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:m/z = 440[M-H] -

(22) 3-(D)-[1-{3-[N~( - )-N-

1- -3-(1- -1- )-6-
39%.

R ¢ :0.35( , /

C27H24N405

:m/z = 483[M-H] -

(23) 3-(2)-[1-{3-[N-(2- -~ )-N-
1- -3-(1- ~1- )-6-

59%.
R :0.45( , /

C ogH 27N 30 5

:m/z = 484[M-H] -

(24) 3-(2)-[1-{3-[(2- - )"

1- -3-(1- -1- )-6-
40%.

R s :0.35( , /

Coa7H 24N 4,05

:m/z = 483[M-H] -

9:1)

=9:1)

=9:1)

=9:1)

- 23 -

1-2-
4-
]_
3-
]_
3-
}-1-
3-

-N,N-

- -

-N=-(2-

-N-(2-
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1-2-

)-N-
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(25  3-@-[-{3-INN- -2 - - 1- }-1- - 1-2-
-6-
1- -3-(1- ~1- )-6- -2- 3- -NN-( —(2- -
)_

67%.
R :0.30( , / =9:1)

C 23H 27N 30 ¢

:m/z = 500[M-H] -

26)  3-@-[1-{1- -2-[(2- - )-N- - - -4 - 31— -
1-2- -6-
1- -3-(1- ~1- )-6- -2- 4- -1-  -2-[(2- -
-N- - 1-
77%.
R; :0.70( , / / =8:2:0.1)

c 28H31N504

:m/z =502[M+H] +

@7 3-@-[-{4-[¢4- - -1- - 1- }-1- - 1-2-
—6-
1- -3-(1- ~1- )-6- —2- 4-(4- - “1- -
)- .

57%.
R :0.65( , / =9:1)

C31H3z3N,40,

:m/z = 523[M-H] -

28)  3-@-[-{4-[4- - -1- - 1- }-1- - 1-2- -6-

1- -3-(1- ~1- )-6- -2- 4-(4- - -1- - )-
41%.

R :0.30( , / =9:1)

C 30H 30N 40 4
:m/z = 511[M+H] +
(29) 3-(2)-[1-{4-[(4-(2- - )- -1- )- 1- -1- - 1-

2- -6

- 24 -



1- ~3-(1- 1-
- )-
31%.
R ¢ :0.35(
C aoH 35N 50 4
:m/z =554[M+H] +
(30) 3-(D)-[1-{4-[(4-(2-
—6-
1- _3-(1- 1o
_ )-
78%.
R, :0.35(

C30H3ON405

(31)

1-2-

1-
]

R ¢

:m/z = 525[M-H] -

3-(2)-{1-[4-(5-
—6-
-3-(1- -1-
o )-
66%.
1 0.25(

C 30H 23N 40 4

- m/z = 509[M+H] +

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

-3-(1- ~1-

: 0.55(

C 35H 33N 4,0 ¢

(33)

:m/z =611[M+H] +

3-(D)-[1-{4-[(4-
-6-

-3-(1-
)-

-1-

-2,5- -

)-6- -2-
/ =9:1)
- )- -1- )-
)-6- -2-
/ =9:1)
[2.2.1]
)-6- -2-
/ / =9:1:0.1)
- -25-
)-6- -2-
/ / =9:1:0.1)
- -1- )-
)-6- -2-

- 25—
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4-(4-(2- - )- -1
1- -1- - 1-2-
4-(4-(2- - - -1-

S, T )- }-1- -
4-(5-  -2,5- - [2.2.1
-1- - - }-1-

4-(4-3 - -2,5-
1- -1- - 1-2-
4-(4- - -1- -
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10%.
1235 236 .
CaH 3N 404

:m/z =539[M+H] +

(34  -@--¢4-I( -35- - -1- - - }-1- - 1-2-
—6-
1- -3-(1- ~1- )-6- -2- 4-(  -35- - -1- -
)_
41%.
1 265 266

CaoH3N404

:m/z = 511[M+H] +

(35) (R)-3-(2)-[1-{4-[(3.4- - -1- )- 1- -1- - 1-2-
-6-
1- -3-(1- ~1- )-6- -2- (R)-4-(3,4- - ~1- -
)- .
36%.
: 265 266

C 30H 30N 40 4

:m/z = 511[M+H] +

(36)  3-@-[1-{4-(2- - - -1- - - -1- - 1-2-
-6-
1- -3-(1- ~1- )-6- -2- 4-(4-(2- - )-
-1- - )-
12%.
1114

CasH N 405

:m/z =597[M+H] +

@7 3-@-[1-{4-[G-C- - - -1- - - }-1- - 1
—2_ —6-
1- -3-(1- ~1- )-6- -2- 4-(3-(2- - )-
-1- - )-

38%.

