<51 £1990-0008137

(51) Int. C|.5 (45) 20L X 1990210831
CO7C 279/04 (11) 210HS  51990-0008137
C07C 279/08

(21) s £1983-0004071 (65) 2= £ 1984-0006332
(22) EJAAX 198308 30! (43) 2O AL 1984 EH 11229
(30) RUAFH 151698 1982109022 L =(JP)

(71) &2 XOISHS & HIMIOIEM DD

t 244+ 04H0I OIMJtet =3 X
2

22D TRURE AILIJISF JI0IL2AH) 3EL0 148 231

(72) 2 SOXESY G0
A22 TONRE Y2I0H? TRCHIICH AR 238K
CHeN 012
AZ2 TOWRE AILIIIYT BIIIADECH 5EH 12 112
LIAIESH RIZQ
AZ2 TOWRE TAIDIT AJD 3-18-14
CEDESHAL DHA G Al
Y22 TONRT I JH0I0F 3-10-8-512
LIteet GIZok
A= AN PAMAl =PEHER 838X 6
SOITH RAIBIA
Y22 AN QRMAl WRQ 2-27-21
(74) Chelo! e
MNP : 22 (MUBE 20925 )
OIRI-BR BEEO| HAHHY
29
e ¢S
GHIA
(2ol Z3]
AHE2PLRI-2Y B2 MEYH
(2ol MM &)
AHERYLR 2 2yol YYNS0DIE & LU SOl 2ok HHARA(Bacillus)&2 AHESRE-

o ron

44 22 HHEHHBCRH =2l 218=01H Ef%?_f g2 X8
1514 1312 1110 9 8 7 6 5 4 3 2
H,NCNH (CH;) ,CHCH,CONH-CHCO—-NHCH,CH,CH,CH.NHCH,CH,CH.NH,
[ i I
NH OH OH
I Mz ol CHoll d&ANEES 20210
Zg/ol(Ehrlich) &&, el |3 180(S-1
. N 02 88LHE It = SE=0IC0H
IS stetgdol 2o 2= = UAbes A= sKEH

HE
!l
iy
ol 0 w
T lo
g LJ
o g I
02
l 0x
=g =
|

oo

0x

pal

S foh oz 0z | >
02
K%
A
fo

N —
&
e

2
i 4
uz N2
0

= [N CI2Al SEMC 15-UISAl AH2FLE0] AHS2L0 KAHE
O ALks A= SN AU HRI AHE2LEY 152AXNMS SIES&I9 Ol =
2 ol H+E 8 LU S2 2= 0 steg= A FAE d=sH

EEE SLAES JAD UXNE =EHUWANS £

= E
4
10
o
10
o
i)
!
==t

ST

7
-— O
s
Y
=l

I
1

2

FE

2

Hori
0 A
0x 2

e ne
402
L]



1990-0008137

E

ol S

=

=

OH

o
R
ol
0l
N

1

o

U

ko=
Ario

gy

o
Q B0
o ol

-0

= I

NE

II
a

ol

0

(1) &= 2209 gol 2
CHz)mCHCHzCO'_Rz“NH(CH:)‘NH(CHz)sNHz

R,
aJl AMOIM, B2 =2

/,
{

\

l
NH

H.NCNH

o

(8!

w-0t0l =D 2t

Mel)eld, a2 ool

0l
O
Uk

ol
<
Ll
r

Ul
ﬂ

X A
o T

4 WXl 62

o
j—

o deld m
4 LHXI 62 H==0ICt.

(11)

o
j—

Fd, m

g =20,

—NH (CH,),N (CH.),NH—R,
(0]

’
2

Mer)erdl

NZ &L O20, otol

—

H,NCNH (CH,) nCHCH,CO—R,

&l AUA, Ri2 2A

R

10

9]
7

fall
ol

Hl

1)

8!

PN

| Ri2

9

(1)0lIA
Al, HBIEFEQASEA|,

A
Al

F

=}
[ud}

ol
=

10002
EtARX

SN &2 1 WX
H= 1 WX 4002

Q@
x|

t

LU
—

SA, SEHR2QLSA,

=

ol

b

el

MQUSAl,
A= OtASADI, L= LS ADIH, BHE

Sl A
=

—

[—

JHXI
N=-0ta S AID] OICEH.

=
=2

—

[—

DN,
JHX

<]

.

~J

0l
0t
Uk
KJ

.

o]

0l

o

X 2l)oICH Ol

<
)
a0
il

ol

_IA
M0

t

-0

€

=

Q

LdZELH, O-HEAME,
b-Ot0l= Y=t

Edid,

=, =

e
AAHIRH, S-BIEAIAHIR, S-OIEAIAHIQ, O

" -Ol0I = REIZ 4,

S
=2

L, D & DL *=0ICt.
30-2

=
, -HEEd2Y, O-UEEd Y, -HEZZEYH2Y,

)

(s
futd

=24
=

Al
OLATIZEEA, SREIQLH, OtATNCH2I, 2RE2!, 0t22(Y, H

2
=l
. AAHEIEL

L
i
=

)
El
=

Ot0l

—

[—

JHIHSl OtOl

A&l

—

[—

II
ar

ol

0

X
e

A
-N-CH-CO-

| Adeldl, &l

R0l &
-NHCH- (CH,),~C0-
o

o
[uind

2|

2
o



t &t

3|

o

1990-0008137

=

=

ABAI( )

o

=

=

R L= RSOICH.

| fX= S,

9

t

EASEDN

4 LAl 62 E==0IC+.

o
j—

(1)OA m

A

=}
[ud}

ol
=

|
NE0ICH.

ol
o 3
ol

el&l]-1,5,10-E2l Ot At 2t

tegl)-22la 1,5, 10-E2/ Ot XtCl 2¢

=

!1-1,5,10-E2| 0t M Ol 2+

&l El

7-70FLICl =-3-0LMIE Al

10-
10-
10-

el&l]-1,5,10-E2l Ot Aol 2t

il

10-

I+

10-

0- & OL-ME]-1,5,10-E2/OtXtCl 2t

el&l]-1,5,10-E2l Ot Aol 2t

0- & OL-AME]-1,5,10-E2|OtXtCl 2t

teel)-L-,

gel

o)L,

5
7-70tLICl =-3-0LMIE Al

7-=20tLIC

10-
10-
10-
10-
10-

10-

I+

N L L N L N

10-

et ]-1,5,0-Ec|otXtdi 2t

- DL-MIE]-1,5,10-Ecl| Ot Al 2t

al
=

9-ROtLICIE = Y)-L-, D-

10-
10-
10-
10-

H

10-

I+

10-

eeo)-p-2etd]-1,5,10-E2/ObRtCiIZ!

&
7-FOHLICI =-3-0tM SAI R et 2 )- B -2t ]-1,5,10-E 2l OLAtOI 2+

7-=20tLIC

10-
10-
10-
10-
10-

H

10-

I+

—_— e Y Y~~~ Y ~—

[ v ' S o v O e e S —

10-

1-1,5,10-E2| Ot AtCil 2t
2a]-1,5,10-E2|0otXtdl 2t

[
=

-0 e Hd) -p-2et
=l
_3_
10-[N-(7-720tLICI =-3-Ot M SAI R Et 2 ) -7

10-[N-(7-=0tLIC]
10-[N-(7-=0tLICI

10-
10-

22 ]-1,5,10-E2|0otXtdl 2t

]

_3_

10-[N-[7-=0tLICI

I+

10-[N-(7-7OtLICI = -3~

2a]-1,5,10-E2|0otXtdl 2t
2a]-1,5,10-E2|0otXtdl 2t

¢ -0t0|

10-[N-(9-=OtLICl

2a]-1,5,10-E2|0otXtdl 2t

I+
H

¢ -0t0|

-3-0l

10-[N-(7-=0tLICI

30-3



<51 £1990-0008137

10-[N-(7-FOILICI =-3-OtMISAIZEt 2 )-L-, D- & DL-«-0t0l=RE2A]-1,5,10-E2| Ot AtHI 2t

10-[N-(9-R0tLICl e =2 )-L-, D- & DL-«-0t0| = RE 22 ]-1,5.10-E 2| 0L XtOI 2+
10-[N-(7-20tLICI - & Et2)-L-, D- & DL-Z=E]-1,5,10-E2| 0t XtTI2t
10-[N-(7-F0ILICI =-3-3| ES A& ERY)-L-, - ¥ DL-ZE2]-1,5,10-E2I0LXHClI 2t
10-[N-(7-FOtLICI =-3-OlHISAI&Et 2 Y )- -, D- & DL-ZSE-1,5,10-E2| 0t Kt 2+
10-[N-(9-R0tLICI = =) -L-, D- & DL-ZEE]-1,5,10-E2|0tXtTI2t
10-[N-(7-OtLICI & Bt 2 Y )-L-, D- & DL-22]-1,5,10-E2| Ot XHCll 2t
10-[N-(7-720tLICI =-3-3| ESAIEERY)-L-, D- ¥ DL-2E]-1,5,10-E2| Ot X0l 2t
10-[N-(7-720tLICI =-3-Ot M SAI 2 Et 2 )-L-, D- ¥ DL-2&]-1,5,10-E2| Ot X0l 2t
10-[N-(9-F0tLICI = = R Y )-[-, D- & DL-22]-1,5,10-E2I Ot XHCll 2t

10-[N-(7-20tLICI = & Et R )-L-, D- & DL-0lAR&]-1,5,10-E2|OFXHC 2t
10-[N-(7-0tLICI =-3-5| E2AIREtRY)-[-, D- L DL-0lARA]-1,5,10-E2|OFXtGHI2
10-[N-(7-0tLICI =-3-OL I SAIRIEtR )L -, D- ¥ DL-0lARA]-1,5,10-Ec|OFXtGHI 2
10-[N-(9-R0tLIC e =2 2)-L-, D- & DL-0lAR&]-1,5,10-E2|OtXHC 2t
10-[N-(7-ROtLICI =Bt 2 Y )-L-, D- & DL-F A ]-1,5,10-E2I 0L KOl 2t
10-[N-(7-720tLICI =-3-3| ESAIZEER2Y)-L-, D- ¥ DL-F&]-1,5,10-E2|OtXtCil 2t
10-[N-(7-720tLICI =-3-Ot M SAIZ Et 2 Y)-L-, D- ¥ DL-F&]-1,5,10-E2|OtXtCil 2t
10-[N-(9-F0tLICI = = 2 Y )-L-, D- & DL-F A ]-1,5,10-E2IOLXHCHI 2t
10-[N-(7-20tLICI = & et )-L-, D- L DL-S 2N ]-1,5,10-E2|OtXHC 2t
10-[N-(7-0tLICI =-3-5| E2AIRERY)-L-, D- L DL-Z2ME]-1,5,10-Ec| Ot XtGHI 2t
10-[N-(7-0tLICI =-3-Ol I SAIRIEtR )L -, D- L DL-Z2ME]-1,5,10-Ec| Ot XtGI 2t
10-[N-(9-R0tLICl e =) -L-, D- L DL-S2MNIE]-1,5,10-E2|OtXHCI 2t
10-[N-(7-R0tLICI = & EtR Y )-L-, D- L DL-EaI2<]-1,5,10-E2|OtXHCI 2t
10-[N-(7-0tLICI =-3-3| E2AIREtRY)-L-, D- L DL-EARL]-1,5,10-EC| Ot XTI 2
10-[N-(7-F0tLICI =-3-OlMISAI R Et 2 2)-L-, D- ¥ DL-Ed2<]-1,5,10-E2|0tXHI2
10-[N-(9-R0tLICl e =) -L-, D- & DL-EdI<]-1,5,10-E2|OtXHCI 2t

10-[N~(7-ROILICI = # R )-L-, D- L DL-21&]-1,5,10-E 2| OFXHCll 2¢
10-[N~(7-OtLICI -3-5| EZ A B EIR )L -, D- & DL-2/4l]-1,5,10-E 2l 0t XHEI 2
10-[N'~(7-OLLICI .-3-OL I S Al BIEFR 2 )L -, D- & DL-2/4l]-1,5,10-E 2l 0t XHEI 2

