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The importance of modified nucleobases and nucleosides as anticancer and antiviral agents is widely recognised.
Search for new biologically active nucleoside analogs resulted in numerous synthetic methodologies, including C(6)
derivatization of purine base. Additionally, fluorescent nucleosides are currently the subject of great interest due to
their widespread use in nucleic acid research.

Previously we described the method for synthesis of fluorescent nucleosides with structure 3 (R!=ribofuranose and
arabinopyranose) from corresponding 2,6-bis-triazolyl purines.?

We report here a more economic approach towards compounds of general formula 3. It includes regioselective
nucleophilic aromatic substitution at C(6) of 2,6-diazidopurines followed by triazole formation.
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Reactions of 2,6-diazidopurines 1 with strong nucleophiles, such as methyl- and dimethylamine, pyrrolidine,
piperidine, morpholine and other low molecular weight amines proceed smoothly at elevated temperature in water,
water-ethanol or ethanol. Reaction times are from 1 to 3 h and yields of 2 reach 60-70%.

Azides 2 undergo Cu(I) catalysed 1,3-dipolar cycloaddition reaction (click reaction) with terminal alkynes. Cul as
catalyst or CuSO,4 and sodium ascorbate as a catalyst generating system were used in tBuOH/H,O, THF, THF/H>0 or
DMF as solvents. Reaction conditions (solvent, temperature and reaction time) depend on the nature of substituent R!
at N° and will be discussed. Products 3 were obtained with adequate yields. However, optimisation of reaction
conditions is in progress.

Né-Modified 2-triazolylpurine derivatives 3 possess fluorescence properties with intensive emission maxima around
430 nm when exited at 275 nm.

In summary, we have developed a novel approach for the synthesis of N®-substituted-2-triazolylpurine derivatives.
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