WO 2005/000
5 906 PCT/JP2004/009521

Fig.1

micell

asparagine-linked disialoundecaoligosaccharide

(hydrophilic group)

carboxylic acid (hydrophobic group)




WO 2005/000906

Fig.2

CQOH
H

HQ\/{/T’ ’ -~
Honn.,.’Mﬂ‘ Yo g Ho HHAe
ACHN AN
HO oH HOZ  ~¢ @
HO
HO Q
Ho

o &Lv’ﬁr\vo

NHACc

HO.
C
Mo O o HO
HO v HO o 0
HOw.. O O/SE;:SL/L
AcHN HO o 0 NHac
1o OH

2/5

PCT/JP2004/009521

/N
NHAc
[¢]

COOH O

asparagine-linked disialoundecaoligosaccharide-decanoic acid amide 3
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asparagine-linked disialoundecaoligosaccharide-myristic acid amide 4
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asparagine-linked disialoundecaoligosaccharide-stearic acid amide 5
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asparagine-linked disialoundecaoligosaccharide-behenic acid amide 6
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Fig.4

sialidase inhibition activity of each inhibitor
against Dansyl- LacNAc-NeuAc
(ICsy based on the amount of sialic acid in each inhibitor)
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abbreviation
NeuAc-Lactose : sialyl lactose
Disialo-Asn : asparagine-linked distaloundecaoligosaccharide 1
Disialo-Asn-10 : asparagine-linked disialoundecaoligosaccharide-decanoic acid amide 3
Disialo-Asn-14 : sparagine-hnked disialoundecaohgosaccharide-myristic acid amide 4
Disialo-Asn-18 : asparagine-linked disialoundecaoligosaccharide-stearic acid amide 5
Disialo-Asn-22 : asparagine-linked disialoundecaoligosaccharide-behenic acid amide 6

ICs, of each inhibitor
NeuAc-Lactose - 295.5 pM
Disialo-Asn : 428.3 uM
Disialo-Asn-10 : 318.5 uM
Disialo-Asn-14 : 186.4 uM
Disialo-Asn-18 1 117.9 yM
Disialo-Asn-22 : 42.9 uM
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Fig.5

sialidase inhibition activity of each inhibitor
against Dansyl- LacNAc-NeuAc
(IC5y based on the mole concentration of each inhibitor)

300
260 ¢
200

|G50190

(W)
100

50+

0

S
£
G
oy
g
35

2
22

s X = ¥
o
& & R
Al < bl X
A
L L L ~
a o @ 5
e b “
R 2
N Q

ICy, of each inhibitor
NeuAc-Lactose : 205.5u M Disialo-Asn-14 : 93.2 4 M
Disialo-Asn : 214.2u M Disialo-Asn-18 : 58.9u M
Disialo-Asn-10 : 79.62 M Disialo-Asn-22 : 21.5u M



