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Access

W Avallable freely at htips://patentscope.wipo.int
W Access only with a WIPO account

1P Portal

Sandrine AMMANN

Help ~

English

= WIPO

Home > PATENTSCOPE > Search

Feedback Got Browse ¥ Tools ¥ Settings

SIMPLE SEARCH

Using PATENTSCOPE you can search 110 million patent documents including 4.6 million published international pa

simple

PCT publication 21/2023 [25.05.2023] is now available here. The next PCT publication 22/2023 is scheduled for 01.0)

Check out the latest PATENTSCOPE news and features .l'!'i. d Vvance d S 2arc h
PATENTSCOPE Live Chat : every Monday from 1:00 PM to 5:00 PM CET

Field Combination

Field

Front Page v Search terms... Q
Cross Lingual Expansion ery Examples
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Different searches available

Structure
Substructure
Markush

dedicated webinar @
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Structure search - the concept

Recognize names and structures of chemical
compounds in patent texts and embedded drawings

Standardize all the different representations of chemical
structures into Inchlkeys

Inchlkeys can be used by non chemists
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Inchikeys

Definition: a short, fixed-length character signature
based on a hash code of the InChl string.

Provide a precise & robust IUPAC* approved structure-
derived tag for a chemical substance.

*International Union of Pure and Applied Chemistry
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https://iupac.org/

Example: Inchl — InchlKey for aspirin

Q.. _OH
OYD
InChl: InChl=1S/CO9H804/c1-6(10)13-8-5-3-2-4-7(8)9(111 2/h2-5H,1H3,(H,11,12)
InChiKey: BSYNRYMUTXBXS5Q-UHFFFADYSA-N

InChlKey = a fixed-length (27-character) condensed digital
representation of an InChl

INChl = is a textual identifier developed to make it easy to

WIPO

perform web searches for chemical structures
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Scope

Works on developed exact formulas # Markush
structures (-R) that are chemical symbols used to
Indicate a collection of chemicals with similar structures.

v
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Collections

- China [1996 -2023]

- European Patent Office [1978 -2023]
- Eurasian Patent Office [1998 -2023]
- Japan [1993 -2023]

- Republic of Korea [1980 -2023]

- PCT [1979 -2023]

- Russia [1995 -2023]

- United States [1979 -2023]
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NATIONAL COLLECTIONS - DATA COVERAGE

Offices for which PCT national phase information is available

Updated: June 6, 2023

Country Latest Update Biblio Data Abstract Chemical Data Chernical Doc OCR [full-text] Nb records
Biblio Frequency indexed images Indexed
PCT 06.06.2023 Daily 19.10.1978 - 07.12.1978 - 11.01.1979 - 941,831 4,605,865  Total: 4,602,832 4,605,865
01.06.2023 01.06.2023 01.06.2023 Arabic: 223
German: 435,305
English: 2,554,082
Spanish: 30,578
French: 147,077
Japanese: 773,447
Korean: 165,493
Portuguese: 6,340
Russian: 22,897
Chinese: 467,390
African Regional 03.07.1985- 03.07.1985- 1,676 Total: 1,671 1,868
Intellectual Property 28.07.2008 28.07.2008 English: 1,671
Organization [ARIPO]
Argentina 25.05.2023 Monthly 11.02.1965 - 31.10.1990 - 9,741 Total: 8,906 175,167
26.04.2023 26.04.2023 Spanish: 8,906
Australia 02.06.2023 Weekly 14.01.1900 - 08.01.1981 - Total: 739,135 1,854,299
01.06.2023 01.06.2023 English: 739,135
Austria 18.05.2023 Monthly 10.07.1963 - 25.06.1986 - Total: 11,127 676,846




IPC codes

AO1IN
AO1P
A23]

AB1K
ABLL

AB1P
A61Q
BO1J

BO1S
Co1B
colc
CO1D
CO1F
Co1G
C06B
Co78B
co7C
CO7D
CO7F
CO7H
CO07J

CO7K
CO8F
C08G
C08J

CO8K

CosL
C09B
Co9C
C09D
C09J

CO9K
C10H
c10L
C10M
C10N
C11D
c12C
C12H
C12M
C12N
C12P
C12Q
C13B
C13K
C14C
C23C
C258B
C40B
HO5B
GO1N
G03C
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Fields

W Title
W Abstract

W Description
W Claim
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Limitations

Long automated procedures, no supervision

Will not recognize 100%! Same drawbacks as the OCR
Depends on OCR quality for PCT applications

Does not work with simple formulas such H20

Not all collections and related languages
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Why is It useful?

” 13

Terms such as “aspirin”, “paracetamol” not always used
In patent documents

Many ways of representing formulas

Expansion of searches
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Convert structure  Upload structure Structure editor Found compoufds  Found Markush Formulas
I —

Search type

Type an accepted name, commercial name, CAS name, IUPAC name
Compound name

_

O Include enurerated Markush structures

Offices
All




Scaffold

Basic skeleton of a molecule to which further groups and
moieties are attached

Secondary information is ignored

#Markush
Markush =searches for a formula implicitly cited in a
patent using a Markush formula

Scaffold = searches for formulas explicitly cited in
patents
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Upload structure Structure editor Found compounds  Found Markush Formulas
— —

Search type

Type an accepted name, commercial name, CAS name, IUPAC name
Compound name

O search for scaffold

O Include enurerated Markush structures

Offices
All




CHEMICAL COMPOUNDS SEARCH -~

Convert structure  Upload structure Structure editor

Found compounds

Found Markush Formulas

a0 e[ e[E <] c. 0%

A|0/0]0|al90[8]o0[d 0|0

InChl: InChI=15/C26H23CINE023/c1-16-30-25([32-36-16)19-8-9-21[22[27]12-19)17-4-6-18[7-5-17) 26(34]31-24-13-23[20[14-28]15-28-24]35-11-10-33[2]3/h4-9.12-13.15H.10-1TH2.1-3H3.[H.29.21.24]

InChiKey: UCQLYQBGXGOACG-UHFFFADYSA-N
Molecular Formula: C26H23CING02
Molecular Weight: 502 9809 g/mol

O Search for scaffold

O Include enumerated Markush structures

Offices

All

Reset

-

Markush Search

Substructure Search

Exact Structure Search




Convert structure  Upload structure Structure editor Found compounds  Found Markush Forrulas
——

O/0[ 0 ~| s @ <] c|O-8
2]0/0|0ja|9/ol2|0fE O/J

u

Edit Bond
Delete Bond
Color

>

" Edit Atom

Delete Atom
Expand Superatom
Contract Superatom
Color ...

