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Alkaloids hold a central place in bioactive natural products. More specifically, 7-azaindazoles
constitute an important family of these N-containing compounds, owing to their broad
applications in medicinal chemistry.*

In line with our interest in the synthesis of N-containing heterocycles using efficient methods,?
we are pursuing a new and general access to 7-azaindazoles through a domino sequence inverse
demand hetero Diels-Alder (ihnDA) cycloaddition between a pyrimidine and an alkyne followed
by a retro Diels-Alder reaction step (rDA).
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Here we report the first results of a dawning methodology giving an efficient and practical access
to new 7-azaindazoles. This communication focuses on the easy preparation of the cycloaddition
precursors in only three steps from inexpensive building blocks and a preliminary scope of the
domino sequence ihDA/rDA.
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