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also provide a process for large scale purification of nesiritide
by pH precipitation and chromatography.
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(57) ABSTRACT

The present disclosure relates to a process for the preparation
of endo-hexahydro-8-(3-indolylcarbonyloxy)-2,6-methano-
2H-quinolizin-3(4H)-one or Dolasetron base. It also dis-
closes a process for the preparation of endo-hexahydro-8-(3-
indolylcarbonyloxy)-2,6-methano-2H-quinolizin-3(4H)-one
mesylate or Dolasetron mesylate. Further, the present disclo-
sure relates to a process for producing Form I of Dolasetron

Appl. No.: 12/158,708 base, and to the novel crystalline polymorphs, Form IT, III, IV
and V of Dolasetron base and industrial processes for produc-
PCT Filed: Dec. 22, 2006 ing them.
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57 ABSTRACT

A process for preparing 10,11-dihydro-10-oxo-5H-dibenz[b,
flazepine-5-carboxamide, compound of formula (1), said pro-
cess comprising a. reacting compound of formula (Ivb) with
alkali metal methoxide to yield compound of formula (II);
and b. converting compound of formula (II) to compound of
formula (I).
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ABSTRACT

The present invention relates to a process for the preparation

Appl. No.: 12/106,355 ofa stable lyophilized form of a water insoluble drug suitable
for parenteral use and pharmaceutical compositions compris-
Filed: Apr. 21, 2008 ing such lyophilized form of the drug.
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Publication Classification

(51) Int.CL

CO7D 249/08 (2006.01)

CO7C 22/04 (2006.01)
(52) US.Cl oo 548/267.4; 570/190
(57) ABSTRACT

The present invention discloses a process for the preparation
of Anastrozole of the formula I in high purity and in high
yield. 3,5-bis(thalomethyl)toluene is prepared by reacting
mesitylene with N-halosuccinimide in the presence of light or
dibenzoyl peroxide or azobis isobutyronitrile as a catalyst and
in a chlorinated solvent. 3,5-bis(halomethyl)toluene is cyan-
ated with metal cyanide in the presence of a catalyst and in
water, organic solvent or mixture thereof at temperature of 40
to 60° C. to obtain 2,2'-(5-methyl-1,3 phenylene)diacetoni-
trile which is further methylated with iodomethane in the
presence of base and an organic solvent at temperature of 0 to
15° C. to obtain 2,2'-(5-methyl-1,3-phenylene)di(2-methyl-
propiononitrile). The product obtained is treated with N-ha-
losuccinimide in the presence of a catalyst and in a chlori-
nated solvent at temperature of 60 to 100° C. to obtain 2,2'-
(5-halomethyl-1,3-phenylene)di(2-methyl propionitrile)
which was further treated with potassium or sodium salt
1,2,4-triazole at temperature of 20 to 50° C. in dimethyl
formamide to obtain crude 2,2'-[5-(1H-1,2,4-triazole-1-ylm-
ethyl)-1,3-phenylene]di(2-methyl-propionitrile). The crude
product is purified by column chromatography using a sta-
tionary phase and a mobile phase followed by recrystalliza-
tion with a solvent or mixture of solvents to obtain highly pure
Anastrozole.
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Publication Classification

(51) Int.CL
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530/329
(57) ABSTRACT

The present invention relates to an improved process for the
preparation of N°-(aminoiminomethyl)-N?-(3-mercapto-1-
oxopropyl-L-lysylglycyl-L-a-aspartyl-L-tryptophyl-L-pro-
lyl-L-cysteinamide, cyclic(1—6)-disulfide of formula (1),
which involves assembling amino acid residues and a thio-
alkyl carboxylic acid with appropriate protecting groups on a
solid phase resin, cleaving the peptide thus obtained from the
resin with concomitant removal of side chain protecting
groups except Acm protecting group of thiol moiety to obtain
peptide amide of formula (3), converting lysine residue of
peptide amide of formula (3) having protected thiol group to
homoarginine residue by guanylation to obtain peptide of
formula (4), preparing silver peptide of formula (5), followed
by simultaneous deprotection, obtaining silver peptide of for-
mula (5) and oxidation of silver peptide to obtain crude pep-
tide amide comprising compound of formula (1) and finally
subjecting to chromatographic purification. The described
process is simple, easy, environment friendly and cost effec-
tive.
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(51) Int.CL
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(57) ABSTRACT

The present invention discloses a process for the synthesis of
N-[4-Cyano-3-(trifluoromethyl)phenyl]-3-[ (4-fluorophenyl)
sulphonyl]-2-hydroxy-2-methyl propanamide (Form I). The
invention discloses a reagent for oxidation of N-[4-Cyano-3-
(trifluoromethyl)phenyl]-3-[(4-fluorophenyl)thio]-2-hy-
droxy-2-methyl propanamide to N-[4-Cyano-3-(trifluorom-
ethyl)phenyl]-3-[ (4-fluorophenyl)sulphonyl]-2-hydroxy-2-
methyl propanamide. More particularly, the invention
discloses a method of purification of N-[4-Cyano-3-(trifluo-
romethyl)phenyl]-3-[(4-fluorophenyl)sulphonyl]-2-hy-
droxy-2-methyl propanamide in a mixture of methylethyl
ketone and hexane giving form (I). This form () is useful as
an active pharmaceutical and has antiandrogenic activity.
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(57) ABSTRACT