InChl: InChI=15/C17H18N03/c1-18-7-6-17-10-3-5-13[20]16[17]21-15-12[19]4-2-9[14[15]17) 8-11[10)18/h2-5,10-11,13,16,19-20H,6-8H2,1H3/t10-,11+,13- 16-.17-/m0/s1

InChiKey: BQJCRHHNABKAKU-KBQPJGBKSA-N

Molecular Formula: C17H19NO3

Molecular Weight: 285.3423 g/mol él

O search for scaffold

O Include enumnerated Markush structures

Offices
All

Reset - Markush Search Substructure Search Exact Structure Search -




Convert structure  Upload structure Structure editor Found compounds  Found Markush Formulas
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Type an accepted name, cornmercial name, CAS name, IUPAC name

Compound name

Compound name

INN
InChl
SMILES




Convert structure  Upload structure Structure editor Found compounds  Found Markush Formulas
I I

Search type Type an accepted name, commercial name, CAS name, IUPAC name
Compound name retinol

0 search for scaffold

O Include enumerated Markush structures
Offices
All




Convert structure  Upload structure Structure editor Found compounds ~ Found Markush Formulas

O/ 5| @& < cl@)-®

A|00]00|9/6|8/0|[8 00

>

InChl: InChI=15/C20H300/c1-16[8-6-9-17(2]13-15-21111-12-18-18[3]10-7-14-20[18,4]5/h6,8-9,11-13,21H,7,10,14-15H2,1-5H3/b8-6+,12-11+ 16-8+ 1713+
InChiKey: FPIPGXGPPPQFEQ-OVSJKPMPSA-N

Molecular Formula: C20H300

Molecular Weight: 286.4564 g/mol

O search for scaffold

O Include enumerated Markush structures

Offices
All

Reset - Markush Search

Substructure Search

Exact Structure Search




I CHEM:(FPIPGXGPPPQFEQ-OVSJKPMPSA-N) I Q

;i‘rn 162,092 results  Offices all Languages en  Stemming true  Single Family Member false  Include NPL false

Sort: Relevance v Perpage: 100 v View: All+lmage ¥ 171621 v > Download Machine translation =

1. 106442761 METHOD FOR SIMULTANEQUSLY DETECTING VITAMIN A AND 25-HYDROXYL VITAMIN D IN BLOOD
Int.Class GO1N 30/02 (7) Appl.No 201610786650.2  Applicant BEIJING HARMONY HEALTH MEDICAL DIAGNOSTICS CO., LTD.  Inventor NI JUNJUN

The invention discloses a methad for simultaneously detecting vitamin A and 25-hydroxyl vitamin D in bloed. The method comprises the following steps: firstly, centrifuging a whole blood sample, and taking supemate to obtain serum or plasma
for later use; secondly, calibrating a standard solution; thirdly, pretreating a sample; fourthly, taking 80mu L of to-be-detected supemate sample treated in the third step, putting the to-be-detected supernate sample into an automatic sample
feeding bottle. and analyzing by liquid chromatography-tandem mass spectrometry. meanwhile, quantitatively detecting the contents of the vitamin A and the 25-hydroxyl vitamin D in the blood. The method for simultaneously detecting the
vitamin A and the 25-hydnoxyl vitamin D in the bleod, disclosed by the i ion, has the ady of high specificity, high accuracy, high flexibility and short analysis time.

CN-22.02.2017

2. 2004517876 L F/ —LEEFS I UEESESLURE

JP-17.06.2004
Int.Class CO7K 5/075 (7)  Appl.No 2002558808 Applicant F = EF¥ x> - f ¥ J—#HL 7o £ Inventor 22 - AR 24
FERABFAGLF/ —LFEEE TOUEFFSLIUETORECETE. FHEHICINE, LF/ —AFEFE. COOHEEERZ V-, M-, FURFFRELF/ —UBOAALFIAFLESE &Y, FHBADLF /-0
FEHIE, V-COOHBEET 27/ BELF/ —LEOALTEIRATIESE S, LF/ —LFEEE LF/ —LECOOHEEES LURSEIENO 2EESE s 28R OBOALTIIFLESEET. &
REOLF/ —LEEEE, LF/ —AEP-COOHBEEHIV 1 Hn 2 ERE1 o La e DEOALEIRFLREEI &4, FEHOLF/ —LESER, OHEEET so&he L F/ —LBoT—F L8354, |MAGE
AVAILABLE

3. 1020020060598 MNOVEL RETINOL DERIVATIVE, METHOD FOR PREPARING THE SAME AND USES THEREOF
Int.Class COTK 6/00 (7)  Appl.No 1020020001178 Applicant CHEBIGEN  Inventor EOM, SUJONG

KR -18.07.2002

PURPOSE: Provided are a novel retinol derivative, its preparation method in higher yield, and its use. The novel retinol has excellent light-stability, and shows high reactivity to retinoic acid receptor @, while showing low reactivity 10 retinoic
receptor f and y. It can applied to medical products, cosmetics, soap, shampoo, functional foods, etc.. for the prevention and improvernent of skin aging.

COMSTITUTION: The nowvel retinol derivative is characterized by carboester bond of a peptide material having COOH group, wherein the peptide material having COOH group is selected from -di, -tri, -poly peptide including N-L- a-aspartyl-
L-phenylalanine 1-methylester[AMP:aspartame]. N-protection oroup-aspartame. neotame and the like. Its manufacturing method comprises the steps of: reacting retinylacetate with methanolic solvent and inorganic slat at 25-40 deg.C in a dark

room then extracting the reaction product with ether solvent; removing the sobvent then followed by mixing a compound having OH group, natural or separated and purified retinol, diethylazodi yl and triphenylph 1ate with
methylenechloride solvent, and reacting them at room temperature to obtain the ester derivative of retinol; and performing chromatography with reverse-phase. Merck Silicagel 60 RP 18[40-83) micro meter to separate pure ester derivative of
retinol.

