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0] : Al AZ2 (1
n
C D , / 1,4- , -2,5- ,
-2,5- , -1,4- -1,3- -2,5- ,
z1 ,-CH , CH , -, -CH20-, -COO-, -00C-, —-(CH 5 ) 4 - -(CH ,) 30- ,
Z 2 ,-CH ,CH , -, -CH ,0-, -OCH , -, -COO-, -O0C-,-(CH ,) 4 -, -O(CH ) 3 - —(
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) A 3 [
T s
E F , / 1,4- , -2,5-
-25- -1,4- -1,3- -2,5-
G , , , , / 1,4-
Z 4 ,~(CH ,) , =, =(CH ) ,0-, -O(CH ;) , -, =(CH ,) , COO-,-0O0C(CH ,) , -, =(CH )
» O0C-, ~COO(CH ;) , -, -OOC(CH ,) , 00C-,-O(CH ,) , 0OC- ~COO(CH ;) ,O-
zZ5 z6 ,-CH , CH , -, -CH20-, -OCH , -, -COO-, -00C-,~(CH ,) 4 -, -O(CH ,) 5 -
-(CH 2) 30-
p 1 16
r s 0 1 ;
R 2 ; ; / (S)- (R)-2- , (S)- (R)-2- , (S)
- (R)-2- , (S)- (R)-2- , (8)- (R)-2- 4 8 ,
! / 1,4- ' 1,4- , 2-
-1,4- , 3— -1,4- , 2,3- -1,4- , 2— -1,4- , 3— -1,4-
, 2,3 -1,4- , 2— -1,4- , 3— -1,4- , 2,3- -1,4- , 2—
-1,4- ,3- -1,4-
! , , , , / 1,4-
1,4- , 2- -5- -1,4- , 5- -2- -1,4-
, 2- -5- -1,4- 5- -2- -1,4-
/ 4 8 , '
(S)- (R)-2- , (8)- (R)-2- , (S)- (R)-2- . (S)- (
R)-2- , (S)- (R)-2- , (S)- (R)-2- , (S)- (R)-2- , (S)-
(R)-2- , (S)- (R)-1- , (S)- (R)-1- , (8)- (R)-1-  (S)
- (5)-1- , (S)- (R)-2- , (S)- (R)-2- , (S)- (R)-2-
, (S)- (R)-2- , (S)- (R)-1- , (S)- (R)-1- , (8)- (R)-1-
, (8)- (R)-1- , (S)- (R)-2- , (S)- (R)-2- , (8)-
(R)-2- , (8)- (R)-2- , (8)- (R)-1- , (8)- (R)- 1-
» (8)- (R)-1- » (8)- (R)-1- » (8)- (R)-2- » (8)- (R)-2-
 (8)- (R)-2- (S)- (R)-2- ,
0 (1-1)

“ @Q@H@%@

(I1-1) C,D,E F

. ,C D 1,4- , 2-
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5- -1,4- 5- —2- ~1,4-
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E1 F1 14-

(I-1) | (1-2)
O (o)

m—(CHZ)‘-OOCOOQOOCOO—(CHz)t‘O N
HaN

4 12

t :
R2 (9)- (R)-2- , (S)- (R)-2- , (S)- (R)-2- , (S)- (R)-2-

(S)- (R)-2- ;
Z 4  _COOCH ,-
z 51 , -COO- -00C-

(M
1 2
an
BHT(2,6- -3 -  -4- -

= )

1



10-0381517

HaN
FO—OH +HOOC Q n2
0

NQO»s

DCC/DMAP
CHCl»

HoN
0
NO3,
NaBH4/CH3z0H
C2Hs0C2Hs

HaN
)0 A 9
HO H
NO»

(9]

+
O
P >N\
~ o_.(CHQ),-o—@-cooQooc@—o—(CHz)rO
COOH
0

0
7 om0y G

O (CHp),-O coo 00C 0 (CHg) =0

X HoN

" ooo@—ooc n2

NOs2



HO—@- OH

HO(CH,).Cl l K,CO3/CH3COCHs

HaN

HO(CHHO—(_p-OH + Hooc:R2

NO,

DCC/DMAP | CH,Cl,

HoN

HO(CHQ)(O—Q- 00C R2

NO»

DCC/DMAP | .CH,Cl,

HaN

o COO(CHz)tO——Q- 0oC R2
—~
70~ (CHz)0O—_)— 000 —@ ooc —{ Y- O—(CHZ)I-—O)—\ NO,

o N
(M
- (-[4n- )] )
(DCC;’N,N‘—dicyé:lohexylcarbodiimide) 4-( )
0 LA w- -t
Q)
(Mitsonobu)
(Jones’ reagent)
SR ) . 4-
-[(5)-2- 1 )-
, Al AZ2 , 2,5-
)_
[25-  (4-[n- 1 )

