
(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 

(19) World Intellectual Property Organization 
International Bureau 

11 W (10) International Publication Number 
(43) International Publication Date f .. ,„ 

24 June 2010 (24.06.2010) WO 2010/070370 A1 

(51) International Patent Classification: 
C07D 295/135 (2006.01) 

(21) International Application Number: 
PCT/HU2009/000109 

(22) International Filing Date: 
18 December 2009 (18.12.2009) 

(25) Filing Language: English 

(26) Publication Language: English 

(30) Priority Data: 
P0800765 18 December 2008 (18.12.2008) HU 

(71) Applicant (for all designated States except US): 
RICHTER GEDEON NYRT. [HU/HU]; Gyomroi lit. 
19-21, H-l 103 Budapest (HU). 

(72) Inventors; and 
(75) Inventors/Applicants (for US only)-. CZIBULA, Laszlo 

[HU/HU]; Gergely u. 48 IV/39, H-l 103 Budapest (HU). 
JUHASZ, Balint [HU/HU]; Dr. Leber Lajos u. 8/A, 
H-2045 Torokbalint (HU). AGAINE CSONGOR, Eva 
[HU/HU]; Rozalia lit 35, H-1031 Budapest (HU). SE-
BOK, Ferenc [HU/HU]; Fay u. 67, H-5800 Mezokovac-
shaza (HU). GALAMBOS, Janos [HU/HU]; Cserkiit u. 
40, H-l 162 Budapest (HU). NOGRADI, Katalin 
[HU/HU]; Kossuth Lajos u. 145/A, H-l 182 Budapest 
(HU). 

(74) Agent: RICHTER GEDEON NYRT.; Gyomroi lit 
19-21, H-l 103 Budapest (HU). 

(81) Designated States (unless otherwise indicated, for every 
kind of national protection available)'. AE, AG, AL, AM, 
AO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ, 
CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM, DO, 
DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT, 
HN, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP, 
KR, KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, 
ME, MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, 
NO, NZ, OM, PE, PG, PH, PL, PT, RO, RS, RU, SC, SD, 
SE, SG, SK, SL, SM, ST, SV, SY, TJ, TM, TN, TR, TT, 
TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW. 

(84) Designated States (unless otherwise indicated, for every 
kind of regional protection available)'. ARIPO (BW, GH, 
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, 
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, 
TM), European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, 
ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, LV, 
MC, MK, MT, NL, NO, PL, PT, RO, SE, SI, SK, SM, 
TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, 
ML, MR, NE, SN, TD, TG). 

Declarations under Rule 4.17: 
— as to applicant's entitlement to apply for and be granted 

a patent (Rule 4.17(H)) 

Published: 
— with international search report (Art. 21(3)) 

(54) Title: PROCESS FOR THE PREPARATION OF PIPERAZINE COMPOUNDS AND HYDROCHLORIDE SALTS 
THEREOF 

Ri 

o 
i> 
m o 
i> o 

o 
CJ 

O 
& 

N 
I 
R2 

A 
(I) 

(57) Abstract: The invention relates to a new process for the preparation of compounds of general formula (I) and hydrochloric 
acid alts and/or hydrates and/or solvates thereof, by dissolving suspending trans 4-[2-[4-(2,3-dichlorophenyl)-piperazinel-il]-cy-
clohexylamine of formula (III) or a salt or a hydrate or a solvate thereof in an inert solvent in the presence base then adding a car­
bonic acid derivative of general formula (VI) wherein R is alkyl with Ci-6 straight or branched chain or C1-2 fully halogenated 
alkyl, Z is -O-R or -X, wherein R is as described above, X is halogen, and reacting the compound of general formula (IV) ob­
tained wherein R is as described above, in situ or, optionally in isolated state with an amine of general formula (V) wherein Ri and 
R2 are as described above to obtain the compound of general formula (I) and then optionally forming the hydrochloride salts 
and/or hydrates and/or solvates thereof. 


