, 2H).

 75
 2-[( ]-3-{[2-({4-(4- )-2-[2-(4- )

 (CRL43191)



:  31.
 =97%.

MS (ES): m/z 532 ( )+.
1  (400MHz, DMSO-d6):  1.1-1.35 (m, 16H), 1.45 (m, 4H), 1.75 (bd, 4H), 2.15 (m, 1H), 2.75 (bq, 4H), 3.1

(m, 1H), 3.2 (bd, 4H), 3.3 (m, 1H), 3.45 (m, 1H), 3.70 (m, 2H), 3.95 (m, 1H), 7.5 (d, 1H), 8.05 (t 1H), 8.10 (t, 1H), 8.8
(bq, 2H), 9.05 (bd, 2H).

 76
 2-[(1,3- -2- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43194)
:  32.

 =98%.
MS (ES): m/z 623 ( )+.
1H-  (400MHz, DMSO-d6):  1.15 (m, 4H), 1.30 (m, 6H), 1.45 (m, 4H), 1.70 (m, 4H), 2.15 (m, 1H), 2.75 (bd,

4H), 3.15 (bd, 4H), 3.25 (m, 1H), 3.60 (m, 3H), 4.20 (q, 1H), 7.70 (m, 2H), 8.05 (bd, 2H), 8.20 (d, 1H), 8.30 (d, 1H),
8.90 (bd, 2H), 9.20 (bd, 2H), 9.25 (d, 1H).

 77
 (2S)-2-{[( }-3-{[3-({4-(4- )-2-[2-(4- }

 (CRL43022)
:  33.

 =88%.
MS (ES): m/z 574 ( )+.
1H-  (400MHz, DMSO-d6):  1.10 (m, 4H), 1.25 (m, 6H), 1.45 (m, 4H), 1.75 ( , 4 ), 2.05 (m, 1H), 2.25 (t,

2H), 2.75 (bq, 4H), 3.15 (bd, 6H), 3.3 (m, 1H), 3.45 (m, 1H), 4.1 (m, 1H), 5.05 (s, 2H)5 7.35 (s, 5H), 7.55 (d, 1H), 7.95
(t, 1H), 8.15 (t, 1H), 8.95 (bq, 2H), 9.15 (bs, 2H).

 78
 2-[(2- ]-3-{[3-({4-(4- )-2-[2-(4- )

 (CRL43021)
:  87.

 =84%.
MS (ES): m/z 630 ( )+.
1H-  (400MHz, DMSO-d6):  1.05 (m, 4H), 1.25 (m, 6H), 1.40 (m, 4H), 1.75 (bd, 4H), 2.05 (m, 3 ), 2.75 (bq,

4H), 3.15 (m, 7H), 3.3 (m, 1H), 3.95 (q, 1H), 7.7 (m, 2H), 7.8 (d, 1H), 7.9 (t, 1H), 8.05 (d, 1H), 8.1 (m, 3H), 8.3 (d, 1H),
8.4 (s, 1H), 9.0 (bd, 2H), 9.25 (bd, 2H).

 79
 2-[( ]-3-{[3-({4-(4- )-2-[2-(4- )

 (CRL43145)
:  88.

 =86%.
MS (ES): m/z 580 ( )+.
1H-  (400MHz, DMSO-d6):  1.05 (m, 4H), 1.25 (m, 6H), 1.40 (m, 4H), 1.70 (bd, 4H), 2.05 (m, 1H), 2.1 (q,

2H), 2.75 (bq, 4H), 3.15 (m, 1H), 3.30 (m, 1H), 3.85 (q, 1H), 7.55 (m, 3H), 7.8 (d, 1H), 7.9 (t, 1H), 8.1 (t, 1H), 8.25 (d,
1H), 8.9 (bd, 2H), 9.10 (bd, 2H).

 80
 2-[(2- ]-3-{[3-({4-(4- )-2-[2-(4- ]

 (CRL43195)
:  34.

 =100%.
MS (ES): m/z 644 ( )+.
1H-  (400MHz, DMSO-d6):  0.9 (d, 3 ), 1.05 (m, 4H), 1.25 (m, 6H), 1.40 (m, 4H), 1.70 (m, 4H), 1.95 (m, 1H),

2.00 (m, 1H), 2.15 (dd, 1H), 2.75 (bq, 4H), 3.05 (m, 1H), 3.20 (bd, 4H), 3.35 (m, 1H), 3.95 (m, 2H), 7.70 (m, 3 ), 7.8
(d, 1H), 8.05 (m, 2H), 8.10 (dd, 2H), 8.30 (d, 1H), 8.35 (s, 1H), 8.75 (bt, 2H), 9.0 (bd, 2H).

 81
 2-[(2- ]-3-{[3- -3-({4-(4- )-2-[2-(4-

}  (CRL43196)
:  35.

