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DOTA-D-Glu-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH, (IMP 277);
DOTA-D-Tyr-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH; (IMP 288);
DOTA-D-Ala-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH, (IMP 281);
DOTA-D-Phe-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-NH, (IMP 284)
DOTA-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-NH2 (IMP 301)
DOTA-D-Lys(HSG)-D-Ala-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Tyr-D-
Lys(HSG)-NH2 (IMP 302)
DOTA-D-Tyr-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Cys-NH2 (IMP 305)
Ac-D-Lys(In-DTPA)-D-Tyr-D-Lys(In-DTPA)-D-Lys(Tscg-Cys)-NH2 MH+
1813 (IMP 297)
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COOH

N
[ N~ > COooH
N
HOOC//

S

X

H ﬁMD-AIa-D-Lys(HSG)-D—Tyr-D-Lys(HSG)-NHz

gooooad
goooao

OO oo oooogod

Ooooooooooodg

O oOoood O OO

O 0Oooo
O 0Ooo

A

2008.2.14

Oo0oDoogogoooogod
Ooooooooooodg

O 0Oooo
O 0Oooo
O 0Oooo

Oo0oDooogogooooogod

Ooooooooooodg

10

20

30

40

50



(19) JP 2008-504214 A 2008.2.14

00000000000 OoDDoDOoDDODODOoOoODOOoOOOO"OOOOOP 0000000000
0000000000000 0D0D0O0o0o0DoDooWioooo®oooo®ooDOo0O000an

gogoboooooboboboooobbooooooboooobobbooooobooooban
uggoano

Ac-D-Phe-D-Lys(DOTA)-D-Tyr-D-Lys(DOTA)-NH;;

O 0o o0 o oo o 0
Do oo0ooooaog
OO oo0ooooaog

O

|

o o
|

Oo0oooooo0oooooooooogodg

OO0 oooooooooogoQgg
OO0 ooDoogogogooooogogg

O

e |

O

Ac-D-Phe-D-Lys(DTPA)-D-Tyr-D-Lys(DTPA)-NHj;
Ac-D-Phe-D-Lys(Bz-DTPA)-D-Tyr-D-Lys(Bz-DTPA)-NH,
Ac-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-D-Lys(Tscg-Cys)-NHy;

DOTA-D-Phe-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-D-Lys(Tscg-Cys)-NHj;
(Tscg-Cys)-D-Phe-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-D-Lys(DOTA)-NHy;

Tscg-D-Cys-D-Glu-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH,;
(Tscg-Cys)-D-Glu-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH;;
Ac-D-Cys-D-Lys(DOTA)-D-Tyr-D-Ala-D-Lys(DOTA)-D-Cys-NH;;
Ac-D-Cys-D-Lys(DTPA)-D-Tyr-D-Lys(DTPA)-NH,;

Ac-D-Lys(DTPA)-D-Tyr-D-Lys(DTPA)-D-Lys(TscG-Cys)-NHy; % L Ut

Ac-D-Lys(DOTA)-D-Tyr-D-Lys(DOTA)-D-Lys(TscG-Cys)-NH.
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YO OO O (Trichophyton)O O O 0 (Epidermophyton)D 00 000 OOO0ODOOOO (Spor
othrix schenckii) D OO OOODDOOOOODODODODDADO (Cyrptococcus neoformans)

O0O0DDODDO0O0O0O00O0OOD (Coccisioides imitis) D 0D 0000 O0ODODOOOoDOOOCH
istoplasma capsulatum)0 OO 000 00O OOO0OOOCOO0ODODO (Blastomyces dermati
tidis) D 0 0000000000000 (Candida albicans)D D000 O00O0DO0OO0ODOOOO
00000000000 oo0o0oDo0ooDU0oo0DO0oo0o0ooDUooOoDooDoDOooDoDoOooDoOoaOo
Ooo0oo0ooo0ooDooo0oo0ooDo0ooDo0ooDoDo0oO0DooDUoooDooDoDooDoDooDoOoaO
ooooo0ooU0ooDooo0oooDU0oooDUOooDoODO0oO0o0ooDUooODDUooDoDooDOooDUoOoOaO
00000000000 oo0o0ooo0ooDUooo0DO0oo0DooDUooDUOooOoDoOoDoDoOooDoOoao
Ooo0oo0ooo0ooDooo0ooDo0ooDoooDo0oo0ooDoooDooDoDooDoDooDoOoaOo
0oo0oo0ooU0ooDooo0ooDo0oooDUooDoDO0o0Do0ooDU0ooDDoDoOooDoDooDooDoOoaO
ocooooooU0oooDOoooooOoooDUOooDoODO0ooOoO0ooDUoDDUOooDoDooDUooDUODoDaOo
0000000000 oo0o0o0Do0ooDo0oDo0Do0ooDo0Do0ooDo0ooDooDoDo0ooDoDooDoOoaO
0oo0oo0ooU0ooDooO0o0ooDO0DooDUOooDoDO0ooO0DOoDU0ooDDOooDoDooDoDoDoOooOaO
O (Anthrax bacillus)D 000 O0OO0OOOO0ODODOOOODOODOQO (Streptococcus agalactiae)
O0O0ODDDOO0OO0O0000DODO (Legionella pneumophilia)ld O 0O O O O O (Streptococcu
s pyogenes)d 0O O O O O (Staphylococcus)O O O O (Escherichia coli)d O O (Neisseri

o))

gonorrhoeae) O O O O (Neisseria meningitidis

YO OOOODO (Pneumococcus)0 O OO DOOOO0OODQO (Hemophilis influenzae B)O O O
OO0O0DD0O0O (Treponema pallidum)0 0 0 000 O0O0OO0O0OOOOO (Pseudomonas aerug
inosa)d O O O (Mycobacterium leprae)d O O O O O (Brucella abortus)d 0O O O (Mycob
acterium tuberculosis)0 00 0 0 OO (Clostridium tetani))D0 00000 OODODODOAO
oooooao

