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O Didanosine is a synthetic nucleoside analogue of the naturally occurring
nucleosidedeoxyadenosine in which the 3'-hydroxyl group is replaced by
hydrogen

O Didanosine is a nucleoside analogue and a highly potent nucleoside reverse
transcriptase inhibitor, which has been used in the treatment of human
Immunodeficiency virus (HIV) infections

Each delayed-release capsule Distributed by
NDC 65862-310-30  contains: Didanosine USP 125 mg Aurobmdo Pharma USA, Inc.
’ as enteric-coated beadlets.
7/ Rxonly
Usual Dosage: See accompanying

Didanosine Delayed-  cicutr for indications and dosage ~Made in India
Release Capsules USP  information Code: TS/DRUGS/19/1993
T P1418028
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We offer the data base on Didanosine
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Terms of Our Services - Internet Information Retrieval Services

This CD ROM contains a large amount of information in our diverse collections. This information is gathered from a
wide variety of electronic, print and other sources. We have included reference information on each page to denote
the original source of such information. We will only reproduce information we believe to be correct, but we make no
claims as to the validity of this information and whether it is Latest, Updated or Reliable

Primary Information Services makes every effort to provide timely and accurate information. Nevertheless, mistakes
and confusions may occur.

Primary Information Services does not assume liability for relevance, accuracy and completeness of the information
provided. Individuals or organizations providing information on the internet are only responsible for illegal and
punishable contents derived from other sources which are accessed by direct or indirect connections, e.g. links, if the
individuals and organizations are aware of the nature of these contents on these web sites. Contents derived from
other sources are noted appropriately.

Primary Information Services has no influence whatsoever on contents derived from another sources and does not
promote them.

Primary Information Services has no knowledge of illegal or offensive contents contained in the linked web sites
from other information providers. If there are illegal and offensive contents on the web sites of other information




Didanosine can be synthesized from 2',3-
Dideoxyuridine or Adenosine. Synthesis from
Dideoxyuridine is realized by use of organic
reactions and compounds. Synthesis from
Adenosine uses enzymes for selective
catalysis. The enzymes are obtained from
bateria cultures like E.Coli.




PATENT INFORMATION

« EP1887013A1.pdf - Adobe Acrobat Reader DC

File Edit View Window Help

Home  Tools EP1887013A1.pdf X

® 8 K Q @ 1/

Ve 1) APFINAUIT TN . W T el &l

(22) Date of filing: 18.07.2005

AR MO @ gw - Fm- P G

©)
V%

PCT/CN2005/001059

(87) International publication number:
WO 2006/128328 (07.12.2006 Gazette 2006/49)

(84) Designated Contracting States:
ATBEBG CHCY CZDEDKEEESFIFRGB GR
HUIEISITLILT LULV MC NL PL PT RO SE sl

(72) Inventors:
¢ CHU, Dingjun
Zhejiang 317200 (CN)

I'l'l Share

Sign In

L)

5

o0

SKTR * ZHANG, Defa
Zhejiang 317200 (CN)
(30) Priority: 30.05.2005 CN 200510026291
P (74) Representative: Korga, Leokadia et al p f_'ij
(71) Applicant: ShanghaiAuriscolnternational Trading Kancelaria Rzecznika Patentowego
Co., Ltd. ul. Bereniki 6/7
Shanghai 200063 (CN) 44-117 Gliwice (PL)
(54) A PROCESS FOR PREPARING DIDANOSINE &
(67)  This invention provides a method for preparing salt, and then producing the salt of 2',3-dideoxyinosine O
didanosine. The method comprises removing a protect- through catalytic hydrogenation, which salt is finally con-
ing group in position 5° of compound |1 by hydrolysis under verted with acid to yield the finished product. v
basic reaction conditions, and simultaneously enolizing
of the carbonyl group of the purine ring to obtain a stable |"
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Didanosine is also available as an enteric-coated formulation (VIDEX® EC Delayed-
Release Capsules). Please consult the prescribing information for VIDEX EC (didanosine).
The chemical name for didanosine is 2'.3'-dideoxyinosine. The structural formula is:

NH

Didanosine is a white crystalline powder with the molecular formula C,H;,N,0; and a molecular weight
of 236.2. The aqueous solubility of didanosine at 25°C and pH of approximately 6 is 27.3 mg/mL.
Didanosine is unstable in acidic solutions. For example, at pH <3 and 37°C, 10% of didanosine decomposes

to hypoxanthine in less than 2 minutes.
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PRODUCT MONOGRAPH
VIDEX~
(Didanosine)
VIDEX* Chewable / Dispersible Buffered Tablets
VIDEX* Pediatric Powder for Oral Solution

THERAPEUTIC CLASSIFICATION

Antiretroviral Agent

ACTIONS AND CLINICAL PHARMACOLOGY

Didanosine is a synthetic, purine nucleoside analogue of deoxyadenosine. active against the
Human Immunodeficiency Virus (HIV).

Didanosine inhibits the in vitro replication of HIV in human primary cells cultures and in
established cell lines. The active antiviral metabolite, dideoxyadenosine-triphosphate (ddATP),
is formed in several steps by phosphorylation of didanosine by cellular enzymes. Inhibition of
HIV reverse transcriptase by ddATP is through competition with endogenous deoxyadenosine
triphosphate (dATP) for binding to the active site of the enzyme. In addition, ddATP is a
substrate for reverse transcriptase and is incorporated into the growing DNA chain. The resulting
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Selective benzoylation of the 5’-hydroxyl group of 2’-deoxyinosine is achieved by
dropwise addition of a pyridine solution of benzoyl chloride to 2’-deoxyinosine
suspended in pyridine. The 5’-O-benzoyl-2’-deoxyinosine formed is then treated in
one portion with 1.1’-thiocarbonyldiimidazole to form the thioimidazolide. Deoxy-
< genation at the 3 position of the thioimidazolide gives 5’-O-benzoyl-2",3’-dideoxy- \
mosine. Removal of the benzoate group by treatment with anhydrous methanol
saturated with anhydrous ammonia at 0 °C yields didanosine in 90% yield (Nassar
et al., 1993).
Didanosine has also been prepared enzymatically by deamination of 2’3’-
dideoxyadenosine with adenosine deaminase at room temperature. Recrystallization
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