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2,6-Diazidopurine Nucleosides as Useful
Intermediates for the Synthesis of Novel Triazolyl
Purine Analogs

Irina Novosjolova', Erika Bizdena’, Maris Turks’
"Riga Technical University

Keywords — Purine nucleosides, 2,6-diazidopurine nucle-
osides, 2,6-bis-triazolyl purine derivatives, 1,3-dipolar cy-
cloaddition, nucleophilic aromatic substitution.

1. INTRODUCTION

Over the years a plethora of modifications in the struc-
ture of purine nucleosides has been made. Nevertheless,
only few research groups have introduced 1,2,3-triazolyl
moiety in the purine ring. Merely some of them devel-
oped synthesis of 2- or 6-(1,2,3-triazol-1-yl)-purine nu-
cleosides [1].

In 2013, we described approach for the synthesis of
novel 2,6-bis-triazolyl purine nucleosides 2 via 1,3-
dipolar cycloaddition reaction and studied reactivity of
obtained compounds to different nucleophiles (Figure 1)

(2).

II. RESULTS AND DISCUSSIONS

Here we report the novel approach for the synthesis of
modified triazolyl purine derivatives. We have subjected
2,6-diazidopurine nucleoside 1 to the nucleophilic aro-
matic substitution reactions with different alkyl- and ar-
ylthiols. The nature of the nucleophile affected the regi-
oselectivity. When the SyAr reaction between the dia-
zide 1 and different alkylthiols was made, the C(2)-
substituted products 4 were obtained. Contrary, when
arylthiols were exploited, the C(6)-substituted products 6
were obtained (Figure 1, Table I).

TABLE 1
OBTAINED RESULTS OF TRIAZOLYL PURINE DERIVATIVES
Compound R’ R*Nu- l:“:;,lv Yi,;:d'
2a C¢Hs- - - 83
% | HocH- | _{_) . 89
¥

3b | CeHsCeHs- | CoHsCHy- . 89
4a - - n-C4Hy- 74
Sa CsHs- - n-CqHeq- 89
6a - - 4-Br-C¢Hy- 31
7a CeHs- - 4-C1-CHs- 91
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The reactions were carried out in DMF in the presence
of K,CO;. Obtained products 4 and 6 exist as a mixture
of two tautomeric forms — azide and tetrazole.

Further, 1,3-dipolar cycloaddition reaction between
compounds 4 and 6 and different acetylenes were per-
formed and triazolyl purine analogs 5 and 7 were ob-
tained in good yields (Table I).
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Figure 1. General synthesis of triazolyl purine nucleosides
2,3,5,7
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