Adding enough organic solvent to hydrophobic interactive
chromatography elution buffer eliminates the need to also add
detergent to the buffer when separating poly-peptides. For
example, adding about 50% acetonitrile to detergent-free elu-
tion buffer enaibls one to separate full-length human growth
hormone from its various truncated forms, to obtain hGH

21) Appl. No.: 11/568,235 with a purity of >99.5%. This technique 1s useful to puri
ppl s ith a purity of >99.5%. Thi hnique i ful to puri
polypeptide where detergent to contamination in the resulting
(22) PCT Filed: Nov. 9, 2004 polypeptide is undesirable.
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(22) PCT Filed: Dec. 27, 2004 ide (III) which is isolated in pure form as its hydrochloride
salt (IV) followed by conversion to 4-chloro derivative (V)
(86) PCT No.: PCT/IN04/00411 and conversion to corresponding 4-iodo derivative (VI)
which is a new intermediate. This new intermediate is
§ 371(c)(1), convened to imiquimod (VIII) and purified via its novel
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(57) ABSTRACT

The present invention relates to an improved process for the
preparation of NS-(aminoiminomethyl)-N>-(3-mercapto-1-
oxopropyl)-L-lysylglycyl-L-a-aspartyl-L-tryptophyl-L-pro-
lyl-L-cysteinamide, cyclic(16)-disulfide of formula (1),
which involves assembling a peptide chain comprising of six
amino acids and a thioalkyl carboxylic acid in a required
sequence on a solid support to obtain a peptide bound resin
of formula (2), capping the free amino groups after each
coupling, cleaving Dde group in the peptide of formula (2)
from the solid support to obtain peptide-solid support of
formula (3), guanylating the peptide of formula (3) at
€-lysine-NH, in an organic solvent to obtain peptide-solid
support of formula (4), cleaving and deprotecting all groups
in the peptide of formula (4) from the solid support to obtain
peptide-amide formula (5), oxidizing the SH-peptide of
formula (5) with an appropriate oxidizing agent to obtain the
crude peptide-amide of formula (1) and purifying the crude
peptide-amide of formula (1) by chromatographic technique.
The solid support is either resin or a cellulose support like
cotton, gauze, fabric, paper and perloza beads. The
described process is simple, easy, environment friendly,
takes lesser time and more cost effective
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ABSTRACT

An anti-oxidant cocktail demonstrated efficacious in the
treatment of avian and mammalian cataracts, useful for
veterinary and human use as a veterinary or human phar-
maceutical (to cure existing cataracts) or as a dietary supple-
ment (to maintain a healthy, non-diseased state).
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(57) ABSTRACT

The present invention relates to a synergistic pharmaceutical
and/or neutraceutical flavanoid composition for manage-
ment of Diabetes Mellitus, said composition comprising
polyphenol of concentration ranging between 85 to 95%
(w/w) GAE, theobromine of concentration ranging between
1 to 5% (w/w), and moisture content ranging between 0.5 to
10% (v/iw).
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(57) ABSTRACT

The present invention discloses a novel process for prepa-
ration of carvedilol by using eco friendly solvents to obtain
the said carvedilol in high purity. The said process com-
prises, reacting 4-hydroxy carbazole of formula (IV) with
epichlorhydrin in presence of an organic solvent and a base
at temperatures between 10° C.-30° C.; further reacting the
resultant 4-(2,3-epoxypropoxy)- carbazole of formula (II)
with a salt of 2-(2-methoxyphenoxy)ethylamine of formula
(I1), preferably hydrochloride salt in presence of a base and
a hydroxylic solvent at temperatures between 30° C.-90° C.
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57 ABSTRACT

A method to ameliorate the skin-irritating effects of topical
tretinoin treatment by providing the tretinoin-using patient
with a skin-care kit which includes (1) topical tretinoin; and
(2) a skin cleanser formulated to minimize tretinoin-induced
skin irritation, and (3) a skin moisturizer formulated to
reduce tretinoin-induced skin irritation; and (4) packaging to
present the aforementioned components together as a unified
system.
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(2) a skin cleanser formulated to minimize tretinoin-induced
skin irritation, and (3) a skin moisturizer formulated to
reduce tretinoin-induced skin irritation; and (4) packaging to
present the aforementioned components together as a unified
system.
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Our invention relates to a new way of preparing coding DNA
constructs, by making a chimera of various coding region
isoforms. For example, our method has been successfully
used to make a new hGH-NV ¢DNA chimera having SEQ
ID NO: 3, by combining the ¢cDNA isoforms of human
placenta and pituitary RNA encoding human growth hor-
mone. Our invention also relates to a process for increasing
the production of recombinant human growth hormone by
inserting a plurality of promoter—coding region—termina-
tion sequences into a vector in tandem. For example, our
method has been successfully used to approximately double
the yield of recombinant growth hormone in transformed
cells.
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(57) ABSTRACT

The present invention discloses a novel, stable polymorph of
1-benzyl-4 (5,6-dimethoxy-1-indanone)-2-yl] methyl pip-
eridine hydrochloride commonly known as Donepezil
hydrochloride. Further the present invention discloses a
process for producing Donepezil HC1 amorphous and its
polymorph Form (VI).
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(57) ABSTRACT