(9-TOILCI = = RY)-L-, D- & DL-2|&l]-1,5,10-E2/ 0t KB 2
-(7-FOtLICI 8 e Y)-L-, D- ¥ DL-0tAI2E ]-1,5,10-E2/ObAFCIZH
o

10-[N-(7-FOILICI =-3-3l ESA 8 E2Y)-L-, D- & OL-0tATH=E]-1,5,10-E2| Ot AHHI2t
10-[N-(7-FOILICI =-3-OtMISAI &2 Et 2 )-L-, D- & DL-0tATH=E]-1,5,10-E2| Ot AHHI2t
10-[IN-(9-FotLCic e )-L-, D- ¥ OL-OtAEE]-1,5,10-E2| Ot AHHI 2t
10-[N-(7-FOtLICI - B &2 Y)-L ,10-ECIO0FAGIZF

5
ANEgEe)-L-, D- & DL-2FEtY]-1,5,10-E2/ Ot XtCl 2t
ANEgead-L-, 0- 2 DL-2REt2]-1,5,10-E2/0tAdI2
5

—-(7-=0tLICI =-3-0l &
—(7-=2OtLICI =-3-Ot Al

AAAAAAAAAAAAA

10-[N-(9-FOtLICI = = 42 Y)-L-, D- ¥ DL-SREIL]-1,5,10-E2|0tXHHIZ
10-[N-(7-FOILICI = & Et2 Y )-L -, D- & DL-OtAmet212]-1,5,10-E2| 0L XHCll 2¢
10-[N-(7-0tLICI =-3-3| ESA R ERY)-L-, D- ¥ DL-OtA T2 ]-1,5,10-E2|OF KtTI 2t
10-[N-(7-0tLICI =-3-Ot M SAI R EtR Y )-L-, D- & DL-OtA T2 ]-1,5,10-E2|OF KtTI 2t
10-[N-(9-FOtLICI = = Y )-L -, D- & DL-OtAmet212]-1,5,10-E 2| OhXHCll 2¢
10-[N-(7-FOILICI = & Et2 Y )-L-, D- &L DL-2FEIL]-1,5,10-E2| Ot KHHI 2+



<51 £1990-0008137

N-(7-7OtLICI =-3-GIES AR E 5,10-EcIOtAtOIZt
N-(7-7OtLICl =-3-0LMI S Al & 5,10-EcIOtAtaIZt
N-(9-FOtLICI ==t e)-L-, D- ¥ DL-2REHIY]-1,5,10-Ec| Ot Xtdl2t

|
o

|
Ha
o
N
ny
Sl
m
e
e

|
o

|
Ha
o
[

1
Sl
m
=
e

-IN-(7-TO0HLICI = 8 EF R Y)-L~, D~ & DL-0t221Y]-1,5,10-E2|OFKIEl 2

- Na—(7—¥10H,| Cl=-3-OF NI S Al B EF

~(7-ROILICI = -3-3| S = Al EF
e)-L-, D- ¥ oL-0t=21]-1,5,10-E2| Ot Xt 2t

(O-TOIUCI = RY)-L-, D- & DL-0t221Y]-1,5,10-E 2|0t KIEl 2t

7-F0LICI & EtRY)-L-, 0- & DL-HY Lt ]-1,5,10-E2|OFXtGHI 2t
7-R0tLICI =-3-3| ESARERY)--, D- L DL-HE et ]-1,5,10-E20LAHHI2+
7-F0tLICI =-3-OlMISAI R ERY)--, D- & DL-H et ]-1,5,10-E2OLAHHI2+
-0t e = Y)-L-, D- & DL-HY Lt ]-1,5,10-E2| Ot XtEHI 2

7-R0ILCI -8 ERY)-L-, D- & DL-EIZ4]-1,5,10-E2|OLAHHI 2¢

7-FOILCI =-3-3l ESAIRER2Y)-L-, D- & DL-EI24!]-1,5,10-E2| 0t KOl 2+
7-FOILICI =-3-0tNISAI R Et 22 )-L-, D- & DL-EI24!I]-1,5,10-E2| 0t Kt 2+

- [N=(
- [N=(
- [N=(
- [N=(
- [N=(
- [N=(
- [N=(
- [N=(

9

-FotLtl e e H)-L-, D- OL-EIZ2 &l ]-1,5,10-E2| Ot XtCll 2t

il

-IN-(7-TOILICI = 81 EH R Y)-L~, D~ & DL-3|AEIL]-1,5,10-E2/0LXIEI 2

ZZZZZZZZZF'ZZZZZZ

(7-ROIICI=-3-5| SEAMERY)-L-, D- ¥ DL-5|AEIL]-1,5,10-E 2| OF Kt 2+

(7-TOILICI =-3-OlHI SAI R )-L-, D- ¥ DL-3|AEIL]-1,5,10-E 2| OF Kt 2+

S(9-POLICI e e R Y)-L-, D- ¥ DL-3IAEIL]-1,5,10-E 2/ OFXHC 2*
7-FOLICI 8 2Y)-L-, D- ¥ DL-EEEE]-1,5,10-E2/0tAtOIZ*
o

—(

—(7-RO0ILICI =-3-3IESAHER2LY)-L-, D- L DL-EEZ]-1,5,10-E2IO0LXHCI2t
~(7-ROILICI =-3-OLHISA R ER2)-L-, D- ¥ DL-EEZ]-1.5,10-E2| Ot XHClI 2t
—(9-FOILICIE =4 Y)--, D- & DL-EEEZ]-1,5,10-E2|0tXtEIZ
~(7-FOILICI & E R Y)-L~, D- & DL-AIAHIQIZ]-1.5,10-E2|OFXI Gl 2t
—~(7-POILICI =-3-3IEES AN ERY)-L-, D- ¥ DL-AIAHIQIY]-1,5,10-E2|0tXtEHI2H
~(7-FOILICI =-3-OtMI S A R Et R )-L-, D- & DL-AIAHIQI2]-1,5,10-E2|OFXtTI 2t
-(-R0UCI S ==Y )-L-, D- &L DL-AIAHIIY]-1,5,10-E2|OFAHCI2H
—(7-ROILICI#ERY)-L-, - L DL-E2AIAHQI2]-1,5,10-E2| Ot XHCII 2t
—(7-POILICI=-3-3IEESAN&ER2Y)-1-, D- € DL-32 A|AE{|°_I%]—1,5,10—§a|oma|a+
—(7-FO0tLICI =-3-OtNI S A& Et 2 )-L-, D- &L DL-S2AIAHIQIZ]-1,5,10-E 2| OFAHHI2+
—-(-FOHLCIE e R )-L-, D- ¥ DL-S2AIAHQIL]-1,5,10-E2|OFXtTI2t

—(7-FOILICI =& Et)-L, D- L DL-BIEI2Y]-1,5,10-E2| Ot KtGHI 2t

N-(7-ROILICI =-3-3IES AR ERLY)-L-, D- & -DL-BIEI2Y] -1,5,10-E2|0tXtOI 2t
—(7-OILICI =-3-OtMI EA & EtR2)-L-, D- & DL-DBIEI2L]-1,5,10-E 2|0 XtHI2+
—(9-POLICI == Y)--, D- & DL-BIEI2Y]-1,5,10-E2|0tXtEI2
—~(7-POLICI - #ERY)-L-, D- ¥ DL-0-DIE A& ]-1,5,10-E 2| Ot KtdI 2+
—(7-R0ILICI =-3-3|ESAHER22)-L-, D- ¥ DL-0-BIE N Z]-1,5,10-E2| Ot XtEI 2
—(7-POILICI =-3-0lMIS A& ER2)-L-, D- & DL-0- DﬂE'HIa'] , 10-E2| 0L XHCll 2¢
-(-FotLI0 e e )-L-, D- ¥ DL-O-BIEAME]-1,5,10-E 2| Ot XHCHI 2¢
~(7-FOtLICI & et ), D- ¥ DL—O—M%'M&EH&%H 5,10-E 2| O RHHI 2+
—~(7-POILICI =-3-3IEES AN ERY)-L-, D- ¥ DL-S-BIEAIAHICIL]-1,5,10-E2| 0L XHClI 2¢
—(7-FOILICI =-3-0lMIS A& Et R 2)-L-, D- ¥ DL-S-BIE AIAEICIZ]-1,5,10-E2| 0L XHClI 2¢



<51 £1990-0008137

10-[N-(9-RO0tLICI . R )-L-, D- & DL-S-BIE AIAHQIY]-1,5,10-E2IOLAHHI2¢
QULIAI( | )9 FISI2E2 AR JES F4sH. YES FMots0 HYs A4FsE 1 H0l HSHO0!
C= B RIIALLAE AD QIMAAE QLE. 0l28t RIARY QIR HHM=E EHE HE2
QIOLl, HIZXE RIIAS SAH, BA EAH L OIA|D ; HIEZEIS KRIIAS OLHER, TZII24t,
=AAH EOI2 A, LA, SS4H, EI2EI24H, S2EI24H, AES24H, BHIEISEA SZUSEA
HESZEA, HESELA, T2EEEA, OIAIIZEA L ZREAITH
QBIAI( | )9 2 SIESE2 &2, Lol = AM2olle 22 22X 2o oo LeHAI(]])29 3t&
SER2RH EFIIES HHECZM MZEECH,
O oeee 25 -50° WX 100C, HIZEGIHE -40° WXl 70C2 2T 0A SSHSZ0UNA ASSICH
09 o2 2, d2ld N2LIS(HES, HESS) NSLZLIIESSAA(NMENS), LSMSH
242 84 RIIZ0H0F ULk
ROt L BHA

X,

|
—NHCH- (CH,),~CO~- (b)

B HIQH ZICHOZ HEAIEE I dBtal( ] )9 SIS R, JF LEtAl

(421 AOIAL, X n2 A E2

—NHCH- (CH,),—CO- (a)

Al AMOIM, Xi'e =A2X01HU, £= 1 WA 601 EAK/AXE Ikl 22o12d, 1 22Je X
BXEZAN SIEEL, NSLIAl, JGE=H, (H2)-LLEAIHEEY, 0t0l%, POHLICIL, HY, ol&
SA-XI2 HY, OI0ICHE, HEZE T= (M2)LZUEXEIIE XD U220, s XHS W
ol JIslle Es=Ch. el n2 0 WX 59 HL0ICHZ EAIZE J|Q dBtal(n)ol SISE222H &2
SIIE MHECZM NMZECH MEHO B3Il A2 HAMHYEES = 10 Jl=dd=d, O
224, sS=4, HEZE, O0GE 2 FOU0IISS 28710 Ue R/} 4 28IISD &
H ESEeE &) BESIISE2 A0 Yes e ESIISH OS2 MAYESE BHEC = 10A 2
29| B30l= + JIS2 HAIE U 2o MAHE = JA2U - JIS2 ZAE LU 2oiAd= MAHAL
A 220, £II32 ZAE LU 2ohiAd= 22 MH L= o XS 2312 MM Hesh ¢y

2 otLith

=2 ZYHUM AIEE = U= ESJIE2 E 10 JI=S A0l NMStEHX 210 E ¢ 19699 welE +
O Al S2t8F AIZ2 OI9IE2l, TS U2 & tXUIelet H "SHeedE 3ist | Ol0l= &t BIEIE"
1975¢ OI2d =W L29 0/F=0/0F H "HEIE A" ; 19658 %29 0OtoY ZyA =2t
E.Schroder 2t K.Lubke M "HEIE" ; 19748 ASEIIZEC| Georg Thiem Verlag =T E.Wusch A
"Synthesevon Peptiden" in Houben-Weyl "Methoden der Organischen Chemie" : 19768 RwZ2

Interscience Publishers & M.Bodamszky % M.A.Ondetti M "HEIE §4"L 22 =20 JIME 2

S 2AS0l ABE & AL
2350| R R HIZESINE 1 UK 674 SFARKIE JIXE LBABI2EY)|, HIEE 284D,
S2AU-XB HWAZAII22YI|, LIER-XS HIEZAIN28YI|, (ND)L2A-XS HEEA2E
S|, OfAD|, S5 2R(HD) LUINBBUIS £= TS2MO|C

