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Synthesis of Azaspirocycles through Silver-Catalyzed Tandem Cyclization of Alkynes Bearing
Two Nucleophilic Moieties (Faculty of Engineering, Gifu University) OMomoka Shimaoka,
Masahiro Sai

Azaspirocycles are important structures that serve as key components of a wide range of
drugs and drug candidates?. In this study, we attempted to synthesize azaspirocycles from
alkynes containing two nucleophilic moieties through soft Lewis acid-catalyzed tandem
cyclization. In fact, treatment of alkynes bearing two amino groups or amino and hydroxy
groups with a silver catalyst induced tandem cyclization, providing a variety of N,N- and N,O-
spirocycles.

Alkenes with two nucleophilic moieties were heated in the presence of Ag(phen)OTf (10
mol%) in ethanol to afford the desired N,N- and N, O-spirocycles with five- and six-membered
rings in good yields. Various functional groups and substitution patterns were also tolerated in
this reaction.
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