- 26 -



1133 134
C3aH 3N 4,05

:m/z = 583[M+H] +

2003-0090712

(38)6 3-(D)-11-{4-I(3- - -1- )- 1- -1- - 1-2-
1- -3-(1- ~1- )-6- -2- 4-(3- - ~1- -
)-
32%.
1259 260
C aH 3N 4,0,
: m/z = 511[M+H] +
2
3-(2)-[1-{4-( -1- - 1- }-1- - 1-2- -6- -
20 3-(2)-[1-{4-[(4-3 - -1- )- 1- }-1-
- 1-2- -6- 0.29(0.343mmol) 0.079
50
: 0.199( 929%).
1270 271
C ,gH 6N 4,0 4
: m/z = 483[M+H] +
2
D 3-@-[1-{4-[[L4] -1- - 1- }-1- - 1-2- -6-
20 3-(2)-[1-{4-[(4-3 -[1,4] ~1- )- 1- }
-1- - 1-2- -6- 0.25g(0.419mmol) 0.4
48 , 45 2 :
£ 0.239( 899%).
1261 262
C poH 2gN 4,0 4
: m/z = 497[M+H] +
@) 3-@)-T-{a-IN-- - )-N- - 1- 3-1- - 1-2-

- 27 -



3-(D-[1-{4-[(2-(3

1-2- -6-

86%.
R :0.5(
C 2gH 23N 40 4

:m/z = 485[M+H] +

3)
-6-

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

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

100%.
R ¢ :0.4(
CgoH 30N 404
:m/z = 511[M+H] +
3

3-@)-[1-{4-[(4- -1- )-

3-(2)-[1-{4-[(4-
155mg(310mmol)

~1- )-

: 13mg( 9%).
. 218
C 2sH 26N 40 4

:m/z = 483[M+H] +

1) 5 3-@D-[1-{4-[NN-  -(2-
(2 3 3-@D-[1-{4-[NNN-  -(3-
3) 3-(D)-[1-{4-[(2- -
(‘2 3-D-[1-{4-[NNN-  -(2-

- )-N- - 1- }
=4:1)
-1- - - }-1- -
-2,5- - -1- )- 1-
/ =9:1:0.1)
1- 31 - 1-2-
1- }-1- - 1-2-
, 10N 0.5
RP18-
- - 1- }-1- -
- - 1- }-1- -
1- F-1- - 1-2-
- - 1- }-1- -

- 28 -
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1-2-

}-1-

-6-
50

1-2-

1-2-

1-2-
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(6  3-@-[1-{4-IN~( - )-N- - 1- F-1- - 1-2- -6-
©®  3-@-[1-{4-[- - - 1- -1- - 1-2- ~6-
M 3-@-[1-{3-IN-(2- - )N - 1- -1 - 1-2-
—6-
®  3-@-[1-{3-IN-(2- - )N - 1- -1- - 1-2-
—6-
®  3-@-[1-{3-[N-(2- )- 1- -1- - 1-2- ~6-
(10)  3-@-[1-{4-[-@ - - - 1- -1 - 1-2-
-6-
1) 3-@-[-{5-IC- - )N - I = 1-2
- -6-
(12  3-@-D-@-Ie- - )- 1- -1- - 1-2- ~6-
(13)  3-(@-[1-{4-[(4-- - - -1- -1 -1- - ]
—2_ —6-
(149 3-@-[1-{4-[G-C- - - -1- -1 -1- - ]
—2_ —6-
15  (-3-@-[-{4-[64- - -1- -1 -1- - 1-2-
-6- .
1 2 1

