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Abstract

An efficient method for the solvent-free synthesis of N-phenyl-2-aminopyrimidines has been developed through cyclocondensation of N-phenylguanidine with enaminone in the presence of DBU. The procedure is experimentally simple with very short reaction times and good yields. According to this procedure a variety of N-phenyl-2-aminopyrimidines were synthesized.
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Guanidines 3a-f (0.12 mmol) and enaminones 2a-h (0.1 mmol) were placed in 2 mL vials and DBU was added (60 µL, 0.4 mmol). The mixture was heated and vigorously stirred for 1 h at 120 °C. After cooling to r.t., CH2Cl2 (2 mL) was added and solution was loaded onto silica SPE column (1 g). The desired product was collected by eluting the silica column with n-hexane-EtOAc (1:1, 2 × 5 mL). After removal of the solvent, the final product was obtained as a yellow solid. All new compounds were fully characterized.

            
Selected Analytical Data.
            

Compound 1a: MS (ESI): m/z = 356.2 [M + H+]. 1H NMR (300 MHz, CDCl3): δ = 3.85 (s, 3 H), 3.89 (s, 6 H), 7.03 (s, 2 H), 7.11 (d, J = 5.3 Hz, 1 H), 7.17 (t, J = 7.0 Hz, 2 H), 7.59 (s, 1 H), 8.11-8.07 (m, 2 H), 8.45 (d, J = 5.3 Hz, 1 H).
Compound 1n: MS (ESI): m/z = 336.2 [M + H+]. 1H NMR (300 MHz, CDCl3): δ = 1.73-1.83 (m, 6 H), 1.99 (m, 6 H), 2.11 (m, 3 H), 3.85 (s, 3 H), 6.58 (ddd, J = 8.2 Hz, J = 2.4 Hz, J = 0.8 Hz, 1 H), 6.69 (d, J = 5.3 Hz, 1 H), 7.04 (ddd, J = 8.1 Hz, J = 2.0 Hz, J = 0.8 Hz, 1 H), 7.21 (dd, J = 8.2 Hz, J = 8.1 Hz, 1 H), 7.46 (br s, 1 H), 7.65 (dd, J = 2.4 Hz, J = 2.2 Hz, 1 H), 8.32 (d, J = 5.1 Hz, 1 H).
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