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Abstract


A practical and general method for the Biginelli cyclocondensation of guanidine with aldehydes and β-dicarbonyl compounds is described and illustrated with the synthesis of a set of 26 functionalized 2-amino-3,4-dihydropyrimidines. The simple protocol involves the microwave-mediated reaction of a twofold excess of guanidine hydrochloride with the required reaction partners in an alcohol at 120 °C. Yields are generally good, with short reaction times and a simple workup. The scope is considerably wider than that of similar reactions carried out under conventional heating.
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          6): δ = 1.76, 1.80 (2 m, 1 H each, ring CH2), 2.12 (m, 2 H, CH2C=), 2.35 (m, 2 H, CH2CO), 5.43 (s, 1 H, H-4), 6.49 (br s, 2 H, NH2), 7.36 (br s, 1 H, NH), 7.41–7.48 (m, 3 H, naphthyl), 7.63 (s, 1 H, naphthyl), 7.81–7.85 (m, 3 H, naphthyl). 13C NMR (DMSO-d
          6): δ = 21.11, 29.95, 36.65, 50.57, 108.52, 124.61, 125.26, 125.97, 126.36, 127.62, 128.00, 128.39, 132.48, 132.87, 142.86, 155.30, 163.04, 192.90. HRMS-ESI: m/z [M + H]+ calcd for [C18H18N3O]+: 292.1444; found: 292.1444. 
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