& xEst oy st ot

fou
M
iy
o =
M
_O'ﬂ
4
ol

B50(9 MO o AT BSEHSRREC LPA( )9 B2 2ols OS2 PH o
o e

G2 S0, B0t RN Zets 2602 &0 oA MHE Mols S0Hs oiBtol s X
HED A2 UGN SHECH D2lDUA DESS OHHDIHAT (Na )T HITHA™ (H 202 A
25 XS FULHOR FMSCH18IE B2, T. UANSISO SMSH 343, 1619%). 25|
Jb E2IZZ220LMELS ALl 2l RIHE Hols BS2s2s NF AAGHMN SHHO2H =
2lE4 YD BR2S 4JIo INE IHTHU Ash IHSCH AIIS FRUHOZ A HEjo| Yst
A(1)S AH2PLR-BY S|B2S MABIC YUS OH2 YO2 MBAIDI 2ol 08 So J&
of A8 s AI|M Ol2-DEX0 EUAIID BXH MHSS BRE SEAS +3E U A5
S A EE 020 BAHS 20/U HEES, HEE, OINE, HEASCRZERY T (24 22 4
S RIS SISCZM SSHA2ICH SSHE BUS 25K SLAH AEAIIHL E= S0
SIIBME atosin US o= ZABHA 25101 SIBME MAHBCH 121D =2 AXARIT
12 weoR A= YBrAl( ) 3829 Fato| 2 o290 MBS 44 $M52 T= MBS 8
S HL0| £SO HEHAAE FHAID 2BE 2SS D0 A KIS TS 010 Hots



<51 £1990-0008137

MS 2IIEI0] S SAADID MEE HS ST ATORA SHEICH OA MHSS HolEA0
Cet s =32 gdsttt
2 2o LM SLESHZM ASEs Letal(11)2 SES2 MZ2 SES0IH, LAl
Ry
| (I
HzN(CHg)4N (CH:(;NH‘RA

(AD] AOIA, R Ryi= A HOIEH HEQt 2CHE HEAEE 1,56-di 25-1,5,10-E2I0tXHI2tS LEHA

Rs—OH (V)
(AD] AOAM, R Ry 2 ROIE O2 B5)|2 B85Es 0l0ILIJIZ2 INe a- L= @-0i0l A2
JI22A)|22H SIS2AIIZE NHECRZAN 4 M22(e-5S2A22/40 B2 HQ)OICH
Z ZANEZE N-BS - £ o-0i0latl SSAIH LBHA
R
|
R;—NH(CH,),N (CH,),—NH-R, (V)
(A AOIA, Ry, Re & Re= A OBt HIQH 2CHZ EAZE 1,5-di £5-1,5,10-E2|0XH0I2+ S
A, 0] SIESERH SAXQO YWHOR 0l0|Ld AR2E RO OHIILIIE I8t E5JIE HMAHGH
BHAl
R,
I
H-R;—NH(CH,),N (CH,);NH-R, (V)

nz

(&1 AUIA, R', Ry ¥ Ri= -1,5-di 2%-1,5,10-
=)

EL N Zolsh Hiet 202 HEAIZ= 10-0t0l Ot
EclOtAtbizts 21 dd= = :

HzNCNH(CHz)m(i‘HCHzCOOH V)
[

NH R
(A1 AA R m2 UM IO e ZCHOZ ZAIGDE o-FONLICIS-XISAID BFSAIH
UBLAI(| )0 SIEt2S d=sozM SHE 4 QO =R A2 OlLIXLH BresEse oA
UBKAI(V])O BHEIS0 T8t LBrAl(VI)e SHet29 2Hl= BE 0.2 WXl 5, BI&EGHHE 0.6 WX
1.50|Ct
UBFAI(V])O] SHEIE0l ABHAI(VI)O SHEI2 Do S=2 [IAIZ228AII2E00101S, 1-02-3-(3-CI
SOl0I-Z2Y)-II2BC0I0ISSS AIE6ts II2ECI0I0ISeY, dIS2tXISo 28 XIS gted, o
S2223122H0IE, 0|IASLZ22II22H0IESS AIESH 88 ARA2 98 AlOF-H ol AH
2, HIYOAHZ, X8 C= 0K HYWAHS, EIQHYNAHZ, 5/S2AISAI00SHAH2ED
22 B4 (AHZ 2, OIMEA, A22HMSSAMES AIE6IS 0-0tAIGIS2A010 STH 2
02l IH2BYLI0I0ICIESES AI26l= N-0rAIGHEIS YYD 22 HEIC ZEs s4d6l=0 25 0l
S 9 et YHEI0. S0 A2ZE 20 BEIC 280 40 A2gs sz foe
NEI2, HESSIS2Z2 L CI2AD 22 HHZ22 ; ZAMNED 22 HAH2E ; ONE 2 HE
NEHED 22 HER ; AN 2222 22 2235 B 442 ; CHEZE00|E &
CIHEOIMEOIDIES 22 0l0IE2 ; 102/ ONELIEZD 22 LIEFES0| Y. BEecs &
£ -30° WX 607, HI2R&IHE —20° WX 30° © &2 OILHOIC.
SUSH2M AMEGS LA 1,5-di B5-1,5.10-E2|0tXIHIZIS LBtAl
ReHN(CH, ) 2NH,
(A AlOIAL, Res A 12 S R,2H= AHOIBE OO -E5010/1CH O 2L0t0|--235 1,4-2EC|0I2IS
QUEIMO| YHOZ QUBAl :
(CH) sNHR, (Vi)

(AMIIAOIA, Ry 2A IS HI2H20] OI0I-23010112, X= &2AKAX0ICH S 0t0l-B& 3-&2

H SZZEOICI L SFHAIH LBtA

ReHN (CH, ) sNH(CH, ) sNHR4 (1X)

(MIIAUAM R R AMZ O OI0I=-23J|£0ICH S stgE2 g4otld, &E 0l0ILIIE Rlte

Ct2@ Ol0l=-230] R2 MAHZEHN 22 8Ho=2 HHE £ JAse R2 EAlZeE Ol0l=-B30I2 &
& 1

O
Sotld LA, Ot0l=-23J| Re ,5-di 25-1,5,10-Ec| 0Lkt

i
o
o
I
|0
HU
>d
9
_O'ﬂ
N @
1o
|'(I
>
I



1990-0008137

=

=

5

=

=

oD

0
0
20

ol

(X)
an
(1

Ho

NH

C

/

2

AN

N - CH,CH,CH,CH, - N

CH<
CH
|IE20lci0les ddat

N-OIEAIDIZEE ZE0|01E2

=2
=

9]

ol=EZ1lcl0lE
At

)3 ALS

=

- CH:CH;CH:CH:“‘ NH "CH:CHQCH; = NHz

| 1-(4-0L0I = &

9

un

il
w
Al

)

e}

M
(=]

|

I

-EZ/0AHH

23

JloicH ol 10-Z=gg-1,5-di

FO Rt Ryt

23

2t
[

=
=

(&DJ1A0IM, Rst Ry

HEIMOZ X

M

—

[—

[¢)

2 A

gt

w
oJ

U
-

Kk

H
00
30
i0)

—_

=

H & &L

0

St =X M6 1623H 01 X0l JI

9

==t
=

F

2
)

=

gt
Ot 210l

tef== 1981¢
30-8

3|

9

LV

A

L
i

| w-70tLIC

9

UBEAL(VI)



1990-0008137

s51=

H

- - - - - - - + + ~HO'HY)
= - - - - + + + + ;oﬁ%(@lm
- - - + - + + + +  -0DO°HD .@- O'H)
- + 4+ F - - -= - % - -00%0)
0
- T T n - - = - 7 - - nmwm
oo
= - - = - - + = - - —00H
- - - - - - - - + - ~i08 l@lfo
= - - + + + F + + ~CHD)
+ - ~ - + F + + - - © —0D00 HD)
+ - - - - . - + + + ~000*HO'HD
/8001
ol Hlek fleta Blen Pl Hlek folet Ble Bl kel Bl BB
2,06 ESlr 3 Egle 2,06 {2lo =
ow (M ammho B 3K REE op g 2B b uiamae T 3
LT 3EREK BEREK Pawes TSRV g BEk T | Rk
. iz oEREK o, = FEe Tl ‘FER I o2 E Rk LR
ThERE  F % THiles VM Tkt FTR wo RTRLE
Tl it ey BEROE L iy ae BTH T
SLEh fohEh Eahfed+ sl siiks FaElkde TLER TLEER L2 fopd EhA e e e
4H | HO'HN | HO®EN |°HNHN |HOOOWD| HOOV | DH wmum HN/eN|  Pd/H e S

30-9



1990-0008137

=

=

5

=

=

+

+
-+
+

+ +H
H
+ H

1
I

HO*(*HO)
—HO*(*H*D)

O'HD

!

~
-
o

—*HO*H")
=0 (*HD
Rk

“ON Mg '10=¥:+

lcTw-
BETie

—000HY* (*HD)
| =S-D'CH%D)
‘ON

|
S

—0J0H*(*J°H))
FHO—*H)
*HO—*HD

—000H

(%)
lcTw
—Klafe

30-10



1990-0008137

=

=

5

=

=

—J'(°'H%)
=~*HO*H)
—000"HO'H"

KE® ¥
R
leEtalulo

=+l

+

) l@! N0
LS\@: O'HO

-00°H"
—HO*(*H*)
|Uu ﬁnmov
=000 *HO*H®)
=D*(*HD)
—*HO*H®D

[T~

EO

+

=J'("H"D)

(B2l
—000*HO*H*)

(BrZle)

o

l«IUnmmoU
=0 (*HD)

lcTE~
FrEl

30-11



1990-0008137

=

=

5

=

=

+H

=000 (*H)

-000°H) |©| 0N

~'ON

-OH

'
2

|

R,

NH

I

H,NCN H (CH,) »CHCH,CO-R

o]
oll
0l

&

F

9

F

LA

| w-=0tLICI = OtA OtO|

9

Bhet2tCh)

i0)

X~ O
= =

2 n2 2A

R’

(&D120A, Ry,

(m

H:N(CH,),N(CH,),NH-R,
(ADIAM0AM, Rt Ry

| w-70tL

9

L BHAL(VIT)

t&f=2 010, 2l

> o}

(XV )

()

30-12

R,

NH

I

(MIIA0 M, R'E A
H,NCN H (CH;) nCHCH,CO—R;-0-R,

H-R,'-0-R,



1990-0008137

=

=

ol

=

=

9
&
0

ol

ez}
=]

b

R,

9

b

LA

| w-=0tLICI = OtA Ot0|

9

giet 2CH)

i0)
oT
%0

-

oA
ol

ok

JIA0IA, m, Re

s

<0

(

1-1,5-CI-3X-2EAIIIEEL-1,5,10-E2| Ot AtOI2t.

i AXE MHELZM
FREEAMIEEE-1,5,10-E2/0LAHOIZE.

0

-2cla-1,5-CI-3X-FSAHIE2E 1,5, 10-E2I0LAHOI 2t .

9

-~~~

01l

s

g
o

o
el

10-
10-
10-
10-
10-
10-

il

10-

1-1,5-CI-3X-2EAIIIEEL-1,5,10-E2| Ot AtC

ed)-224

b

E]
=

il

ESA

7-7O0HLI O =-3-2 21

— — — ~— ~— Y~ ~— ~— ~—

[ U e " —

10-

c
c
2

-
-
=
-
=

-£

-1,5,10
-1,5,10
=SS At

X

=
[}
=

[}
-REAIIZE

-READIZE

X

X

-REEADIIZE
-EEAIIZE

X

Xl
OL-MIE]-1,5-CI-3

DL-ME]-1,5-CI-3x-2EEANEEB L~

OL-MIE]-1,5-CI-38
OL-MIE]-1,5-CI-3

ODL-MIE]-1,5-CIHEEA
—al

o
OL-MI]-1,5-Cl
o

|

, D

=

=1

OL-MIE]-1,5-CI-3
g_<I
, D=
OL-MIE]-1,5-CI-3
g_<I
, D=
D_

D_

-1,5-CI-3X-2 = A2 EL-1,5,10-Ec| Ot X0l 2t.
, D=

-1,5-CI-3X-2 = A2 2 L-1,5,10-Ec| Ot X0l 2t.

