This article was downloaded by:

On: 27 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

Nucleosides, Nucleotides and Nucleic Acids

MICIEOS.idES} Publication details, including instructions for authors and subscription information:
Niucleotides http://www.informaworld.com/smpp/title~content=t713597286

Synthesis of 2' -Deoxypyrihidine Nucleosides Via Copper (I) Iodide

Catalysis
John N. Freskos®
 Ethyl Corporation, Ethyl Technical Center, Baton Rouge, Louisiana

s Ecbiow
JOHN A STYETI

WOLLUME 24 MNUMBER 4 i)

To cite this Article Freskos, John N.(1989) 'Synthesis of 2' -Deoxypyrihidine Nucleosides Via Copper (I) lodide Catalysis',
Nucleosides, Nucleotides and Nucleic Acids, 8: 5, 1075 — 1076

To link to this Article: DOI: 10.1080/07328318908054286
URL: http://dx.doi.org/10.1080/07328318908054286

PLEASE SCROLL DOWN FOR ARTICLE

Full terms and conditions of use: http://ww.informaworld. confterns-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, |oan or sub-licensing, systematic supply or
distribution in any formto anyone is expressly forbidden.

The publisher does not give any warranty express or inplied or make any representation that the contents
will be conplete or accurate or up to date. The accuracy of any instructions, formul ae and drug doses
shoul d be independently verified with primary sources. The publisher shall not be liable for any |oss,
actions, clainms, 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=t713597286
http://dx.doi.org/10.1080/07328318908054286
http://www.informaworld.com/terms-and-conditions-of-access.pdf

08:42 27 January 2011

Downl oaded At:

NUCLEOSIDES & NUCLEOTIDES, 8(5&6), 1075-1076 (1989)

SYNTHESIS OF 2°-DEOXYPYRIMIDINE
NUCLEOSIDES VIA COPPER (I) IODIDE CATALYSIS

John N. Freskos
Ethyl Corporation, Ethyl Technical Center
P. 0. Box 14799
Baton Rouge, Louisiana 70898

The high current interest in the use of 2'-deoxypyrimidine
nucleosides as potential anti-viral agents has made a high-yleld
route favoring the biologically active B-anomers desirable. To this
end the coupling of pyrimidine 1b with 2 in EDC or CHCl, was
studied using weak Lewis Acid catalysts. Of the catalysts studied

only copper (I) iodide gave B-selectlve reactlons.
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TABLE I.

Base

la
1b
1lc
1d
le
1f
lg
1h
(a)

(b)

Thus,

FRESKOS

Yields and Anomeric Ratlos of Cul Catalyzed Reactlons of
Protected Uracils with 2 in CHCI,.

Overall Yield B:a Ratioa

93 92:8
92 93:7
92 93:7

b 88:12
90 73:27

b mainly 8
92 92:8
92 97:3

determined by 360 MHz'H-NMR
integration of anomeric protons
Not determined

couplings of 2 with other silated pyrimidines were

conducted using Cul in CHCl,. The results are shown in Table I.

Generally, nucleosides were obtained in > 90% ylelds and high B:a

ratios by using freshly prepared silyl bases and distilled

CHCl,. When reactive bases (i.e., la-c,g,h) were employed, fast

reactions with high B:a selectivity were observed. However, like

the uncatalyzed reaction, rate and selectivity decreases as the

electronegativity of the substituent in the 5-position increases.

In summary, the use of Cul as a catalyst in the synthesis of

various 2°'-deoxypyrimidine nucleosides often results in improved

B8:a selectivity and increased reaction rates.



