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goooooano
oooooooooO0ooooboobooboooooooaoao
Oooo0ao
REp=oH TR —" gl
(N 33 A,—C K% Ar)
1-X, 0 -ArAr-AsArAs-AsArAs-AcAr
2. X, 0 -ArAsArAsAcAr-AsAsAp
3 X, Ar-0 -As-Ar-As-As-ArAs-As-Aro
4- X, A-Az-O -A-As-As-Ar-As-As-Avo
5 X, Ar-ArAsO -AsAsArAs-AsAr
6- X, Ar-Ar-As-Ai-O -A-Ar-As-Ac-Ao
7-X, Ar-Ar-AsAcAs-O -ArAs-As-Ar
8- X, Ar-ArAsAcAs-AsO -As-As-Aro
9- X, Ar-Ar-As-Ae-AsAsArO -As-Aro
*DDnDDDDDDI]DDDDDDDDDDDDDDDDDDDDDDDDDDDD
gooooO0oooooooooooooooooooDooooooDoooooooo
ooaoao
Ooo0oo00ooano
gooooooooooooootbootootoo0oboboobooooobooooooOoonOooao
goooooooooooooocoooooooooooooooooooooonodao
goooooooooooooooo o toooooboD oo oobooooooooao
gooooooooooooootbootoooobooboobooooobooooooOoonOooao
Oo0ao0o
gooooao
gooooooooooooootoooooobooobooobooooooooooOoonOooao
goooo00oooooooouooooooooooooooooooo
ooaoao
if:}“:/] MIC (ug/mL) if:;_jj MIC (ug/mL) if:;_/j MIC (ug/mL)
’ PN AgE PN
1-X4 125 4-X; 250 7-X; 125
1-Xz 125 4-X; 250 7-X; > 250
1-)G 125 4-X; >250 7-Xs > 250
2-X; 62.5 5-X; 125 8-X; 62.5-125
2-X; 62.5 5-X >250 8-X: 250
2-Xs 125 5.-X; > 250 8-X; 250
3-X; 31.25-62.5 6-X; 125 9-X; 125
3-X 250 6-Xz 250 9-X: >250
3-X 125-250 6-X: >250 9-X >250
SEQ ID1* >250

gooooooobboooobbood

gooooao

O 0Oooo
O o0Oooo

10

20

30

40

50



(19) JP 2011-521984 A 2011.7.28

gooobobobobgobobobobobobobobUobUobUobuobuobuoboo
goooooooboobooogoboboogobbobooUoobooooboboooobbooooboao
ocoooooboooooooooob,oooo,0obo,ooooo,ooooboooboao
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goooooboobdotbotbobobobobobobobobobobuobuoboboo
gooooooobooboooooboogobbobooooboooobbooooboboooooboao
goobobobgobobgobobuobobobobobobUobUobUobUobuobobono
goooobobotbotbobgobobobobobobobobobobuoboboo
ooocooobooooooooooob,oo0o0obbo,00O0bOb0bOO0O0oO0oOoooooDboOoao
s, boobob,0o0coobobboboooooooobboooooooobbboooooooboao
goobobobgobgobgobgobobobgobobobobobobuobobuo
gboooonn
gooooooobooogooboogobobobooooboooobbooooboboooooboao
gbobobobuobuobuoboboboo
goooon
oggoono
2177 am RTFREF) MIC (ug/mL)
XBE | mmm | MxEm | ®EIRY
RE
D2 | H-F-KKIRVRLSA-OH | 256 256 512 512
D3 | H-MKKIRVRLSA-OH | 256 256 512 512
X D4 | HALKKIRVRLSA-OH | 256 256 512 >512
et
ID5 | H-V-KKIRVRLSA-OM | 512 512 >512 512
D6 | HW-KKIRVRLSA-OH | 64128 | 128 256 512
D7 | H-Y-KKIRVRLSA-OH | 256 256 >512 >512
D8 | H-Q-FKIRVRLSA-OH | 128 128 >512 >512
D9 | HQIKRVRLSAOH | 5§12 | >512 512 >512
sx | 110 | H-QLKRVRLSA-OH | 128 128 >512 >512
“Af
D11 | H-QV-KIRVRLSA-OH | 256 256 >512 >512
D12 | H-QW-KIRVRLSA-OH | 64 64 >512 >512
D13_| H-Q-YKIRVRLSA-OH | >256 | >512 >512 >512
D1 | H-QKKRVRLSA-OH | >512 | >512 >512 -
goooon
goooooooboobooooboboogobbobooUooboooobboooobooooobao
goooobbooo,0bb0o0o0o0oo0oooboobbbobobooooooobobbboooooon
goobobobuobobgobobobobuobuobobobo
goooonn
ocooo,booooobob,00cOO0DbOO0OO0O0DO0DO0OO0OOODODDODODDODODODOoOooOooOOoDoODOO
goobobobobgobobobobobobOobUobUobUobUobuobuobobono
gooboobobotbotbobgobobobobobobobobobobobobono
goooooooboobooooboboogobbooooboooobboooobooooobao
goobobgobdobgobgobobobobobUobUobUobUobUobobuobobono
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OooooogQgQg