The present invention discloses a novel process for purifi-
cation of trans-4-methyl cyclohexylamine HCI and 4[-2-(3-
Ethyl-4-methyl-2-carbonyl pyrrolidine amido) ethyl] ben-
zene sulfonamide used in the synthesis of 3-Ethyl-2,5-
dihydro-4-methyl-N-[2[4{[[[ (trans-4-methyl
cyclohexyl)amino JcarbonylJamino Jsulfonyl Jphenylethyl]-
2-ox0-1H-pyrrole-1-carboxamide (I), popularly known as
Glimepiride. The present invention also discloses a novel
purification of Glimepiride usingS methanolic ammonia and
glacial acetic acid to obtain highly pure Glimepiride Form I
(D) having the undesired cis isomer below 0.15%. Glime-
piride (I) is useful in the treatment of diabetes mellitus.
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New compounds useful as synthetic intermediates to syn-
thesize perindopril, a new process for synthesizing perin-
dopril, and new salts of perindopril.
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A preparation process is provided for preparing a novel
flavonoid compound having a high level of antioxidative
action. The flavonoid compound is obtained by subjecting
hesperidin to microbial fermentation treatment with
Aspergillus saitoi.
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A process for the preparation of 5-[4{2-[N-methyl-N-(2-
pyridyl)amino Jethoxy [phenyl methyl]thiazolidine-2,4-dione
maleate (the compound of Formula VI) comprising the steps
of Coupling 2{N-methyl-N-(2-pyridyl)amino Jethanol (the
compound of Formula 1) and 4-fluorobenzaldehyde (the
compound of Formula II) in N,N-dimethylformamide, iso-
lating the coupled product 4{2-[N-methyl-N-(2-pyridy-
D)aminoJethoxy Jbenzaldehyde (the compound of Formula
1IT), converting said isolated benzaldehyde compound of
formula 1II) to 5{4-[2{N-methyl-N-(2-pyridyl)amino]
ethoxy JbenzylideneJthiazolidine-2,4-dione (the compound
of Formula IV) and purifying the same, reducing 5-[4-[2-
[N-methyl-N-(2-pyridyl)amino Jethoxy Jbenzylidene Jthiazo-
lidine-2,4-dione, by a novel reduction method for making
5{4-[2{N-methyl-N-(2-pyridyl)amino Jethoxy ]phenyl
methyl Jthiazolidine-2,4-dione (the compound of Formula
V). This reduction method involves reacting the compound
of formula IV with a novel metal legand complex and a
reducing agent, purifying the product of formula V obtained
by a new method reported in the present invention and
converting the said thiazolidine-2,4-dione (the compound of
Formula V) into a pharmaceutically acceptable salt.
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(57) ABSTRACT

The present invention discloses a process for the synthesis
and isolation of (28, 3aS, 7aS)-1{(25)-2-[[(1S)-1-(ethoxy-
carbonyl)butyl]amino]-1-oxopropyl] octahydro-1H-indole-
2-carboxylic acid and its tert-butylamine salt, by condensing
(28, 3aS, 7aS)-octahydroindole-2-carboxylic acid benzyl
ester and N[(S)l-carboxybutyl]-(S)-alanine ethyl ester in
nonreactive solvents in turn avoiding the formation of
impurity viz. N-acetyl (28,3a8S,7aS)-octahydroindole-2-car-
boxylic acid benzyl ester (Formula V). The de-protection of
benzyl ester group is optimized and then isolation of the
product from aqueous layer by extraction using an organic
solvent, which eliminates the need of lyophilization. The
process of the present invention yields perindopril erbum-
nine salt of Formula 1B free of contaminants derivable from
dicyclohexylcarbodiimide and impurities originated by the
use of ethyl acetate.
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may be administered before each meal.
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Compositions to prevent or reduce hair loss, allowing the
body to maintain normal, healthy hair growth, comprising a
penetration enhancer together with a testosterone blocker or
a vascular enhancer, or both.
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A process for making Clopidogrel Bisulfate Form I which
comprises dissolving Clopidogrel Bisulfate Form II in a
solublizing solvent at room temperature to form a solution;
adding an anti-solvent to the said solution till turbid; stirring
the said turbid solution; collecting the precipitated solid and
drying the final solid product, form I.
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The present invention provides convergent processes for
preparing beta-elemene, and analogues thereof. Also pro-
vided are analogues related to beta-elemene and intermedi-
ates useful for preparing the same. The present invention
further provides novel compositions based on analogues of
beta-elemene and methods for the treatment of cancer, such
as brain tumor, lung cancer, colorectal cancer, gastric intes-
tional cancer, and stomach cancer.
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filed on Jun. 29, 2004.
(76) Inventors: Avinash Naidu, Dombivli (IN);
Venkatasubramanian R. Tarur, Publication Classification
Mumbai (IN); Dhanajay Govind -
Sathe, Thane (IN); Umesh Parashram (51) Imt. CL7 ... CO07D 211/06; A61K 31/445
Aher, Kalyan (IN) (52) US. CL o 514/319; 546/206
Correspondence Address: 57 ABSTRACT

@D

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

The present invention discloses a novel, stable polymorph of
1-benzyl-4{(5,6-dimethoxy-1-indanone)-2-ylJmethyl
eridine hydrochloride commonly known as Donepezil
hydrochloride. Further the present invention discloses a

pip-

process for producing Donepezil HCl amorphous and it’s

Appl. No.: 11/072,169

polymorph Form (VI).