goooooao
ooooOobobOOoOooooooDbDDbbOoOoooUoUoooobbOoUooUoooopobobobooooo
0o0o0DD0D0000oo0o0DDoDDoDOo0DU0O0O0o0o0o0DoDoDoDo0DO00O00ooo Plasmodium falc
iparum)0 OO0 OO0 00O00O0OO (Plasmodium vivax)D 0 0 0O 0O O O O (Toxoplasma gondii)
0000000000000 rypanosoma rangeli)d)0J 00000 O0ODO0DOOOO(Trypan
osoma cruzi)UOODDOOOOOODODODO (Trypanosoma rhodesiensei)d 0 00 0O 0O O
O00D0D0O0O (Trypanosoma brucei)l 0 0 00O O O O O (Schistosoma mansoni)d O O O
0 O O (Schistosoma japanicum) O O 0O 0 O 0O (Babesia bovis) D O OO0 OO0 O00O0OOC(CE
Imeria tenella)d O O O O O (Onchocerca volvulus)l 0O 00 00O 0O 0O O O (Leishmania
tropica)d O 0O O (Trichinella spiralis)0 0 O O O O (Onchocerca volvulus)d O 0O O
O000000Od(Theileria parva)d 0O O O O (Taenia hydatigena) ] O O O O 0O O O (Taeni
aovis)D OO O DO DO OO (Taenia saginata)d O O 0O O (Echinococcus granulosus)d 0O
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Ooo0o0o0oaod
DOTA-D-Asp-D-Lys(HSG)-D-Asp-D-Lys(HSG)- NH, (IMP 271);
DOTA-D-Glu-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH, (IMP 277);
DOTA-D-Tyr-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH, (IMP 288);
DOTA-D-Ala-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH, (IMP 0281);
DOTA-D-Phe-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-NH, (IMP 284)
DOTA-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-NH2 (IMP 301)
DOTA-D-Lys(HSG)-D-Ala-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Tyr-D-
Lys(HSG)-NH2 (IMP 302)
DOTA-D-Tyr-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Cys-NH2 (IMP 305)
Ac-D-Lys(In-DTPA)-D-Tyr-D-Lys(In-DTPA)-D-Lys(Tscg-Cys)-NH2 MH+
1813 (IMP 297)
HCO-CO-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH2 (IMP 289); 45 X 0%
COOH

HOOC
S
H }I:JIWWD-AIa-D-Lys(HSG)-D-Tyr-D—Lys(HSG)-NH2
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Ac-D-Phe-D-Lys(DOTA)-D-Tyr-D-Lys(DOTA)-NHa;
Ac-D-Phe-D-Lys(DTPA)-D-Tyr-D-Lys(DTPA)-NH,;
Ac-D-Phe-D-Lys(Bz-DTPA)-D-Tyr-D-Lys(Bz-DTPA)-NH,
Ac-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-D-Lys(Tscg-Cys)-NHo;
DOTA-D-Phe-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-D-Lys(Tscg-Cys)-NHa;
(Tscg-Cys)-D-Phe-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-D-Lys(DOTA)-NHa;
Tscg-D-Cys-D-Glu-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NHy;
(Tscg—Cys)-D-Glu~D-Lys(HSG)—D-Glu-D-Lys(HSG)—N"Hz;
Ac-D-Cys-D-Lys(DOTA)-D-Tyr-D-Ala-D-Lys(DOTA)-D-Cys-NH,;
Ac-D-Cys-D-Lys(DTPA)-D-Tyr-D-Lys(DTPA)-NH;;
Ac-D-Lys(DTPA)-D-Tyr-D-Lys(DTPA)-D-Lys(TscG-Cys)-NH;; BRI
Ac-D-Lys(DOTA)-D-Tyr-D-Lys(DOTA)-D-Lys(TscG-Cys)-NHo.
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DOTA-D-Asp-D-Lys(HSG)-D-Asp-D-Lys(HSG)- NH, (IMP 271);
DOTA-D-Glu-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH; (IMP 277);
DOTA-D-Tyr-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH, (IMP 288);
DOTA-D-Ala-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH, (IMP 0281);
DOTA-D-Phe-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-NH, (IMP 284)
DOTA-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-NH2 (IMP 301)
DOTA-D-Lys(HSG)-D-Ala-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Tyr-D-

Lys(HSG)-NH2 (IMP 302)

DOTA-D-Tyr-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Cys-NH2 (IMP 305)

Ac-D-Lys(In-DTPA)-D-Tyr-D-Lys(In-DTPA)-D-Lys(Tscg-Cys)-NH2 MH+
1813 (IMP 297)
HCO-CO-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH2 (IMP 289); % 3T
COOH

N ﬁWD-AIa-D-Lys(HSG)-D-Tyr—D—Lys(HSG)-NH2
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hMN—=14Xm6 7 9DEFNS 2 4RMBEDOII I nBHEXTF FIZLEZSLE—F
Sab Ve
%VES AR g
bk 3 keIt 24 BFfEIH% 48 KEfEitk

HiTn IMP 237 Ty IMP 237 Uity IMP 237
GW-39 7.25%+2.79 8.38%+1.70 5.39%1. 46
ian 0.58%0.13 0.62%0. 09 0.61+0. 16
Ji:X 0.50%0. 14 0.71£0. 16 0.57+0.15
= ek 3.59+0.75 2.24+0. 40 1.27%£0. 33
fifi 1.19%+0. 26 0.44%£0. 10 0.22%+0. 06
MK 2.4210.61 0.73+0. 17 0.17%0. 06
= 0.18+0.03 0.09%0. 02 0.07=0. 02
/MEB 0.65+0. 74 0.18+0. 03 0.11£0. 02
N 0.30=+0. 07 0.17%0.03 0.13%0.03
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hMN—14Xm6 7 9DENNDS 2 4FEMEDII1T [ nFRRXTSF FITLEFVI—F
T4 T
&5/ FEREEAERR L
AE 3 FrfEItR 24 BEf 48 FEfE%

mr, IMP 237 ry IMP 237 Wy IMP 237
Jisd = 12.6+4. 44 13.6+2.83 8.88+1.78
A 15.1%6. 32 12.1+2. 86 9.50+1.62
X it 2.04+0.74 3.84+1.04 4.25+0. 19
i 6.11*1.96 19.6+5.91 25.4+6. 00
1% 3.04+1.13 11.9+3.20 31.9+4.79
B 40.5+16.5 104. +39.6 83.3+16.5
NI 18.9+£12.6 47.5+10.3 49.5+7.83
KB 25.2+10.6 50.1+16. 7 43.7%9. 35

gooooooban
gbooooooboan
gooocooboooao
gooooooobao
gooooooboan

ggao

o0 oo ooDoogoggogooooggdg
oo oo ooooogoooooo
b oo oooogogogooao
bOooooooQgooao
b oo oooogoQgoooo

e S R W
DO Ooo0ooood

L S R |
OooDooooooooogogaog

O Ogod

OO0 oooogogooao

Oo0oo0oood
OOoOo0oooogd
Ooo0oo0ooood

O

O O O
[ I
O 0O o

O I [ |
O

O
O

O

O

Oooooogogdg

O

OoOoo0ooodgd
OooooogoQgdg

O oOooo

JP 2008-504214 A 2008.2.14

oooboboooooooobboboooooooo,b00000
gogobobooooobobodooouobbooooboobooooboogaao

ooooao
oooDaD

00000000000 0OdKaracay et. al. Bioconjugate Chem. 1
1 842-854 (000)0 000 0O0O0OO0OO0OO0DODDO0DODUOOODODODODODDOODODODOOOO
O0oooooDooooooooDoooog
000000,

