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1 HIV-1RT
Table 1 HIV-1 RT inhibitors from natural products
RT swerlifrancheside Swertia franchd iana
1 Evodia roxburghiana 1,2,5,8,—
2 Sdhisandra sp. — Vicia faba
3
4 Haplophyl lum ptilostylum RT
5 Euphorbia myrsinites
Scutellaria baiaalensis RT
ambigol A Fischerella ambi gua
asterriquinone Aspergillus tareus
budha pine Euodia roxburghiana clavicoronic acid Clavicorona pyxidata
calnolides A, B Calop hyllum lani gerum A Actinom adura luzonensis chromodep—
cordatolides C. wrdato-oblongum sipeptide
coslatolide C. teysmannii var- muniopetak A-F Mutopetalum sp .
podoscyphic add Podoscypha sp.
epecat echin 3-gallate quinoxapeptins A, B Betula papyrifea chromodep—
sipeptide
B- VY-
(9 —gomisim Schisandra diinensis steptomgnn
B by drox yaleuri tolic acid  Maprounea africana sulfoquinovopyranosyl . S.cytu}.'lem asp., cil- sulfﬁ)g lycol—
glycerol lawria trichoides, ipid
3-phydroxybenzoate O. limnetica
RT
inophyllums Calophyllum inophyllum
mallotochromene Mallot us japonicus 6 Gigartira tenella sulfoglycol—
ipid
mallo tojaponi n avarol Dysidea avara
avarone E, avarol F D. cinerea
O- Cephaelis ipeacuanha Schizymenia pacifica
michellanines A~ F Ancistrocladus korup ensis dic tyo dial D. dichooma
MRK29 Momordiai charantia fasca ply sin Fasaiplysinopis reticulata
halocy nt hiax anthin

nigranoic acid

oenothein B

Schisandra
sphaerandra

homofascaplysin A
cation /dehydroluffar
iellolide diacid anion

Fasaplysinopis reticulata

hydroxydict yodial D- patens
Cetraria islandica aceto genin illimaquinone Smenospongia .
isodehydrol uff ariellolide Fasaplysinopis reticulata
punicacortan kelletinin A Buccinulum corneum
punicalin petrosolic add /petro— Petrosia sp.
putranuivain A Phyllanthus enblia synol
peyssonol A Peyssonnelia sp -
plakinidine A Plakortis sp.
repandusinic acid A Mallot us repandus taurospongin A Hippospongia sp .
salaspermic acid Tripterygium wilfordii toxiusol Toxiclona tox ius
shephagenins A, B Shepherdia argentea 3,5, 8~trihydroxy-<4— Uerongia sp.
soulattolide Calophyllum tey smanni i quinolone
. HIV- RT 1Cs 38 HIV- RT EGo 0.07*mol/L,
130 nmol /L 2 MOLTH HIV - calanolide A B HIV-2 RT
EGo .4 1.6Mmol/L, (TL ther— HIV-2 (SIV), Calanolide A
apeutic index) 39 16" AZT G-9106 pyridinone Al7,
2.3 (calanolide): Calanolide A B HIV-1 RT T1391 ( RT TI139 v 108
Calophyllum lanigerum HIV-1 calanolide A , AZT
o 2 3, NN RTIs nevirapine ) Calanolide A
1Go 10~ 20 mol/L, / nevirapine NN RTIs
TI 100~ 200 U314 Calanolide A Y 181C , ECy<0.01"*mol/L, nevi-
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rapine EGo> 38% mol/L calanolide
NNRTIs , (synergy) AZT, ddI
N RTIs HIV (3, 4] >
5Vo calanolide A
800 mg s 20 h
Calanolice A N
2.4 5.2h ,calanolide

A Ls]

2 Michellamines HIV-1

Table 2 Anti HIV-1 activity of michellamines in vitro

ECs ICso
/¢ mol® I71) /(* mol® L)
michellamine A CEM-SS HIV Ik 10 ND
michellamine B CEM-SS HIV ~1IgFr 6 120
174XCEM  HIV-1p 23 > 125
CEM-SS  HIV-Inipz 1 42
8166 HIV -1rr 88 > 240
MT-2 HIV - Ix1isnz 6 100
CEM-SS HIV -1¢p120 2
PBLg HIV-lygp 5 > 240
MT-2 HIV-1a17 9
MT-2 HIV-1coi05 5
michellamine C CEM-SS HIV -1gr 13
michellamine D CEM-SS HIV ~1Igr 3 17
michellamine E =~ CEM-SS HIV —1Igr 4 23
michellamine F  CEM-SS HIV -1gr 2 188
ND. ND: not detected

3 Calanolide A B HIV-1
Table 3 Anti HIV-1 activity of calanolide A and B in vitro

ECs 1Gso
[ mol® Ly /(¢ mole )
calanolide A CEM-SS HIV -Igr 0.1 20
CEM-SS HIV-lup 0. 08
CEM-SS HIV-20p > 10
174X CEM SIVpeaasro > 10
U937 HIV -1 0.2
MM HIV =Ipa 0.05
PBMC HIV -1y p 0.03
calanolide B CEM-SS HIV -1y 0.4 15
2.4 (‘baicalin): Baicalin HIV-1
(PBMC), HIV -1
HIV -1 » ECso 0.5 0.2
Pg/mL 2tg/mlL , HIV-1
PBM C DN A 50 . Baicalin
HIV-1 RT 1Go 2Mg/mL;
o Y-DNA , B-DN A

LDso 2 000 mg /kg( 2 000 mg /kg 2,
),20 mg/kg ,5h
(874. 8 ng /mL), 11 h™M , baicalin
HIV -1 ) H9

HIV Ly EGo 112 #mol/L (49.95" g/mL),

TI< 1"
3 HIV-1
HIV -1 Michel-
lamines 6 A, B, C, D, E, F, A,
B, F HIV-1 1191 Tno phyllums
2 (B, P) HIV -1 (2],
HIV-1 s

calanolide A , (+ )-calanolide A

HIV -1 ; (+ )-calanolide A, (== ) calanolide A
(- )—calanolide A 3 HIV -1

(+ )-calanolide A (& )—calandide A

, (+ ) —calanolide A

calanolide A HIV -1 17 Calanolide A
Co,Cyi  Cp HIV -1 . Cio
Cu , HIV-1
> HIV -1 . Ce
, HIV-1 L8]

2

Calanolide A 2 (= )—alanolide B (cos—

tatolide) (- )—dihydrocalanolide B ( dihydrocostatolide)
calanolide A HIV -1 13 Syzy—
gium claviflorum be tulinic acid ( )
dihydrobetulinic acid( ) HIV
R HIV-1 R
HO /HIV ~lus HIV -1 , T1 9.3
14191 betulinic acid  dih ydrobetulinic acid
, 2 : 3-0~3'3' ~dimethyl -
succinyl) betulinic acid (30—(3/—3/— ) -
) ~dihydrobetulinic acid( — ) 2
TI > 20000 > 14 000, HIV-1
2 000 1000 ©9
4
5 HIV-1
baicalin HIV-1 RT",
HIV - Env CD4/CXCR4 CD4/CCR5
baicalin Ch4 ¢gpl20
, baicalin Env (corecep—
tor) CXCR4  CCRS s HIV -
21 HIV-1
NNRTIs
HIV-1 . HIV
s HIV
HIV
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