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Synthesis of Dihydroxazines via Opening of 
Aziridines

Significance: Reported is a base-promoted tan-
dem ring opening of N-substituted aziridines with 
propargylic alcohols followed by ring closing onto 
the tethered alkyne to give dihydroxazines in mod-
erate to good yields. Selected examples of dihy-
droxazines were further reduced to 3,5-disubsti-
tuted morpholine derivatives with poor to high 
(where cis isomer predominates) diastereoselec-
tivity.

Comment: Different chiral aziridines were studied. 
DMSO was used as the solvent in all cases and 
could be a drawback to this method. In order to 
support the mechanism, protonated versions of A 
and C were isolated via different routes and were 
further subjected to the reaction conditions to give 
90% yield and no reaction, respectively. Moreover, 
allene B formation was observed via NMR studies, 
which supports the possible mechanism via inter-
mediate B through a 6-exo cyclization mode.
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R = H, Me, i-Pr, i-Bu, Bn
Ar = Ph, 3-MeC6H4, 3-BrC6H4, 
        3-F3CC6H4, 1-Naph, 
        thiophen-2-yl
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