U
0

O oOoo=
O oOooo
O 0Oooo
Iy |

L [ R |

OOooooogogdg
OooooogoQg-g
OOooooogogd
OooooogoQg-g
O OO
O O o
O OO

OJ
O
O
O
O

O
O
O
O
O

O
O
O
O
O

O

L [ |

O
O
O

goao
oo

O

O Ogoogodg

Ooooooog X

g
a
0

O
M
ul

DO OooOoooog
O Oooo0ooOgoo
DO oo ooog
OO0 oooogogdg

g
g
o

[

O
udd

OooooogQg-g
Oooooogogdg

O

Ooo0ooogQgQg

O
O
O
O

O

OOoooooggdg

O

Ooo0ooogoQgQg

O

Ooooooggdg

ogooano
goooad

DO Ooo0ooo
DO OooOooo
00O oOoood
Oooooogog-g
Oooo0oo0oogoood
OooooogQg™g

O O
O O
O O

O
O
O
O
O

g
u

O

goooan
gogoban

O 0oooogogdg
O 0ooooogoogdg
O 0ooooggdg
OOoo0ooogogQg-g
OOoooooggdg

OJ
O
O
O
O

O
O
O
O
O

a
u

OoOoooood

10

20

30

40

50



Ooo0oooooo0oooooooooDooooooooogogoao

o))

OO0 oDooooo0 oo ooo o0 oo oogQgoo
e ) e e e ) ey O A

OO O ooo
OO oOoooo
OO o oo

Ooooooooooogoogooao

OO0 oDoogog4Uogoooooggogoooogogaog

OoooooooooooogQgoQg

OooOoogogogooao

I e s A O Y s [ o [

oo oooogogRe

Oo0ooogogogooao

Oooo0ooogoQgQg

O

Ooooooooooogogoao

Ooooooggdg
O Ooo0ooOoo
O Ooooo
O Ooo0ooo
O Ooooo
OO o0goo
O Ooooo

O

O
O
O
O
O
O

O 0Oooo
O oOooo
O 0Ooo

O 0ooo
O 0Oooo
O 0ooo
O 0Oooo
OO oo
O 0Oooo
OO oo
O 0Oooo
O Oooo
O 0Oooo
O

O
O
O

O
O
O

O

O

O

O oOooo
O 0Ooo
O 0Oooo
O 0Ooo
O 0Oooo

O

|

0

(Nova-Biochem)O
oooooooao

OO0 oDoooogooooogd

O 0Ooo
[ i R

O 0Oooo
O Oooo
X O O0Ood
O Oooo
O 0Oooo
O Oooo
O Oooo

O
O
O
O
O

O
O
O
O
O

O 0o oo O

O

O
O
O

. Org. Chem.
Oo0oano
Oo0ooano
O0oono
ooono
O0
Ooono
Ooono
Oo0oano
Oo0oano
Oooano
ooono
O0oano
O0oono
O0oano
Oooano
Ooono
Oo0oano
00
Ooono
ooono
Oo0ooano

52:4984-4993 (1987)0 00D O0DOO0O0COO0ODODODODDODO,O0,000
oooooboooooooobobobboboooooooao
ooooDao

O

O 0Oooo
[ i Ry
O O o
[ i Ry

OJ
O
OJ

O oOood

O

O

O Oooo

O
O

O

oon
ooo

O OO

goao

g
O
0
goooao

O
O

O

O
O

(65)

OinvivoO O OQOGQOOQ
b8l gpooooon

oooao
gooao

00
0O

O
O 0ooo
O 0Oooo
O 0Ooo
O O0ooo

O

gad
oo

goono

gooooooobboo

O
O

O
O

JP 2008-504214 A 2008.2.14

gooobooooooboogao

OinvivoOOOOOOOOAO

0000000000 oo0an
oooo®PPfooOoOoOoOO

00O0Q0o0oooooO0oooao
oooooo®P®fgooooO
OooooDooooooo® el

invivoO OOQO0QO0QOOOQgao

goobobooooobooooooban

ooooObbOoooooooobooao

0000000 oDOooDooDooDoooooao
Advanced ChemtechO O 0000 O0O0OODOODOOODOOOOO

0o0ooo0O0oo0ooDoDU0ooDODO0oo0oooDoooDooDOooDDOo
00000000 ooDoooDooDUoooDoooDooDoooDoOooao
0 (Macrocyclics) D D OO0 0O DOOOOODOOOOODangles et.

oo
goao
uoao

ud
o0
od
oad

ggoao

oggoao
ggoao
oooao
oggoao

I [ o [

0000

a
u

u
O
g
a

O

O

gooano
gooodad

ugooano
gooao
gooao
g’ x 0

O 0o d
O o0Oood

TaconicO O OO 0O 0O
ooooDoogdpud

gooodad

goooogao

ooocooao

goooogao

O

O
O Oooo

0

O

t
u

a
u

goooano

O

O

O

O

O

goooan

O

ud

O

0

a
u

10

20

30

40

50



Iy e e e e ey e e e [ e s s [y

DO Ooogooo

DO 0o Ooooog=-—-Oooo

DO 0o o0DoDooQg=-—-—O0Oooao

DO OoOoooo

O Od
O O
O g

O O0Oogoo

O oOooOoooo

Do oo ooooogoooo

Do 0o oooooggQgoooao
Ooooooo0o0ooooooooDooooooooodg
Oo0ooooo4o0ooooo4ooooDooog4oooooogodg

O 0o ooo0 oo oooOoo0oo0o=-=-o0o0oofdg
O 0o oooodg

O 0Ooooo

DO Ooogooo

O oOooo

DO OooOoooo
Ooooocoooooooooooondg

Oooooooooooogogoooodg
O Ooo0ooo

O Oooo

O Ooogoo

O 0Ooo0ooo

O Ooogooao

O O0ooo
O Oooo
O 0Ooo
O oOooo
O Ooo
O 0Oooo
O 0Ooo
O 0Oooo

O Ooo0ooOoao
O Ooooo
O Ooo0ooao
O Oooo
O 0O oo
O Oooo
O 0Oooo
O Oooo
O 0Oooo

OooOoo0ooood
OoOoo0oooogd
OooOoo0ooood
OoOooooogod
O0Ooo0oooog
OoOoo0oooo
O0Ooo0oooog
O 0Ooooo