10-0381517

( (1 ) [2,5

N,N'-

(DMAP; 4-(dimethylamino)pyridine)

2,5-

() )
a-[4-(2-  -5- -4
4-(n-
4-(n- )
( an )



0] /

0 -
) | ,
0) 100 % .
1 ) , 1

(o] X 0
7 -“(o-(CHz).—o—Q—coo-@—ooc@—o-—(cw)ro; \
v

\kﬂg——mHm-o——<:>—coo ooc—<:>—o—1cmh—07 /
() ) 0
o)

Y CH
/< 2)q

o)
0 0 0
-~ .
4 Ow(cnz).-o—@» coo OOC—@—O—-(CHz)a—O
VI

10-0381517



10-0381517
\—<O~(CH2)1-O——@— COOQZOC—@O—(CHZ)‘——OO /
o]
o)
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o)
(o] =0 0
70— (CHah=0 coo ooc 0-—(CH2),—O" \
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—_ - oocC o—(CHn—0._ /
\_‘(o (CHa) O-—Q—COO O (CHah ;
0
0

\
/(CHZ)q

o
‘ (0 o]
o—~(CH2),-o—O coo OOC—QO-(CHZ),——O; \ _—

. ow(CH,),-o—O— coo ooc—@»o—(cm—o. /
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HN

\
[CHz)q
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0 0 0

# o—(cuzh-o—@coo{ﬁooc—@—o—(cnz),—o" A -

N O—(CHg)‘-O——O— COoo OOC—@—O-——(CHQ);—*O

0

(CHa)q
0 0
/‘< Hok -0 —é—ooc O—(CHg)—0
O— (CHok —O—coo —@- (CHy) >—\ <
t 4 12 q 2 12
(M
.C , S , N ¥ 1
. ‘ac(alternating current)’ , 'dc(direct current)’
' (G ) :
1
20 0.6g 2,5- (4-[6- 1 ) ,0.49 4-[4-(2-
-5- -4-[(S)-2- 1- ) 1 0.04g 4- 0.
2g N,N'- .
, 100 50 3 . 100
2 , , . /
( 1:1) ,
2 049 (4-[4-(2- -5- -4-[(S)-2- ] ) 1- )- 2,5-
(4-[6- 1 ) ; (C-1)100 ,Sc *-N *,96 ,clp
(N *-1) 100
(4-[4-(5- -2- -4-[(S)-2- 1 ) 1 )
(a) 0.13¢g 15 0] 100 0.8g 4-[4-(2-
-5- -4-[(5)-2- 1 ) 1- . 0
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60 , 10 , 100
100 2 50 2
100 2
(b) 20 1.0g 4-[4-(2- _5- _A-[(S)-2- 1 ) ,03g 4-
0.04g 4- 0.6g N,N'-
, 100 50
3 100 2 ,
/ (  1:1)
: 2 099 4-[4-(2-
-5- —4-[(S)-2- 1 ) ] (C-1) 77-78 .
(4-[4-(2- -5  -4-[(5)-2- 1) 1 ) 25 (@-I7-
1 ) ;
@-[4-(2- -5  -4-[(S)-2- 1 ) 1 ) 25-  (a-[s-
1 ) ;
(4-[4-(2- 5. —a-[(S)-2- 1 ) 1 ) 25-  (4-[o-
1 ) ;
(4-[4-(2- -5- -4-[(S)-2- 1 ) 1 ) 2,5- (4-[10-
1 ) ;
(4-[4-(2- -5- -4-[(S)-2- 1 ) ] ) 2,5- (4-[11-
] ) , (C-SA) 108 : Cl.p. (SA-1) 112 :
(4-14-(2- -5- -4-[(S)-2- ] ) ] ) 2,5- (4-[12-
1 ) ;
[4-2- = -5-  -4-[(S)-2- 1 ) 25-  (4-[7- 1
)
[4-2-  -5-  -4-[(S)-2- 1 ) 25-  (a-[8- 1
)
[4-(2-  -5-  -4-[(S)-2- 1 ) 25-  (4-[o- 1
)
[4-(2- -5- -4-[(9)-2- ] ) 2,5- (4-[10- 1
) ;
[4-(2- -5- -4-[(S)-2- ] ) 2,5- (4-[11- ]
) ;
[4-(2- -5- -4-[(S)-2- 1 ) 2,5- (4-[12- 1
)
2
0.6g 2,5- (4-[6- ] )- 0.4g (4-[4-(2- _5- _a-[(
S)-2- 1 ) ] ) ,0.04g 4- ,0.2g  N,N'-
2 1 (4-[4-(2- -5-
—4-[(S)-2- 1 ) 1 ) 25— (@a[6- 1 )
| (4-[4-(2-  -5-  —4-[(S)-2- 1 ) 11
(a) 0.69g (4—[4.1—(2— -5- -4-[(S)-2- ] ) 0.2g (4- ) , 0
04g  4- ,0.4g N,N'— 50
1 0.4g (4-[4-(2- _5- —4-[(S)-2- 1 ) ]
) .
(b) 50 509 4- 3.79 25¢g
100 100 2
/ ( 7:3) 209 (4-
)
@-[4-(2- -5 -4-[(S)-2- 1 ) 1 1 25~  (@-[7-
1 ) ;
@-[4-(2-  -5-  -4-[(S)-2- 1 ) 1 1 25-  (4-[s-
] ) :