© KIPO 2003




2. JP2004517876 - FifiL F / —LFEBF S L VRERFZE LUVHE

rkush

National Biblio. Data  Full Text ~ Patent Fami
—

Compounds Documents

PermalLink

m& compounds dete

< Title Abstract

utomated procedures. Please check occurences in the PDF document(s] for legal matters

Full text




Description

g(C 7 /BB S USERES S URE

KR 2001/1667 20010111 KR 2002/1178 20020109 20090114 CO7K 1/00-19/00 PubMed JSTPlus[JOIS] CA/REGISTRY([STN] patcit 1: EE2~EE99 /032105 (WO, A1)

patcit 2: 5= F08-502742 (JP, A)

patcit 3: 5558 F10-330245 (JP, A)

patcit4:¥558F08-073338 (JP, A)

patcit 5: 555 F08-225439 (JP, A)

KR2002000041 20020110 W02002055540 20020718 2004517876 20040617 2002091 JZE EBF

N [ooo1]

A

#AEFR (U7 )FERs s Ut 0BEEs s UBERICET 5.

[0002]

(CTT D enEamoREORE. mAFASFA, HERE, REOSKS SCERSUORBwETHS. = (L7 DFEakE, SE0= 20 EESEmHS S0, SRSUOREFET K h—> A0S
&5, U1 ARFLEHBOBREC & > TRZ SEOMAL L ILABTENTH 3 EBLBITLS.

[0003]

(7 s, FRaa0Eis @Sl BIUR0°> 7 FUSBEENT 5 - LISk > TREOSHENNT 5. REROBEEEER~0HKE, (07 )0BEEET 5. -7, (L7 /L )EkEsUL0H
BREEE (WHELEOSHEE A>T A,

[0004]

SRR
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HUL L. TORER. EtrpEeEr, —Rl-mmms (L7 ) OBRAISES AT 3.

[0005]
FROEEOBEERET blc, Beomiibllcgaliz (L 7/ — L )SEER0EEmEakEETE4473503S54LUE563 1 244 C8H AT A, TOESTRIESETHY. FESTHY T=mHEL

TBETEHOTEEL. Retinol
[000B]
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Example formula searching

4-(3-chloro-2-fluoroanilino)-7-methoxy-6-((1-(N-
methylcarbamoylmethyl)piperidin-4-yl)oxy)quinazoline

Compound narme 4-[3-chloro-2-fluoroanilino]-7-methoxy-B-[[1-[N-methylcarbamoylmethyl]piperidin-4-yl]oxy]qu naz:)line|

WIPO FOR OFFICIAL USE ONLY



1. 2303276 FUMARATE SALT OF 4-[3-CHLORO-2-FLUOROANILINO]-7-METHOXY-6-{[1-[N-METHYLCARBAMOYLMETHYL]PIPERIDIN-4-YL]OXY}QUINAZOLINE
Int.Class AB1K 31/517 (7)  Appl.No 09748098  Applicant ASTRAZENECA AB  Inventor BOARDMAN KAY ALISON

4-[3-chloro-2-fluoroanilino]-7-methoxy-6-{[1-[N-methylcarbamoylmethyl]piperidin-4-ylJoxylquinazoline difumarate, pharmaceutical compositions containing the difumarate, the use
of the difumarate in the treatment of hyperproliferative disorders such as cancer and processes for the manufacture of the difumarate are described.

EP-06.04.2011

Pt 3y i, s fo € mempend 5 s B

l-
i
V-
2. 20120108814 PROCESS FOR THE PREPARATION OF 4-[3-CHLORO-2-FLUOROANILINO]-7-METHOXY-6~-[[1-[N-METHYLCARBAMOYMETHYL]PIPERIDIN- US-03.05.2012
4-YL]OXY]QUINAZOLINE
Int.Class CO7D233/72 (7) Appl.No 13264217  Applicant Boardman Kay Alison  Inventor Boardman Kay Alison E— -
Processes for the preparation of 4-[3-chloro-2-fluoroaniline]-7-methoxy-6-{[1-[N-methylcarbamoylmethyl]piperidin-4-ylJoxylquinazoline, salts thereof. and the intermediates used in = .,....I._
the process are described. :::::::-..m
== s
= =i
FIGURE ¢

3. 109562176 COMBINATIONS FOR THE TREATMENT OF NEOPLASMS USING QUIESCENT CELL TARGETING AND EGFR INHIBITORS
Int.Class AB1K 45/08 (7) Appl.No 201780037696.7  Applicant FELICITEX THERAPEUTICS INC

The present invention provides compositions and methods for the treatment of neoplasms, in particular, by targeting of guiescent cancer cells with therapeutic agents in combination
with other treatments effective against certain neoplastic conditions, in particular, anti-cancer treatment with EGFR inhibitor agents.

Inventor VILENCHIK MARIA

CN-02.04.2019

E

G1
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CHEM:(NCDNCNXCDXHOMX-XGKFQTDJSA-N)

Q

ﬁlﬁ 35,840 results  Offices all Languages en  Stemming true  Single Family Member false  Include NPL false & é-lg-:‘: @ él Dj
AnaIyS|S Close
Filters Charts Timeseries
I T —
Countries Offices Applicants IPC code CPC code Kind code
United States of 13.323 United States of 16,800 HUMAN GENOME 781 ABIK 29,621 ablk 6.556 14,860
America America SCIENCES INC
ABIP 16.173 ablp 6.445 1874
PCT 8.902 PCT 8.902 GILEAD SCIENCES INC 728
CO7D 1483 ablk 45/06 5.819 1996 29 Al 7401
Japan 5168 China 6.718 BRISTOL MYERS SQUIBB 511
COMPANY CO7K 6.103 ablp 43/00 4784 1997 51 B1 2720
China 4328 Japan 5.654
ABBVIE INC 482 CI12N 4,396 ab1p 35/00 4,391 1998 12 B 1280
European Patent 2,033 Republic of Korea 2,939
Office MERCK SHARP AND 398 GOIN 2.3m ablp 3118 4,209 1999 184 A5 748
European Patent 2,528 DOHME CO
Republic of Korea 1.074 Office C12a 2133 ablp 3112 3.346 2000 394 c2 252
ASTRAZENECA AB 39
Eurasian Patent 857 Canada 2.383 CO7H 1.678 c07d 2.825 2001 542 C 79
Organization NOVARTIS AG 351
Eurasian Patent 1393 coic 1.651 ablp 3114 2,693 2002 905 A4 151
Russian Federation 355 Organization RUBEN STEVEN M 330
c1zp 1182 ablp 29/00 2532 2003 ma2 A3 135
India 1.366 ROSEN CRAIG A 312
ADIN .01 c07k 1.845 2004 1.013 C1 48
New Zealand 1.313 MERCK AND CO INC 297
CO7F 1.0230 c07d 471/04 1.924 2005 1.218 A9 40
Mexico 1194 EMORY UNIVERSITY 278
ABIL 684 ab1p 31/00 1.912 2006 1.336 B8 36
Brazil 1748 CONCERT 257
PHARMACEUTICALS INC con 410 ablp 25/00 1.880 2007 1.486 B9 AN
Russian Federation 1121
INCYTE CO 251 ABIF 352 ablp 11/00 1726 2008 1.688 A2 29
Israel 1.002
THE REGENTS OF THE ablp 1/16 U




