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Purine is one of the most occurring nitrogen-containing heterocycles in nature, found in various natural
products and medicinal compounds, and thus it provides a great molecular core for the synthesis of new
compounds that possess biological activity with potential use in pharmaceuticals.! Another heterocycle,
which is also abundant in nature and has a wide array of biological activities, is indole.? It is important to
develop new methods for the synthesis of indoles, especially with heteroatom-containing substituents at the
C2 position.

We will discuss a metal-free two-step synthesis of purine-indole conjugates from triazolylpurines 1
(Scheme 1), developed by our group.® In the first step, the triazole ring is opened with N-nucleophile, forming
ethene-1,1-diamines 2. Depending on the nature of the nucleophile that is used to open the triazole ring,
different 1H-indole derivatives can be obtained in the subsequent cyclization reaction (product 3 forms if the
nucleophile is carbazole; product 4 forms if the nucleophile is diphenylamine).
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Scheme 1: Synthesis of Purine-Indole Conjugates 3 and 4 from Triazolylpurines 1 in two steps.
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