O Ooo0ooo
O Ooooo
O O0Oo0ooo
O Oooo
OO oo
O 0Oooo
O 0Oooo
O O0ooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooz=

O0Ooo0oood
OoOoooodg
I B
OoOoo0ooodg
OO0Oo0ooodg
OoOoo0oood
O0Ooo0ooodg
O oOoooo

O 0Ooo0ooOoo
O Ooooo
O 0Oo0ooOoo
O Oooo
OO oo
O 0Oooo
OO oo
O 0Oooo
O Oooo
O 0Oooo
O 0Oooo
O 0Ooo
O Oooz=

O
O Oooo
O 0O oo
O Oooo
OO oo
O 0Oooo
O 0Oooo
O 0Oooo

goooboogao

O

O
O
O
O
O
O
O
O
O
O
O
O
O
O

O Oooo
O 0Oooo
O Oooz=

O Oooo
O 0Oooo
O Oooz=

O
O
(]
O
O
O
O
O
O
O

O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Ooo
O Oooo
O 0Ooo
O Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0ooo
O Oooo
O 0Ooo
O Oooo
O 0Ooo
O Oooo
O 0Oooo

O 0Oooo
O Oooo
O 0ooo
O oOooo
O 0Ooo
O 0Oooo
OO oo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O 0Oooo
O 0ooo
O Oooo
O 0ooo
O 0Oooo
OO oo
O 0Oooo
O Oooo

(66)

O 0ooo
O 0Oooo
O 0OoOoo
O Oooo
O Oooo
O 0Oooo
O Oo o X

O 0Ooo
O Oooo
O 0Ooo

O 0Oooo
OO oo
O 0Oooo
O 0o o X

O
O

O O0ooo
O Oooo
O O o
I R |

O 0Oooo
O 0Oooo
I Ry |
O O o

JP 2008-504214

O
O
O
O
O
O
O

O

]

Oooog o
I |
[ I R |
I |
I R |

]

]

Oooo o
O OO
O 0O O
O OO
i R |

O

O
O
O
O
O

O
O
O
O
O

O
O
O
O
O

2008.2.14

O
O
O

O

O O
O O
O O

O
(]
O

O 0o o
O O
O O

O

O

(]

O

10

20

30

40

50



ey e sy ey o

OO oo oooogd

O O

b O oo oDooogoggogogogoooog
b oo oo ooooooooo
b O oo oDoogoggogogoooog

Ooooocooooooogooao

O O

OO0 ooDoogogUooooogogoooaog
Ooooooooooooogogooooo
OO0 oooooooooogooooaog
Oooooooooooooooooao
Oo0oooooooooogogooooaog

DO o ooooogodg

O O

O O

DO oo oooogodg
OoooooogooooOoaoo
Oooooogoooao
O 0Oo0ooao
O oOooo

O O

O O

Oooooooooooogooao

O 0Oo0ooao
O Oooo

O o0Ooooo
O 0Oooo

O O

O0Ooo0oood
O oOooo

O O

OoOoo0oooQgdg

O

O
O
O
O
OJ

O Ooooao

O 0Oooo

O
O 0Oooo
OO oo
O 0Oooo
O O0Ooog
O 0Oooo
O 0Oooo
O 0Oooo

O o0Ooo

O
O 0Oooo
O 0Ooo
O Oooo
O O0Ooo
O 0Oooo
O 0Oooo
O 0Oooo

L R I B B

X

|
|

O 0Oooo

O oOooo

0O oOooo

O
O
O

O OooOo

|

O Oooo

|

Lo I i Y
O Ooo0ooo

O
OJ
O
O
O
O
O
O
O
O
O
O
OJ
O
OJ

O
(]
O
O
O
O
O
O
O
O
O
O
(]
O
[

O 0Oooo
O Ooooo
O OooOooo
O Ooo0ooao
O Ooooo
O 0Ooo0ooo
O Ooooo
O 0Oo0ooOoao
O Ooooo
O 0Oo0ooOoo
O Ooooo
OO oOooo
O Ooooo
O Ooooo

O
O
O
O
O
O
O
O
O
O
O
O
O

(67)

[

JP 2008-504214

2008.2.14

10

20

30

40



(68)

JP 2008-504214 A 2008.2.14

Ooo0o0o0oaod
ITLC
RFF K FEHFEE % avA F%
IMP 241 1.5 0.3
IMP 281 0.6 0.3
IMP 284 0.9 0.3
ooooOooad
Ooo0ooaod
1] nfZ#H~T7FFOSE HPLC
RTF R RT Bk EREYS |~ 7 F K |bsAb ® 7 | EIREY%
+hMN14xm679 D RT | k%
IMP 241 13.81 97.9 ND
IMP 281 13. 46 99 8. 80 99 74
IMP 284 13. 88 96. 4 8. 77 99 72
Ooo0oo0ooOoaoao
Oo0ooao
11 nf@HA_TF FOC1 8FHPLC
RTF K RT, % T %
IMP 241 2.4 1.8
11.51 97.7
IMP 281 2.3 0.75
8.5 98.5
IMP 284 2.3 1.3
11.61 98
Oo0oo0ooOoao
Ooo0oo0o0o0oaoao
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0000
%3
S % OER - 24 FERE
EBRNE In-111-IMP-241 & IMP-281 & IMP-284 |C X B &EK S L ZF—4F v T 4 7
HEE. 1A ((%1-->24 BEf—>1"In-IMP-241) EHR L MAb 1 BLe®E  1-125
EH L pCi: 6 BES L7 MAb 1 :hMN-14 x m679

HIEIN-ES MAD 1 cpm: 9802182

EEEE: 21. 09
HE# n HE SIDW %ID/g STD%ID/g %ID/org STD%ID/org T/NT  STD T/NT
JEE 5 0.447 0.054  3.06 0.61 1. 35 0.22 1. 00 0. 00
F R 5 1.223 0.197  0.19 0.06 0.22 0.04 17. 04 3.17
ek Rk 5 0.081 0.018 0.20 0. 06 0.02 0. 00 16. 05 3. 09
ki 5 0.139 0.016  0.14 0.03 0. 02 0. 00 22.27 3.44
i 5 0.153 0.026  0.13 0.03 0.02 0. 00 24. 52 7. 49
% 5 0.241 0.002  0.15 0.03 0.23 0.03 20. 26 3.91
= 5 0.493 0.160  0.50 0.27 0.22 0.09 8.14 5. 42
N 5 1.124 0.235  0.08 0. 04 0.09 0.05 43.63 16. 32
K% 5 0.875 0.262  0.08 0.02 0. 06 0.01 41. 10 12.16
HES L7 MAb 2 AIAZESR  :In-111