Patent landscape Report on Ritonavir-

Ritonavir is an antiretroviral drug from the protease inhibitor class used to treat HIV
infection and AIDS. Ritonavir is included in the WHO Model List of Essential
Medicines (EML)1.

The originator company is Abbott Laboratories, which markets Ritonavir under the
brand name Norvir, or in combination with the protease inhibitor Lopinavir, as Kaletra

or Awvia. The U.S. Food and Drug Administration (FDA)
approved the drug in March 1996 for oral solution and in
June 1999 for capsules.

http://www.wipo.int/edocs/pubdocs/en/patents/946/wipo_pub_946.pdf
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Sub-structure search — the concept

W Identification of elements in larger structures
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Search type Type an accepted name, gommercial name, CAS name, IUPAC name
Compound name glyphosate

O search for scaffold

O Include enurnerated Markush structures
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All




Convert structure  Upload structure Structure editor

Found compounds  Found Markush Formulas
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InChl: InChl=15/C3H8NO5P/c5-3(6]1-4-2-10[7,8]9/h4H,1-2H2,[H,5,6][H2,7,8,9]
InChiKey: XDDAORKBJWWYJS-UHFFFAOYSA-N

Molecular Formula: C3H8NO5P

Molecular Weight: 168.0742 g/mol

0 search for scaffold

O Include enumerated Markush structures

Offices
Al

Reset

-

Markush Search
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Substructure Search

Exact Structure Search




Convert structure

Upload structure
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Structure editor
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Found compounds
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Found Markush Formulas

Substructure search results [520 + 39.21%]
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AGTPFONFTDZVTG-UHFFFAQYSA-N

ASVMCVZYJQPGJS-UHFFFACQYSA-N

AWLYCKJTQHNQFP-UHFFFAQYSA-N

AWNMBNITGETLHD-UHFFFAQYSA-N

AZIHIQIVLANVKD-UHFFFAQYSA-N

BAWFCEDURYGLKR-UHFFFAQYSA-N
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BCODAXWIVVDGNI-UPHRSUR.JSA-N

BWXLVABOFYGYRD-UHFFFAOYSA-N

BYCMFVIZGAMXID-UHFFFADYSA-N

CBHXEJUOZATVLT-UHFFFADYSA-N

CKUIMCVLTPVHEW-UHFFFADYSA-N

CMRAPUVJZPYNJR-UHFFFADYSA-N
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Register for upcoming webinars All PATENTSCOPE webinars

Chemical searches in PATENTSCOPE
June 13, 2023 (English) 17:30 - 18:30 Geneva time

wipo.int/patentscope/en/webinar

Busquedas quimicas en PATENTSCOPE
June 14, 2023 (Spanish) 17:30 - 18:30 Geneva time

Online registration

Chemical searches in PATENTSCOPE
June 15, 2023 (English) 08:30 - 09:30 Geneva time

Online registration

Markush searches in PATENTSCOPE
June 22, 2023 (English) 16:00 - 17:00 Geneva time

Speakers: Markush experts & PATENTSCOPE team

Online registration

WORLD
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1. 0993830 NEW STABILIZED GALENIC FORMULATIONS COMPRISING AN ACID LABILE BENZIMIDAZOLE COMPOUND AND ITS PREPARATION
Int.Class AB1K9/26 (7) Appl.No 99116334  Applicant ESTEVE LABORDR  Inventor BALLESTER RODES MONTSERRAT

New stabilized galenic formulations comprising an acid labile benzimidazole compound and its preparation. The new stable oral pharmaceutical formulations are prepared covenng an inert nucleus with a first layer
containing an acid labile benzimidazole compound of formula | and a water soluble polymer. a second isolation layer consisting in a water soluble polymer, talc and a pigment. and a final enteric coating containing
a polymer, a plasticizer and talc.

EP-18.04.2000

NO

IMAGE
AVAILABLE

2. 0773025 NEW STABLE GALENIC FORMULATIONS CONTAINING AN ACID-LABILE BENZIMIDAZOL COMPOUND, AND PRODUCTION PROCESS
Int.Class AB1K 9/26 (7)  Appl.No 96801348  Applicant ESTEVE LABORDR  Inventor BALLESTER RODES MONTSERRAT

New stable galenic formulations containing an acid-labile benzimidazol compound. and preduction process. Said formulations comprise a neutral nucleus on which is applied a layer containing the active
ingredient and comprised of the benzimidazol compound having the general formula [I], a water-soluble polymer and non-alkaline reaction vehicles, and on which is applied a second isolating layer which
comprises a water-soluble polyrmer, a pigment and talcum, and a last enteric layer which contains a polymer, a plastifier and talcum.

