
 

 

PLEASE SCROLL DOWN FOR ARTICLE

This article was downloaded by:
On: 28 January 2011
Access details: Access Details: Free Access
Publisher Taylor & Francis
Informa Ltd Registered in England and Wales Registered Number: 1072954 Registered office: Mortimer House, 37-
41 Mortimer Street, London W1T 3JH, UK

Phosphorus, Sulfur, and Silicon and the Related Elements
Publication details, including instructions for authors and subscription information:
http://www.informaworld.com/smpp/title~content=t713618290

Synthesis of N -Phosphonamidothionate Derivatives of Nucleoside
Zhi-Wei Miaoa; Hua Fua; Bo Hana; Yu-Fen Zhaoa

a Tsinghua University, China

Online publication date: 27 October 2010

To cite this Article Miao, Zhi-Wei , Fu, Hua , Han, Bo and Zhao, Yu-Fen(2002) 'Synthesis of N -Phosphonamidothionate
Derivatives of Nucleoside', Phosphorus, Sulfur, and Silicon and the Related Elements, 177: 8, 2089 — 2090
To link to this Article: DOI: 10.1080/10426500213449
URL: http://dx.doi.org/10.1080/10426500213449

Full terms and conditions of use: http://www.informaworld.com/terms-and-conditions-of-access.pdf

This article may be used for research, teaching and private study purposes. Any substantial or
systematic reproduction, re-distribution, re-selling, loan or sub-licensing, systematic supply or
distribution in any form to anyone is expressly forbidden.

The publisher does not give any warranty express or implied or make any representation that the contents
will be complete or accurate or up to date. The accuracy of any instructions, formulae and drug doses
should be independently verified with primary sources. The publisher shall not be liable for any loss,
actions, claims, proceedings, demand or costs or damages whatsoever or howsoever caused arising directly
or indirectly in connection with or arising out of the use of this material.

http://www.informaworld.com/smpp/title~content=t713618290
http://dx.doi.org/10.1080/10426500213449
http://www.informaworld.com/terms-and-conditions-of-access.pdf


July 3, 2002 14:12 GPSS TJ525-88

Phosphorus, Sulfur and Silicon, 2002, Vol. 177:2089–2090
Copyright C© 2002 Taylor & Francis
1042-6507/02 $12.00 + .00
DOI: 10.1080/10426500290094189

SYNTHESIS OF N-PHOSPHONAMIDOTHIONATE
DERIVATIVES OF NUCLEOSIDE

Zhi-Wei Miao, Hua Fu, Bo Han, and Yu-Fen Zhao
Tsinghua University, China

(Received July 29, 2001; accepted December 25, 2001)

N-Phosphonamidothionate derivatives of nucleoside analogues have
been prepared as potential pro-drugs of the big-active free phos-
phate forms. The relative metabolic stability of nucleoside 5′-
phosphorothioates is well-documented. AMP-S is relatively resistant
to enzymatic transformations.1 We now report on the synthesis of 2′,3′-
O-ethoxymethylidene adenosine 5′-thiophosphor-amidates, which was
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prepared by 1 equiv of threonine amino acid methyl ester 2 with 1
equiv of thiophosphoryl chloride 1 in THF at room temperature under
nitrogen. A solution of 1 equiv of 2′, 3′-O-ethoxymethylidene adenosine
4 and triethylamine in pyridine was added to the reaction mixture.
The solution was stirred overnight, filtered, and concentrated in vacuo.
After hydrolysis in NH4OH, 6 was obtained in 72% yield by chromatog-
raphy on silica gel. Compound 6 was check by its 1H, 13C, 31P NMR,
and ESI-MS spectral data.
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