-REAIIZEE-1,5,10-Ec|OtAHHIZE.

al
=
al
=
L-,

D_

D_

| &
30-13

)-=2el&]-1,5-CI-3X-2=AH=22L-1,5,10-E2| Ot XHd|

, - & DL-MIE]-1,5-CI -3X-2SAII22<-1,5,10-E¢c|

)-22lA -1, 5-CIHEAIIIEELY-1,5,10-E2| Ot AtOI2t.

s,
-

re o)L~

gel

22)-0-3xt-

b

E]
=

5l
-3-al
_3_
_3_

L S
@I

— — — ~— ~— ~— ~—

[ e e —

[
)

-[N-(7-=20tLICI
~[N=(7-FOLLICI =-3-0L I S Al

Aozt
10-[N-(7-FOILICI =-3-OLNI SAI R Et2 Y )-0

EC|OtATIZE.
10-[N-(7-7OFLICI = -3~ OF Al

1,5,10-E2| OtX+OIZE.
10-[N-(7-=0tLICl

cl ObAHOH 2t
10-[N-(7-F0tLICI =-3-= 2

10-[N-(7-7OtLICI = -3~
10-[N-(7-70tLICI = -3~
10-[N-(7-FOtLICI = -3~
1,5,10-E2| OtX+OIZE.
1,5,10-E2| OtX+OIZE.

10-[N-(7-=0tLICl

EC|OtATIZE.
10-[N-(7-=0tLICI

10-
10-
10-
10-
10-
10-
10-



1990-0008137

E

ol S

=

=

OL-MIE ]-1,5-CI-3Xt-2 S A2 EL-1,5,10-

=

al

, D-

FLICI =-3-
FARCIZE.

[N-(7-720
10-E2/0

=-1,5,10-EclOtXtOIZ2t.
.9,

-[N-(7-720tLICl =3~

Aozt

0
f

1
0

10-[N-(7-7OtLICI = -3~
0

Ec|OtATIZE.

1
1

T T | =4 S = O . = ) S T
| J.W u s o J.JWJ.WM o J.W =) ol . . N N
© JBS 2 P T g8 BzBis % BE . U o8 B W Be
= N = S | il T T =~ & = o = = o ™ e TN = ™ S =
wooF RuUe L W g R By © Ras e 5 rRoBzsg asUu
IF > o & _ - ™ o> 2 - S g S oy e Wl -9 = . ) o2 5 = ow = 4
| K 3 = = To) © o N = — I ~ = = o — o K = K = n 2
— -~ - an - U] — = ™ | n | - o ™ | iR 2 | = = U = T R
S > W wowow 2 = = = S = &g B T a XL 5
| | — — — N | | — rD, N R | |_=_ ”_u._ | ”_u._ m —
g wel WM < L L FgReweow - 5K ouwy TR =STT .
7 | - O ™ iy Mr - - = O i | = O - — T | - -1 N w  Ji
W 29y Z I WM swe=cmeleln u Bgwloe2ou & ;2w e Oy
- L= =< T K o35 — W = S = mn — X m © o o.M |
T w r ™ 5 = < S u o oy N M S Uy e A < — w 1w < g N
— — N = IF = O B P M ™ | P = = Mr L | T =
ol | o | 0 [ E_ — E_ E_ — —_ E_ — E_ | y an | | _ ”_u._ o
it 4 I =< e MHr 0 | .M O D = < m | [N I e . e RU do 2 RU =<
= JU = o ) HH S © ™ ™ - o w ~ = I iy I/l L/ |
i o o R e 2uy22ywy = 2D Rl £ | 5 = W
1 H = Y _ K _ 1 e | r L o= L [ = et 1T v 1 = m™
s o L 8 L Dol Agpng® W 5Ny B0 gDy o =W
_ — < 3 _ ) an = = S o < < Bl Rl — M < — O b - — < = 4 L
ok ™ o s _ = < < 0 I+ I = = | I~ T < m ™ [
D ) ) o) = - ”_u._ Mr | Mr | () Bl - H_._ Mr | — o) —_ Dogr 2 — — ™
| < _ - ) _ W omr o R O = an o o < | m < - < 7 RU 9
N ur 4 _ - i T 1T [ T= S TS ) 111 —re — i = ] A =
| ) . a Kl _AE ”_u._ JRF— o = fee) - ] H_._ P ™ E.__u | oll _AE E.__| — E.__| — w._ )
- =i = — ._J = = ~ B | 5l | — Te) ~ 3 | — —_ e — ol - < _
| RU K al - _ E | Eu_ = oo oo o ) :L_u_ =00 KM S o3| 3 RU 5 Ri i 0O 4
r BTy = 2 Y OOR gL iLba L o Dwh Do ©OPEH BT S
U O O [ = g — = T O L o = =
o2 Ps 4 b o ww Sy o oW oS- - 2w w20 s g
G ] oM o ML ey A T e e W
L - = K _ | L L RR IS o oY = RI R =5 =5 — =1 4L - W = o° =
= o1 © o ak _ =5 = o ol ol ol oN oll S o ol o 7oA 2 — 7 _ ot
T Ww o ! B AE T syt L Erlaawg s o W WL EOO
S wmowm oK 4 L m wwooiLbDbh 1l o gob oo 2 _ Mo <4 < o ol
T = = = U ] 7 ol ol ol ol Z | 1 T ol ol o s — i
— =z X ._U - 5l ol ol o BilTe) | | | | ol — 0O W | | O._ | | _n__ o oS :.__n __Q 4
ol L 4 4 s L L S S a e aa | ol ~ S~ @ a g = N5 5 N4 L B
o e e i A A e e L LW o I L N e e o o 1 Dl_x
| gk gk %m oll oll ok ok ol ol ol ol ol ol WD w) ol ol ol ol H ol ok ok ok oKk ok ol ok ©
el Lo m____ | o o Lo oo o< il o oo @ o & Lo o o L4
MDDw_ﬂH Joe S o Wwowowow oM < 3 S W e o o o g @
Mr Coon ®  H A e Ll o L L A R | A o
oll T 79 ? < < 7T 7 T < < < < Q oll | < < < T T 7T 7T T =< T 7
m U ol U o E E sl ol ol ol E E ﬁ ﬁ o m U ol E E Sl Eﬂ Sl mamamamagm U ol
p . Ao 5 5 GAMN ST s sy r HUEs U s o OO0 O OO
| |r\_. o) I 7 JJ ) | o O ow ow | | [ [ | | ol wl | | ) | ) o u o ow w | ol wl
PEAHHH H PP BWMHABRRPPC?PY P BT PR P il W R R BT W W
H = H H H H H H H H H H H H H H H H H H H H H H H H H H H A H H
UW 0O 0o o ) ) ) O 000 0o o oo ) 0O 00 o o o ) 0O 0 0o oo (I
ua 3 O3 O i) i) i) 3 30 33 33 3 3o i) 33 33 30O i) 3 3 O3 3 O I O
WE_ S S o =] =] m.& S © & & & & & & o =] S © & © & o =] S © & © © S oS
5 m s s :.Ell [ B I N R O i A i s =t - n "t (I N D ) t+ I
R R o B R R R e e - T N O S S O S R S S
I | | | | = | [ | | | | | | | | | | | | | | | | I = | | | | | = | |
= =2 = = E2 =z ===z = = = = ==z=z=z=z=z_=zMN=z=z=z=zz=z=M=z=
I I I L - 1K T T I I I I I I I Lo e I I I I c™ T T 7 I I I [ I
LW 222N 2T 2T 2 2 22 2 2 2 2 2 S 2N 222 2 2 2F 2K 22 22 ke

30-14



1990-0008137

=

=

5

=

=

1-1,5-CI-3X-2EAIIIEEL-1,5,10-E 2| Ot Xt

cte-1,5-CI-3X-E A2 E2E-1,5,10-E2| Ot At

=

al

DL-Z2 =t
OL-ElZ2 &l ]-1,5-C

=

a

D_

D_
)-N-LIE2-(-, D-

=

2g)-L-,
ol

t
-3-0l
-3-0l

~(7-POILICI - & ER

-[N-(7-=20tLICI

Aozt
-[N-(7-=20tLICI

Aozt
-[N-(7-=20tLICI

Aozt

10-IN-(-0tUCI s e Y)-L-,
N
Aozt

0
f

1
0
10-[N-(-70tLICI - & Et 2 )-L-,

10-[N"=(7- 0L
1.5.10-E 2| O} XHC
10-[N-(-320rLI T
10-[N-(7-20tLICl
10-[N-(7-20tLI Tl
10-[N-(7-20tLICl

Ec|OtAtEIZE.
clObAHOIZE.

clObAHOIZE.
clObAHOIZE.

cizt.

I co =
! N =
iy NODH 2
uooS RN
™~ K o r |
=< o U =< =]
r ooulow s
R E_n_vm___ =
£l S om0
— - o = ]l
L 9T @
= T =z
oL M
o Mo a e
Tn) U ~ ol ot
<] ~ < T Kt
i < M < 5
i worv = 5
oS U 0
% B o0 > 7
o wwm_x olt
| = 4 o|_
T Ao T
nowm e © 2
T W T <
voom <L W
oW o< I
= L L8 4
w oo o 3B °
R %=k < oK
W_w_ ok ok m !
| H & = o
= .- d .
AN 544
. L 11T
of ol ol ol o
ul o0 o o o]
Al W oW oW W

e i s
SK IJ J IR O
s 5 5 38 3
L F e FRorh
UL L Ll
=2 =z =z =2 =
Tw T T Tw 1™
22 2 2 22 265

DL-OllEl
30-15

=

al

ro o)L~

2
.

ARG
10-[N-(7-=0tLICI

10-[N-(7-=0tLICl



<51 £1990-0008137

10-[N-(7-0ILICI =-3-0l E2AIE 2 Y ) -, D- & DL-HEME]-1,5-CIHEZAIIIIZEL-1,5,10-E2I
OF X+ 2E.
10-[N-(0-FOtLICI @Y )-L-, D- L DL-CIEANE]-1,5-CIHEZAIIIZEL-1,5,10-E 2|0t KO 2
10-[N-(7-F0ILICI & Et 22 )-L-, D- & DL-S-HIEAIAHCIL]-1,5-CIHEZAIIIZEL-1,5,10-E2I0t
X2t
10-[N-(9-F0tLICI =422 )-L-, D- L DL-S-BIE A AH I ]-1,5-CI-3X-ESAIII2EL-1,5,10-E2l
Ot RO 2¢
= LYo JIEES2 Z2HUHAN CHEM, HIAZEA NEBEHAS HSEANEE, MF WEY L 1210
MIZ2l ZSAI0 CHSt AlE2U dMEE 2 02 22 HEE OlA0 2o =3t MFU e MYHAFY
Ol CHE MXIL &, dcl =40 s AP2E [s AEd=S AotALH
H 2= 0lHe A8l At2E = 2ol seE2s2 BEHE0
(& 2]
H,NCNH (CH,) ,.ﬁHCH,co— R,—NH (CH,),NH (CH.),NH,
NH R,
stgg 9z | m | R, R: (obv) Al REE)
1 4 H —NH-CH.—-CO-— (L) (FH4)
CH,OH
2 4 H | (L) (L—A1%)
—NH-CH-CO—
3 4 (S) OH ” () (L—41)
4 4 H ’ (D) (D—A1=")
CH,
5 4 H | (L) (L—statd)
~NH—-CH-CO—
6 4 H —NH-CH,CH,—CO (B—<tgad)
7 4 H —NH—-CH,CH,CH,—CO— (y—olw) = 3-gk2 9l)
8 4 H —-N (L) (L—z=&%)
CO—
CH,CH (CH,).
9 4 H | (L) (L—F4)
—NH—-CH-CO—
CH,COOH
10 4 H | (L) (ef£ut=®l)
—NH—-CH-CO-
CH,CH,COOH
11 4 H | L) (L—25FEld)
—NH-CH-CO-
NH
]
12 4 H CH,CH,CH,NH—-C—~NH, (L—et271e)
—~NH-CH-CO—
CH, .
13 4 H | @ L LR
—~NH-CH-CO—