US 20050277667A1

a2 Patent Application Publication (o Pub. No.: US 2005/0277667 Al

a9 United States

Kumar et al.

43) Pub. Date: Dec. 15, 2005

(54) MANUFACTURING PROCESS FOR METHYL
PHENIDATE AND INTERMEDIATES
THEREOF

(76) Inventors: Ashok Kumar, Mumbai (IN);
Dharmendra Singh, Thane (IN);
Swapnali Hemant Patil, Thane (IN);
Ganesh Devidas Mahale, Mumbai
(IN); Uttamrao Arjunrao Sawant,
Thane (IN)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

(21) Appl. No.: 11/150,737

(22) Filed: Jun. 10, 2005

(30) Foreign Application Priority Data
Jun. 15, 2004 (IN) oo 651.MUM.2004

Publication Classification

(51) Int. CL7 oo A61K 31/445
(52) US.ClL oo 514/317
(7) ABSTRACT

The present invention discloses selective and complete
reduction of pyridine ring in a biaryl system comprising
x-substituted or nonsubstituted benzene ring and relates
more specifically, not exclusively, for the manufacture of
methylphenidate, which is used for treatment of Attention
Deficit Hyperactive Disorder (ADHD) and also acts as
central nervous system stimulant, by using palladium/C in a
solvent such as C1-C4 alcohols in presence of molar quan-
tities of organic and/or inorganic acids.
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US 20050272775A1
a9 United States

a2 Patent Application Publication (o Pub. No.: US 2005/0272775 Al

Aher et al. (43) Pub. Date: Dec. 8, 2005
(54) POLYMORPH OF Related U.S. Application Data
(1-BENZYL-4-[(5,6-DIMETHOXY-1-
INDANONE)-2-Y1] METHYL PIPERIDINE (63) Continuation-in-part of application No. 10/365,717,
HYDROCHLORIDE (DONEPEZIL filed on Feb. 12, 2003, now Pat. No. 6,649,765.
HYDROCHLORIDE) AND A PROCESS FOR Continuation-in-part of application No. 10/714,724,
PRODUCING THEREOF filed on Nov. 17, 2003, now Pat. No. 6,953,856

Continuation-in-part of application No. 10/879,816,
filed on Jun. 29, 2004.
Continuation-in-part of application No. 11/072,169,

(76)  Inventors: Umesh P. Aher, Kalyan (IN); filed on Mar. 4. 2005

Venkatasubramanian R. Tarur,

Mumbai (IN); Dhananjay Govind (30) Foreign Application Priority Data
Sathe, Thane (IN); Avinash
Venkataraman Naidu, Dombivli (IN); Jul. 28, 2004 (WO) oo PCT/IN04/00227
Kamlesh Digambar Sawant, Mumbia
(IN) Publication Classification
Correspondence Address: (51) Tnt. CL7 .. AG1K 31/445; CO7D 211/06
PHARMACEUTICAL PATENT ATTORNEYS, (52) US.Cl e 514/319; 546/206
LLC
55 MADISON AVENUE 57) ABSTRACT
4TH FLOOR
MORRISTOWN, NJ 07960-7397 (US) The present invention discloses a novel, stable polymorph of
1-benzyl-4[(5,6-dimethoxy-1-indanone)-2-yl]methyl piperi-
(21) Appl. No.: 11/145,202 dine hydrochloride commonly known as Donepezil hydro-

chloride. Further the present invention discloses a process
for producing Donepezil HCI amorphous and its polymorph

(22) Filed: Jun. 3, 2005 Form (VI).
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US 20050255160A1
a9 United States

a2 Patent Application Publication (o Pub. No.: US 2005/0255160 A1l

Bell (43) Pub. Date: Nov. 17, 2005

(549) POLYMIDE RESIN DERMAL COMPOSITION Publication Classification
(76) Inventor: Stephen Bell, Harwinton, CT (US) (51)  Int. CL7 o A61K 9/14
(52)  UuS. €L oo 424/486

Correspondence Address:
PHARMACEUTICAL PATENT ATTORNEYS,

LLC 57) ABSTRACT
55 MADISON AVENUE
4TH FLOOR
MORRISTOWN, NJ 07960-7397 (US) A gel composition made from a polyamide resin combined
with an lower carboxylic acid or anhydride alkyl amide; the
(21) Appl. No.: 10/843,236 compositions are suitable for making attractive topically-

applied cosmetic, topical fragrance and topical dermatology
(22) Filed: May 11, 2004 drug products in translucent gel form.



US 20050250746A1

a2 Patent Application Publication (o Pub. No.: US 2005/0250746 A1l

a9 United States

Tammatteo

43) Pub. Date: Nov. 10, 2005

(54) PREMENSTRUAL DYSPHORIC DISORDER
MEDICATION

(76) TInventor: Matthew Iammatteo, Morristown, NJ
(Us)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

(21) Appl. No.: 10/840,131

(22) Filed: May 6, 2004

Publication Classification
(51)  Int. CL7 oo A61K 31/56
(52)  US. Cli e vnevesevecenees 514/170
57 ABSTRACT

A medication to treat the symptoms of premenstrual syn-
drome and similar conditions related to the periodic change
in the physiological level of hormones in a woman’s body.