 =87%.
MS (ES): m/z 706 ( )+.
1H-  (400MHz, DMSO-d6):  1.00 (m, 4H), 1.25 (m, 6H), 1.40 (m, 4H), 1.65 (dd, 4H), 2.10 (m, 1H), 2.40 (m,

1H), 2.75 (bd, 4H), 3.00 (m, 1H), 3.10 (bs, 4H), 3.25 (m, 1H), 3.75 (m, 1H), 3.98 (q, 1H), 7.25 (m, 5H), 7.65 (m, 2H),
7.80 (m, 1H), 8.00 (t, 1H), 8.10 (m, 3H), 8.30 (t, 1H), 8.45 (d, 1H), 8.48 (m, 1H), 8.75 (bt, 2H), 9.05 (bt, 2H).

 82
 2-[(2- ]-3-{[(( R)-1-{4-(4- )-2-[2-(4-

-3-  (CRL43197)
:  36.

 =93%.
MS (ES): m/z 670 ( )+.
1H-  (400MHz, DMSO-d6):  1.05 (m, 4H), 1.25-1.60 (m, 14H), 1.73 (bt, 4H), 2.00 (m, 1H)5 2.45 (m, 1H), 2.75

(m, 6H), 3.10 (m, 5H), 3.35 (m, 1H), 3.90 (m, 2H), 4.30 (dd, 1H), 7.70 (m, 2H), 7.80 (m, 1H), 8.00 (m, 1H), 8.10 (m,
3H), 8.40 (m, 2H), 8.85-9.25 (m, 4H).

 83



 2-[(2- ]-3-{[2- -2-({4-(4- )-2-[2-(4-
} ] }  (CRL43210)

:  91.
 =94%.

1H-  (400MHz, DMSO-d6):  0.95 (m, 1H), 1.0-1.5 ( , 13 ), 1.60 (bd, 2H), 1.70 (bd, 2H), 2.35 (m, 1H), 2.70
(m, 4H), 3.15 (m, 5H), 3.25 (m, 1H), 3.95 (m, 1H), 5.50 (t, 1H), 7.25 (m, 5H), 7.65 (m, 2H), 7.80 (d, 1H), 8.01 (d, 1H),
8.10 (m, 1H), 8.15 (d, 1H), 8.30 (q, 1H), 8.40 (s, 1H), 8.50 (t, 2H), 8.75 (bs, 2H), 9.00 (bs, 2H).

 84
 2-[(2- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL43214)
:  92.

 =89%.
1H-  (400MHz, DMSO-d6):  1.00 (d, 3 ), 1.08 (m, 4H), 1.27 (m, 6H), 1.42 (m, 4H), 1.70 (bd, 4H), 2.12 (m,

1H), 2.73 (bd, 4H), 3.00 (m, 1H), 3.20 (bs, 4H), 3.48 (m, 1H), 3.89 (q, 1H), 4.18 (t, 1H), 7.65 (m, 2H), 7.82 (d, 1H),
7.95 (d, 1H), 8.06 (d, 2H), 8.15 (q, 2H), 8.35 (d, 1H), 8.40 (s, 1H), 8.85 (m,2H),9.10(bs, 2H).

 85
 2-({[(7,7- -2- [2.2.1] -1- )-3-{[2-({4-(4-

)-2-[2-(4- }  (CRL43215)
:  89.

 =90%.
1H-  (400MHz, DMSO-d6):  0.80 (s, 3 ), 1.05 (s, ), 1.15 (m, 4H), 1.30 (m, 6H), 1.45 (m, 6H), 1.75 (bd,

4H), 1.90 (m, 2H), 2.05 (t, 1H), 2.15 (m, 1H), 2.35 (m, 2H), 2.75 (bq, 4H), 3.05 (d, 1H), 3.20 (bd, 4H), 3.30 (m, 1H),
3.35 (d, 1H), 3.50 (m, 1H), 3.70 (dq, 2H), 4.00 (m, 1H), 7.65 (d, 1H), 8.10 (m, 2H), 8.85 (bs, 2H), 9.10 (bs, 2H).

 86
 (2R)-2-[(2- ]-3-{[2-({4-(4- )-2-[2-(4-

 (CRL42956)
(2R)-3-({2-[(4-[1-( .- )-4- ]-2-{2-[1-( .- )-4-

)-2-[(2- ]  (  90)
(8 , 9,8 )  30  150  3N 

.  40 , . 
.  500 

 5,92 .
 =98%.

[ ]D+9,5 ( =0,15, 2 ).
MS(ES):m/z 616(M+H)+.
1H-  (400MHz, DMSO-d6):  1.1 (m, 4H), 1.25 (m, 6 ), 1.45 (m, 4H), 1.7 (m, 4H), 2.15 (m, 1H), 2.75 (bd, 4H),

3.2 (bd, 5H), 3.4 (m, 1H), 3.55 (dq, 2H), 3.95 (q, 1H), 7.7 (m, 2H), 7.8 (d, 1H), 8.0 (m, 3H), 8.15 (dd, 2H), 8.35 (d, 1H),
8.4 (s, ), 8.7 (bs, 2H), 8.95 (bd, 2H).
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1.  in vitro
1.1 

 Dunkin-Hartley (
 330 ),  4,5  0,5  (  1,55%),

.  (PRP) 
 15  150g.