00000
0000000000000 00000000000000000000000000
000
00000
0000000000000 000000000000000000000
00000
00O
SEQID N° RFFREF MIC (ug/mL)
10
XBE | ®pE" Mgigm |REIFY
®H
ID6 H-W-KKIRVRLSA-OH 64-128] 128 256 512
D14 H-G-Q-W-KIRVRLSA-OH 64 64 5512 | >512
D1 H-QKKIRVRLSA-OH >612 | >512 >512 -
D15 H-8-Aoa-W-KKIRVRLSA-NH; 32 >64 64 ND
ID16 H-8-A0a-Q-W-KIRVRLSA-NH; 32 >64 >64 ND
D17 H-8-Aoa-QKKIRVRLSA-NH; 64 >64 >64 ND
20
ID18 (H-W-KKIRVRLSA)z-Lys-B-Ala-NH: 4 32 32 ND
D19 | (H-G-Q-W-KIRVRLSA)-Lys-p-Ala-NH; | 16 >64 >64 ND
ID20 (H-G-QKKIRVRLSA)-Lys-p-Ala-NH; | 16-32 |  >64 >64 ND
D21 |(H-5-Ava-W-KKIRVRLSA),-Lys-p-Ala- NH; | 8-16 6a 64 ND
5-Ava-Q-W-KIRVRLSA), Lys-B-Ala-
D2z | (FFoAvaQ Jrlys-B-Ala- | >64 >64 ND
NH;
ID23 | (H-8-Aoa-QKKIRVRLSA) Lys-p-Ala- NH; | 32 >64 >64 ND
ID24 (H-W-KKIRVRLSA)-Lys-8-Aoa-NH; 4 32 ND ND
30
00Doo00Oo0
00000
0000000000000 000D00000000000000000000000
0000000000000 00000000000000000000000000
000
00000
0000000000000 00000000000000000000000000
00000000
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oooao
) R MIC (pg/mL
BN At D24 fheimb) iD18
FoRRNGH— - NDO000407 16 16
(Acm/;:)Z:c?er NDO21408 8 8
ND021808 8 8
baumannii) N=3 EE 8-16 8-16
% SAG L L o o ND033508 32 16
ND001607 4 4
I FANGE— - HaF7h ND020808 16 32
ND029008 16 32
Enterobacter ND029408 16 16
cloacae ) N=4 &iE 4-16 4-32
HLTLIS « AX0H ND021308 32 32
(Klebsiella oxytoca ) ND023408 16 32
N=2 i) 16-32 32
ATCC10145,L4 16 16
NDO000207 16 16
GIEE ND010907 8 8
_ ND033808 8 8
N=5 ND035408 8 8
el 8-16 8-16
oooooao

