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Structure and Activity of Sulfated Alkyl Oligosaccharide Having Potent Anti-HIV Activity
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Table 1 Synthesis of peracetylated alkyl laminaritetraoside
by stannic chloride catalyst®

peracetylated alkyl alcohol .
L ——————— yield
sample laminaritetraose %
mg (mmol)® mg (eq.)"
LACA4 200 (0.16) 24 (2.0) 45
L4C8 200 (0.16) 41 (2.0) 55
L4C12 200 (0.16) 60 (2.0) 54
L4AC2F10 130 (0.10) 180 (3.0) 28

*Stannic chloride was used 2.0eq. to acetylated oligosaccharide.
"Equivalnet to acetylated oligosaccharide. “Equivalnet to acety-
lated oligosaccharide.

Table 2 Synthesis of peracetylated alkyl laminaripentaosides by
stannic chloride catalyst®

laminaripentaose alkyl alcohol yield
sample peracetate mg  alkyl portion mg (eq.)® %
L5C(+)20¢* 250 T 42(20) 50
L5C(—)20c* 250 [~~~ 4220) 54
L5C°HM 250 ol ) 37(20) 47
CHs
L5C35DM°H 250 Q% 4220) 55
L5PhC6 300 ~~~) 020 70

#Stannic chloride was used 2.0eq. to acetylated oligosaccharide.
*Equivalent to peracetylated oligosaccharide.
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Table 3 The anti-HIV activity of sulfated alkyl laminarioligo-

saccharides and sulfated polysaccharides

alkyl anti-HIV ~ cytotoxic
sample portion activity® effect® SI¢
ECso(#tg/ml) CCsi(ig/ml) (CCso/ECs)
laminaritetraoside
14C4S -CsH, 24 >1000 >42
LAC8S -CgHy, 14 >1000 >71
L4C2F10 -CoH,CoFyy 33 >1000 >300
laminaripentaoside
L5C(+)20c* L~ 0.75 >1000 >1300
L5C(—)20c* o~~~ 065 >1000  >1500
L5C°HM o) 0.73 >1000 >1400
CHj3
L5C35DM°H 0 0.66 >1000  >1500
CHg
L5PhC6 —~ 040 >1000 >2500
Curdlan sulfate? — 0.18 >1000 >2500
Dextran sulfate g 0.65 >1000 >1500

?Concentration of the drug inhibiting 50% virus infection. ®Drug
concentration for 50% cytotoxicity. “Selectivity index. “Curdlan
sulfate with molecular weight of 79 x 10° was used for measure-
ment of anti-HIV activity as reference.
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