(4-[4-(2- -5- -4-[(S)-2-
1 ) ;
(4-[4-(2- -5- -4-[(S)-2-
1 ) ;
(4-[4-(2- -5- -4-[(S)-2-
] ) ;
(4-[4-(2- -5- -4-[(S)-2-
1 ) ;
[4-(2- -5- -4-[(S)-2- ]
) ;
[4-(2- -5- -4-[(S)-2- ]
) ;
[4- (2- -5- -4-[(S)-2- ]
) ;
[4- (2- -5- -4-[(S)-2- ]
1 ) ;
[4-(2- -5- -4-[(S)-2- 1
1 ) ,
[4- (2- -5- -4-[(S)-2- 1
1 )
3
0.3g (4-[4-(2- -5- —4-[(S)-2-
1 )
50
-5- -4-[(S)-2- 1 )
) )
4- 2,5-
(@) 1.0g 2,5- (4- [11-
,0.4g N,N'-
0.8g 4-
3-[4-(2- -5- -4-[(S)-2- 1
] ) ;
5-[4-(2- -5- -4-[(S)-2- 1
] ) ;
6-[4-(2- -5- -4-[(S)-2- 1
1 ) ;
7-[4-(2- -5- -4-[(S)-2- 1
1 ) ;
8-[4-(2- -5- -4-[(S)-2- 1
] ) ;
9-[4-(2- -5- -4-[(S)-2- 1
] ) ;
10-[4-(2- -5- -4-[(S)-2-
] ) ;
11-[4-(2- -5- -4-[(S)-2-
1 ) ;
12-[4-(2- -5- -4-[(S)-2-
1 ) ;
3-[4-(2- -5- -4-[(S)-2- 1
1 )
3-[4-(2- -5- -4-[(S)-2- 1
1 ) ;
3-[4-(2- -5- -4-[(S)-2- 1
] ) ;
3-[4-(2- -5- -4-[(S)-2- 1
25-  (4-[8- 1

2,5-

1 )
0.04g 4-
1
1 25-

(4-[11-

1

- 10 -
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1  25-  (4-[9-
1 25- (4-[10-
1  25-  (4-[11-
1 25-  (4-[12-
25-  (4-[7- ]
25-  (4-[8- ]
25-  (4-[9- ]
25-  (4-[10-
) 1 25- (4-[11-
25-  (4-[12-
,0.8g 4- 25-  (4-[11-
,0.2g  N,N'-
059 (4-[4-(2-
(4-[11- 1
1 )
1.0g 1,4- ,0.04g 4-
50 1
| )
25-  (4-[11-
25-  (4-[11-
25-  (4-[11-
25-  (4-[11-
25-  (4-[11-
25-  (4-[11-
25-  (4-[11-
25-  (4-[11-
25-  (4-[11-
25-  (4-[5-
25-  (4-[6-
25-  (4-[7-
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3-[4-(2- -5- -4-[(S)-2- 1 ) 1 25-  (4-[9-
1 ) ;
3-[4-(2- -5- -4-[(S)-2- 1 ) 1 25-  (4-[10-
1 ) :
4
0.05g 4-[4-(5- -2- -4-[(S)-2- ] ) 1 2,5- (4-[6-
1 ) 0.20g 2,5- (4-[6- ] )
(1-N *,114 ,N " -Sc * 106 Sc *-Sx70 ) 62 3 % (Irga
cure, Ciba Geigy) 1 % BHT 160 7.8 . 105
(15V ac) , 90 110V dc ,
( 15 ). 2
(57)
1.
(M
Al Q‘ a2 n
A3
Al A2 (1) ,
A 3 (1) :