YR AP0 A O
US 20050249804A1
a9 United States

a2 Patent Application Publication o) Pub. No.: US 2005/0249804 A1l

Sapte (43) Pub. Date: Nov. 10, 2005
(54) STABILIZED SHORT-COURSE Publication Classification
CHEMOTHERAPY (SCC)
ANTI-TUBERCULOSIS DRUG (1) Int. CL7 ... A61K 31/4965; A61K 31/496;
COMPOSITIONS A61K 31/355
52) US.Cl ... 424/464; 514/252.13; 514/255.06;
(76) Inventor: Vinay Ramakant Sapte, Mumbai (IN) 514/356
Correspondence Address:
PHARMACEUTICAL PATENT ATTORNEYS, 67 ABSTRACT
LLC
55 MADISON AVENUE A stabilized oral powder or granule mixture made from at
4TH FLOOR least two different anti-microbial tuberculosis drugs (e.g.,
MORRISTOWN, NJ 07960-7397 (US) rifampacin, isoniazid, ethambutol, pyrazinamide), for a
’ short-course therapy; the powder can be consumed by
(21) Appl. No.: 10/841,057 mixing in a glass of water or juice and assures that each of

the various drugs is in fact consumed by the tuberculosis
(22) Filed: May 7, 2004 patient.



US 20050171116A1

a2 Patent Application Publication (o Pub. No.: US 2005/0171116 A1l

a9 United States

Sapte

43) Pub. Date: Aug. 4, 2005

(54) ENHANCING THE EFFICACY OF
TUBERCULAR DRUGS

(76) Inventor: Vinay Ramakant Sapte, Mumbai (IN)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

(21) Appl. No.: 10/851,601

(22) Filed: May 21, 2004
(30) Foreign Application Priority Data
Feb. 4, 2004 (IN).ooovoocoesseses 124/MUM/2004

May 7, 2004 (IN)...oooomereeseese 527/MUM/2004

Publication Classification

1) Int.CL7 .o 5; AGIK 31/496;
51) Int. CL’ A61K 31/496
A61K 31/355
(52) US.CL ... 514/252.13; 514/255.06; 514/356;
514/458
(7) ABSTRACT

Alpha-tocopherol shows broad-spectrum anti-microbial
activity against Mycobacterium Tuberculosis bacilli, against
the rifampicin-resistant, isoniazid-resistant and multi-drug-
resistant strains of M. tuberculosis, against Pseudomonas,
against Staphylococci and against Escherichia coli. Further,
the antimicrobial activity of known anti-tubercular pharma-
ceuticals can be improved by administering the anti-tuber-
cular pharmaceutical together with a-tocopherol.



US 20050159605A1

a2 Patent Application Publication (o Pub. No.: US 2005/0159605 A1

a9 United States

Tarur et al. (43) Pub. Date: Jul. 21, 2005
(54) PROCESS FOR THE PREPARATION OF (22) Filed: Jul. 9, 2004
4-(2-DIPROPYLAMINOETHYL)-1,3-
DIHYDRO-2H-INDOL-2-ONE (30) Foreign Application Priority Data
HYDROCHLORIDE
Jan. 20, 2004 (IN).oooeioreceseeee 60/MUM/2004
(76) Inventors: Venkatasubramanian Radhakrishna
Tarur, Mumbai (IN); Dhananjay Publication Classification
Govind Sathe, Thane (IN); Harish .
Kashinath Mondkar, Mumbai (IN); (51)  Int. CL7 e CO7D 209/36
Rajesh Ganpat Bhopalkar, Naupada (52)  US. Cli e vnevesevecenees 548/484
(IN); Samadhan Daulat Patil,
Dombivli (West) (IN) (57) ABSTRACT

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

(21) Appl. No.: 10/888,901

The present invention discloses a novel process and novel
intermediates for the Preparation of 4-[2-(di-n-propyl
amino)  ethyl]-1,3-dihydro-2H-indol-2-one, commonly
known as Ropinirole (I) and pharmaceutical composition
comprising the same. Further the present invention also
discloses a method of treatment for cardiovascular disorders
and Parkinson’s disease.



US 20050107635A1

a2 Patent Application Publication (o Pub. No.: US 2005/0107635 Al

a9 United States

Mehra et al.

43) Pub. Date: May 19, 2005

(549) METOPROLOL MANUFACTURING
PROCESS

(76) Inventors: Janakraj Karamchand Mehra,
Mumbai (IN); Ajit Choubey, Scjavta
(IN); Bimal Kumar Srivastava,
Sejavta (IN); Rajendra Kumar
Porwal, Scjavta (IN); Prashant
Gautam, Mumbai (IN)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

(21) Appl. No.: 10/807,221

(22) Filed: Mar. 23, 2004
(30) Foreign Application Priority Data
Nov. 14, 2003 (IN)ccevrvevrerrereccreecrecnne 1185/MUM/2003
Publication Classification
(51)  Int. CL7 oo C07C 217/32
(52)  US. Cli e vnevesevecenees 564/349
57 ABSTRACT

Metoprolol manufacturing process with optimized reaction
temperatures and reactant molar ratios, to avoid the manu-
facture of excessive epoxide intermediates, thus avoiding
the need for purification of epoxide intermediates, thus
achieving higher yields and higher-purity product than that
seen in the prior art teachings.