S MAD 2 cpm: 4975201. 6 S L7 MAb 2 tIMP-241
HE#E n -3 STD WI %ID/g  STD%ID/g %ID/org  STD%ID/org T/NT STD T/NT
JEE 5 0.447 0.054 11.31 1.38 5. 05 0.75 1.00 0. 00
Fre i 5 1.223 0.197 0.28 0.09 0.33 0. 06 42.24  8.25
AT 5 0.081 0.018 0.28 0.11 0. 02 0.01 44.15 13.06
g 5 0.139 0.016 1.41 0.21 0.20 0.02 8.06 0.83
fit 5 0.153 0.026 0.19 0.08 0.03 0.01 67.48  20.75
Mm% 5 0.241 0.002 0.19 0.06 0.29 0.07 61.67  9.61
B 5 0.493 0.160 0.04 0.01 0.02 0.01 344.86 101.23
/N 5 1.124 0.235 0.08 0. 04 0.08 0.03 168.22 53.20
K% 5 0.875 0.262 0.08 0.02 0. 07 0. 02 141.82 33.27
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TSR DORER 3 B
EENE In-111-IMP-241 & IMP-281 & IMP-284 [ X B 4ETF LV E—F v T 4 2
HES: IA (*®1-->24 B> In-IMP-241) EH L7 MAb | FLe® 1-125
BEH L uCit 6 EH L7 MAb 1 :hMN-14 x m679

WESN-ES MAb 1 cpm: 9892972

EHEE:

20. 09

10
ik n HE SIDWL %ID/g STD%ID/g %ID/org STD%ID/org T/NT  STD T/NT

fEsE 5 0.489 0.065  5.67 1.50 2.73 0. 62 1. 00 0. 00

Jixd 5 1.069 0.154  0.57 0.12 0. 60 0.12 10. 36 3.25

e e 5 0.08 0.009  0.65 0.12 0.05 0.01 8.76 2.05

247 5 0.131 0.020  0.40 0.06 0.05 0.01 14. 38 3.80

fi 5 0.139  0.020 0. 40 0.04 0.05 0.01 14. 49 4.16

iik7:q 5 0.233 0.003  0.57 0.07 0.84 0.13 10. 16 2.89

B 5 0.337 0.046  2.87 0. 86 0.94 0.21 2.21 1. 06

N 5 0.962 0.176  0.25 0. 05 0.24 0.06 23. 84 8. 09

YN 5 0.814 0.133  0.36 0. 07 0.29 0.05 16. 18 4.96 20

S L7 MADb 2 Rtk :In-111
S MAD 2 cpm: 6151305 R U7 MAb 2 :IMP-241

A n HE STDWH %ID/g STD%ID/g %ID/org STD%ID/org T/NT  STD T/NT

fEE 5 0.489 0.065 17.92 6.32 8.62 2.65 1. 00 0. 00

Al 5 1.069 0.154  0.38 0.11 0. 40 0. 06 47.71 14. 04

i i 5 0.083 0.009 0.31 0. 07 0.02 0. 00 57.95 11. 64

B 5 0.131 0.020  2.78 0.25 0. 36 0. 04 6. 38 1.78

Ji 5 0.139 0.020  0.54 0.10 0. 07 0.01 33.54  10.60 30
MK 5 0.233 0.003 0.76 0.17 1. 11 0.18 23. 74 6. 56

H 5 0.337 0.046  0.08 0. 02 0.03 0.00 226.83  73.39

/N 5 0.962 0.176  0.16 0.05 0.15 0.03 120.60  46.41

N 5 0.814 0.133  0.22 0.09 0.17 0. 06 88. 84 31.75
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YEEH% DR - 24 BEFH

EBRANE In-111-IMP-241 & IMP-281 & IMP-284 (L X B4 KT L I—F T 4
HES IB
BES L7z uCis 8.8 ES URLESR @ In-111 & U7= MAb: IMP-241
S L 7= CPM: 6296515
EHEE: 19. 89
FER n ®=E& SIDW %ID/g STD¥%ID/g %ID/org STD%ID/org  T/NT  STD T/NT
E 5 0.360 0.086  0.038 0.013 0.015 0. 008 1. 000 0. 000
g 5 1.008 0.125  0.071 0.016 0. 070 0.010 0. 542 0. 154
i3 5 0.067 0.015 0.037 0. 009 0. 002 0. 001 1. 026 0.196
24 5 0.140 0.039  1.857 0. 346 0. 255 0. 056 0. 021 0. 006
i 5 0.137 0.012 0.018 0. 002 0. 002 0. 000 2.078 0.536
MK 5 0.236 0.003  0.000 0. 000 0. 000 0. 000 569.530  196. 879
B 5 0.378 0.074  0.040 0. 026 0.015 0. 008 1. 140 0. 604
N 5 0.952 0.204 0.044 0.019 0. 039 0.011 0. 898 0.136
K% 5 0.779 0.181  0.156 0. 047 0.121 0. 042 0. 261 0.124
2k CPMIZ 0 ThoT,
2 JEEE CPM 12 200 A F Th o 7=,
£ff CPMIZ 170 L F Tdh - 7=,

0oooo0oO

oooo

#*6
BES1% DORFR 3 KEFE

EBRNE : In-111-IMP-241 & IMP-281 & IMP-284 [T K A4 T L #— 4 T 4
HES 1B
BES L7 uCi: 8.8 S U2 BNLESR : In-111 S U7z MAb: IMP-241
& L7 CPM: 7771826. 6
T 18.08
AER n HEE STDWH %ID/g STD%ID/g %ID/org STD%ID/org  T/NT  STD T/NT
fE 5 0.376 0.127  0.209 0.120 0. 066 0. 008 1. 000 0. 000
Frhige 5 0.875 0.130  0.149 0.012 0.129 0.011 1.425 0.874
i 5 0.066 0.014 0.078 0. 007 0. 005 0. 001 2.738 1.701
2 fi 5 0.113  0.014  4.327 0. 559 0. 488 0. 081 0. 047 0. 020
fit 5 0.129 0.017 0.114 0. 043 0.015 0. 007 2. 098 1. 561
& 5 0.232  0.003 0.010 0. 003 0.013 0.003 22. 736 14. 408
B 5 0.263 0.03¢ 0.128 0. 091 0. 032 0. 022 2.430 1. 763
/N 5 0.818 0.113  0.293 0. 389 0. 229 0. 301 1. 754 1.473
KB 5 0.689 0.173  0.308 0. 089 0. 201 0. 022 0. 756 0.523
£ 13 CPM 13 250 L F Tdh o 7=,

gogoooaad

10

20

30

40



(72) JP 2008-504214 A 2008.2.14

Oooooo
®7
ESH% DORFR 24 BEfE
EBRANE In-111-IMP-241 & IMP-281 & IMP-284 IZ X B &K T L E—FvF 4 7
HES IIA (PI-->24 BFf—>""In-IMP-281)  FEHT L7 MAb 1 RALZTSR  :1-125
S LIz pCit 6 ES L7~ MAb 1 :hMN-14 x m679

