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Abstract


A Michael-induced ring-closure (MIRC) strategy allowing the synthesis of 2-substituted aziridine-2-carboxylic esters is presented. A broad spectrum of nucleophiles can be applied, leading to large diversity of products which can be subjected to further structural modifications. Diastereoselective ring closure is observed in the case of chiral substrates.
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           machine yielding the corresponding product 4 as a colorless to yellow oil.
Dimethyl 2-{[1-Benzyl-2-(ethoxycarbonyl)aziridin-2-yl]methyl} Malonate (4b)
Yield 71%, Rf
           = 0.54 (1:1 cyclohexane/EtOAc), t
          R (LCMS): 1.04 min. 1H NMR (400 MHz, CDCl3): δ = 7.31–7.20 (m, 5 H, C(Ar)H), 4.17 (m, 2 H, C (b)HH′), 3.77 (ap s, 2 H, C (f)HH′), 3.69 (ap s, 6 H, C (j)H3 and C′ (j)H3), 3.58 (ap t, J = 8 Hz, 1 H, C (h)H), 2.45 (ap d, J = 4 Hz, 2 H, C (g)HH′), 2.26 (s, 1 H, C (e)HH′), 2.02 (s, 1 H, C (e)HH′), 1.23 (ap t, J = 6 Hz, 3 H, C (a)H3). 13C NMR (100 MHz, CDCl3): δ = 169.7 (C (c) or C (i)), 169.6 (C (c) or C(i)), 139.2 (C(Ar)ipso), 128.3 (C(Ar)H), 128.0 (C(Ar)H), 127.0 (C(Ar)H), 61.6 (C (b)HH′), 56.0 (C (f)HH′), 52.6 (C (j)H3), 52.6 (C′ (j)H3), 48.9 (C (h)H), 42.2 (C (d)), 40.1 (C (e)HH′), 32.7 (C (g)HH′), 14.2 (C (a)H3). HRMS (ESI/FT-Orbitrap): m/z calcd for: C18H24NO6; found: 350.160; deviation = 0.800 mμ. 









	
[bookmark: OR000-12]12 Detailed procedures along with full analytical data are available in the Supporting Information. 
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