EP - 14.05.1987

NO

IMAGE
AVAILABLE

3. 1997511257 BEREREMAR Y XA I8V — LA EBT2HBREANT L — v 7 8Al. RUFOEERE
Int.Class AB1K 31/4439 (7) Appl.No 1996523278 Applicant  Inventor /{L- A4 — - O—FTA, ErhESwy b

JP-11.11.1987

NO

IMAGE
AVAILABLE
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1. WO0/2004/096218 PELLET FORMULATIONS OF ACID-LABILE ANTIULCER BENZIMIDAZOLE COMPOUNDS W0-11.11.2004
Int.Class AB1K 9/60 (7) Appl.No PCT/EP2004/050618  Applicant LABORATORIOS BELMAC, S.A.  Inventor CARVAJAL MARTIN, Luis
They comprize inert granules of sugar/starch which are: initially coated with a non-alkaline active layer having the benzimidazole compound [omeprazole, lansoprazole, pantoprazole, rabeprazole, etc.]. sodium No
and/potassium salts of acids of formula R-0-S03H wherein R is an alkyl radical of a [C8-C20]-fatty acid [preferably sodium lauryl sulfate], [C6-C20]-fatty acids (preferably oleic acid]. sodiurm and/or potassium salts
Of [C8-C20)-fatty acids [preferably potassium oleate]. sodium carboxymethyl starch and polyvinylpyrrolidone: secondly coated with a non-alkaline barrier layer having hydroxypropylmethylcellulose; and finally I M AGE
coated with an enteric layer. The preferred molar ratio (sodium lauryl sulfate]:[oleic acid + potassium oleate] is between 4:1 and B:1. All coatings are done with agueous solutions, suspensions or dispersions at a
relatively high temperature, and all dryings are done at a relatively low temperature and for a relatively short time. They are stable over time and useful for oral administration. AVA"_ABI_E
2. E326384 DRY BLEND PHARMACEUTICAL UNIT DOSAGE FORM US-04.12.2001

Int.Class AB1K31/44 () ApplNo 03645148  Applicant WHITTLEROBERTR.  Inventor Whittle, Robert R.

The present invention provides dry blend pharmaceutical formulations in unit dosage forms comprising per dosage unit one or more active pharmaceutical ingredients or pharmaceutically acceptable salts,
solvates, hydrates. or combinations thereof wherein the ratio of said one or more active pharmaceutical ingredients in said formulations is essentially the same as the ratio of said active pharmaceutical ingredients
in the carresponding. non-formulated drug substance and. wherein said formulations in unit dosage form are adapted for oral administration. I M AG E

AVAILABLE

3. 20070042043 PELLET FORMULATIONS OF ACID-LABILE BENZIMIDAZONLE COMPOUNDS Us-22.02.2007
Int.Class AB1K 31/4427 (7)  Appl.No 10654727  Applicant MARTINLUISC  Inventor Martin Luis Carvajal

They comprise insert granules of sugar/starch which are: initially coated with a non-alkaline active layer having the benzimidazole compound [omeprazole, lansoprazole, pantoprazole, rabeprazole, etc.), sodiumn A .
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1. 0446961 1991
m’ﬂ 87results Offices all Languages all Stemming true  Single Family Member false  Include NPL false |Z & Eg_b @ & m
Int.Class AB1KE
The pharmaceut
carbamoylalkyl,
caamoyalt  FULL QUERY Closs -
may optionally b
MN:(9117-08201"5 OR 9138-09401'5 OR 8238-69401"5 OR 9734-40801"5 OR 0016-85501"5 OR 0039-53701*5 OR 0040-03901"5 OR 0054-75003"5 OR 0087-15801"5 OR 0132-17102"5 OR 1070-61601"5 OR null)
2. 0423748 STABILIZED PHARMACEUTICAL COMPOSITION AND ITS PRODUCTION. EP - 24.04.1881
Int.Class AB1K9/16 (7) Appl.No 90119891  Applicant TAKEDA CHEMICAL INDUSTRIESLTD  Inventor MAKINO TADASHI
The pharmaceutical composition of the invention, which comprises a benzimidazole comnpound of the formula wherein R<1:= is hydrogen, alkyl. halogen, cyano, carboxy, carboalkoxy, carboalkoxyalkyl, carbamoyl, No
carbamoylalkyl, hydroxy, alkoxy, hydroxyalkyl, triflucromethyl, acyl. carbamoyloxy. nitro, acyloxy, aryl. aryloxy, alkylthio or alkylsulfinyl, R<2= is hydrogen, alkyl, acyl, carboalkoxy, carbamoyl. alkylcarbamoyl,
dialkylcarbamoyl, alkylcarbonylmethyl. alkoxycarbonylmethyl or alkylsulfonyl, R<3> and R<b> are the same or different and each is hydrogen, alkyl, alkoxy or alkoxyalkoxy, R<4= is hydrogen, alkyl. alkoxy which I MAGE
may optionally be fluorinated, or alkoxyalkoxy, and m is an integer of 0 through 4. and a basic inorganic salt of magnesium and/or a basic inorganic salt of calcium, is physically stable. AVA"_ '_E
3. D000D3750431 STABILISIERTES ARZNEIMITTEL UND DESSEN HERSTELLUNG. DE-22.12.1994
Int.Class AB1K31/44 (7) AppLNo 3750431  Applicant TAKEDA CHEMICAL INDUSTRIESLTD  Inventor HIRAI SHIN-ICHIRO
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1. 2313045 COMPOSITIONS ANALGESIQUES RENFERMANT UN DERIVE DE L'ACIDE INDOLE-3-ACETIQUE
Int.Class CO7D 209/28 (7) Appl.No 7616481  Applicant SUMITOMO CHEMICALCO  Inventor

FR-31.12.1876

NO

IMAGE
AVAILABLE

2. 49695 SYNERGISTIC ANALGETIC COMPOSITIONS CONTAINING AN INDOLE ACETIC ACID DERIVATIVE AND A NARCOTIC OR ANTI- NARCOTIC ANALGESIC COMPOUND
Int.Class AB1K 045/08 (?) Appl.No 49695  Applicant SUMITOMO CHEMICAL COMPANY LTD.  Inventor

IL-17.12.1978

NO

IMAGE
AVAILABLE

3. 1513646 ANALGESIC COMPOSITIONS
Int.Class CO70 209/28 (?)  Appl.No 2230076  Applicant SUMITOMO CHEMICALCO  Inventor

1513646 Analgesic compositions SUMITOMO CHEMICAL CO Ltd 28 May 1876 [2 June 1875] 22300/76 Heading ASB Analgesic compositions comprise, as active ingredients, a synergistic mixture of an indole-
3-acetic acid derivative of the formula: wherein R is halobenzoyl, piperonyloyl. or cinnamoyl and R 1 is 5-methaoxy or 5, B-methylenedicxy and an analgesic compound selected from a compound of the formula:
wherein R 2 and R 3 are each independently of one another C 1-3 alkyl and R 4 is 4-[4-fluorophenyl]-4-oxobutyl. cyclopropyl methyl or 3- methyl-2-butenyl: a compound of the formula: wherein R: is a hydrogen
atom or C 1-3 alkyl; a compound of the formula: and a compound of the formula: wherein R 8 is C 1-3 alkyl; and a pharmaceutically acceptable carrier or diluent. The compositions may be administered orally,

