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Abstract

In order to obtain novel lead compounds
with potent antiplatelet, anti-inflammatory
and antiallergic activities, substituted iso-
flavanquinones and its related compounds
were synthesized and evaluated for bio-
activities.

Substituted 2'-benzyloxyisoflavone
(IV1.7), the key intermediate, was synthe-
sized through the oxidative rearrangement of
substituted 2-benzyloxy-2'-hydroxychalcone
(1I1-7) with thallium (Il ) nitrate. The
products I'Vy.7 were then reduced by catalytic
hydrogenation on Pd/C to the corresponding



substituted 2"-hydroxyisoflavan (V;.7) with
loss of the benzyl group. Compounds V.5
were further oxidized with Fremy's salt to
give the target compounds substituted iso-
flavanquinone (VI;~7). Compounds IVy.7
were debenzylated by HBr and then oxidized
with Fremy's salt to give substituted
isoflavonequinones (VIII;.7).

The target compounds VI;.; and their
related compounds were evaluated for their
antiplatelet, anti-inflammatory and anti-
allergic activities. Among compounds tested,
3-quinonyl derivatives, namely substituted
isoflavanquinone (VI;.7) and substituted
1soflavonequinones (VIII;.7) were the betier
promising agents, which provide a novel
structural prototype for antiplatelet, anti-
inflammatory and antiallergic agents.

Gingerol, gingerdiones and isode-
hydrogingerdione were isolated from
Zingiber officinale. Some of these natural
products have been found to process potent
antiplatelet and anti-inflammatory actives.

Two series of cinnamic acid derivatives
and gingerdione analogs were synthesized in
search of novel antiplatelet agents. Screening
for antiplatelet activity confirmed their
inhibitory effects preliminary against AA-
induced platelet aggregation. Among them,
[5]-gingerdione showed the greatest potency
that was even superior to indomethacin.
However, its inhibitory effects on cyclo-
oxygenase was very different from
indomethacin.

Keywords : Isoflavanquinone, Isoflavone-
quinone, Gingerdione, Antiplatelet
activity, Anti-inflammatory, Antiallergic
activity
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I R3;=H,OCH;
R4=H, OCH;
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31-36
31 Ry=R4= OCHj;, OCH3, R = (CH3)CHj;
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