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- The syntheses of diospyrol were reported. Diospyrol isolated from Diospyros
mollis Griff., a shrub growing in South-East Asian countries, was used as an
anthelmintic. It has a dimeric naphthalene skeleton with a C-2/C-2' linkage as the core
of michellamine, the dimeric naphthylisoquinoline alkaloid. Michellamines B has shown
in vitro activity against human immunodeficiency virus (HIV) strains in lymphocytes in
culture. In this chemistry, the chemistry of organolithiation reaction was applied to the 3
synthetic routes of diospyrol. It was not only used as crucial steps for the synthesis of
all of the key intermediates but also in the last steps for the ring closure of diospyrol
synthesis. All the steps were efficient routes and prepared from available materials.

The first, using organdlithiation and transmetallation the key intermediate, 1,6-
dibenzamidehexa-2,4-diene, was achieved from 2 molecules of 2-alkoxy-4-
methylbenzamide and a molecule of dibromo-2,4-hexadiene. The ring closure to form
diospyrol was also studied using organolithiation cyclization and various bases.

The second, the key intermediate of this route was successfully prepared using
organolithiation and transmetallation at C-4 and C-4’' positions of biarylcarboxamide.
The Li/M species was then trapped with [3-methalyichloride. The formation of diospyrol
by ring closure was successfully studied using various lithium bases.

In the last step, organolithiation was applied to the synthesis of naphthol which
was further used to prepared both halonaphthalene and naphthalene boronic acid as
key intermediates. Diospyrol was achieved through the key intermediates by both the
convenjent classical Suzuki cross-coupling reaction and the modified Suzuki cross-
coupling reaction.
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