N
14 4 H (fHz —m - (L) (L—3~€ld)

—NH-CH-CO- H

i
15 4 H cl:HOH L) (L-ealed)
—NH-CH-CO~—
16 4 (S)—OCOCH, —NH-CH,-CO— Z2)4)
CH.OH
17 6 H | (L) (L—A"d)
—NH-CH-CO—
CH,CH,OH
18 4 H | (DL) (DL—3%24%)
—NH-CH-CO-—

1
0l
12
&
2
>._

4ol 2 woyol Feesol oAy

nz
o

i
162

2 2ol eSS A4S =TI 0.5(w/w)kdt IS S0l SoEC. +=8HUS 40+1C2 RXIGHH
LS AIA2HHCE MES MHFEH

2 BE= Jds %M Jd20tE0CH 242 ot0 2 828 AM2UAL SE=E2 dE8XNSs =0t
O RHN B2 AIZ0A 2FAZ 30 20 SEXNSHS HEsS Adel. AdZle o)) =2
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Je2 100%=2 ot LdEHAIZE B =9 22 LHO FSE9 +=3HUH L &2 Z2Ho=0 A=
Ct
) AEZ
AMJ| AEo Z2U= HE 30 UEFLHACH
T 3]
L2HHUHME 2 LHO| SSSE9 MNZE2H%)
A3 74 (A1 )
_ 0 12 A 48 7 120 168
345 w3
1 100 %7 10 97 %97 %98 %9
2 " 100 100 9.8 100 07 %8
3 " 93 95 100 9.6 9.7 100
{ " 101 100 100 9.7 9.6 100
5 " 98 9.8 100 06 90 %9
§ " 100 100 96 96 %9 100
T " %99 100 08 %99 100 9.8
8 " 100 00 96 98 %98 100
9 I 07 %99 98 100 100 %.9
10 I 99 %94 %98 10 98 99
11 " %95 9.7 10 9.5 100 9.3
12 " 100 94 97 %9 100 9.7
13 " 08 %95 %99 100 0o
14 I 01 %90 %96 %5 99 96
15 " 99.2 99.8 9.1 1002 %9.6 1001
16 " %9 %95 96 %92 %6 96
17 " 0.6 1002 %98 97 100 9.3
18 I 100 9.5 97 %93 97 %5
Adz 3o " 6 9.8 M6 S5 699 6.l
2. HIAZ2A HABEAN Oigt 2 2Ho FEg=S2 4&-AHEE
(1) al&ety
2 g o| le2Eo 22Us IUSHME XN EoHAIHA ZEZS=sEIF 100, 50, 25, 12.5, 6.25, 3.13 &
1.56u4g/ml EIH ot ASES st StHESS HXst HASEA MEECZIA PCI2192 HA=EF LS
st = 1><1067H9| MAIZ/mlIOF S ot SHEEEC 0 &= L2l2¥ez 2=0. 1 oss 13
&l ZABHOA 37T OAIZ2H SOF BIGI) HIASZA NBEZIAL 2Z2LI2 g4d=2 2Est. 2= L
Il E4EX 2= XNESEE FMAMsS=(MIC)2 &HCH
(2) AlgdZ@
H 4= HIAZA ANBEIAN O 2 2€Hol JIE=s2 MEgHol =2 d8-Y9HAasS LIEIWD
UCH. 0] &2 2 MICE EAISCH
[E 4]
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3.57(d, 2H, J=5Hz),
I&

3|

10H),
1060, 965
9

A1(1)

2.5-3.4(b,
1160,

22 (v/v))
-CIHIE S AIDIZ2E2Y-1,5,10-E2l 0t XHH

1.8-2.4(b, 4H),
1465, 1375,

5

-5
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15635,

12H)

o

12H),
1640,
2d

2

6.7-9.5(b,
NEL

5=0.8-1.8(b,
H),
-2
~5lS= Al 4l010|

1

v (em )=3350, 2940,

‘m/z 402(M+1)

5.5-6.5(b,
RSP
G 201 A N-3
29d-1-A N
AAI613-17

TLC(n-Z2Hs
=l

NMR (DMSO-ds) :
Rf=0.3
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IR(KBr) :
MS(FD) :
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424 | YA (DS BYE

Ak (1) 9] 3HeHE

G344 10— [N—(7—Fhdx=-3(S) 3=
EAY=ed)-0—-w A —-L-4d]-1,5—¢]
Wl A ZA) 7h2 B d 1, 5, 10— E 2] o}x}ul] 7F

NMR(DMSO—-d,)4=0.9—2.0(b, 12H), 2.
1-2.4(d, 2H, J=6Hz), 2.6—3.5(b,10H), 3.
60(d, 2H, J=5Hz), 3.8—4.7(b,2H), 4.48(s,

At g4+ 10~ [N~ (7~ Fold = —3(S) 3]
E2AYted)-L-Mg]-1,510-E2
e 7k

NMR (DMSO—de) ¢=1.0—1.8(b, 10H), 1.
8—2.4(b,4H), 2.6—3.5(b,10H), 3.60(d,2
H,J=5Hz), 3.7-4.3(b,2H), 4.3-5.5(b,2
H), 6.9-9.1(b, 12H)

3 2H), 4.5-5.5(b,2H), 5.01(s,2H), 5.05(s, IR(KBr)w(cm™*)=3365, 2945, 1650, 1540,
2H), 6.7—8.3(b,8H), 7.27(s,5H), 7.30(s, . 1460, 1170, 1060, 965
10H) ? TLC(n—%5tg:de]d: & ol E4=6!
TLC(n—¥8g& . & ctiEA=4:1:1 v/ 4:3:2v/V)
v) Rf=0.3
Rf=0.6 [a]®*—14.7°(C=1.0, H:0)

MS(FD) m/z 418(M+1)

Adgss W0-[N=(7-FelUdeyrie
d3F4 10-(N-(7-FolUg @t ) -D-Ad]-1510-=]o}dzt
Q) -0-wiA-D-AP]-1,5-Hl A EA 5 NMR(DMSO—ds)d=0.8—1.9(b,12H), 1.
2849 -1,510— 2] otz 7+ 8—2.4(b,4H), 2.6—3.4(b,10H), 3.58(d,2
NMR(DMSO—ds)d=0.9—2.0(b,14H), 2, H,J=5Hz), 4.18(m,1H), 5.0—5.8(b, 1H),
0—2.4(b,2H), 2.7-3.5(b,10H), 3.58(d,2 6.7—9.4(b, 12H)

4 H,J=5Hz), 4.2—4.8(b,1H), 4.47(s,2H), IR(KBr)v(cm™*)=3350, 2940, 1640, 1535,
5.01(s,2H), 5.04(s,2H), 6.7—8.3(b,8H), 1460, 1360, 1160, 1060
7.27(s,5H), 7.30(s, 10H) T TLC(n—®Eelg: F2cl: & olalEA 6
TLC(ZF 22X Z  vgtg oAl EA=9:1" 4:3:2 v/V)
0.5 v/v) Rf=0.4
Rf=0.2 [alfF+15.3" (C=1.0, H.0)

MS(FD) m/z 402(M+1)

Aedste4 W0-[N—(7-Folidxyete
dtr4L 10— [N-(7—-Fehivie¥eted—~ d-L-oehd]-1,5 10— =e|olxiu| gt
L-da#y]—-1,5-cil 247289 ~1,5 NMR(DMSO—ds)8=0.9—1.8(b,15H), 1.
10— E.2jo}Aluil 7k 8-2.4(b,4H), 2.6-—3.4(b,10H), 3.9—4.
NMR(DMSO—d,) 6=0.9—2.0(b,17H), 2. 5(b,1H), 5.9-8.2(b, 12H)

5 0~2.3(b,2H), 2.3-3.5(b,10H), 4.0—4. IR(KBr)v(cm™')=23380, 2940, 1640, 1540,
5(b,1H), 4.99(s,2H), 5.03(s,2H), 6.3—8. 1370, 1160, 965
7(b,8H), 7.3(s, 10H) TLCn—Z 23t vt F B4l
TICn—= g3 & . FJeldd . F . cl4lEA=  6:4:3:2 v/V) :
6:4:3:2v/v) Rf=0.4 '
Rf=0.8 [a]l¥—21.6" (C=1.2, H,0)

MS(FD) m/z 386(M+1)

AL 10— [N—(7—Folddxgrled— g;‘g _%f;ag]:[f{ 5,~ 1(;: :;}iz?:ﬁf%l

A—¢ad]-15-dul B EA4st2nd 1,5 = i &3

10— € elofAul 7 NMR(DMSO—d,)6=1.0—1.8(b, 12H), 1.

NMR(DMSO~do) 6=1.0-2.1b, 14H), 2. 50 Z5n6H). 2.6-3.5(12H). 7.0-.
6 g)z-g‘zgt:‘;mz'ﬁ 73-';(;'(;2;;3 33?5,3 IR (KBr) v (cm™") =3350, 2935, 1635, 1545,

m POt R iy e 1460, 1365, 1165, 965

TLC(%’E.;&% : ““E,l"g_‘ : 29% °r}_,‘3_\4 o} = }Lgf?%i-;ié‘ i "“%l"% . 29% o:".?.‘—‘]"]‘%:

2:2:1v/v) ;&__66

Rf=0.8 i

MS(FD) m/z 386 M+ 1)
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a4 10-[N— 17—l e o Hul o
o) —y—ofn| i trleal]—1,5—c|wl 2 &4 7}
ZMd -1, 5 10— 2 op bl 1t

4ol sbv 4 10— [N—(7—Feldd e @l
A) - y—olel el d]-1.510-E2l o}
tﬂa‘_}

NMR(DMSO—ds) 6=0.9—1.8(b, 14H), 1.