US 20050107613A1

a9 United States

a2 Patent Application Publication (0 Pub. No.: US 2005/0107613 Al

Tarur et al.

(43) Pub. Date:

May 19, 2005

(54

(76)

@D

NOVEL PHARMACEUTICAL SALT OF
(1-BENZYL-4-[(5,6-DIMETHOXY-1-IND-
ANONE)-2-YL] METHYL PIPERIDINE
(DONEPEZIL)

Inventors: Venkatasubramanian Radhakrishnan
Tarur, Mumbai (IN); Dhananjay
Govind Sathe, Thane (IN); Avinash
Venkatraman Naidu, Dombivli (IN);
Umesh Parashram Aher, Kalyan (IN)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

Appl. No.: 10/879,816

22

(63)

G
2

7

Filed: Jun. 29, 2004
Related U.S. Application Data

Continuation-in-part of application No. 10/714,724,
filed on Nov. 17, 2003.

Publication Classification

Int. CL7 oo, A61K 31/445; CO7D 211/06
s 546/206; 514/319

ABSTRACT

The present invention relates to the oxalate salt of 1-benzyl-

4-[(5,6-dimethoxy-1-indanone)-2-ylJmethyl

piperidine,

commonly known as Donepezil, and its method of prepa-

ration.
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US 20050091816A1
a9 United States

a2 Patent Application Publication (o Pub. No.: US 2005/0091816 A1l

Pesek (43) Pub. Date: May §, 2005
(549) WALLPAPER SEAM REPAIR TOOL (22) Filed: Nov. 4, 2003
(76) Inventor: Filip Pesek, Bernardsville, NJ (US) Publication Classification
Correspondence Address: (51) Int. CL7 .o B25B 27/00; B23P 6/00
PHARMACEUTICAL PATENT ATTORNEYS, (52) US. Cl e 29/402.18; 29/270
LLC
55 MADISON AVENUE
ITH FLOOR 7) ABSTRACT

MORRISTOWN, NJ 07960-7397 (US)
A tool for repairing ruptured wallpaper seams, including a
(21) Appl. No.: 10/700,117 hot air blower and a paper press.
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US 20050091105A1
a9 United States

a2 Patent Application Publication (o Pub. No.: US 2005/0091105 A1

Novak-Torre (43) Pub. Date: Apr. 28, 2005
(54) BUSINESS CARD DISPLAY (22) Filed: Oct. 23, 2003
(76) Inventor: Jody L. Novak-Torre, Hope, NJ (US) Publication Classification
Correspondence Address: (51)  Int. CL7 oo, GO6F 17/60
PHARMACEUTICAL PATENT ATTORNEYS, (52) US. Cli e eneecnsecnne 705/14
LLC
55 MADISON AVENUE 57) ABSTRACT
4TH FLOOR
MORRISTOWN, NJ 07960-7397 (US) An advertising kiosk combining a business card display rack
and an electronic screen which displays advertising for the
(21) Appl. No.: 10/693,472 advertisers having business cards in the display rack.
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US 20050076919A1
a9 United States

a2 Patent Application Publication (o Pub. No.: US 2005/0076919 A1l

Muzzio (43) Pub. Date: Apr. 14, 2005
(54) SCAPULA STABILIZATION METHOD AND (22) Filed: Oct. 10, 2003
APPARATUS

Publication Classification
(76) Inventor: Joseph Muzzio, Golden, CO (US)

(51)  Int. CL7 oo, A61B 19/00
Correspondence Address: (52) US. Cl s 128/869; 128/870
PHARMACEUTICAL PATENT ATTORNEYS,
LLC
55 MADISON AVENUE 67 ABSTRACT
4TH FLOOR
MORRISTOWN, NJ 07960-7397 (US) A physical therapy device that limits undesirable scapula

motion and provides tactile feedback to a patient performing
(21) Appl. No.: 10/681,911 shoulder rehabilitation exercises.




US 20050075505A1

a2 Patent Application Publication (o Pub. No.: US 2005/0075505 Al

a9 United States

Gandhi et al. (43) Pub. Date: Apr. 7, 2005
(54) NOVEL PROCESS FOR THE PREPARATION  (30) Foreign Application Priority Data
OF SUBSTANTIALLY PURE
5-(3,5-DIMETHYLPHENOXY) Jan. 14, 2002 (IN).oooeroeeoessose 27/MUM/2002

METHYL-2-OXAZOLIDINONE

(76) Inventors: Biren Jaiprakash Gandhi, Baroda
(IN); Samir Rameschandra Shah,
Baroda (IN); Trinadha Rao Chitturi,
Baroda (IN); Rajamannar Thennati,
Baroda (IN)

Correspondence Address:

Mark Pohl

Pharmaceutical Patent Attorneys

4th Floor

55 Madison Avenue

Morristown, NJ 07960-7397 (US)
(21) Appl. No.: 10/501,588
(22) PCT Filed: Jan. 13, 2003

(86) PCT No.: PCT/IN03/00009

Publication Classification

(51) TNt CL7 oo CO7D 263/04
(52) US.ClL oo 548/229
(7) ABSTRACT

Substantially pure 5-(3,5-dimethylphenoxy)methyl-2-ox-
azolidinone, a compound of formula (1), is prepared by a
novel route, which comprises reacting 3-(3,5-dimethylphe-
noxy)-2-hydroxypropylamine, a compound of formula (2),
or its acid addition salt with a compound of formula (3)
(YCOZ) wherein Y and Z are selected from X, CC13CO,
1-imidazolyl or substituted imidazolyl, and OR; wherein X
is a halide, preferably chloride, and R is selected from
substituted or unsubstituted linear, branched or cyclic alkyl
and aryl or heteroaryl radicals. The compound of formula (2)
is prepared by treating 2-[(3,5-Dimethylphenoxy)methyl]
oxirane with ammonia to yield compound of formula (2),
and optionally purifying compound of formula (2) by con-
verting to its acid addition salt.



US 20050070593A1

a2 Patent Application Publication (o Pub. No.: US 2005/0070593 A1l

a9 United States

Soni et al. (43) Pub. Date: Mar. 31, 2005
(549) NOVEL PROCESS FOR THE PREPARATION (22) PCT Filed: Jan. 6, 2003
OF TRANS-3-ETHYL-2,5-DIHYDRO-4-
METHYL-N-[2-[4-[[[[(4-METHYL (86) PCT No.: PCT/IN03/00004
CYCLOHEXYL) AMINOJCARBONYL]
AMINOJSULFONYL] PHENYL]ETHYL]- (30) Foreign Application Priority Data
2-0XO0-1H-PYRROLE-1-CARBOXAMIDE
Jan. 7, 2002 (IN).ceereceecrerrenceeecnecnne 9/MUM/2002

(75) Inventors: Rohit Ravikant Soni, Baroda (IN);
Thennati Rajamannar, Baroda (IN);
Rajeev Budhdev Rehani, Baroda (IN)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

(73) Assignee: Sun Pharmaceutical Industries, Ltd.,
Mumbai (IN)

(21) Appl. No.: 10/501,743

Publication Classification

(1) Int.CL7 .. AG61K 31/4015; CO7D 207/28
(52) US.CL oo 514/423; 548/534
(7) ABSTRACT

The present invention provides a novel process for prepa-
ration of trans-3-ethyl 2,5-dihydro-4-methyl-N-[2{4-[[[[(4-
methyl cyclohexyl)amino Jcarbonyl]amino]sulfonyl]phenyl]
ethyl]-2-oxo-1H-pyrrole-1-carboxamide via the novel
intermediate compounds of formula 3.



US 20050070586A1

a2 Patent Application Publication (o Pub. No.: US 2005/0070586 A1

a9 United States

Kumar et al.

43) Pub. Date: Mar. 31, 2005

(54) PROCESS FOR THE SYNTHESIS OF
LOSARTAN POTASSIUM

(76) Inventors: Ashok Kumar, Mumbai (IN); Rajesh
Kumar Keshava Prasad Singh,
Mumbai (IN); Nalinakshya Balaram
Panda, Mumbai (IN); Abhay Atmaram
Upare, Mumbai (IN); Manmohan
Madhavrao Nimbalkar, Mumbai (IN);
Satish Rajanikant Soudagar, Mumbai
(IN); Ashvini Kumar Nand Kishore
Saxena, Ratlam (IN)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

(21) Appl. No.: 10/913,121

(22) Filed: Aug. 5, 2004
Related U.S. Application Data

(63) Continuation-in-part of application No. 10/431,847,
filed on May 7, 2003.

Publication Classification

(1) Int.CL7 oo A61K 31/4184; COTD 43/02
(52) US.CL oo 514/381; 548/254
(7) ABSTRACT

Improved processes using primary, secondary and tertiary
alcohols and with safer mode of introduction of the reagent
and reaction conditions are described. Further, the process of
manufacture of Losartan potassium by use of alkali metal
salt such as Potassium carbonate is disclosed. A process for
preparation of the polymorphic Form I of Losartan potas-
sium is also disclosed herein.



US 20050043550A1

a2 Patent Application Publication (o Pub. No.: US 2005/0043550 A1l

a9 United States

Rajamannar et al. 43) Pub. Date: Feb. 24, 2005
(54) PROCESS FOR THE PREPARATION OF (86) PCT No.: PCT/IN03/00006
1-[3-(DIMETHYLAMINO)PROPYL]-
1-(4-FLUOROPHENYL)-1,3-DIHYDRO-5- (30) Foreign Application Priority Data
ISOBENZOFURAN CARBONITRILE
Jan. 7, 2002 (IN) oo 10/MUM/2002
(76) Inventors: Thennati Rajamannar, Baroda (IN); Jan. 10, 2002 (IN)cevrveeveecemcerecerecinen 18/MUM/2002

Kilaru Srinivasu, Baroda (IN);
Nileshkumar Sureshbhai Patel, Baroda
(IN); Chinnapillai Rajendran,
Hyderabad (IN)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,
LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)

