Orbit Chemistry: Ilonck u aHau3 MOJIEKYJI

baza Orbit Chemistry, nonHocTblo HHTerpupoBanHas B miatdopmy Orbit Intelligence, npennasnauena
ISl IOMCKA MOJIEKYJT B OoJiee ueM 75 MIJUTHOHAX MAaTeHTHBIX TOKyMeHTax. [IpocTasi B MCIIONB30BaHNUH,
0aza MojIep)KUBaeT BCE THIIBI TOMCKA MOJIEKYJI, PACHIO3HACT BCE XMMHYECKHE CHHOHUMBI JIEMEHTOB U
romMoraeT ObICTPO HAWTH, I/Ie B CEMEHCTBE IIATCHTOB YIIOMHUHACTCSI HHTEPECYIOIast Bac MoJieKyJia. B 6aze
BO3MO’KEH MOKMCK IPYIITBI MOJIEKYJI, HIMEIOLINX 00IIee SIpO, ¢ TIOMOIIBI0 (DYHKIIMH HOHCKA 10
cyOcTpykType uiu cTpykrypam Mapkyiia. baza Orbit Chemistry Taxke criocoOHa npeoOpa3oBhIBaTh
HaMMCHOBAHHS B PEIAKTUPYEMbIE CTPYKTYPBI.

baza Orbit Chemistry — 3T0:

e IIpocToii mocTyn K XuMHUECKOH HH(OpMAIIUY IPH YTEHUH MaTeHTA.

e DBricTpas uHAeKcanys MaTeHTOB.

e lIpocToe coderanme moncKa MOJIEKYJ C BRICOKOKadecTBeHHOM 0a30i manHbIx Orbit Intelligence
(TIOMCK TI0 KITIOUEBBIM CIIOBaM HJIH 110 MTOCTIEIOBATELHOCTSIM).

IIpocroe coueranue ¢ Ha3BaHUM, IIPABOBBIX CTATEW U KIIFOUEBBIX CJIOB!
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+ Malecules ::hgpmoess as claimed in any one of claims 1 to 3 in which the dispersion additionally contains &
ilica.
; 5. A process as claimed in claim 1 in which the spray dried dispersion consists essentially of about |

@ [and |~ [Sub-structure search |~ |aspirin e : about 80% by weight Ibuprofen, about 1.5% to about 6% by weight of a disintegrant selected from th

h ¢ cansisting of crospovidone, croscarmellose sodium and sedium starch glycolate, about 8% to about 1
r weight pregelatinized starch and about 0.2% to about 2% by weight of a wetting agent selectad
a class consisting of a palyvinylpyrrolidone and sodium lauryl sulfate.
a 6. A process as claimed in claim 5 which additionally contains about 0.1% to about 0.35% by we
calloidal silica
a =l [ = . a 7. A process for preparing 3 coated compressed fablet containing ibuprofen characterised in th
and _Exact search acetaminophen 9 a product of the process claimed in any one of claims 1 to 6 is incorporated as the ibuprofen componel
B. A process as claimed in claim 7 wherein the tablet is a sugar coated compressed tablet.
a Description
a (EP-298666)
The invention relates to spray dried P comprising aggl of ibuprofen in a gela
= w w | ibuprofen -~ starch matrix and te a method for manufacture thereof.
and -E‘an search " ‘vi a The commercial analgesic, aspirin, can be dry-mixed with starch and is then directly compressit
tablets. The commerical analgesic , on the other hand, cannot be similarly dry mixi
directly compressed but must be further processed such as, for example, by wet granulation; by
drying with pra gs\aunlzed starch as described in European Pat. Appln. EP 40,472
flubdizing d sodium callulose in hot air, pulverizi
i - — . mixture with pregelatinized s‘ar:h paste, and drying as described in Fr. Demande FR 2 498 461.