NMR(DMSO—d;)6=0.9—2.0(b, 16H), 2. 8-2.4(b,6H), 2.6—3.4(b,12H), 6.7-9.
0—2.5(b,4l), 2.7-3.7(b,12H), 4.99(s,2  2(b, 12H)
7 H), 5.03(s,2H). 6.5—-8.5(b,8H), 7.30(s, IR(KBr)w(cm™') =3350, 2940, 1640, 1550, _
10H) 1460, 1360
TLC—EbE CF epdinaat=47 101 v/ TEHCR—Z 2 3F: H2=’ £ opalE A=
v) 6:4:3:2v/V)
Rf=0.6 Rf=0.4
MS(FD) m/z 400(M+1)
Aedstes 10— [N-(T—Felddctiate
Qb4 W—-[(N=T7—Felyrixedee d-L-=2d])-1510—Eolaut
D -L—=ZFA] 1,5~ dE47tzvd~  NMR(DMSO—ds)d=1.0—2.4(b, 20H), 2.
1,5. 10— E.2] o} zpl| 7k 5-3.9(b,12H), 4.0—4.5(b,1H), 6.7-9.
NMR(DMSO—-ds) 6=0.9~-2.4(b,20H). 2. 3(b, 1H) .
s 7-3.7(b,12H), 4.0—4.4(b,1H), 5.00(s,2 IR(KBr)v(cm ) =3400, 2940, 1640, 1450,
CH), 5.04(s,2H), 6.5-7.9(b,7H), 7.33(s. 1160, 965
10H) TICm-=Z 2 & sl & oldEsl=
TLC(n—HElg i ofdlE4: B=4:1:1 v/ 6:4:3:2v/V)
v} Rf=0.3
Rf=0.3 [a]i’—42.3° (C=1.3, H.0)
MS(FD) m/z 412(M+1)
Adstes 10-[N—(7-Foliclxdete
dotF4L W-[N-T-Felydgrgae D)-L-F4]-1,510—E2] o}zl
) —L-F41-15-vld 2472 d—1, NMR(DMSO-d)d=0.5-1.0(b,6H), 1.0—
5, 10— E2] o} zhui] 7t 1.9(b, 15H), 1.9-2.3(b,4H), 2.6-3.5(b,
NMR(DMSO—~ds) 6=0.6—1.0(b,6H), 1.1—  10H), 3.9—4.5(b,1H), 6.8—9.1(b, 12H)
g 1.9(b,16H), 1.9—2.4(b,3H), 2.7—3.5(b, IR(KBr)w(cm™') =3400, 2945, 1645, 1535,
: 10H), 3.8—4.6(m,1H), 5.06(s,2H), 5. 1465, 1370, 1165, 970
10(s, 2H), *6.8—8.3(b, 8H), 7.33(s, 10H) TLCn—z= 23t g H2d: & olies=
TLC—¥ulg: % ofdlmat=4:1:1 v/ 6:4:3:2v/v)
v) Rf=0.4
Rf=0.5 [@)¥—20.5" (C=1.4, HO)
MS(FD} m/z 428(M+1)
Adsgdas 10— [(N—(7T-Feld@Pete
Faas W-N-g-tauanges DU UEASNI LA Do SR
ui'!)"ﬂ"'”gQ“L”°}¢5}§—%]“1.5—Q"’!ﬂ b H) y 7: -S(b..}OH)' 4.1__ :
$47bend—1,5, 10— E2)obae) 7+ RGN0, 8.7 o AIe
NMR(DMSO-d,)6=1.0-2.5(b, 14H), 1. 1P 1H). 6.9-8,7(b, 13H)
: e 4 W, IR(KBr)w»(cm™) =3320, 2935, 1640, 1550,
10 9-2.4(b,2H), 2.4-3.7(b,12H), 4.3—4.
9(b, 1H), 5.00(s 2H), 5.05(s.4H). 5.2—6.  1470.1390,1310,1170,965 )
- TLC(n—-&tg: sl2ied ! & olAlE4=6:
4(b,3H), 6.7—8.0(h,5H), 7.33(s, 15H) i 3 2e/v)-
TLC(n—%-ub-& | % : b4l 4b=4: 4 1v/v) Eijdi
Rf=0.4 [a13—10.3°(C=1.5, H,0)
MS(FD) m/z 430(M+1) .,
) Ades 10-[N-(T-Foldxgate
G3FL£ W-(N-T-Fotrid e @rte o)—L—FFeiulal]-1,5 10— =)oz 7t
) —L—FFekld] -1, 5-dul W E 472y NMR(DMSO—ds)8=0.8—1.8(b, 14H), 1.
d=1.5,10— E2]o}=bu) 7t 8—2.4(b,6H), 2.6—3.8(b,12H), 4.0—4.
NMR(DMSO—ds)6=0.9-2.4(b, 20H), 2.  3(m,1H), 6.5—9,2(b, 12H)
11 673.8b10H). 3.9-4.3(b,1H), 4.99(s,2 IR(KBr) w»(cm™')=3400, 2940, 1655, 1540,

H), 5.04(s,2H), 6.5-8.3(b, 10H), 7.34(s,
10H)
TLC(F 22 %8

el EkE D oAl 4b—g 2

1455, 1160, 965
TICn—z20& daig: &
5.4:3:2v/v)

ot 4l & 4=

30-23
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0.5 v/v)
Rf=90.1

<51 £1990-0008137

Rf=0.4
[@]f—11.2° (C=1.1, H;0)
MS (FD)m/z443 (M +1)

d 44 10—[N—(7—Fotyxgete
Y)-Nf—JEZ—L-olz7d]—-1,5—4
AEA 728 d —1,5 10— E ] opau] 3t

NMR (DMSO—de) 6=1.0—1.9(b, 18H), 1
9—2.5(b,2H), 2.7—3.8(b,12H), 4.1—

Adsts4x 10-(N—(7—Foldg @t
) —L—olz719]—1,5, 10— E 2] op=}ei| 7k
NMR(DMSO—d;) 6=1.0—1.9(b, 16H), 1.
9—2.3(b,4H), 2.7—3.8(b,12H), 4.0—4.
5(b, 1H), 6.5—9.2(b, 17H)

IR (KBr) v(ecm~') =3330, 2930, 1640, 1530,

4
12 5(b,1H), 5.01(s,2H), 5.04(s,2H). 6.0—8. 1460, 1365, 1250, 1160, 1100
4(b, 11H), 7.30(s, 10H) TLCn—z 2 & gejd: & opal E4al=
TLC(n—= 2312 g2l & olAE4= 6:4:3:2v/v)
6:4:3:2v/v) _ Rf=0.2
Rf=0.8 [a]¥—7.2" (C=1.2, H,0)
MS(FD) m/z 471(M+1)
Adstea 10— [N—(7—Foly @ rte
A4 4 1W0-[N—7—Fotddxdeate ) -—L-siddstd]—1,510—=]l=n7t
Q) —L—sidted]—1,5—- Ml gE7=2  NMR(DMSO—d,) 6=0.9—1.8(b, 12H), 1.
d—1,5,10— £ 2 of el 7 9-2.5(b,4H), 2.7—3.5(b,12H), 4.2—4.
NMR (DMSO—ds) $=0.9—2.4(b, 16H), 2. 7(b,1H), 6.9—9.3(b, 1H), 7.22(s,5H)
;3 7-3.7(010H), 3.5(s2H). 4.3-4.7(,1 IR(KBr)v(cm"')=3320,2930, 1645, 1530,
H), 4.98(s,2H), 5.02(s,2H), 6.9—-8.3(b,8 1455, 1370, 965, 700
H), 7.17(s,5H), 7.30(s, 10H) TIC(n—=2z 20 % v 5 olHEA=
TLC(n—¥ehg: F oplEA=4:1:1 v/ 6:4:3:2V/V)
v) Rf=0.4.
Rf=0.5 [al¥+6.7 (C=1.2, H.0)
MS (FD) m/z 462(M-+1)
£ 10—[N—(7—Fo HdBsL 10— [N—(7—FelUciegrte
bl Ml v e B ol . o i L A L
g e R Wil ( —dg)6=0.9—1.8(b, 12H), 1.
LoSHMARAAL LI TLS0 R AN g_p 50.aH), 2.7-3.5(b,12H), 4.3-4.
¥ _ 9(b,1H), 6.3—9.0(b, 17H)
NMR(DMSO—ds) ¢=0.9-2.0(b, 14H), 2. 1pigRL), (cm-1) = 3370, 2040, 1650, 1540,
4 0-3.5(, 14H), 4.0-4.50,1H), 49952 oo e 1anc 6o 1080
H), 5.08(5,2H), SH0G2H), 87800k i o o a o s sk s A
12H), 7.31(s, 15H) LOtm==ca 4 : W= 4l B3P a =
TLC(n- ¥R ohMeg=4:1:1 v/ o4 372V/Y
v) . p
_ [«]F—2.8° (C=1.2, H,0)
Rf=0.4 MS (FD) m/z 452(M+1)

CIN—(7— o Aed 4L 10— [N—(7T—Feludx el
e L5 10 e e AT NMR(DMSO-dy)a=1.05(d. 3H, J=Hz), 0.
NMR (DMSO—d,) 6=0.6-2.4(b. 10H), 2. S 1O 12H. 1.6-24(b. 4D, 2.6-4.
6—3.50,10H), 3.5-4.3(b,2H), 4.3—4 oSt 657250

15 6(b2H), 4.6—5.2(b 3H), 4.98(s,2H), 5. r) ¥ (Emi 4 =3330, 2940, 1650,.1530,
02(s,2H), 6.5—8.0(b,5H), 7.2(s,5H). 7. ;.4&55(1380;,“32;1,“0-91‘;, il s
3(s, 10H) LC(n—#ah: sl : & ohal Eab=6
TLC(n— %92 § i opdlEA=4:4:1 v/ 4Rf30 22 Vi)

v) e .
e [@]F#—13.1" (C=1.1, H,0)
Rf=0.7 MS(FD) m/z 416(M+1)
/ Medshe s 10— [N— (7—Foheix—~3(S)—
! oA E A Wl Ad] -2 2] 4—1,510—E 2o}
g4 10— [N—(7—Foltie—3(S)—o} A7t .
AEAYeted)—Fd4]-15— P54« NMR(IDMSO-ds)6=1.0—1.8(b, 10H), 1.

16 FHERd—1510—=2jobabnlzt 8—2.2(b,2H), 2.0(s.3H), 2.2—2.7(b, 2H),
NMR (DMSO—ds)8=0.9—1.9(b, 12H), 2. 2.7—-3.5(b,10H), 3.65(b,2H,J=5Hz), 4.

0(s,3H), 2.2-2.7(b,2H), 2.7-3.8(b,12 9-5.3(b,1H), 5.7~9.6(b, 12H)
H), 4.9-5.3(b,1H), 4.98(s,2H), 5.02(s,2 IR(KBr)»(cm™')=3390, 2950, 1720, 1650,
H), 5.7-9.0(b,8H), 7.3(s,10H) - 1545, 1455, 1380, 1250, 1170, 1030
TLC(n-%8g: & oEat=4:1:1 v/ TLC-Zz#g: sedd: & MEt=
v) . 6:4:3:2v/V)
Rf=0.8 Rf=0.27

[a]®-1.4 (C=1.14, H,0)

MS(FD) m/z 417(M+1)

Aod g4z 10-[N-@9-Toddryde
das 10-[N-@-Fohddxxys ) -L-4]-1,510-EopR7}
Q) -0-#A-L-A2]-1,5-W3EA7A2 NMR(DMSO-ds)4=1.0-1.8(b,16H), 1.
24 -1,5,10- EZ opape] 7 ; 8—2.4(b,4H), 2.6-3.5(b11H), 3.55(d,2
NMR(DMSO-d,) 6=1,0-2.0(b, 18H), 2. H,J=5H2), 4.0-4.3(b,1H), 7.0~9.6(b,12
0-2.4(b,2H), 2.7-3.5(b,10H), 3.58(d,2 H)

17 H,J=6Hz), 4.2-4.80b,1H), 4.47(s2H), IR(KBr)v(em=')=3350,2940, 1655, 1540,

5.01(s,2H), 5.05(s,2H), 6.9-8.3(b,8H), 1470, 1160, 1060
7.29(s,5H), 7.33(s, 10H) TLC-22& s & odEd=
TLC(Z22 22 ofebg b EA=9:1. 6:4:3:2V/)
0.3 v/v) Rf=0.6
Rf=0.2 (a]®-5.0° (C=0.5, H;0)

MS(FD) m/z 430(M+1)

30-24
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A A0l 18

1.04g(1.54mmol )2l OLHIEAF  10-[N-(7-FOILICICEE2Y)-DL-S2HZE-1,5-E-3X-2ESANEE L~
1,5,10-EcIOtAHIZt S d2ot0 3ml2l ECISFLZO0AIEAN SEaH&tC. deldUAM 11 EHE &20
A 5AIZtS et WEHGHY 3X-2SAIJIZE2EIIE M8ttt

BIS=20l, ECIZSTZ0tMELS 20l0l sFot0 SFAIA Bieltt. &F=0 10ml2 IN Sas 2
Jiotll 11 === ZEOI0A s=0tH 0.97¢2 Ra4=22S 20, O R4=2E2S 12 SF==0
So5tD 1 SUS OM-MIIHA® c-25(Nat)2 2(230m)22 AZ0EHUIECE. 1 22 1200m 2l
SF=2 1200ml 2 0.MSSLIEE =N A0I2 PHHEEE 0I8otH EIetl. R=R&sS #dotd
2SN =560, HEt=2s 220 201t =284 FUESS GG MASCH. 0 A
NS Bt=s AAlett

HES0l ooty MmA®
& ZOH0A SFAIHA
SZ2 utE WAL, o

NMR(DMSO-ds) : ©=0.6-2.0(b,14H), 2.0-2.3(b,4H), 2.6-4.0(b,15H), 4.0-4.7(b,1H), 6.0-9.5(b, 10H)

IR(KBr) : V(Cm71)=3380,2940,1650,1530,1470,1380,1165,1055,965
TLC(n-Z2TE : HI2IE : 2 : OLMEA=6 : 4 1 3 : 2v/v)

RT=0.4
MS(FD) =n/z 416(M+1)

ZDAAI

(1) 10-(NN-ZE22ela)-1,5-CIM B S A2 2E-1.5, 10-E2] O XHE 2

12.49(30.0mmo1 )2 1,5-CIMIR= AI9I22H-1,5,10-E2I0IREIZHS 20nI9 EIE2t5|S 2 TR0 25
D, 4.90m1(35.0mo1)2l E2IMLOIRIS 1 S0 $Ibst CHS 10.6g(35 Ommol)Sl TEt22l4l N-5|S
SAZAO0I0IE HAHEE 2S YAGHHAN 1 SS20 $IIeIC. JelnlUM 1 S82S A0
SHRE SO BISAIRICH VISES2S 2UGHIN 525D HESS 1200mI0 AL SHstCH
ZAE BUS 5% SASAUESESRM 05N 24 12|70 ASUES Za48%0=2 Xz MHE
Ch ZM0E £2 SLHMUESOR AXAIID AXHE OIS0 MHEICH OfHS 2A5IA
ZADID ZANLD HLHHSE HZS0 260 2R HHE ZHES (U2 25D A
ZAH 81.062 82 14.600 Vst MHSS A=C).