- 29 -



[ 1A]
R4
S H
C\Hs 0]
o )
e 0 " o) s
A A o Rs

A
&

~(C=0)-N(CHg)-(CH,),-N(CH),

Py
&

-(C=0)-NH-(CH,),-N(CH;),

Y
&

-(C=0)-NH-(CH,);-N(CH,),

<(C=0)-N(CH,)-(CH,);-N(CH),

A
&

{(C=0)-N(CH,CH,)-CH,CH,-N(CH,),

Py
>

{(C=0)-N(CH,)-CH,CH,-N(CH,)-COOC(CH,),

Py
&

P9

-(C=O)-N[CHZCHz'N(CHZCHs)ﬂz
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[ 1B]

")

A
&

~(C=0)-NH-CH,CH,-N(CH,),

1(8)

A
&

-(C=0)-N(CH,;)-CH,CH-N(CHj,),

]
D

{(C=0)-NH-CH,CH,CH,-N(CH,),

1(10)

IsPs We e

Py
[

<(C=0)-N(CH,)-CH,CH, CH,-N(CH,),

1011

Py
»

X,
Q\CHS

112)

A,
@

1(13)

Py
&

3,0

H

oO—=2

3

1(14)

Py
-4

kR

-(C=0)-NH-CH(CH;),
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1(15)

Py
[~

A
&

17

A
&

1(18)

SeEERE

1(19) -(C=0)-NH,
Rs

1(20) ~(C=0)-NH-CH,CH,CH,
Re

1(21) -(C=0)-N(CH,),
Rs

1(22) : <(C=0)-N(CH,)-CH,-(C=0)-NH,

Rs
1(23) : ~(C=0)-N(CH,)-CH,CH,-OCH,

Pyl
D

- 32—
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ps)
&

)
¢

Py
&

[ 1D]
1(24) : ~(C=0)-NH-CH,CH,-CONH,
RS
1(25) : -(C=0)-N[CH,CH,-OHI,
RS
1(26) CH, (C=0)N(CH,)-CH,CHN(CHy),
/ N
1(27) Z 0
RG /“\[\[j\
N(CH,),
1(28) o}
< > Rs )LN/\
PR
CH,CH,
1(29) 0
—<: >—R6 /lk
N/\
kx/N\,//\
N(CH,),
1(30) C

o
ea

CH

©
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)
&

[ 1E]
1(32) O CH,
< > Rs )J\N/'ﬁ
N_ _O
K/ I cleHy),
CH, O
1(33) 0
——< >—R6 )LN
O\/N(CHa)z
4 4(34) o]
—Q'Re )J\N CH,
H/NH
CH,
1(35) Q
—& )R /)L
N
@A
Y TCH,
CH,
1(36) ¢)
—& )R )J\N
Q\O/\/N(CHZCHQ,)Z
1(37) 0o
—\ )—Re /MN
o]
Q’ N
N(CH,CH,),
1(38) C 0
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[ 1F]

L

X,
g

2(1)

&£

T
K//NH

2(2)

A
&

“[-(C=0)-N(CH,)-CH,CH,-NH(CH,)

2(3)

Py
[+

CH

@

NH

(%)

Y

CH,

X
&

-(C=0)-N[CH,CH,-N(CH,).],

~(C=0)-NH-CH,CH,CH,-N(CH,CH,),

A
&

{(C=0)-NH-CH,CH,-N(CH,CH,),

A
&

-(C=0)-N(CH,CH,0H),

P
&

{(C=0)-N(CH,)-CH,-(C=0)-NH,

A
&

ShtrEeEE

{(C=0)-NH-CH,CH,-CONH,
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10

75.0mg
50.0mg

10.0

[ 1G]

()

Y
I3

~(C=0)-N(CH,)-CH,CH,-OH

®)

&M

-(C=0)-N(CHj;)-CH,CH,-NH-CH,

©)

PP

A
[+

~(C=0)-NH-CH,CH,-NH,

(10)

A
&

(C=0)-NH-CH,CH,-NH-COOC(CHj),

(1

-(C=0)-N(CH;)-CH,CH,-N(CH,),

(12)

P
&

~(C=0)-NH-CH,CH,-NH,

(13)

