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Development of Novel Reactions Via ortho-Naphthoquinone Methides and Its Application to
the Synthesis of Bioactive Natural Products

(Grad. Sch. Pharm. Sci., Osaka Univ.) OTakaaki Aijima, Shuji Akai, Yoshinari Sawama

The regioselective and sequential cyclization of each fragment enables rapid synthesis of a
variety of biologically active molecule derivatives, which can contribute to drug discovery
research. Naphthol derivatives 3, prepared in one step by Diels-Alder reaction of benzynes 1
and a siloxyfuran derivative 2, was activated by Lewis acid to generate ortho-naphthoquinone
methides (0-NQMs; 4). Furthermore, 4 reacted with olefins or arenes by [4+2]-cycloaddition
or Friedel-Crafts type 1,4-addition to afford dihydronaphthopyrans 5 and biarylmethanes 6,
respectively. Additionally, the former reaction was applied to synthesis of natural products,
such as mollugin and a main hexacyclic skeleton 7 of rubioncolin B.
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Appilication to the synthetic studies on natural product;
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