goooooooboogoobooobbobooobobooobbooobbooooboao
goooooooan
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(22)
oooao
) . MIC (ug/mL)
WY Ha—F iD24 D18
VECO2526 4 4
L47 4 8
ND008007 8 8
ND020408 32 32
ND021608 16 32
ND021708 8 32
ND022008 4 8
ND022108 4 8
ND022308 4 4
ND022508 4 4
ND022608 8 8
ND023008 8 16
ND023208 4 2
KEE ND023808 8 8
N=28 ND023908 4 4
ND027008 8 8
NDO027408 16 16
ND027608 16 8
NDO027708 8 8
ND027808 16 16
ND028408 8 16
ND028608 8 8
NDO028808 16 16
ND028908 16 32
ND029208 4 2
ND029508 4 4
ND033208 16 16
ND034008 16 16
P 4-32 2-32
ND022208 >128 >128
ND022408 >128 >128
FOFHR - ND022808 >128 >128
1SEyR ND022908 >128 >128
(Proteus mirabilis ) ND023308 >128 >128
N=9 ND023508 >128 >128
ND027108 >128 >128
ND027508 >128 >128
ND029108 >128 >128
BE >128 >128
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0000
4 R MIC (ug/mL)
i #ar iD24 iD18
NDO003407 4 8
NDO007507 8 8
ND020308 16 16
ND020507 16 8
ND022708 4 8
ND023608 8 16
fi R & NDO023708 16 8
(Klebsiella ND026408 8 8
pneumoniae) ND027208 8 8
N=17 ND027308 8 8
ND027908 4 8
ND028008 8 8
ND028108 16 16
ND028208 8 4
ND028308 8 8
ND028508 8 16
ND028708 8 8
] 4-16 4-16
377 - =ILtELR ND024008 >128 >128
IRFIE ND024108 4 4
AT /L/REFR - NDO006507 16 16
TILLDA)T ND021508 32 32
(Stenotrophomonas ND029308 8 8
maltophilia) N=3 E 8-32 8-32

10

20

30

(ERTSF/H41)

gooognoaod
gfd0do0ooooooooogooogooodg
goooooodoooooano
gD oot oo o oD oo by oD oD oo oo oogao
ooocooObOO0OO0OO0oDoooooooDbDbgpooooooobano
OoO00oognoaod
godoodooooogooooiboooDoogoooao
Oodoaod
40
@R CCs ID24 CCs ID24
(ug/mL) (uM)
Hela
(Eb BB ERR) 430 0.156
HepG2
(E- P E @R R) 215 0.078
HaCat 4425 0.160

50



(24) JP 2011-521984 A
goooon
ooooooobobooo
goooooooobooogoooboooobobooobboooobooooboboo
goodbobgobobgobgobobobobobUobUobUobobuobuoboo
goodoooboboboboboboboboboboboboboboboo
goooooooooogoooboooobboooobboooobobobooooboDboOoo
goodbobgobobuobgobuobobobuobobUobUoboboboboo
gooobooboboboboboboboboboboboboboboboo
ooobooooobbooouooboooobooog
goooon
goobobobgobobgobuobobobUobgobuoboboo
oggoono
wxtEy » FRERE I, % RSD, %
Triton 1% 0.664 0.006 100.0 0.834
SRR 0.000 0.002 0.0 8.646
ID24 500 ug/mL 0.090 0.008 13.6 7.232
1D24 250 ug/mL 0.078 0.003 11.8 2.756
ID24 125 ug/mL 0.079 0.002 11.9 1.786
ID24 62.5 ug/mL 0.050 0.001 7.6 1.471
ID24 31.2 ug/mL 0.037 0.005 5.6 9.024

0000000000 DDDODDOODDDODOOOOODODDODODODODODODDODDODORD

2011.7.28

O Ooo0oooao
O 0Ooo0oo0ooao
O Ooo0oooao
O 0Ooo0oo0ooao

O
ooooDoaD
ooocoobobooooooooobbbooooooboooobobobbooooooooooao
ooocoobobobooooooooobobbooooooooobobobobooooooooobooao
ocoooobobooooooooobbboooooobooboDbpbobobooooooDooDb oo
ooocoobooboooooooooobbboooooooooobao
ooocooao
ooooDbDbOoOoOoooobooobbobooooooo
ooooDao
foxt g * TERE B % RSD %
HRZY (1:1) 1,461 0,030 100 2,003
EHERRE
(1:1) 0,000 0,003 0 5,623
ID24 1 mg/mL 0,006 0,001 0,43 1,903
ID24 500 ug/mL -0,008 0,004 -0,55 7,580
ID24 250 ug/mL -0,008 0,002 -0,55 3,297
ID24 125 ug/mL -0,011 0,002 -0,75 3,525
ID24 62,5 ug/mL -0,013 0,003 -0,89 7,777
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ooocooao
goooaod
Xty * TERE B % RSD
H#R=> (1:10) 2.139 0.063 100 2.872
ARER
(1:10) 0.000 0.005 0 7.588
1D24 (1:10) 500 ug/mL -0.013 0.003 -0.62 4.992
ID24 (1:10) 250 ug/mL -0.019 0.002 -0.87 4.845
ID24 (1:10) 125 ug/mL -0.013 0.006 -0.61 10.986
ID24 (1:10) 62.5 ug/mL -0.009 0.004 -0.41 6.565
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