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(54) Title: ANTIBACTERIAL COMPOUNDS AGAINST DRUG RESISTANT BACTERIA
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Figure 1: The chemical structure of rifamycin B. The ansa chain joins the naphthoquinone
moicty at C-2 and C-12 (circled in black). The naphthoquinonc moicty (circled in black)

imparts reddish brown colour to the compound.

(57) Abstract: The invention relates to the production of rifamycin analogs against drug resistant bacteria. The invention also relates
to antibacterial compounds against drug resistant mycobacteria. The invention also provides for pharmaceutical composition com-
prising antibacterial compound against drug resistant bacteria, particularly mycobacteria. The invention also provides for use of anti-
o bacterial compounds for the treatment of disease caused by bacteria and in particular mycobacteria.
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AMENDED CLAIMS
received by the International Bureau on 15.01.2015

Antibacterial compounds and/or salts thereof having following chemical structure;

3
R\\\Es:

- devmethvirifamecin §Y

g desmethvirify

24-desemthyinifampicin

The atibacterial compounds as claimed in claim I, wherein the antibacterial
compounds are useful against infection or a disease caused by bacteria,

The antibacterial compounds as claimed in claims -2, wherein the antibacterial
compounds ave useil against infoction or a disease caused by Miwvobucteriion
Species.

The antibacienial compounds as claimed in claims 123, wherein Mycobacterium,
species selected are Afycobacterfion tuberculosis and MR strains of M
tuberiulosis,

A pharmaceutical composition comgprising antibacterial compounds andfor salts

dew
s 14~ desmethyirifamycia 8V

AMENDED SHEET (ARTICLE 19)
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24-desmethylrifampicin

along with their pharmaceutical acceptable carriers.

The pharmaceuntical ¢ >mpos fon as cla imed int claim 3, wherein the antibacterial
compounds are usefid against infec t radiseaxe caused by bacteria,

The pitazmnaceut;sai composition as claimed in claims 56, wherein the antibacierial
compounds are usefisl against infection or a disease coused by Myveobacterfion
speoies.

The pharmacentical composition as elatmed in ¢lalms 5-6, wherein the antibacterial
compounds are useful against infection or a disease caused by Mycobucterium
suberculosis and MR strains of M pdbercudosis,,

A method of weannent comprising administering to a patient an antibacterial
compounds andfor salis thereof having following structure:

LIRS

NN, iy
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Td desmethviriSanvein 8V
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Ch;

24-desmethyrifampicin

AMENDED SHEET (ARTICLE 19)
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the preparation of a medicament.
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Use of medicament as c¢laimed in claim 190, for the treatment of a disease or an

3

Use of medicament as claimed
infection caused by bacteria,

in claim 10, for the treatmient of a diseases or an

Use of medicament as claimed in claim 10, for the treatment of o diseases or an
infection caused by caused by Mycobacrerium species.

Jse of medicament as claimed in claim 1005 13, for the treatmen of & discases or
an ifection caused by Myvcobacrerium species, Mycobacterivm tiberculosis and
MR strains of AL twbereufosis,

Method of preparing a pharmacentical composition as claimed in 5, said method
comprising  antibacterial compounds s claimed in ¢laim 1 along with
pharmaceutical acoeptable carrier,

A method of preparing the 24-desmethyrifamyein 8 gs elaimed in olaim 1, said
method comprising the steps of:

{2} reacting 24-desmethyrifamycin B in presence of reagents selected from
Copper chloride;
{b} camrying the reaction of step (&) overmught at room temperature; and
(o) obtaining 24-desmethyrifamyein S
A method of preparing the 24-desmethyrifampicin as claimed in elaim 1, said
method comprising the steps of:
{a) reacting Z4-deamethyrifamycin B in presence of Dimethyiformamide
{DMIF b and acetie scid;
(b} adding pawiprmaldehyde and 1.3.5-wimethyl-hexhydro-1,3,5«riazine 1o

£y

the mixture of step {a);

{¢) obtaining 3-methyl-1,3-oxazige (5,6-c324-demethylrifamycin’
{d) reacing the'compound of step (&) with bramingd-emthyl-piperazine; and
{e} obtainming 24«desmethyrifampicin,

AMENDED SHEET (ARTICLE 19)
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