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Abstract


The squaramide moiety has proven to be a powerful hydrogen-bonding donor in organocatalysis, but chiral phase-transfer catalysts bearing the squaramide motif have not been reported so far. Reported herein is this kind of catalyst and their catalytic performance in the asymmetric fluorination of β-keto esters.
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To a solution of the β-keto ester (0.1 mmol) and catalyst 2e (4.6 mg, 5 mol%) in Et2O (1 mL) was added 2 M K2CO3 solution (100 μL), then the solution was cooled to –10 °C. NFSI (37.84 mg, 0.12 mmol) was added in one portion and the mixture was stirred vigorously for 4 h, quenched with 10 mL sat. NH4Cl solution and extracted with Et2O (10 mL). The organic layer was dried with anhydrous Na2SO4 and concentrated. The crude product was purified by column chromatography on silica gel (PE–EtOAc). 
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