PRP  " ". , , 
 Coulter ZM; , 

 200000  400000 3. 
 ( ), 

 1500 g  15 .
 (1 )

 PRP,  Chronolog Corporation (490-Di  560 VS), 
.

 50%-  (IK50) 
 ( ) ,  (1,5x10-8 , 7x10-8 , 1,5x10-7 ,

3x10-7 , 7x10-7 , 1,5x10-6  7x10-5 )   PRP.  
 3  37° .

1.2. 
, , 

, ,  0,129 
 (1  9 ). 
 20°  100 g  15 ,  (PRP); 

 PRP ,  2000 g  15 , 



 ( ).
 PRP  Coulter ZM.

, 
 (  Chromopar),  Coultronics

 5 ); ,
,   10-8  10-5  ( : 10-8 , 5x10-7 , 3x10-

7 , 10-7 , 8x10-6 , 6x10-6 , 4x10-6 , 2x10-6 , 10-6 , 5x10-5 , 10-5 ).  
 10-3 . 

) ,  3
 37° .

, 
, ,  50%  (IK50).

2.  ex vivo/vitro 
, , 

,  (  Dunkin-Hartley). 
 150  10  (5 )  ( )  (g. .),  1

, 2 , 4 , 6 , 8  12 , , , 
. .

, ,  in vitro.
, , ,

50 , 
.

:

50 (M) in vitro %  ex vivo 

 CRL =150 =10
1 2  1  2 

6 42548 1,4x10-5 2,7x10-6 -9 -4 - -
7 42549 10-5 -39 0 - -
8 42590 3,5x10-5 1,6 10-6 -10 -31 - -

29 42591 1,3 10-5 10-5 -35 -23
16 42592 3,5x10-6 8,5 10-7 -54 -47 -5 -
5 42630 2,0 10-6 2,8 10-7 -63 -66 -15 -
9 42639 5,0x10-6 - -53 -5 - -

10 42660 1,3x10-5 9,2 10-7 -14 -18 - -
17 42678 7,4x10-6 6,0x10-6 -19 - - -
12 42722 9,8x10-7 1,5x10-6 -74 -68 - -
26 42724 4,4x10-7 5,3x10-7 -77 -68 -41 -20
25 42731 2,9x10-5 - -33 -48 - -
27 42796 1,9 10-8 4,4x10-8 - - - -
28 42811 1,5x10-6 1,1x10-6 -73 -75 -18 -
30 42913 1,2 10-7 1,4x10-7 - -72 -67 -
31 42914 4,4x10-8 5,8x10-7 - - -81 -81
32 42969 1,2x10-5 - - - -8 -8
33 42985 7,1 10-7 4,9x10-7 - - -14 -5
34 42986 5,0x10-7 8,9x10-7 - - -19 -8
35 42999 1,8x10-6 1,3 10-6 - - -5 0
36 43000 4,1 10-8 7,2x10-8 - - -63 -69
78 43021 4,6x10-8 10-7 - - -65 -73
37 43031 1,4x10-7 1,3x10-7 - - -9 -16
39 43033 2,5x10-7 - - - -32 -10
15 43042 4,3x10-6 1,5x10-7 -84 -26 - -
40 43043 4,0x10-7 - - - -32 -10
41 43055 8,6x10-6 - - - 13 1
46 43056 1,2x10-6 - - - -15 -4
42 43057 4,2x10-7 - - -14 -26
44 43058 5,1 10-7 - - -22 -35
45 43059 5,0x10-7 - - -- -36 -51
46 43060 3,8x10-7 - - - -18 -31
47 43061 1,9x10-6 - - - -4 -17
48 43068 4,2x10-7 - - - -61 -15
49 43069 4,9x10-8 5,6x10-8 - - -69 -68
50 43070 3,3 10-6 - - - -22 -39
51 43078 1,1x10-5 - - - 4 -21
52 43079 3,5x10-8 9,3x10-8 -58 -30



53 43080 3,7x10-8 7,3x10-8 - - -73 -9
54 43120 1,3 10-6 - - - -40 -15
55 43121 3,5 10-6 - - - -21 -17
56 43122 2,3x10-7 - - - -61 -50
57 43123 8,3x10-7 - - - -38 -24
58 43124 5,9x10-7 — - - -36 -21
59 43125 6,6x10-8 1,5x10-7 - - -66 -34
60 43131 6,6x10-7 - - - -53 -32
61 43132 1,4x10-6 - - - -21 -9
62 43133 9,5x10-8 - - - -69 -33
63 43134 5,3x10-8 10-6 - - -69 -50
64 43142 3,7x10-7 - - - -65 -5
65 43143 2,0x10-7 - - - -65 -12
66 43144 3,5x10-7 - - - -18 0
68 43147 1,8x10-7 - - - -72 -71
69 43158 1,9x10-6 - - - -69 -3
70 43159 4,0x10-7 - - - -32 -34
71 43160 6,3x10-8 1,9x10-7 - - -72 -70
72 43161 3,4x10-7 - - - -60 -67
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.
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