WIEIN7-HES MAD 1 cpm: 9788320

EHEE: 18.92

AR n HEE SIDWH %ID/g STD%ID/g %ID/org STD%ID/org T/NT  STD T/NT
fEE 5 0.590 0.042  3.51 0.74 2.05 0.36 1. 00 0. 00
FiE 5 0.919 0.060  0.25 0.02 0.23 0.01 14. 08 2.06
e i 5 0.070  0.005 0. 26 0.03 0.02 0. 00 13. 49 3.14
B i 5 0.126 0.016  0.16 0.03 0.02 0. 00 22.05 2.77
fif 5 0.149 0.016  0.19 0. 04 0.03 0. 00 19. 09 2.82
ik 3 5 0.239 0.002  0.21 0.05 0.29 0.05 16. 63 1.19
= 5 0.334 0.041  0.84 0.43 0.28 0.14 4.58 1.27
Wi 5 0.882 0.064 0.08 0.02 0.07 0.02 4414 4.36
K% 5 0.793 0.090  0.10 0. 04 0.08 0.04 35. 48 7.79

S U MAb 2 BT :In-111
HES L7 MAb 2 cpm:  6659738.3 S L7 MAb 2 : IMP-281

AR n HE STD WI  %ID/g  STD%ID/g %ID/org  STD%ID/org T/NT STD T/NT
fEE 5 0.590 0.042 12.66  2.55 7.41 1.30 1. 00 0. 00
iy 5 0.919 0.060 0.28 0.07 0.26 0.05 45.21  6.11

e B 5 0.070 0.005 0.23 0. 04 0.02 0. 00 54.68  12.53
Bl 5 0.126 0.016 1.09 0.22 0.14 0.03 12.21  4.51
fiti 5 0.149 0.016  0.18 0. 06 0.03 0.01 74.26  14.28
& 5 0.239 0.002 0.17 0.05 0.23 0. 05 76.26  10.04
g 5 0.33¢ 0.041 0.04 0.01 0.01 0.01 299.09 55.84
I 5 0.882 0.064 0.06 0.02 0. 06 0.02 207.34 42.11
N 5 0.793  0.090 0.13 0.11 0.11 0.10 126.67 55.69
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ER%ORR] 3 Bl
EBRANE In-111-IMP-241 & IMP-281 & IMP-284 |[Z X A4S L F—F v F 1L 7
HEE ITA (**I-->24 B#f-—>" In-IMP-281) BEH L7 MAb 1 RfITE :1-125
HESH Lz uCit 6 HESH L7 MAb 1 :hMN-14 x m679

FHIE XN 7S MAb 1 cpm: 9853618

FHEE: 19.01

Rk n B SID WT  %ID/g STD%ID/g %ID/org STD%ID/org T/NT  STD T/NT
JEE 4 0.529 0.049  5.38 0.82 2.85 0.53 1. 00 0. 00
Jika 4 0.874 0.148  0.90 0.21 0.77 0.10 6.12 1. 02
e g 4 0.070 0.010 1.25 0.33 0.09 0.02 4.38 0.56
B 4 0.119 0.011  0.61 0.15 0.07 0.01 9.10 1. 40
i 4 0.138 0.033  0.65 0.23 0.08 0.01 8.74 1.68
mg 4 0.240 0.002  0.89 0.26 1. 24 0.26 6. 30 1.03
= 4 0.337 0.066  6.98 3.33 2.26 1. 00 0.94 0. 50
N 4 0.980 0.153  0.36 0.11 0.34 0.08 15. 87 3.44
PN ] 4 0.694 0.137  0.59 0.19 0. 40 0.13 9.83 2.94

EH L7 MAb 2 RNLTER :In-111
S L7 MAb 2 cpm: 8149181. 6 S L7z MAb 2 : IMP-281

FARR n BEE STD WT  %ID/g  STD%ID/g %ID/org  STD%ID/org T/NT STD T/NT
& 4 0.529 0.049  17.92 5.28 9.49 2. 87 1.00 0.00
i 4 0.874 0.148  0.36 0.09 0. 30 0. 04 49. 60 2.59
i i 4 0.070 0.010  0.37 0.11 0.03 0.01 48. 46 2.10
g 4 0.119 0.011  2.25 0.41 0.27 0. 05 7.95 1.70
fifi 4 0.138 0.033  0.56 0.13 0. 07 0.01 31.88 3.82
mig 4 0.240 0.002  0.89 0.28 1.25 0.29 20. 28 1.19
B 4 0.337 0.066  0.80 0.03 0.03 0. 00 224.02  47.19
/N 4 0.980 0.153  0.14 0.04 0.14 0.03 129.75  37.91
N 4 0.694 0.137 0.39 0. 38 0.23 0.17 69. 68 43. 20
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ST DRERT - 24 B

EBRAE In-111-IMP-241 & IMP-281 & IMP-284 (Z KX A4S L ¥ —F vF 4
HES IIB
EH L7z pCit 8.8 BEH L=RNLTE : In-111 S L 7= MAb: IMP-281
S L7 CPM: 8605706. 6
EHEE: 20. 69
AR n HEE SIDWI %ID/g STD%ID/g %ID/org STD%ID/org  T/NT  STD T/NT
fEE 5 0.306 0.085 0.026 0. 002 0. 008 0. 002 1. 000 0. 000
g 5 1.085 0.136 0.035 0. 005 0. 038 0. 006 0.753 0.102
i 5 0.079 0.011  0.032 0. 003 0. 003 0. 001 0. 805 0. 082
R 5 0.131 0.010 1.068 0.133 0. 140 0.017 0.024 0. 003
fi 5 0.141.  0.009  0.017 0. 005 0. 002 0. 001 1. 660 0.423
iR 5 0.239 0.001 0.000 0. 000 0. 000 0. 000 346.489  269. 842
B 5 0.356 0.080 0.007 0. 002 0. 003 0. 001 3.816 1. 387
AN 5 0.964 0.122  0.017 0. 002 0.016 0. 002 1. 543 0.246
K% 5 0.847 0.075 0.031 0. 008 0. 026 0. 008 0. 907 0. 320
2M#E CPUIL 15 AT Th - 7=,
2 CPM X 300 LA F Th o 7=,

