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Synthesis of Primary alpha-Amino Carbonyl Compounds Using Hypervalent lodine
Reagents
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o -Amination of various carbonyl compounds such as esters, ketones, and
amides has been developed utlizing hypervalent iodine reagents containing a (diarylmethylene)amino
group. The reaction of lithium enolates, which are prepared from carbonyl compounds and lithium
bases, with the hypervalent iodine reagents provided target a -amino carbonyl compounds. The
developed method provides a new tool for the synthesis of useful a -amino carbonyl compounds and can

find applications not only in organic synthesis but also in pharmaceutical science.
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Entry  Base Solvent  Yield [%]f@

1 LDA THF 58

2 LiOBu THF 55

3 LiIHMDS THF 68

4 NaHMDS THF 51

5 KHMDS THF 15

6 LiHMDS DME 56

7 LIHMDS CPME 54

8 LIHMDS MTHP 53

glbl LiIHMDS THF 78 (67)

Reactions were performed on a 0.4 mmol scale. [a] Determined by 'H NMR analysis of the crude
product. A value in parenthesis is an isolated yield. [b] 1 (1.2 equiv) was used.
DME = 1,2-dimethoxyethane, CPME = cyclopentyl methyl ether, MTHP = 4-methyltetrahydropyran.
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