3 Jand v |Exact search ¥ | E.g.: acetaminophen Qla The egsnalgasu:. Ibuprofen is also d.ﬁergm from asplrin in that it cannot be dry-mixed with
and directly compressed i - rofen tablets have been prepared from
granulation of a bindar an with lubricants and disintegrating ager
compressed into tablets. T| sing steps and is disadvantageous be
of the equipment costs, tin s rate. A dry granulation process is descr
United States Patent 4,609
The present invention proj position which is directly compressit
tablets. The spray dried co implify production of tablats to a simple
and tabletting operation wi ounts of conventional tabletting lubricar
with a minimal rejection ra blets. Moreover, tablets formed from the
dried compasitions have o ct of friability, disintegration and diss
proparties, and have excell high dosage levels of ibuprofen.

The spray driad ibuprofen . prisa finely divided ibuprofen in a gela
starch matrix and may b pe. The spray dried compositions co
IBUPROFEN se sudlum andJor scu:hum s|an:h gly

Ibuprofen, a8 dlsm‘eg

BricTpast naeHTH(UKALNS TOXOKUX CTPYKTYp OJiaroaapst MOUCKY 10 CyOCTPYKTypaM U pacIIupeHHON

(yHKUIWY BBIICTICHUS:



3-{4-Fluorobenzyl)-1 -methyl-5-[1 -(2-methyl-2H-pyrazol-3-yl-imiiazo[1 5-a]pyridine-3- carbonyll-1 H-quinazoline-2 4-dione:

3-{4-Fluorobenzyl)-1 -methyl-6-[1 -(1 -methyi-1 H-pyrazol-4-yl)-midazo[1 5-a]pyndine-3- carbonyl]-1 H-quinazoline-2 4-dione,
. 3-{4-Fluorobenzy!)-1 -methyl-5-[1 -(1 -methyl-1 H-pyrazol-4-yl-imidazo[1 5-ajpyndine-3- carbonyll-1 H-quinazoline-2 4-dione;
& 3-{4-Fluorobenzy!)}-6-{1 -(1 -methyl-1 H-pyrazol-4-yi)-imidazo{1 5-ajpyridine-3-carbonyf]-1 - propyl-1 H-quinazoiine-2 4-dione:
18 6-(1 -Bromo-2-methyindolzine-3-carbonyl)-2, 4-dioxo-1  4-dihydro-2H-quinazolin-3- yljacetic acid methy| ester
[6-(1 -Bromo-2.-methyindolizine-3-carbanyl)-2,4-dioxo-1 4-Gihydro-2H-quinazolin-3- yijacebic acid tert-butyl ester.
bt 4 Y
H
i1 H-pyrazolo[3. 4-bjpyndin-6-yl)nicotnonitrie:
c 2 ;1 -Methyi-3-phenyl-6-(6-pyrrolidin-1 -ylpyridin-3-yi)-4-
N W:‘*:‘-—,“ i 1H 4- bipyridine
[¢]
s
d OO OO = 3-
opy || oo @
yi-1 H-pyrazolof3 4-blpyridin-6-yl)nicotinonitrile; e o
1 My&&-{&marpholn-l oo 335 olof3,4- bjpyndine
6-(6-Methoxypyridin-3-yl)}-1 -methyl-3.phenyl 4-bjpyridine; 1 -
trifluoromethyl- 1 N-pyra.olo(} 4. blpyridine.
1 - Methyl-6-(2-methyi-S-trifluoromethyl-2H.5 sthyl-1 H- pyrazol
6-(6-Morpholin-4-yipyridin-3-yi)-3-phenyl-4-tr syridine
6-(6-Methoxypyridin-3-yf)-3-phenyl-4-trfiuorg e
5(3-Phenyl4 H o3, NN 34-
¥ v METHYL-3-PHENYL-4-
2-Amino-5-(4 2-methy-2H-py1 TRIFLUOROMETHYL-1 H- e
PYRAZOLO[3,4- YL)PHENYL]AMINE
d ; i BJPYRIDIN-6- —
in the form of the base o of an acic-addition YL)BENZAMIDE
3. Compounds of formula (1) according fo Claim 1, charactenized in that R2represents a group.
o -CHF2, except when Rdlocated on the nitrogen alpha to R3represents a methyl group and Rrepresents a hydrogen atom, o -COOH,
° x:onnas in which RSrepresents a hydrogen atom or a linear group (CrC3)alkyl omun, substituled with a pyridyl group or an aromatic group
chosen from aryl and pyridyl. in the form of the base or of an acid-addition or base-addition
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