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HIGHLIGHTS GRAPHICAL ABSTRACT

« A simple strategy to prepare
carbohydrate-containing 1,2-
isoxazoles and 1,2-isoxazolines bio-
systems is developed. ﬁ

« The 1,3-dipolar cycloaddition of a
variety of aryl nitrile oxides with O- - Biocompatible ﬁ
propargyl glycosyles affords - Medicinal
efficiently glycosyl-1,2-isoxazoles. Coordinating Coordinating

« The 1,3-dipolar cycloaddition of aryl
nitrile oxides with O-allyl glycosyles
affords efficiently glycosyl-1,2-
isoxazolines.

« The anomeric stereochemistry and
the placement of the acetal groups of
these biocompounds are retained as
confirmed by X-ray analysis.

Hydrophobic Group ﬁ Hydrophobic Group

Isoxazole Isoxazoline

ARTICLE INFO ABSTRACT

Article history: A convenient preparative method of a series of glycosyl-1,2-isoxazoles (6-11) and glycosyl-1,2-isoxazo-
Received 6 February 2013 lines (15-20) by a simple and efficient 1,3-dipolar cycloaddition of a series of aryl nitrile oxide, generated
Received in revised form 19 May 2013 in situ from aryl oximes (4-5), with a variety of O-propargyl glycosyles (1-3) or O-allyl glycosyles (12-14)
25‘;?&;2 iglli\:lmzyzéol\]/[iy 2013 respectively, is reported. The carbohydrate-containing 1,2-isoxazoles and 1,2-isoxazolines compounds

were isolated in excellent yields (81-91%) and they were fully characterized by 'H, *C NMR and mass
spectrometry. The relative stereochemistry of the glycosyl-1,2-isoxazole 10 was confirmed by single crys-

Iéejcl ‘l/(\;(;:ldg;tion tal X-ray analysis. The molecular structure of 10 confirms the retention of both, the anomeric stereo-
Gsl/y cosyle chemistry of the D-fructose as well as the placement of the acetal groups.

Nitrile oxide © 2013 Elsevier B.V. All rights reserved.
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1. Introduction

1,2-Isoxazoles and 1,2-isoxazolines are oxygen-nitrogen (O,N)
- heterocycles that are important building blocks for the construc-
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Fig. 1. The functional diversity of isoxazole and isoxazoline-containing sugar fragments.
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