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Regioselective condensation of 3,5-dimethylisoxazole with aldehydes not using strong bases
('Graduate School of Science and Engineering, University of Toyama) O Aki Tanaka,'
Kyosuke Sugihara,' Hitoshi Abe !

The a-proton which is adjacent to two carbonyl groups in B-diketone, referred as to active
methylene, has high acidity, and can be easily deprotonated by weak bases. Then, the resulting
anion reacts with electrophiles affording a-substituted products. On the other hand, the y-proton
of B-diketones is less acidic, therefore, when two equivalents of a strong base such as LDA are
used, the dianion species will be formed and reacts with electrophiles only at the y-position.
However, this method is not suitable for industrial use because of employing the strong base.
In this study, we converted acetylacetone into isoxazole followed by condensation with various
aldehydes. Then, the condensation product was reductively transformed into [B-diketone.
Consequently, we obtained y-substituted B-diketone using milder reaction conditions than the
conventional method.
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Figure 1. Regioselective condensation of B-diketones
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