P
&

O
P
o/\/N(CH3)2
o}

(14)

)
&

A
NN

N(CH,),

(15)

L

A
&

75mg
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2 35mg
35.0mg
100.0mg
2.0
6
50mg
(1) 50.0mg
2) 98.0mg
3) 50.0mg
4 15.0mg
®) 2.0mg
215.0mg
1,3 O » (4)
19 mm.
7
350mg
(1) 350.0mg
2) 136.0mg
3) 80.0mg
(@) 30.0mg
5) 4.0mg

. (5)
(dividing notch)
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600.0mg
1. @ @ » (4)
:12 mm.
8
50mg
(D 50.0mg
2 58.0mg
3) 50.0mg
(G)) 2.0mg
160.0mg
CY I E))
9
350mg
(D 350.0mg
2 46.0mg
©)) 30.0mg
(G)) 4.0mg
430.0mg
CY I E))
10
100mg

(2

@)

4)

4)
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1
100.0mg
(M.W. 1500) 600.0mg
(M.W. 6000) 460.0mg
840.0mg
2,000.0mg
.40 ,
38 ,
(57)
1.
| 6 ) , ) ’
|
R‘3
R4
~
RS
X
N
R, l
Rl
I 1
X 1
R 4 ,
R > , C 16" ,C 47 -
R 3 ,C 16 ,C 37 - : ;
1] 1] 3 [} 3 ] C 1-3 —
Ci3- [ ,
] 3
R 4 R 6 , ( ,
’ Cis- Cigz-
’ ’ C 1-3 — ’ ’ ’ C 1-3 — ’
, C 1-3 7 ) _(C 1-3 © ) ) , C 1-3
- , —(C 13- ) ,
) 1
R e ,C 14 - ,N-(C 15- )-C 13- ,C 3
7= yN-(C 15- )-C 37~ ,( -C 13-
) v N-(C 13- ) -C 13- ; 2
, , yN-(C 13- )- , -N-(C 13- )-