& © 102-104C
NMR(OMSO-ds) :  ©=1.0-2.2(b,6H), 2.7-3.6(b,8H), 4.20(s,2H), 5.01(s,2H), 5.03(s,2H), 6.8~
8.4(%,2H), 7.30(s,10H), 7. 84(s,4H)

(
(
0

TLC(N-S22EE : HIES : OLMEX=95 5 3v/v)

Rf=0.4

EUSEe 1, 5-LHEZSAZEEY-1,5,10-EC/0tXtH2I2 CiSH 22 Y-HoZE 46
55.00(350mmol )2l 1-(4-0t0I =22 )-AIGIEZ T 201/t 92.0g(420mmol )2 HISAISIEEEZE0I01E
£ 580ml2 CIE=ZAIS0 SoH&Ct. 1 S0l 42.0g(700mmol )2l =4 ZetAIZ0l £ot6t0 1 &
=S wPtolH 220N otRE S BSAIRIL. gSEgEs d3BZZ Z2otll s=etth. &
F=S 200ml 2 SF=0l Edlictl 1 ESEHE sFH&S FIIol0 pH 1.022 2Fet =, 1 EUHs &
2otoA s=ettt. dF=S HE=S2 HEESHol0 =2 38.5%2 &2 &4 =202 46.902 01E 3t
=4 10-ZE€2-1,5,10-Ecl0tAttz2ts 2=0

& 244-246C

NMR(D:0) : %=1.5-2.0(b,4H), 2.0-2.5(m,2H), 2.9-3.5(b,6H), 3.5-3.9(b,2H), 7.76(s,4H)
27.9(80.0mmol )2l MAE 03t 10-ZEE-1,5,10-E/0LXICIZIS 300mI 2l 222X S0 SoHEHCH

)2 4 = :
Ol SHO 43.9g(160mmol)2l HA-S-4,6-CIHIEmeI0IE-2-2 EISIHZEZUI0IES 17.8g(17.6mmol )2 E
clOlZotarol Sotstth.

] SE=S uWEotH 220 6AI2F S BIZAIZICH BtESSEES IN 840 ZSIUHEE =AU
2 X2 HAEGID SHFM0IUS2Z HEARICH AXE SHS ZACHNAH =00 S22 &M
O RA=EQ 43,192 10-ZEE-1,5-LIHMEFAIIIZEE-1,5,10-E2|0ttUIZI S =L

NMR(CDC13) =1.3-2.1(b,6H), 1.9-3.9(m,8H), 5.10(s,4H), 7.30(s,5H), 7.33(s,5H), 7.73(m,4H)
31.3g(57.6mmol )2l MAHE 10-ZE2-1,5-CIHZESEANZEL-1,510-ECI0tXHIZIS 600mI 2 Ol EFZ 0l
SoiStCt.  18.29(291mmol) 2l 80% =3t SISetXE 1 EUW 2ottt 1 ESSS SRotUAM o=
Jrgetth. B38E Z2HES 0{U0t0 MAHGHD HUS ZLol0AM s=ettt. &F[ES 300ml2l =40
20l Solictl] dd=S 4G U2Z FEEL. +=dE5S ZU0EZ HEotL BMUESS 1 Y
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Ol 2010t pH 1022 XZFseth. =cl&EH0 U2 RY=EES 500m 2 ANEZ FEotd ZMUES
S ZSUES Hot=8H2z NFEL. =ZMUE 5= PSMUESS AXotl] 2E06l0A s=aot
O 84.8%2 =82 20.19% 1,5-CIHASAIIIZEE-1,5,10-Ecl0tAdIZ}E =0,

NVMR(COCls) @ ©=1.0-2.3(b,8H), 2.3-2.9(b,2H), 2.9-3.5(m,6H), 5.05(s,2H), 5.07(s,2H), 5.1-

6.1(b,H), 7.30(s, 10H)
(2) 10-2eld-1,5-CIME S A= EL-1,5,10-E|OLRHCIIZH
370ml 2 Ol&t=1t 6.00g(120mmol) 2l <=3t 3

SRIEES 14.49(24. Ommol)Sl 10-(N,N-Zr2l22|al)-1,5-C|
M= Al2E 1,5, 10-ECI0FREIZH0| $It6tD 1 BESS 2A2F S0 SR80, ©2 &, 282
TSGR HMHGHD OIS AABUMN SHECH MHE SASHS 300nS ZAULN SH6HD
0 BYHS BMSAUEES 5% 22 ZR49 aMZ MEED. XY £2 RL+HMUEES
2 AZAIID AEME GBUE MABCH O{US LASINA 555101 52 +82 FMSEOI 12.5
o RAsts MHSS A=Ch
NWR(CDCI) :  ©=0.8-2.1(b,6H), 2.8-3.5(b,10H), 5.0-6.1(b,2H), 5.06(s,12H), 5.10(s,2H),
7.33(s, 10H)
TC(2R2ES : HES : OLMEM=95 : 5 1 3v/v)
Rf=0.1
(3) Zat42 10-[N-(7-TOILICI = BEIR 2 )-2 2| &l ]-1,5-CIME S AT 2 2 E-1,5,10-E2| O XHEI 2t
12.50(24mmol &) 10-22lal-1,5-CIMRZ A2 2 -1,5,10-E2/0tRIGIZHS 120n1 2 EIERIGIERE
20l SOHSICH  4.00ml(29.0mmol)o] E2INIOIRIS O BMY =ItStCt. 0 2820 50m S CIHIYE
SOH0IS O 11.3g(30mmol &2F)Cl at44 7-TOILICI-BEHE N-5|SZAISL0I0IE HAHZE ¥
SHS AS WAGHY PItotD 1 SHISS ARAM GHRY SO WSARCH WSEHSS 25t
N ==5t0 M8E SMFSSS 70009 AW SoHstC
1 8BS YSUESOZ HatE 0.5N FANCZ KB (1S CHA YSLUIESO Zo+8UOZ N =
Ch M=Eos SOt AXE RASIS 229 HESS 2II6H0 SHAIRIC. JelDUN Z4HE 5
S 2LUUESOR AX5D AXME U0 MHEC. KHUS AABNA 5101 SASHC
20.80(D48)0 Aots MESS A0
NMR(CDC ) =0.8-1.9(b, 14H), 1.9-2.4(b.2H), 2.7-3.5(b,10H), 3.5-4.0(b.2H). 5.01(s.4H), 6.2
8.0(b,8H), 7.27(s, 10H)
TLC(-SE2 : OLMEA : 2=4 1 : 1v/v)
RF=0.3
AN TE FataA 7-ROILICICHEL N-BISZAISL0I0IE HAHZE ST 22 WHOR &4
BHCH
50.00(0.344m01 )| 7-0k0] = 8 €+ AL D 63.50(0.514m01 ) & & 0~ 10| A RBIOFS 250m1 S 50% =4 Bl EF
S(v/v)0l SHSICH 1 %0l 400m 2l S0l 34.39(0.858m01)2 +MBLIESS HS SUS XIts
Ch. 0 2822 225100 512 SO JIYEC, ) BISSE2S UGN FUS o 9OR =5
SIS SE22 YA S ZHSS FAAIC. ZESS M2 235D AZAH 42.60(+8

66.1%)2 7-ROILICI - BEHAS =T,

NMR(D,0+0CI) : &=1.0-2.0(b,OH), 2.2-2.6(m,2H), 3.0-3.3(m,2H)

TL(E222XEE @ HES @ 17% S2L0k=2 : 2 : 1)

Rf=0.5
O-FOILICI =t HAl 9-0H0l = = HA O 2 R H St =0,
NMR(DMSO-dstDC1) @ ©=0.9-1.9(b,12H), 2.0-2.4(m,2H), 2.9-3.4(m,2H)

TLC(n-Z2TzE : 8 : 29% L2LI0k=10 : 3 : 0.15 v/v)
Rf=0.6

A1 WHE 2Adh L0E 1.87g(10mmol )2l 7-FOtLICIC- & EHAS IN SAHN EdlictD O EUs 226t
Ol s56t04 AEAIAM 2.24g(10mmol )2 S3t=cA 7-FOILICICEEME 2=Ct. 0 MEES 10ml Y
AxX CHEZSO00IEN 866t 2.06g(10mmol )2l CIAIZ2& A2 CI0I01E2 1.00g(12mmol ) 2l
N-GI=SAIAIAOI0IEE X2 1 SN €5 d2ot0l wtotd RItettt. BtSE&=2 0COA 30
Z2F witotl) A=20AM otRe Sot wetsttht ZdE UASZ2A L 0LE o0l 2o MAGHD o
HE Yot s=etl. A7 HHESE d48= FASH0 FItoll) Eg=s Wets US XS
JIfd EL. 0/ 22 HES 7 WA 823 gt=5o6tl) NEE |Roa=2s Zotol s=etth. oo
Z20E ASEEZ 2200 HMHGHH 3.6502] = ot 7-FOHLICI - & EHA N-GIESAI=SA0I01E

30-26
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NMR(DMSO-ds) : ©=1.1-2.0(b,8H), 2.67(t,2H,J=6.0Hz), 2.84(s,4H), 3.1(m,2H), 7.3(b,1H), 8.0(b,4H)
ZNAAIN 2

(1) 10-(N-3XI-ESAIII2E8Y-0-HZ--H&)-1,5-CIHE =S AIII2EL-1,5,10-E 2|0t KHHI2H
4.769(11.5mmol)2 1,5-CIHIZZAIIIZEL-1,5,10-E2I0tAHIZIS  50mIS  =AHEN =ZoHold
1.04g(10.3mmol )2l ECINEO0tS 0l = MO SOtstCh. 5.87g(15mmol) 2l
N-3XI-EEAIIIEELY-0-HIE-|-ME-N-G|EEAISA00IE HAHZE 28 H2UGH0 ESE20 228
Ct. Jd2I0UAN BtSEE=22 20 M ot Sot BESAIZICH. 50mle ZAMNEZ etSEE=20 2
otot) MAE ZAHE SHE BAMALESS 5% =8, 0.1IN S4, 12l GSLESS Eo+&
Hoz XlZ MESCH. XANHE =2 24 MUEESZE HZAIID AXZME HUE MAHSHC
S 250 =55t 8.34g2 2ol ME=2E2 H=Ct.

