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1. base promoted epoxynitrile cyclization
2. 24 steps, 14% overall yields
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Englerin A (1) is a guaiane sesquiterpene that was isolated by Beutler and
co-workers from the stem bark of Phyllanthus engleri, a plant indigenous to the
East African countries of Tanzania and Zimbabwe. In a NCI 60-cell panel
screening, this compound was found to be a potent and selective inhibitor of
renal cancer cell lines at low nanomolar levels, while englerin B (2), lacking the
C9 glycolate ester, was shown to be inactive.



We have accomplished the total synthesis of (-)-englerin A (1) from 9 in
good overall yield (14%, 24 steps), which is highly stereoselective and
applicable to the synthesis of various analogues with variations in not only
ester groups but C4 and C7 substituents. In addition, the present work
newly demonstrates the synthetic utility of Stork’s epoxynitrile cyclization for
the synthesis of highly substituted cyclopentanes.



Au-catalyzed [2+2+2] cyclization reaction
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