0oooo0oO

0ooooo

*10
R ORER - 3 BfE

EBRANE In-111-IMP-241 & IMP-281 & IMP-284 IC X A AEE S L Z—FyvT 47
HES IIB
HES L7 uCi: 8.8 BS LRMER : In-111 4 L 7= MAb: TMP-281
AT L 7= CPM: 10691556. 6
EHEE: 18. 06
AEER n HEE SIDWH %ID/g STD%ID/g %ID/org STD%ID/org  T/NT  STD T/NT
FEE 5 0.301 0.062 0.100 0.034 0. 029 0. 008 1. 000 0. 000
Jixe 4 5 0.877 0.148  0.060 0. 009 0. 052 0. 008 1. 667 0. 541
e R 5 0.070 0.015  0.040 0. 005 0. 003 0. 001 2.481 0. 722
B 5 0.115 0.012 2,133 0. 668 0. 246 0. 085 0. 047 0.014
fif 5 0.131 0.016  0.037 0. 007 0. 005 0. 001 2.618 0.528
iik:q 5 0.243  0.002  0.004 0. 002 0. 006 0. 003 26.510 9. 697
= 5 0.361 0.097  0.032 0.013 0.011 0. 006 3. 744 2.828
N 5 0.819 0.140  0.082 0. 045 0. 069 0. 046 1.627 1.183
K5 5 0.611 0.062 0.295 0.119 0.178 0. 065 0.418 0.278

2K CPM X 180 AT Tdh o 7=,
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R ORER] - 30 4y

ERANE : In-111-IMP-241 & IMP-281 & IMP-284 IC X AAEE TS L E— K vTF 4 7
HES IIB
EH LIz pCi: 8.8 ESR LEZRAITSE : In-111 VESF L7 MAb: IMP-281
& L7- CPM: 10598413. 3
SEHUAE: 17.89
FAR; n HEE STDWH %ID/g STD%ID/g %ID/org STD%ID/org  T/NT  STD T/NT
fEE 3 0.258 0.021 2.298 0. 052 0. 594 0. 052 1. 000 0. 000
Pl 3 0.982  0.201  0.270 0. 087 0. 266 0.101 9. 075 2.628
e i 3 0.080 0.018 0.257 0. 081 0. 020 0. 008 9. 629 3.393
B 3 0.113 0.007 4.984 1. 280 0. 558 0. 109 0. 481 0.121
fif 3 0.135 0.029 0.664 0.139 0. 088 0.018 3. 582 0. 870
iiR7: 3 0.245 0.002 0.854 0. 290 1. 141 0. 450 2.934 1. 093
B 3 0.393  0.094 0.171 0. 079 0. 063 0. 024 16. 758 10. 840
/NG 3 0.888 0.161  0.441 0.112 0. 387 0.103 5. 479 1. 562
Ki% 3 0.655 0.098  0.240 0. 196 0. 169 0. 161 14. 223 8.914
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S %O - 24 BFRE
ERAE In-111-IMP-241 & IMP-281 & IMP-284 {Z X A 4E S L ¥ —F v F 40
HES . ITIA (%°I-->24 B§f——>"In-IMP-284)  HES L72 MAb 1 FfZTE  :1-125
ES LA uci: 6 HEH L7 MAb 1 :hMN-14 x m679

FIESN-VES MAb 1 cpm: 9788320

A 19. 84 10
KERR n HE STDWT %ID/g STD%ID/g %ID/org STD%ID/org T/NT  STD T/NT
i 5 0.605 0.049  3.46 0.75 2.11 0.54 1. 00 0. 00
Frig 5 1.019 0.172  0.26 0.07 0.26 0.03 13.79 4. 49
el 5 0.075 0.015 0.28 0.05 0.02 0. 00 12. 44 3.45
R i 5 0.126 0.019  0.16 0. 02 0.02 0. 00 21.37 4. 88
fiti 5 0.150 0.022  0.16 0.02 0.02 0. 00 21. 88 5.72
iR’ 5 0.242 0.002  0.20 0.03 0.30 0.03 17. 28 4. 44
=] 5 0.401 0.043  0.70 0.24 0.28 0.08 5.38 2.14
N 5 0.892 0.134  0.12 0. 06 0.10 0. 04 35. 67 16. 07
K 5 0.697 0.056  0.11 0.03 0.08 0.03 34.77 13. 25 20
ES L7 MAb 2 RAZEs$E  :In-111
HEH LU MAb 2 cpm: 4317976. 6 HES L7~ MAb 2 1 IMP-284
it n EHE STD WT  %ID/g  STD%ID/g %ID/org  STD%ID/org T/NT STD T/NT
IEE 5 0.605 0.049 11.58 2.17 7.00 1. 45 1.00 0. 00
Frhg 5 1.019 0.172  0.40 0. 08 0. 40 0.05 29. 76 7.51
il 5 0.075 0.015  0.40 0.11 0.03 0. 00 30. 25 6.78
=i 5 0.126 0.019  1.80 0.16 0.22 0. 02 6. 45 1.18
fii 5 0.150 0.022  0.21 0. 04 0.03 0. 00 55.57 11. 50 30
g 5 0.242  0.002 0.22 0.04 0.33 0. 05 52.95 12. 65
= 5 0.401 0.043  0.04 0. 02 0.02 0.01 303.88  103. 30
N 5 0.892 0.134  0.08 0. 02 0.07 0.01 155.54  34.18
PN 5 0.697 0.056  0.07 0.01 0.05 0.01 166.52  42.08
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TEST 1% DORERT - 3 BERE
EBRNE In-111-IMP-241 & IMP-281 & IMP-284 IZ X A &EE TS L ¥ —F vF 4L 7
HEE . IITA (**I—>24 B> In-IMP-284) BES L7z MAb 1 Rt 1 1-125
EH L uCit 6 HESHLU7ZMAb 1 :hMN-14 x m679

FIEINTES MAb 1 cpm: 9853618

AR 19. 39

A5 n HEH& STDWI %ID/g STD%ID/g %ID/org STD%ID/org T/NT  STD T/NT
fEE 5 0.571 0.103  5.06 1. 20 2.89 0. 84 1. 00 0. 00
i 5 0.901 0.088  0.73 0.12 0. 66 0.07 7.13 2.27
e B 5 0.062 0.011 1. 50 0. 60 0.09 0. 02 3.74 1.32
X 5 0.124 0.004  0.50 0.09 0. 06 0.01 10. 52 3.36
i 5 0.137 0.010 0.51 0.09 0. 07 0.01 10. 39 3.38
iR 5 0.234 0.002 0.77 0.21 1.10 0.28 7.13 2. 86
= 5 0.432 0.163  3.45 1.91 1.32 0.53 2.03 1.54
N 5 0.906 0.178  0.32 0.07 0.29 0. 06 16. 60 5.97
Nl 5 0.716 0.122  0.45 0. 20 0. 32 0.12 13.56 7.60

