Регіоселективний мультиграмовий повний синтез лікохалкону С та споріднених лікоагрохалконів
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Licorice root chalcones (i.e., licochalcones A–G) demonstrated a wide range of physiological activities. Licochalcone C demonstrated anticancer, anti-inflammatory, and antioxidant activity; meanwhile, its biological characterization was less thorough as compared to its analogs, e.g. licochalcones A and B. Further studies of licochalcone C are hampered by low accessibility of this compound.

A novel efficient method for the synthesis of licochalcone C in good yield on up to 30 g scale was developed. The reaction sequence included relied on the directed ortho-metalation (DOM) of bis-O-MOM-protected resorcinol for the regioselective C-prenylation, followed by metalation-formylation, selective O-deprotection of a hydroxyl group located between the formyl and prenyl groups, its methylation, and aldol reaction with p-hydroxyacetophenone. 
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Synthesis of structurally related retrochalcones, i.e., licoagrochalcones B, C, and D, was also proposed.1
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