PEDI ATRI C FORMULATI ON OF GATI FLOXACI N Abstract: There is provided in
accordance with the present invention the quinolone antibacteri al

gatifl oxacin adequately taste- masked so that it can be utilized for

pedi at r i c(RINTERNATICOAE. APPLICATION RUBLISEELONFRKH FFATEN eC @FPEGATION| TBR.41N (RCBINA
one or both of stearic acid and palmtic acid in a narrow weight ratio has
been found to effectively mask the bi taste of gatifloxacin. The taste
of gati f(19»aeidmteliestus PFoperty Oghiyizatios K

AT

)
)

in the subject crystal Y

i {&pot
suspensi on t hr otigdinadiofalBdreadosage cycR&Q
Gati fl oxacin

2 MR B o RAGMBG i

be readily @jantbablicafrabli@b&ongeé | on from t he St (®0ydoternational Publication Number

/000175 A3

3 January 2003 (03.01.2003)

PCT

WO 03/00017S A3

(51) International Patent Classification”>  A61K 31/496,

CO07D 401/10

(21) International Application Number: PCT/US02/14596

(22) International Filing Date: 10 May 2002 (10.05.2002)

(25) Filing Language: English

(26) Publication Language: English

(30) Priority Data:

60/299,625 20 June 2001 (20.06.2001) US

(71) Applicant: BRISTOL-MYERS SQUIBB COMPANY
[US/US]; PO. Box 4000, Princeton, NJ 08543-4000 (US).

(72) Inventors: RAGHAVAN, Krishnaswamy, S.; 3 Hickory
Court, Cranbury, NJ 08512 (US). RANADIVE, Sunanda,
A.; 24 Agate Road, East Brunswick, NJ 08816 (US). BE-
MBENEK, Kenneth, S.; F-12 Lincoln Lane, Dayton, NJ
08810 (US). BENKERROUR, Loutfy; 18, rue Triphaine,
F-75015 Paris (FR). TROGNON, Veronique; 9, chemin
du Guenoil, F-44420 la Turballe (FR). CORRAOQO,
Richard, G.; One East Dickens Court, Jackson, NJ 08527
(US). ESPOSITO, Luigi; 29 Lexington Road, Howell, NJ
07731 (US).

74) Agent: MORSE, David, M.; Bristol-Myers Squibb Com-
g ¥ q
pany, P.O. Box 4000, Princeton, NJ 08543-4000 (US).

(81) Designated States (national): AE, AG, AL, AM, AT, AU,
AZ,BA, BB, BG, BR,BY, BZ, CA, CH, CN, CO, CR, CU,
CZ, DE, DK, DM, DZ, EC, EE, ES, FI, GB, GD, GE, GH,
GM, HR, HU, ID, IL,, IN, IS, JP, KE, KG, KP, KR, KZ, L.C,
LK, LR, LS, LT, LU, LV, MA, MD, MG, MK, MN, MW,
MX, MZ, NO, NZ, OM, PH, PL, PT, RO, RU, SD, SE, SG,
SI, SK, SL, TJ, TM, TN, TR, TT, TZ, UA, UG, UZ, VN,
YU, ZA, ZM, ZW.
(84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European patent (AT, BE, CH, CY, DE, DK, ES, FI, FR,
GB, GR, IE, IT, LU, MC, NL, PT, SE, TR), OAPI patent
(BE, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR,
NE, SN, TD, TG).

Published:

—  with international search report

(88) Date of publication of the international search report:
10 April 2003

For two-letter codes and other abbreviations, refer to the "Guid-
ance Notes on Codes and Abbreviations” appearing at the begin-
ning of each regular issue of the PCT Gazette.

(54) Title: PEDIATRIC FORMULATION OF GATIFLOXACIN

] (57) Abstract: There is provided in accordance with the present invention the quinolone antibacterial gatifloxacin adequately taste-
masked so that it can be utilized for pediatric formulations. A crystalline co-precipitate of gatifloxacin and one or both of stearic acid
and palmitic acid in a narrow weight ratio has been found to effectively mask the bitter taste of gatifloxacin. The taste of gatifloxacin
is effectively masked in the mouth and in aqueous suspension through a full dosage cycle, typically fourteen days. Gatifloxacin in
the subject crystalline co-precipitates has been found to be readily available for absorption from the stomach.
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