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Sulfated Alkyl Oligosaccharide as Anti-AIDS Virus Active Agent
—The Relationship Between Structure and Activity—
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peracetylated alkyl alcohol .
sample laminaripentaose sl pied
e mol % ° %
mg (mmol)“ mg (eq)?
n-alkyl
L5C4? 300 (0.19) 30 (2.0) 200 40
L5C8% 300 (0.19) 50 (2.0) 200 70
L5C10¢ 190 (0.12) 38 (2.0) 200 56
L5C12¢ 500 (0.32) 111 (2.0 100 53
L5C184 150 (0.10) 18 (2.0) 200 50
branched alkyl
L52E6S 310 (0.20) 52 (2.0) 200 46
L537DM8? 260 (0.17) 60 (2.0) 200 63
fluoro alkyl
L5C2F8°¢ 300 (0.19) 190 (2.0) 200 21
L5C2F10° 200 (0.13) 250 (2.0) 200 22

“Equivalnet to acetylated oligosaccharide. “Equivalnet to acety-
lated oligosaccharide. ‘Equivalnet to acetylated oligosaccharide.
“A mixture of @ and B amomers. ‘Only 3 amomer.
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alkyl oligo- sulfated alkyl oligosaccharide
saccharide yield elem anal.‘
sample (mg) (mg) DS %C %H %N %S %Na

n-alkyl
L5C0S 220 426 2.1 caled 14.1 1.4 0.0 21.3 15.3
found 19.0 4.3 0.0 15.7 11.1

L5C4S 53 83 3.9 caled 16.2 1.8 0.0 20.4 14.6
found 12.1 2.9 0.0 18.4 nd
L5C8S 99 183 3.2 caled 17.7 2.0 0.0 19.9 14.3

found 13.4 3.1 0.0 18.8 13.2
L5C128 100 190 3.0 caled 19.2 2.3 0.0 19.5 14.0
found 17.8 3.0 0.0 17.0 12.2
L5C18S 50 70 3.4 caled 2.12 2.7 0.0 18.9 13.6
found 17.9 3.0 0.0 16.7 12.0

branched alkyl

L5C2E6S 60 174 3.4 caled 17.7 2.0 0.0 19.9 14.3
found 13.9 3.1 0.0 18.8 15.7

L5C37DM8S 99 244 3.2 caled 19.2 2.3 0.0 19.5 14.0
found 15.5 3.5 0.0 18.6 14.1

n-fluoro alkyl

L5C2F8S 45 68 3.4 caled 16.5 1.4 0.0 17.7 12.7
found 14.2 2.8 0.0 15.9 11.6

L5C2F10S 35 39 3.6 caled 16.8 1.3 0.0 17.1 12.2
found 13.7 2.6 0.0 15.5 10.8

2.2 eq. of sufur trioxide pyridine complex to OH group was used. “Deg-
ree of sulfation (DS) designates the number of sulfate groups per a glu-
cose residue. “Calculated as a persulfated samlple.

LTHRELEAZ - FILUAFHTIVASM FTLHEE
RPNEYERIRDON LD 572, INHHETIVFVT IS
YRy I F Y FOTRBILOBREE 2 ITRL.

WE1REL ) OMBREOK X ELE (DS) L LT
TRSEL VEH L. WTFholbAWic By T LRk
LSRR DME %R L WIRERE © B L&A ER L
VAR s MY A

—HOLEWOITA X7 A4 VR IEEEERIITR L.

BEHE T SEICEE LT VFIVEEY 02005 18 DT
ZALSE L ZAHENSUT TR T VFIVEEDOREA L
FIZHLLA X7 ANV RFEED BEREICHES T HEAPRD O
nr:.