(21) Appl. No.: 10/500,532

(22) PCTFiled:  Jan.7, 2003

Sep. 30,2002 (IN) 847/MUM/2002

Publication Classification

(51) TNt CL7 oo CO7D 307/87
(52) US.ClL oo 549/467
(7) ABSTRACT

The present invention provides an improved cyanide
exchange process for preparation of 1-[3-(dimethy-lamino-
)propyl]-1-(4-fluorophenyl)-1,3-dihydro-5-isobenzofuran
carbonitrile, followed by the treatment of crude 1-[3-(dim-
ethylamino)propyl]-1-(4-fluorophenyl)-1,3-dihydro-5-
isobenzofuran carbonitrile with a cyanide reversal agent and
its purification from a solvent system.



US 20050043539A1

a2 Patent Application Publication (o Pub. No.: US 2005/0043539 Al

a9 United States

Gediya et al. (43) Pub. Date: Feb. 24, 2005
(599 PROCESS FOR THE PREPARATION OF (30) Foreign Application Priority Data
5-[4-2-[N-METHYL-N-(2-PYRIDYL) AMINO]
ETHOXY] PHENYL METHYL] Jan. 28, 2004 (IN).ceevrvecverececerecerecinen 80/ MUM/2004

THIAZOLIDINE-2, 4-DIONE MALEATE

(76) Inventors: Lalji Karsan Gediya, Mumbai (IN);
Venkatasubramanian Radha Tarur,
Mumbai (IN); Suresh Mahadev
Kadam, Navi Mumbai (IN); Subodh
Shashikant Patnekar, Thane (IN)

Correspondence Address:

PHARMACEUTICAL PATENT ATTORNEYS,

LLC

55 MADISON AVENUE

4TH FLOOR

MORRISTOWN, NJ 07960-7397 (US)
(21) Appl. No.: 10/938,317
(22) Filed: Sep. 10, 2004
Related U.S. Application Data

(63) Continuation-in-part of application No. 10/431,847,
filed on May 7, 2003.

Publication Classification

(51) TNt CL7 oo CO7D 417/02
(52) US.ClL oo 546/269.7
(7) ABSTRACT

The present invention discloses a process for the preparation
of 5 4{2{N-methyl-N-(2-pyridyl)amino Jethoxy Jphenyl
methyl]thiazolidine-2,4-dione maleate (VI) comprising the
steps of Coupling 2-[N-methyl-N-(2-pyridyl)amino Jethanol
(I) and 4-fluorobenzaldehyde (II) in N,N-dimethylforma-
mide, isolating the coupled product 4[2-[N-methyl-N-(2-
pyridyl)amino Jethoxy]benzaldehyde (III), converting said
isolated benzaldehyde compound (I1) to 5-[4-[2-[N-methyl-
N-(2-pyridyl)amino Jethoxy]benzylidene Jthiazolidine-2,4-
dione (IV) and purifying the same, reducing 5-[4-[2{N-
methyl-N-(2-pyridyl)amino JethoxyJbenzylidene]
thiazolidine-2,4-dione, by a novel reduction method for
making 5-[4-[2-[N-methyl-N-(2-pyridyl)aminoJethoxy Jphe-
nyl methyl]thiazolidine-2,4-dione (V). This reduction
method involves reacting the compound (IV) with a novel
metal legand complex and a reducing agent, purifying the
product (V) obtained by a new method reported in the
present invention and converting the said thiazolidine-2,4-
dione compound (V) into a pharmaceutically acceptable salt.
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US 20040265398 A1
a9 United States

a2 Patent Application Publication (o Pub. No.: US 2004/0265398 Al

Fleischner (43) Pub. Date: Dec. 30, 2004
(54) HERBAL COMPOSITION FOR WEIGHT Related U.S. Application Data
CONTROL
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(7) ABSTRACT

A method and apparatus for secure distribution of crypto-
graphic key information based on quantum cryptography is
described. The apparatus incorporates or is used with a
transmitter comprising a source of pairs of dim, depolarised
light pulses together with a phase modulator and random
number generator that are used to encode the pulse pairs
with the binary key information by changing the relative
phases of the pulses of some pairs. The apparatus incorpo-
rates a receiver comprising a polarisation beam splitter, and
a pair of interferometers and optical detectors. The invention
overcomes problems associated with polarisation evolution
in quantum cryptography systems that incorporate a non-
polarisation-preserving optical channel (e.g. standard optical
fiber). In addition the invention removes the need for an
active random number generator and phase modulator at the
receiver, because the polarisation beam splitter acts as if it
were a random router, thereby achieving significant reduc-
tion of the cost and complexity of the apparatus.
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Chromium (as chromium dinicotinate glycinate)
Vanadium (as vanadium amino acid chelate)
Glucomannan

Green tea leaf extract (supplying 60 mg caffeine)
Coleus forskohlii extract (10% forskolin) (tuber)
Sodium carboxymethyl cellulose

Excipients:

Gelatin, Magnesium Stearate, Silica

25 meg to 200 mg

25 meg to 100 mg

100 mg to 500 mg

50 mg to 500 mg

50 mg to 500 mg

25 mg to 250 mg

aa of each to produce a
suitable tablet
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