R‘-z“{—@» 22@ 7'- (I
n
(11D
— 2 2 zﬁ@ R
T S

cC D , 1,4- , -2,5-
-2,5- , -1,4- -1,3- -2,5- ;
z1 ,-CH ,CH , -, -CH , O-, -COO-, -00C-, -(CH ,) 4 - -(CH ,) 30- ;
Z 2 ,-CH ,CH , -, -CH , O-, -OCH , -, -CO0O-, -00C-, -(CH ,) 4 -,-O(CH ,)3- -(C
H ) 30- ;
Z 3 —-(CH ,)m-, -(CH , )mO-, -(CH , )mCOO- -(CH , )YmOOC- ;
n O 1 ;
m 1 16 ;
R1 , , , , 2—
, 2- , ) ) , 2- ) )
E F , 1,4- , -2,5-
-2,5- , -1,4- -1.3- -2.3- :

G , , , , 1,4-
Z 4 ,—(CH 3) -, -(CH 3) , O-,-O(CH ;) , -, -(CH ;) , COO-, -OOC(CH ,) , -, - (CH ,
) p 00C-, -COO(CH ,) , -, -OOC(CH ,) ,00C-, -O(CH ,) , OOC- -COO(CH ;) , O- ;
Z5 276 ,-CH ,CH , -, -CH , O-, -OCH , -, -CO0O-, -00C-, -(CH 5,) 4 -, -O(CH ,) 3 -

-(CH ;) 30-
n 1 16 ;
r s 0 1 ,
R 2 : : (S)- (R)-2- » (8)- (R)-2- , (S)-

(R)-2-  (8)- (R)-2- . (S)- (R)-2- 4 8 ,

- 11 -
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2.
1 ,
Al A?2 (11-a)
(11-a)
R”—-—Z‘”—@’Z““‘
R 11 , , ;
z3 -(CH3)¢- -(CH ;) {O-, -(CH ;) { COO-
-(CH ,) ;00C- ,
t 4 12 ;
cl 14- , 2- -1,4- 3- -1,4- ,
Zz 1 -CH ,0-, -COO- -00C-
3.
1 ,
A 3 (111-a)
' HaN
S Caa1Oat Ol
R 2 (S)— (R)-2- » (8)- (R)-2- » (8)- (R)-2- » (8)- (R)-2-
(S)- (R)-2- ;

r s O 1 ,
z4 -CH,CH,CH,-,-OCH ,CH ,-,-CH ,CH , O-, -COOCH , -
-CH , OOC- ,
Z 5 ze6l ,-CH ,CH , -, -CH , O-, -COO-, -00C-, —-(CH ,) 4 - -(CH ,) 30-
E1 F1 14-
4.

[—(.——((‘Hz O —(CH2)-0 A
HoN
NEtacoy

NO»
t 4 12 ;
R2 (5)- (R)-2- » (8)- (R)-2- » (8)- (R)-2- » (8)- (R)-2-
(S)- (R)-2- ;
zZ 4 -COOCH , - ;
Z 51 , —COO- -00C-
5.
2 1 1 ) ,
6.
5 ,
1 0 : V) (X) 1

o} X
v : Oj \
O~ (CH,), —O—Q_coo— ooc—Qwom(CHz)rO

- 12 -
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o-—(cng),-o——O- coo ooc—@ow(cuz),~o /
k—{o o o

N
/(CHz)q

o o)
o
&
7 bw(Cl—lz).-o—Ocoo—<§0oc—©'o——(cnz).—o>—\
\2!
o——-(cnz).-o_—O»coo ooc—@—o—(cnz)‘—o J
Ay o R
© o
o
o) 0 O)_\
B N 0— (CHz—0
a0l y-coo—{_S-ooo{)-o—ter

Vil

\40-—— (CH),—0 —@- COOQ ooc—@o——(crlz)n~oo ya
o)

{CHa)q
_{O o
/o——(CHz).—O——-C}—coo ooc_Qo_(CHﬂ,_,O)—\
Vil
N 0—-(CHz)x—0—©‘coo “/ ooc~-—®—o—(c:ﬂ2).——o /
o e} o
\
(CHz)q

o—(CHz). —Q @ ,Q (M o)——\
\__< 0—(CH2:-0 —’Q* ‘Q —@' ~—{CHz2)— O>J

(CHz)q
0
/'60——(CH2)1-0—®—000—C§000«©~ —(CH)—0” \
X
1!
4 12 q 2 12
7.
1 4
8.
5 6
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