NMR(CDCl3) @ ©=0.8-2.2(b,6H), 1.46(s,9H), 2.7-3.5(b,8H), 3.66(m,2H), 3.9-4.4(b,1H), 4.50(s,2H),
5.11(s,4H), 5.1-5.4(b,2H), 6.1-6 .8(b,1H), 7.33(s, 15H)

TLC(22REE @ HES=9 : 1v/v)

Rf=0.8

(2) 10-(0-HIZ-L-Hlgl)-1,5-CIHE =S AIII2EL-1,5,10-E 2|0t AHHIZH

8.00g(11.5mmol)2 10-(N-3XI-ESAIIZEEL-0-HE-[-HH)-1,5-CIHEZAIII2ELE-1,5,10-E2|OtXt
H2tS 8.0ml2 ECIEZLLZ0NIEAN ololtn, 1 ®HS A20 A 3AI2F S WBksHCH, Bt2&§
== 20N =Fot] MHE 2= 200ml 2 =AUHEN SoHsCH. 1O S2HES SHALEALIESS
5% =ZHI SS+2Z XdE MEHGILD ZMUE S22 RMUESEZ A AIZ2ICH. AXZME
Z MAHS =0 HHES 2LOHMN =50t FASEO 6. 8292 2ol MY=2 =0

NMR(CDCl3) : ©=1.2-2.0(b,6H), 1.74(s,2H), 2.8-3.5(b,8H), 3.64(m,3H), 4.51(s,2H), 5.12(s,4H), 4.6~
6.0(b,2H), 7.33(s, 15H)

TLC(222EE : HES=9 : 1 v/v)

Rf=0.5

(3) gat=a 10-[IN-(7-FOotUU -2 ERY)-0-BE-L-NEZ]-1,5-CIMESEAN=EEL-1,5,10 -E2|0t

w
[l
(o))
Q

D
o
w
3

=3

©
10
P
<
E3
[}
a
e
m

-1,5-CIHEZEAIIIEEE-1,5,10-E2|0tXHHIZHS 30mI 2 HIE2IS
= 5t

.03mmol )2 Ecloi€otes KItEC. 0l EES

0%
N
=~ [oh
&
Jo—
12
2
()
[0))
Q
D

7-POILCI - BEA p-LIERHY N AHZERE2Q
S AS0MN GH2Y BISAIDID 2AGHUAN SEe Ot
SUS EIALIESO 10% 8%, 0.5 24 2D
Hole Sof ANE RASHO L2 HESS

A

12
o
1
o
o
lon
il
Mo

0

r

Il

0

o

0

o
O ol
i -

10

10 b

>

==

um
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b HU

(=]
MUE B2 RLFUUESOR AXAZD AZTHE GUR A
Ol 4.779 Rots MHZZS =T,

.58(d.2H, J=5Hz), 4.2-4.8(b. H),
0(s, 10H)

o
?
=
o

N-BX-2SAIt22<--2etd, N 2

Yy -Ol0 =R EIZ 4t —3X-2 S Al

-EEAMIIZELL-0tATIZELA-B-HAEHNAHZ, N-3X-
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9.3(b,6H)

TLC(LR0ILIE © n-REHS @ T2IE : 2 1 OMEA=6 1 4 1 3 1v/v)

Rf=0.5

DA 4

(1) 10-(N-HIEZ A2 EL-DL-52HY)-1,5-CI-3X-2 SAIZ 22 L-1,5,10-E2|OLXHGI 2
3.760(16.0mmol )2 N-HIER=AISI22Y-DL-52 4|2l %%% 20m 01 BHIECHSIS2 =20 SHSCH M
£ 20l 5ml o HIE2ISI=2ZRH0l 2.079(6. 00mmol)2l 1,5-CI-3X-2SAIZI2EY-1,5,10-E2|OtXH
2 LS 2UZ2 SIIBIL, S22 AS0A 322 BISAI2IC BISEE2S AS0A 3R 8BS
ASICH BISE82S 2ot SE80. &8 2US NMHNEN Z22ESD HE S S 0H(
S22EE : HES=20 : 1(v/v)E AFE5I0f A2lJt2 (Wako-2® €-200,4000)S 2 3 Z0HEetnlst
Ct

SERES +HGD LLEA 555101 1.380(+8 : 37.8%) 9 Adte MHSS =0t

NWR(CDCls)  ©=1.0-2.3(b,8H), 1.47(s,18H), 2.8-3.5(b.8H), 3.5-4.0(b,3H), 4.1-4.6(m, H), 4.7-
5.4(b,1H), 5.09(s,2H), 5.8-5.3(b,1H), 6.6-7. 1(b.1H), 7.31(s,5H)

(
(

TLC(222EE : HE2=20 : 1 v/v)
0.2

) 10-(0L-S2ME)-1,5-CI-3X-2 S A= EE-1,5,10-E| OLRHCIZH
35g(222mmol )2l 10-(

1. N-HIZZAII2EL-DL-S2HME)-1,5-LI-3X-B=E A2 2 <-1,5,10-E 2| OLAHGI
2t 20mle OIEt=S0 Z2oiotD Holsotel A20M 8AIZE S0 0.1g9 Zels SHoe =z =0 &tlst
Ct. BI22 =0ME U2 HHolD S 2AGHHA s=E&0. &F L2 A 0.919(86.4%)2 & ol
= M8Z22 =0

NMR(CDCl3) : ®=1.1-2.2(b,10H), 1.47(s,18H), 2.8-3.5(b,9H), 3.5-4.0(m,3H), 4.6-5.6(b,1H), 7.4-
7.9(b, 1H)

TLIC(22REE @ HES=9 : 1v/v)

Rf=0.1

(3) & 10-[N-(7-TOMLICI = BEHRY)-DL-S B A - )-1,5-CI-3X-2 S AT 2 2 E-1,5,10-E 2/ Ot KBl 2
0.88g(1.85mmol)2 10-(DL-S 2 M )-1,5-LI-3X-B=E A2 2 <-1,5,10-E2I0LAIGIZ2tS 5ml 2 HIEZCHS]
S22 Solloll, 0.30g(2.96m OI)°| ECINEOI2ES 1O EH ‘Z‘NOFEP 8ml 2l CIHEEZS0I01&
Ol 1.19g(3. 71mmol)2l ZEata=A 7-2O0ILICI =&IELA N-BIESZ2AISAI0I01E HAHZE Solist 2Hs
dS H2GH0 O =S 20 FItstC.

JeldUAN O S22 A20lM ot sot BtSAIZICH. Hte=g=22 220N sF8tth. &8
AUZS 50ml2 2% ClAb =ZHY Zolotl, 1 SMUE ZAHEZ MEHSICH. EMUESS =830 2
Jiotd pHE 10.52 X&ESHCH. 12l =4 2 T2 50ml 22 XMUHEZ =06+, ZAHHE SO
10240 AZXoz FSH0| EMNA OLMEANS BIIstl. 22oliAMN E8=2s s5ol0 SA=20l
1.080(86.4%) 2 ot MAHASS =0t

NMR (DMSO-ds) »=0.9-2.0(b,16H), 1,43(s,18H), 1.84(s,3H), 2.0-2.4(b,2H), 2.7-3.7(b,11H),
3.37(t,2H), 4.1-4.6(b,1H), 6.3-8.4(b,8H)

TC(EZETS © HES : OLMEA=8 : 2 0.5v/v)

R=0.3

DA 5

25144 10-[N-(7-ROFLICI =-3(S)-OtHI S Al Bl Bt @ ) B2l &l ]-1,5-CIH B = AS 22 d-1,5,10-E2/ Ot &t
Gl2t

HIE 26| =2 FeH(120m1 ) 3 CI0IE ES0H0| = (50m1) 2 &S00l 1.289(3. 1nmol )2l 1,5-CIME = A|9t2
21,5, 10-E2/0tXEIZ D Hat4 N-(7-POILICIL-3(S)-OL M S A B EH R 2 )-22| Al -N-5 S = Al 54
OI0IE HAEIZE 22 A0l EcI0ZL0tRI(0.500)2 $IteiCt

0 =22 AR0M OIEY BSAIID 1 BISERSS UGN SES0. IR 222 10002
ZAOIE0 BHSCH O BUS 0.5N ALY HSHLIESS Est +BUO=Z Mal2 MEoH0, Z206H0
o ea2mol ANS W AN FHXHOZ NEESS X34 2IISL. MY S8 L4010
BOZ AXAIID AXHE BE MBS 01US ZAB0IN SH510] SHSHel 1. 919(83.9%)
o Hots MaS2E P=0

DA 6

2544 10-[N-(9-TOFLICI e = R Q) -0- M B -L-HI 2 ]-1,5-CIME S A 2 2 E-1,5, 10-E2| O XHE 2
4.719(7.98mmo1) 2l 10-(0-#1 H-L-HIZ)-1,5-CI M BZAISI 22 E-1,5,10-E2/ 0L Xt EIZHS 30mI o] CIHIE E
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SO0l &oliotll, 1.30g(12.8mmol)2 EcIMEOtRS 25 L2501 O SUHU 2T SdteL
9-FOtLICIE A N-BIEE=410101E MIAHIZ(12mmol )2 CIHE X S00IE EHs &) SHH £t
stlt. dd= SE=S ofRE BtSAIJIL s 2oliAM s58 U8 ddeE Ro4=2S 500ml 2
ZAMUEN Soietth. O SHE B2 UEES 5% =N, HILESS 5% =8N, SSHLUESS
EIP3t=EM, 0.2N &b, el SSHUESS Eet+=EWCZ Il NMHoIH 2ot Ra4=29
dds Bfol 22 =S L% FIEU. ZME S FFEUUEELZ AXAID|LD
AXHE U2 HMABCH ZHOE 5SS ZUGIHM =610 RA&SEQ 6. 029(95.7%)2 &ot=s A
d== 20

(67) &7 g9

78

LEEAI(1)2] SHRIE0l ESI1S MHGIHW, Btal(1)2 stge = 1 2 MXcte gy

H;NClNH(CHz)m(I‘HCHzCO~Rz-NH (CH) NH(CH,):NH, . (1)
i
NH R,

H,NCNH (CH,) xCHCH,CO—R,’— NH (CH,) N (CH,) ;NH-R, (0
I | .
NH R,
Slo] UBIAIIA, R 2ARAX, BIC2AJ| T B AL 1 X 102 XIZE OFASAII0D, Re
-ES 0-Ol0|Ldte] g-Fe @-0l0lh)] ¥ q-I2RAI2EE 24T L 5S2AIS 242t
H510] SAB OI0I-at &O|(a-BISZ2AIZ2/Al &= Ho)olE, AJ| Ol0|Lat &= oI®E 312
SUI L 0p0|LIIQF AOIDIE ZES MG, n2 4 LK 62 HA0|D, RS a-E£= w-0t0] L Ak
a-E= @-0t0I A0l XIBXIZA JISIIZE JIXD ASHE 0/2 58 & ACHS o-F= w-0
DL)l U q-IH22AIN 2R 2A2AX L 5|S=AI|S 242 HIH5H0] S A8t 00L& &I (a-51C
SAI22/4 B2 HQ)E, A OlDICAF ROJS QIESH Jl28Y U 0f0] |9 AOIDE Zas
SAHED, R 2 RS 20U D2 2002 202 0j0|% | ©5I|2 LIEFUCE
g 2
HAB O UM, ROl 2ARK}, 5|S=AJ| E= (HZ)OAS AT, Ry’ It UBHAL :
X,
{
—NHCH (CH.),— CO— (—71)
(ADIAIIAL, X' “ARK E= BFAZ 1 LUKl 62 LI, 0 LAUI= USHRA 5IS=4l,
M2 L2, J2=4, (H2)LLSATERY g
= o

=, Ot0l=, #0tUCYE, HE, sI==Al -XIetHe, 010
NS)LZHNESLTEIIE NN, o8 XM Wel JIsdle E8E = %
o J| £= 2UBtAl

s, H2LE = (
2 0 WXl 59 HZ£=0lICH)

(AI1A0IM, X.= XIEHZM SIESAIIE JHE = JAs IS 20I8He2 HEAIZE J10112,

~NHCH- (CH,),-C0- ()

(AIIAMA, X2 +28T £ 1 WX 6 BARKE JHXs LLIIQIH, 1 LU= ISHEA
Slc=a, HMIL2BA, 2=, (N2)LLSA H22Y, 00, P0HLCOE, HY, SIS=A-
MEHEY, 0I0I0E, NELE T= (NS)LLHSLEIIS I E BAIEE Do ¥y

38 3

M2BHOl AOIA, ROl +42K L= 5|S=ADI01D, X,'0l £A8%, SIS=AHLIl, ROHIC-DE
| T WEIOIK, SICEAHEY L POILUCILTREI|E P54 UD, X0l 248K, FIS=Al
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