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Novel Azole-Tethered Carbohydrate Dimers

M. Turks,'™* V. Rjabovs,I 3. Lugix)ina,l 1. Mackevi(;a,I S. Belyakov,2 A. J. Moreno Vargas,3
and 1. Robina’
'Faculty of Material Science and Applied Chemistry, Riga Technical University, Azenes Str. 14/24, Riga,
LV-1007, Latvia: °Latvian Institute of Organic Synthesis, 21 Aizkraukles Str,, Riga, LV-1006, Latvia;

*Department of Organic Chemistry, Faculty of Chemistry, University of Seville Prof. Garcia Gonzdlez 1, 41012

Seville, Spain

maris_turks@ktfrtuly

Carbohydrate-heterocycle conjugates exhibit a broad spectrum of biological properties and
are widely used as enzyme inhibitors.'
Herein, we present a synthetic approach to a variety of carbohydrate-azole conjugates from

common starting material 1. Different azole precursors 2, 3, 4 and 5 were synthesized and
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then converted into disaccharides tethered with 1,4-disubstituted 1,2,3-triazoles or
3,5-disubstituted isoxazoles via 1,3-dipolar cycloadditions between terminal alkadiynes and

azides or nitrile oxides, respectively.
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Commercially available I,n-diynes or 2,2-dipropargyl dimedone, 5,5-dipropargyl Meldrum’s
acid, 3,3-dipropargyl barbituric acid and dipropargylethylene glycol were used as
dipolarophiles.
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Synthesis of Chiral 4-Amino- and 7-Amino-Tetrahydroindazoles and
Transformations thereof
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Since the first report on their synthesis in 1903, tetrahydroindazoles (THIs) as a subclass of
pyrazoles have caught the interest of organic and medicinal chemists. Indeed, the molecular
scaffold of THIs consists of both, the planar pyrazole unit and Cy-tether which is build of
tetrahedral carbons. Such a skeleton helps to diversify vectors of pharmacophore orientation in
the 3D space. As a consequence, tetrahydroindazole core can be found in many biologically
active compounds. By modifying the substituents the applications of THls can range from
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novel antituberculosis agents’ to corticotropin releasing factor (CRF) receptor antagonists.

Hence, we would like to report here synthesis of enantiomerically enriched 4- and 7-amino
derivatives of 4,5,6,7-tetrahydroindazoles 1 and 2. Rich chemistry of amines allows one to

transform these compounds into series of valuable products.” Thus, approaches toward

enantiopure 4- and 7-azido-THIs and corresponding triazoles will be discussed among others.
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