& .

parenterally or rectally in the form of tablets, capsules, solutions, supp ies. p or susp 15,

GB-07.06.1978

NO

IMAGE
AVAILABLE
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CHEM:(FPIPGXGPPPQFEQ-OVSJKPMPSA-N OR QGNJRVVDBSJHIZ-QHLGVNSISA-N OR SHGAZHPCJJPHSC-YCNIQYBTSA-N OR VYGQUTWHTHXGQB-FFHKNEKCSA-N OR GGCUJPCCTQNT.
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1. 20010002396 COMPOSITIONS AND METHODS OF TREATING SKIN CONDITIONS US-31.05.2001
Int.Class AB1K31/59 (7) Appl.No 09118632 Applicant ACHKAR CHARLES  Inventor ACHKAR CHARLES
A composition is described comprising a vitamnin D analog and a retingid, wherein: (a] the vitamin D analog is capable of binding a vitamin D receptor or being converted in vivo into a compound capable of binding a No
vitamin D receptor; and [b] the retinoid is selected from the group consisting of a cornpound capable of binding a retinoic acid receptor, retinol in a concentration of at least about 0.1% and a compound in a
concentration of at least about 0.% capable of being converted in vivo into retinol. Further, methods of treating disorders characterized by abnormal cell-proliferation and/or cell-differentiation are also described. I M AG E
2. 20060177392 OIL-BASED COMPOSITION FOR ACNE US-10.08.2008
Int.Class AB1K31/185 (7) ApplLNo 11293632  Applicant WALDEN WILLIAM  Inventor Walden William
An oil-based topical composition for use on the skin containing at least one compound from the class of retinoids. which are useful as medicinal agents. in an oleaginous solution composed substantially of non- No
ionic lipids, which are useful as vehicles for nonpolar compounds. I AG E
3. 1647256 DENDRITIC CELL INFILTRATIVITY ACTIVATING COMPOSITION AND IMMUNE ACTIVATOR EP - 18.04.2006
Int.Class AB1KE/00 (?) Appl.No 02817413  Applicant ONCOREXINC  Inventor KOBAYASHI M 100y e
The present invention's compositions for activating the infiltration activity of dendritic cells comprise retinoid. Retinoid increases the production of MMP-8, which is required for dendritic cells to exert their = E‘.‘]E.z_,‘;]
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CHEM:(FPIPGXGPPPQFEQ-OVSJKPMPSA-N OR QGNJRVVDBSJHIZ-QHLGVNSISA-N OR SHGAZHPCJIPHSC-YCNIQYBTSA-N OR VYGQUTWHTHXGQB-FFHKNEKCSA-N OR GGCUJPCCTQNTJF-FRCNGJIHISA-N OR
KGUMXGDKXYTTEY-UHFFFAOYSA-N OR SHGAZHPCJJPHSC-XFYACQKRSA-N OR SNNNNJSLHCXUOJ-OVSJKPMPSA-N OR ZELWYCSDHIFMOP-NBIQJRODSA-N OR SFRPDSKECHTFQA-ONOWFSFQSA-N OR
CVKNZADKHLEGHJ-GHSBTYJGSA-N OR FPIPGXGPPPQFEQ-HWCYFHEPSA-N OR FPIPGXGPPPQFEQ-IOUUIBBYSA-N OR FPIPGXGPPPQFEQ-MKOSUFFBSA-N OR RIQIXOWVAHQES-UNAKLNRMSA-N OR
SHGAZHPCHPHSC-ZVCIMWCZSA-N OR PLIUCYCUYQIBDZ-RMWYGNQTSA-N OR RQANARBNMTXCDM-QKYUZGMISA-N OR HUJGQNOFRYYLCL-JPYACPPYSA-N OR LQBHPDDJEMOJQA-ABRSJASVSA-N OR
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DUJWRZOWWKXMQN-NIQTZHIZSA-N OR DUJWRZXXWKXMQN-QKCUHLIZSA-N OR FFXRFTXBBHBYGF-UHFFFAOYSA-N OR JRIOGWHAHGLQQQ-PIQHMQCSSA-N OR JRIOGWHAHGLQQQ-QHATWZQYSA-N OR
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An oil-based topical composition for use on the skin containing at least one compound from the class of retinoids, which are useful as medicinal agents, in an oleaginous solution composed substantially of non-
ionic lipids. which are useful as vehicles for nonpolar compounds.
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_og and a retinoid, wherein: [a] the vitamin D analog is capable of binding a vitamin D receptor or being converted in vivo into a compound capable of binding a
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1. 20010002396 COMPOSITIONS AND METHODS OF TREATING SKIN CONDITIONS US-31.05.2001
Int.Class AB1K31/69 (7) Appl.No 09118632 Applicant ACHKARCHARLES  Inventor ACHKAR CHARLES
A composition is described comprising a vitamin D analog and a retinoid, wherein: [a] the vitamin D analog is capable of binding a vitamin D receptor or being converted in vivo into a compound capable of binding a No
vitamin D recepter; and [b] the retinoid is selected from the group consisting of a cornpound capable of binding a retinoic acid receptor, retinol in a concentration of at least about 0.1% and a compound in a
concentration of at least about 0.%6 capable of being converted in vivo into retinol. Further. methods of treating disorders characterized by abnormal cell-proliferation and/or cell-differentiation are also described. I M AG E
2. 20060177392 OIL-BASED COMPOSITION FOR ACNE US-10.08.2006
Int.Class AB1K31/185 (7) AppLNo 11293682  Applicant WALDEN WILLIAM  Inventor Walden William
An oil-based topical composition for use on the skin containing at least one compound from the class of retinoids, which are useful as medicinal agents, in an oleaginous solution composed substantially of non- NO

ionic lipids. which are useful as vehicles for nonpolar compounds.