S5, TIVEVEDOFRIZOWTHRANRLZDIZ, 8
TNFNER, N=TNFaT7VFLVEIIDODNT K%
Tol R, HOPNOBELTVFIVEDGATHEET
VENEDOHE L FBREOEWRRL, FICHlaEEIEH
b otz =7 F a7 IVFIVIEERDGE L EE
DT IVFNVDEGE ERBROB I A X7 A )V R G % HE

& E O % 187

® o O#®
L 70307 VEVEIEIEFOTIVFVEL ) HBE
KUEDSE kA R ABREE L FOZ LA MIlESEE R T
Z LRSI NS IR A Z-E T, MREEIIRD
LN AR LITA X AV ATEER L KD 135 T
HRENT

4. (ERARFHLSDEER

BEEME, TAXTANVADIL RO —THEY I3
THhbgpl20 &, B M) Y REKDL LT ¥ —ThbH CD4
ED¥EE R, gpl20 ~NEREEIL T VIRV A ) THEDSHEAE T B
ZET, MEBEMNIL, AV gpl20 DIy T+ A -3
VERLSE AT ETCHETAILICLNERERILT
WHLDEEZLNT WA, gpl20 ~NDEEAL T VF L 4
) THEDINA VT4 YT A PEEZONAEFALIT) T L,
FTUVEZVONH T RIZE ) 75 2AF v =TV OERT 5
LT, gpl20 ®7 3 BEFE%I o 506 F H A5 518 F B & F
HENTWE, COFMITITI ¥ a—F 2ffio2=KTH
BOFHAZDERRENSF ) THEHEN S EREDD
DTEDLNADTE RV REEZLN, O &3+ )T
PEEED S LU ECHEEN—ELTWB I L EFELEZW
INETOMEERESHLET, TIFIVEEADORRIT
A X AW REEDBKEKD/NT ¥ 21K LI b
bOTHRNWI EHhn, BRI FEFEERHRICLILDD
Tid% <, TLVFLVERDETANVAKEDIREED & DB
MBI DLDTIIR WP EHER LTS, /2, TIVFV
WoORKe, 7 v REOEAIZLBZEDIL, VANV
REORE_ASTREMEERYE D LHERINL—%E
DEAGHIRMENDL Z EFEETH ) ZORKITEEIZ
BEEFLLEOIENRRBE I EHI, RED
Kozbor” & DIET, Ik~ 7- SRR TH D H —
KT UBRBEOI T A X7 4 )V AERRBRICBNT, T4 X
A NVAH L b SERTH B T4 HIRRICERE L7142 T4
MBEOKRBOES T *BIET HEM*HET 52 LAEE
BANZZALD—DTHALIENPPELNPIIR - TE.
D EIDHBILTIVELA) THEICBWTHHABDO XA
ZALTEBZREBR L T BRI TFHEINS.

5. ¥ B )

T TOMFEICBNTIIA X7 VRFIE LTORR
BAL7VEILA) THEICRDBELTHHLEZOLNSL T 3
FURYZF—ZABEEEAV, GWEETIVIVE 5%
TOFIE, TAFaTIVFNEIIONTHIET AL
TUVENGTIFIYRYIFTIREEKTE. LA XY
ANVAERERBOER LY, TVFVHEHIT—EDOREZ,
DFNHAMEAETAHLDTHNIE, HHLTVWTD,

i

25



188 47% 3 5 (1995. 3) £ OE B %
7= ® T
£3 BERILT VFNA) THEOHIA X7 A4 )V AFEE
alkyl anti-HIV cytotoxic
sample portion activity® effect? SI¢
Ecso ( )4 g/ml) CCso ( )4 g/ml) (CCSO/ECSO)
n-alkyl
L5C0S —— 6.7 >1000 >150
L5C4S —C4Hy 1.9 >1000 >530
L5C8S —CgHy7 0.62 >1000 >1600
L5C12S —Cy2Hazs 0.61 >1000 >1600
L5C18S —CysHs7 0.63 220 350
branched alkyl
L5C2E6S —CHCH (CzHs) C4Ho 0.74 >1000 >1400
L5C37DMS8S —C.H,CH (CH3) CsHsCH (CHs) » 0.54 >1000 >1900
n-fluoro alkyl
L5C2F8 —C.H,CgF17 0.57 >1000 >1800
L5C2F10 —C.H4C1oF2; 0.19 >1000 >5300
Curdlan sulfate? —— 0.18 >1000 >5600
Dextran sulfate —— 0.65 >1000 >1500

“Concentration of the drug inhibiting 50% virus infection. Drug concentration for 50% cytotoxicity. “Selectiv-
ity index. “Curdlan sulfate with molecular weight of 79X10° used for measurement of anti-HIV activity as re-

ference.
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