-39 -
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, C 13- 2 3 , (C 13-
)- o —(C 13- )- (C s - )- v N=(C 14 - )
-N-(C 13- )- : v N-(C 13- ) 4 7
; Cis- N-(C 13-
)-C 13- 4 7 [ ,
2 , 2
1 7 Cis- /
) 6 7 4 ’ ) ’ C 1-4 —
: ,C 13- o —(C 13- ) , —(C
1-3= ) -C 13- o —(C 13- ) : -C 13- y N=(C 1.5 -
) _C 1—3 - 1 H il
' , -NH ; C 13- , ,C 13- v C s - , (C
13~ ) Ci3- ,0- -C o3~
, R 6
’ ’ C 1-5 — ’ ’ ’ C 1-3 — ’
,C 13- ; v C g - v —(Caa- )
' ,C 13- v —(C 13- ) ,C 13-
) 2 ] ]
R s Ci3- ,
: - ,C 13- C 13-
C 13- 5 6
( , 6 1 ,2 3 , 5 C
1-3 ~ -C 13- Ci3-
; -C 13- ,
; C 13- -C 13- 2
y 1 2
) b
|
2 ) )
1 1 H 3 1
: N- ( : )
2.
1 ’
x 1
R 1 ' Co1a- Coy4- ;
R 2 C 1-4 - ]
R 3 C 16~ Ca7- ; : ;
, , C 13- Ci13-
[ 1 ] ’
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R 4 ' Coaa- N-(C 14 - )-C 13-
( Caa- N-(C 14 - )-C 13-
2 C 13- -(C 13-
) )i ' Co1a- N-(C 1 4- )-C
1-3 ~ ( ,C 14~ N-(C 14 -
)-C 13- 2 ,C 13-
-(C 13- ) : C 13-
iR 6 [ , : , ,C 15—
' : Cag- : ,C 13- :
- ,C 13- - ,C 13- ,
-(C 13- ) : ,C 13- o —(C 13- )
] .
R 6 Cia- N-(C ;5= )-C 13- C a5
7~ yN-(C 1 5- )-C a7~ (. -Cqy3-
) yN-(C 13- ) -Ci3- ; 2
: . v N-(C 13- )- v -N-(C 13- )-
’ Cis- ' 2 3  (C 13-
)- , —(C 13- )- v (C 14 - )- , N-(C 1_4 - )
-N-(C 13- )- : v N-(C 13- ) :
: Cis- N-(C 13- )
-C 13- ;4 7 [ :
2 , 2
1 2 Cis- /
, 6 7 4 , , ,C 14
- C 13- -(C 13- ) -(
Cisz- ) -C 13- v =(C 13- ) , -C 13- , N-(C 13-
) -Cia- , ,
, : , -NH , Cis3- C 13- ' Co1a- ¢
Ci3- ) -C 13- » - -C 23 -
1 :
R s Ci3- ,
|
2 1 ]l
, , K] ,
N- ( : )
I , , , ,
3.
1 ,
X ,
R 1 ,
R > Ci0- )
R 3 , : : : ' C 13-
Ci3-
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R 4 yC 14— N-(C 1.4- )-C 13-
( Cia- N-(C 1.4- )-C 13-
2 ,C 13- -(C 13-
) ; Ci3- ) R e
3 4 ,
R 6 ,C s - ,N-(C 13-  )-C 13- , C 5
6~ yN-(C 1.5-  )-C 54~ ;
v N-(C 13- )- , -N-(C 13- )-
C 13- , 2 3 , (C 13- )-
, —(C 13- )- , (C 14 - )- v N=(C 1.4 - )-N-(C 13-
)- : v N-(C 13- ) , :
Cis- N-(C 13- )-Ci3-
2 4 Cia-
Cia- -(C 13- ) -(C 13- ) -C 13 2-
, , 2,3,4,5- -1(H)- , - ; ’ 5 C
- 25- - [221] -2- - ,
R s C 13- ,
1, 2 3 ,
2 b )
, 3 | , )
4.
1 ’
X ’
Ri1 R ;
R 2 t
R 3 i)
R, 3 4 R & ,
R e ,C 13- yN-(C 15- )-C i3~ ,
'N-(C 15-  )- , -C 13-
' N-(CC 13- )- -Ci3- : 4= -
4-L -(C 13- ) 1- A4-L -(C 13- ) -C 13-  1-
: v N-(C 13- )- v N=(C 1.4 - )-
N-[ -(C 13- )- -C 13- 1] N-(2- )-
y N_( 1-3 © )_ ’ 2131415
“1(H)-  [d] 5.  _25- - [2.21] -2- - :
) 2 3 ’ (C 1-3 7 )_
o —(C 13- )- : Ci3-
N-(C 15- )-C 13- | , ,
5.
1 ’
@ 3-(2)-[1-{4-[N-(2- - )-N- - 1 1= - 1-2-
—6- '
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(b) 3-(2)-[1-{4-[N-(3- - )>-N- - ] -1- - 1-2-
-6- ,
© 3-(-[1-{4-[(4- - -1- )- 1 1- - 1-2- -6-
(d) 3-()-[1-{4-[(4- - -1- )- ] -1- - 1-2- -6-
(e 3-()-[1-{4-[( -1- )- 1 1- - 1-2- -6-
Q) 3-(O)-[1-{4-[N-(2- - )-N- - 1 -1- - 1-2-
—6- ,
() 3-()-[1-{4-[(4- - -1- )- 1 -1- - 1-2- -
6- ,
(h) 3-(-[1-{4-[4- - -1- )- ] -1- - 1-2- -6-
() 3-(D)-[1-{4-[(4-(2- - ) -1- )- 1- -1 - 1-2-
—-6-
(k) 3-(2)-{1-[4-(5- -2,5- - [221] -2- - )- 1-1- -
}-2- -6- I
6.
3-(-[1-{4-[4- - -1- )- 1- -1- - 1-2- -6-
7.
1 6
8.
1 6 7 /
9.
1 6
.
10.
1 6 7
/ 8
11.
VI Wil
(@,
R, 1 6 I
IX X (b),
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VIl ,
R, R 1 6
IX
Ry
A
— N
~
RS
o
HOOC 1?
R'1
IX ,
R, R, R g 1 6
X
H-Ry
X 1
R Ci6- ,C 47 -
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