IMAGE

3. 1647256 DENDRITIC CELL INFILTRATIVITY ACTIVATING COMPOSITION AND IMMUNE ACTIVATOR EP - 18.04.2006
Int.Class AB1K 6/00 @ Appl.No 03817418  Applicant ONCOREXINC  Inventor KOBAYASHI M i0Gs ms
=01 i i

The present invention's compositions for activating the infiltration activity of dendritic cells comprise retinoid. Retinoid increases the production of MMP-8, which is required for dendritic cells to exert their E
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1. 2027860 THE USE OF NICOTINE, ANALOGUES THEREOF, PRECURSORS THEREOF OR DERIVATIVES THEREOF IN THE TREATMENT (
CAPABLE OF IMPROVEMENT WITH ALPHA-MSH ADMINISTERED IN PROPHYLACTIC OR THERAPEUTIC FORM

Int.Class AB1K 31/465 (7) Appl.No 06747531 Applicant SOLIS HERRERAARTURO  Inventor SOLIS HERRERA ARTURO

This invention protects the use of nicotine, analogues thereof precursors thereof or its derivates for treatment of inflammatory. infectious, candidal or
of the central nNervous system. of kidneys. the lungs, liver]. depression. obesity. bone disease and the like. which can be improved by means of intensii
given the fact that this hormone are extraordinary properties: e.g. . it has an antipyretic potency 20.000 times as great as acetaminophen, its antimicr
gentamycine, it is the best anticandidiasic known: it inhibits apoptosis of various stem cells. and significantly modulates the inmmune reactions, and |
affect its release may have significant therapeutic potential. This patent protects the use of nicotine. analogues thereof. precursors thereof or its derivat
and/or reducing the bicavailability of £-MSH in blood and/or central or peripheral tissues to accentuate or diminish the effect of the =-MSH by means of
its effect on the correspending receptors of any cell, tissue or organ in the body, administrated for therapeutic and/for prophylactic purposzes in the short |

2. 4812446 PHARMACEUTICAL PRODUCTS PROVIDING ENHANCED ANALGESIA
Int.Class AB1K 21/13 (?)  Appl.No 07074855 Applicant The Procter & Gamble Company  Inventor Brand Larry M.

An analgesic composition comprising capsaicin or a capsaicin analogue and an analgesic selected from the class of non-steroidal anti-inflammatory, as
disclosed. This combination has been found to exhibit unexpectedly enhanced analgesic activity in humans and lower animals without a correspond
effects.
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1. 2008518914 COMPOSITIONS COMPRISING ACETAMINOPHEN, CAFFEINE AND OPTIONALLY AN ALKALINE SUBSTANCE TO ENHANCE ABSORPTION
Int.Class A*BB1K21/167 () Appl.No 2007539080 Applicant J/UL=+ 2 F—4— Inventor O« U1 —

analgesia.~” An effective amount of acetaminophen. caffeine, and optionally a first analgesic containing aspirin.” The active expression of the antipyretic composition is analgesia to
the first composition,”” At least one alkaline material is included to accelerate the onset of antipyretic activity, thereby increasing the production of the second composition. The second
composition comprising the alkaline material is biologically equivalent to the first composition. but is more analgesic than the first compesition.”” The expression of the antipyretic
activity is fast

JP-05.06.2008

NO

IMAGE
AVAILABLE

2. 2003171266 ANTIPYRETIC PREPARATION CONTAINING XYLITOL
Int.Class AB1K 31/047 () Appl.No 2002358676  Applicant ROQUETTE FRERES  Inventor WILS DANIEL
PROELEM TO BE SOLVED: To provide an antipyretic preparation to be administered by any means except for oral administration.

SOLUTION: The antipyretic preparation is composed of an antipyretic agent and a synergistically active amount of xylitol. The antipyretic agent content is 2-100 mg and the xylitol
content is 0.5-15 g wherein the content means the daily dose per 1 kg body-weight.

COPYRIGHT: [C]2003.JPD

JP-17.06.2003
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1. WO2003033001 - COMBINATIONS COMPRISING COX-2 INHIBITORS AND [
ASPIRIN

PCT Biblio. Data Description Claims Mational Phase MNotices Compounds Documents
Latest bibliographic data on file with the International Bureau PermalLink Machin
Publication Number Title
W0/2003/033001 [EN) COMBINATIONS COMPRISING COX-2 INHIBITORS AND ASPIRIN
[FR) COMBINAISONS CONTENANT UN INHIBITEUR DE COX-2 ET DE L'ASPIRINE
Publication Date
24,04 2003 Abstract
[EN]
International Application No. A pharmaceutical compsition is provided for treatment of conditions in mammals which are responsitive to COX-2 inhibition which comprise:
PCT/ERPZ002/011380 ::FD;(]Q inhibitor and low-dosa aspinin for simultaneous. sequential or separate use.
, . L'invention se rapporte & une composition pharmaceutique utile dans le traitement d'états chez les mammiféres qui sont réceptifs & Uinhil
International Filing Date N - I L ] p T .. . L
comprenant & la fois un inhibiteur de COX-2 et de l'aspirine faiblement dosée pour une utilisation simultanée, séquentielle ou séparée.
10.10.2002
. Also published as
Chapter 2 Demand Filed NO20041432 MXPA/2/2004/003365 KRI1020040044891 VNS290 ZAZ004/01302 IL160620 EP1435968 JP2005505608 US20040235802 US2
13.03.2008 CNIE25405 CA2458981 NZ532158 AU2002242914 AU2006249254 (D029.128
IPC (%)
| ABTK 31/365 [2006.01) | ABTK 31/415 [2006.01)
| ABTK 31/60 [2006.01) | ABTK 45/06 [2006.01]
View more classifications
DM. DZ. EC. EE. ES. FI. FR. GB. GD. GE. GH. GR. HR.
HU, 1D, IE, IL. IN, IS, IT, JP. KE, KG, KP. KR, KZ, LC.
LK. LT, LU, LV, MA, MC, MD. MK, MN, MX, NL. NO, NZ.



It has been proposed to treat a condition selected from the group consisting of acute coronary ischemic syndrome, thrombosis, thromboembolism, thrombotic
first or subsequent thrombotic stroke, in a patient having the condition, comprising administering to the patient a therapeutically effective amount of an antipla
amount of a COX-2 inhibitor [US Patent No. 6.136.804; Merck]. This combination therapy is stated to provide enhanced treatment options as compared to adminis
alone. is identified as an antiplatelet agent that may be used in this combination therapy and recommmended for use at dosages generally in the range fi
found. in accordance with the present invention. that diseases involving platelet aggregation. such as those identified above. may be treated or avoided during 1
administered in combination with m at dr and furthermore that particular advantageous results are obtained if a b-alkyl-2
in combination with m as antiplatelet inh (W] OH

Accordingly the present invention provides a pt eatment of conditions in mammals which are responsive to COX-2 inhibition whic
inhibitor and low-dose m for simultaneo 0 o

Further the invention provides the use of a COX;: \f a medicament, for use in combination with low-dose m for treatment of cc
inhibition.