ES L7 MAb 2 FNLTE  :In-111
HES L7 MAb 2 cpm:  5380911.6 EH L MAD 2 :IMP-284

*B A n EE STD WT  %ID/g  STD%ID/g %ID/org  STD%ID/org T/NT STD T/NT
JEE 5 0.571 0.103  16.72 2.35 9. 56 2. 20 1.00 0. 00
BB 5 0.901 0.08  0.46 0.17 0.41 0.11 39. 47 12. 02
i 5 0.062 0.011 0.82 0.42 0.05 0.02 23.55 8. 10
X fi 5 0.124 0.004 2.51 0.51 0.31 0. 06 6. 87 1.61
fit 5 0.137 0.010  0.68 0.10 0.09 0.01 24. 87 3.94
fiuk’:3 5 0.23¢ 0.002 1.13 0. 40 1.61 0.53 16. 42 6. 27
= 5 0.432 0.163  0.08 0.02 0. 03 0.01 209.92  52.53
N 5 0.906 0.178  0.17 0.07 0.14 0. 02 109.59  35.41
NS 5 0.716 0.122  0.18 0.05 0.13 0.02 100.97  45.57
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ST DBEE - 24 F¥fA

EBRNE In-111-IMP-241 & IMP-281 & IMP-284 (Z X A 4K T VI —F vT 47
BHES IIIB
EH L7 pCi: 8.8 EH LRI : In-111 VEST L 7= MAb: IMP-284
B L7z CPM: 5380911.6
WHAE: 19. 71
#E#% n HE& SIDWLH %ID/g STD%ID/g %ID/org STD%ID/org  T/NT  STD T/NT
JEE 5 0.315 0.053  0.053 0.013 0.016 0. 004 1. 000 0. 000
Jiss =4 5 1.061 0.103  0.095 0. 005 0. 101 0.014 0. 559 0.134
et i 5 0.070 0.004 0.071 0. 009 0. 005 0.001 0. 744 0. 161
B 5 0.130 0.010  2.437 0. 254 0.317 0. 047 0. 022 0. 006
BE 5 0.131 0.010  0.047 0. 005 0. 006 0. 001 1. 141 0. 348
ik 5 0.235 0.004 0.004 0. 002 0. 006 0. 002 15. 167 9.733
= 5 0.367 0.066  0.027 0.016 0. 010 0. 006 2. 441 1. 365
N 5 0.970 0.071  0.038 0.012 0. 036 0.011 1. 464 0. 429
K% 5 0.829 0.093 0.071 0.032 0. 060 0.033 0. 808 0. 253
LMK CPMIZ 715 L FCTH o7,
4 RBHE CPM 13 375 L R T o 7=,
4B CPM 1% 350 LA T Tdh - 7=,

0ooooo

0ooooo

#15
HEFEOBER - 3 BFfH

ERANE In-111-IMP-241 & IMP-281 & IMP-284 (L X A A4EBE TSV ¥ —F v T 47
BHES I1IB
AU ucCi: 8.8 S LRALER : In-111 4 L 72 MAb: IMP-284
ST L7 CPM: 6768496. 6
WA E: 19. 16
pak s n EE& STDWH %ID/g STD¥%ID/g %ID/org STD%ID/org  T/NT  STD T/NT
fEE 5 0.306 0.076  0.255 0. 081 0.075 0.023 1. 000 0. 000
i 5 0.908 0.050 0.155 0. 024 0. 140 0. 022 1.708 0. 709
JiEd 5 0.076 0.007 0.077 0.013 0. 006 0. 001 3.507 1. 588
X gk 5 0.122 0.012  4.359 0.531 0.533 0. 086 0. 059 0.018
fifi 5 0.151 0.019  0.149 0.135 0. 022 0.019 2. 732 1.914
ik 5 0.235 0.002  0.021 0. 026 0. 029 0. 036 23.725 13. 540
= 5 0.299 0.069 0.078 0. 032 0. 022 0. 009 3. 483 0. 863
N 5 0.910 0.059  0.138 0. 040 0.127 0. 041 2.002 0. 884
K5 5 0.646 0.071  0.522 0.138 0. 336 0. 094 0. 494 0. 099
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SR8 DRERT 30 4
EBRAR In-111-IMP-241 & IMP-281 & IMP-284 IZ X R4S L Z#—F o F 4 2 o
HES IIIB
EH Lo pCi: 8.8 R LRI  In-111 FES L 72 MAb: IMP-284
S L 7= CPM: 6768496. 6
EEEE: 19.92
HE A n HEE SIDWI %ID/g STD%ID/g %ID/org STD%ID/org  T/NT  STD T/NT
JEE 2 0.294 0.016 2.515 0. 590 0.743 0.214 1. 000 0. 000
FFhE 2 0.939 0.072  0.506 0. 194 0. 482 0.219 5.122 0. 797
P g 2 0.08 0.018 0.520 0.171 0. 046 0. 024 4.915 0. 482
= 2 0.127 0.003 6.705 0. 699 0. 851 0. 070 0.373 0. 049
fit 2 0.148 0.002 1.310 0. 367 0.193 0. 051 1.933 0. 091
ik 2 0.233 0.001 1.725 0. 965 2. 560 1. 487 1.615 0. 561
B 2 0.430 0.078  0.285 0. 170 0.116 0.051 9. 980 3.876
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DOTA-D-Asp-D-Lys(HSG)-D-Asp-D-Lys(HSG)- NH, (IMP 271);
DOTA-D-Glu-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH,; (IMP 277);
DOTA-D-Tyr-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH, (IMP 288);
DOTA-D-Ala-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH; (IMP 281);
DOTA-D-Phe-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-NH, (IMP 284);
DOTA-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Tyr-D-Lys(HSG)-NH2 (IMP 301)
DOTA-D-Lys(HSG)-D-Ala-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Tyr-D-
Lys(HSG)-NH2 (IMP 302)
DOTA-D-Tyr-D-Lys(HSG)-D-Glu-D-Lys(HSG)-D-Cys-NH2 (IMP 305)
Ac-D-Lys(In-DTPA)-D-Tyr-D-Lys(In-DTPA)-D-Lys(Tscg-Cys)-NH2 MH+
1813 (IMP 297)
HCO-CO-D-Lys(HSG)-D-Glu-D-Lys(HSG)-NH2 (IMP 289); Xt
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