In a further embodiment the invention provides uffering from a condition which is responsive to COX-2 inhibition cormprising admi

inhibitor in combination with low-dose m

et further the invention provides use of low-dose m to treat acute coronary ischemic syndrome, thrombosis, thromboembolism, thrombotic occlusion an
infarction, and first or subsequent thrombotic stroke, in a patient having the condition, when the low-dose m is administered in combination with an effec
m iz administered together with the COX-2 inhibitor for cardio-protection, e.g. in view of the anti-platelet aggregation activity of w

In the present description the term "treatment” includes both prophylactic or preventative treatment as well as curative or disease modifying treatment, includi
suspected to have contracted the disease as well as ill patients. In preferred embodiments of the invention "treatrment” comprises primary or secondary preven

The invention is generally applicable to the treatment of conditions in mammals which are responsive to COX-2 inhibition. Forinstance. for the treatment of cycl
inflammation, pyresis. pain, osteocarthritis, rheurnatoid arthritis. migraine headache, neurodegenerative diseases [such as multiple sclerosis], Alzheimer's disea
COX-2 inhibitors are further useful for the treatment of neoplasia particularly neoplasia that produce prostaglandins or express

cycleoxygenase, including both benign and cancerous tumors, growths and pelyps. COX-2 inhibitors may be employed for the treatment of any neoplazia as for .
Publication Mo, WO 88168227, published 23 April 1998, in particular epitheliurn cell-derived neoplasia. COX-2 inhibitors are in particular useful for the treatment of
breast cancer and, especially gastrointestinal cancer, for example cancer of the colon, and skin cancer, for example squa us cell or basal cell cancers and mela

The compositions. uses and methods of the present invention represent an improvemnent to existing therapy of cenditions in marmmals which are responsive to |
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The present invention relates to orally disintegrating tablets, useful in particular for the treatment of pain, corﬁ:‘rising a fixed dose combination of [EEEETEN TR _ caffeine and corresponding
manufacturing processes.

In an effort to develop more convenient dosage forms with an increased likelihood of improved compliance for certain product indications and patient populations, solid dosage forms are developed that can be ingeste
simply by placing them in the oral cavity. e.g. on the tongue. The products are designed to disintegrate rapidly on contact with saliva, thus eliminating the need to chew the tablet, swallow an intact tablet, or take the t:
with any liquids [7, 8. 9]

A fixed dose combination is a pharmaceutical preparation which contains one er more active pharmaceutical ingredients combined in a single dosage form presented in certain fixed doses. Typically. these fixed dose
combination drug products offer benefits over the individually dosed single dose preparations. e.g. efficacy. dose reduction. ease of administration, safety. convenience, compliance.

A known fixed dose combination for the treatment of pain is the triple combination of FEEE T EETENTEETE, and caffeine. A triple combination of the above ingredients is also listed as a drug product al

with specifications within USP 31 ; the monograph is entitled and Caffeine Tablets”
Paracetarmol

(-

LU= EENTRAITEETT . also known asm [USAN], is PUERERI G [WENEGTEETRN, CoHg04, with a molecular mass of 180.157 Q , CAS B0-78-2, appears as colourless or white crystals or white

crystalline powder. B0 EETEN TR s slightly soluble in water, freely soluble in alcohol and soluble in chloroform and e |cyl|c aC|d should be stored in airtight containers. The compound is stable in d

air but hydrolyses in contact with moisture to acetic and salicylic acids. Its pKz-value is 3.48. [l WERTEY TGN exhibits nt stability profile. The compound is sensitive to temperature as well.

LI EEITETTEETGE has a slightly bitter and pronounced acidic taste. [ EETSUTEEELE is used as an analgesic to reliey s and pains. Furthermore, the cormmpound has an antipyretic effect. and is also us
an anti-inflammatory medication. Due to its anti-clotting effect =R TaN =TT m] is also indicatedrin long-terr |r prevention of heart attacks. strikes and blood clot formation [2].

[USAN], also termed , is WEEE G N IERS ETNT . CsHgNQo, with a molecular mass ¢ 0 L. , CAS 103-90-2, appears as white odourless crystalline powde

which is sparingly soluble in water, soluble 1in 20 of boiling water, and in 1in 10 of alcohol. The compound is very slightly soluble in ether and in methylene chloride. Its pKz-value is 9.38. The compound has a pronounce
bitter taste. The drug substance is widely used as analgesic compound and antipyretic medication. In combination with non-steroidal anti-inflammatory drugs or opioid analgesics, is used alzo in the
management of more severe pain [2].

Caffeine, which is 1.3, 7-trimethyl-TH-purine-2.6[2H,7H]-dione, CgH1gM402, with a moelecular mass of 194.19 g/mol. Caffeine, CAS 58-08-2, appears as odourless, white needles or powder, which sublime readily. Caffeine is
sparingly soluble in water and freely soluble in boiling water and in chloroform. Caffeine is slightly soluble in dehydrated alcohoel and in ether. Its pKa-value is in the order of 0.6. The compound has a pronounced, long
lasting. distinct bitter taste [2].

Drug products corprising these actives ingredients in a certain ratio are known for decades. e.g. in 1346 Germany's Dr. Karl Thomae GmbH developed Thamapyrin®and Bristol-Myers Squibb introduced its Excedrin® Ext
Strength within the United States within the early 80ties. Both products are non-prescription. over-the-counter pain relievers [3. 4].

The current German Thomapyrin'g’ drug product ['I'horr'na;:f‘!,rrin‘gJ classic] comprises 250 mg EEEGEEIENITEERTLE. 200 mg and 50 mg caffeine. The current marketed drug product is formulated as an
immediate release tablet.

Immediate release Excedrin Extra Strength for the US market comprises 250 mg === EETRITSETR, 250 mg and 65 mg caffeine. In contrast to the European product, the US preparation contains slig
higher drug substance loads fDr and caffeine, i.e. 50 mg and 15 mg. respectively. In addition, the US product is formulated as film-coated tablet instead of a plain tablet.
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