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

CORRECTED VERSION 
(19) World Intellectual Property 

Organization 
International Bureau 

(43) International Publication Date 
4 August 2011 (04.08.2011) WIPOIPCT 

(10) International Publication Number 

WO 2011/092226 A8 

(51) International Patent Classification: 
C07D 231/06 (2006.01) C07D 409/12 (2006.01) 
C07D 231/54 (2006.01) C07D 513/10 (2006.01) 
C07D 409/04 (2006.01) C07D 491/107 (2006.01) 

(21) International Application Number: 

(22) International Filing Date: 

(25) Filing Language: 

(26) Publication Language: 

PCT/EP2011 /051100 

27 January 2011 (27.01.2011) 

English 

(30) Priority Data: 
10152097.1 29 January 2010 (29.01.2010) 
61/299,363 29 January 2010 (29.01.2010) 

English 

EP 
US 

(71) Applicant (for all designated States except US): ABBOTT 
HEALTHCARE PRODUCTS B.V. [NL/NL]; C.J. van 
Houtenlaan 36, NL-1381 CP Weesp (NL). 

(72) Inventors; and 
(75) Inventors/Applicants (for US only): VAN LOEVEZIJN, 

Arnold [NL/NL]; c/o Abbott Healtcare Products B.V., C.J. 
van Houtenlaan 36, NL-1381 CP Weesp (NL). LANGE, 
Josephus H.M. [NL/NL]; c/o Abbott Healtcare Products 
B.V., C.J. van Houtenlaan 36, NL-1381 CP Weesp (NL). 
BARF, Gerrit A. [NL/NL]; c/o Abbott Healtcare Products 
B.V., C.J. van Houtenlaan 36, NL-1381 CP Weesp (NL). 
DEN HARTOG, Arnold P. [NL/NL]; c/o Abbott Healt­
care Products B.V., C.J. van Houtenlaan 36, NL-1381 CP 
Weesp (NL). 

(74) Agents: JANSEN, C.M. et al.; c/o Vereenigde, Johan de 
Wittlaan 7, NL-2517 JR The Hague (NL). 

(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, 

[Continued on next page] 

(54) Title: SYNTHESIS OF SUBSTITUTED PYRAZOLINE CARBOXAMIDINE DERIVATIVES 

• R1 a 

N 
N 

H 

00 

CJ 
CJ 
CJ o\ 
© 

N 
H 
A N 

I 

crro 
R7 

(57) Abstract: This invention relates to organic chemistry, 
in particular to processes for the preparation of pyrazoline 
carboxamidine derivatives of formula (I), known as potent 5-
HT6 antagonists. The invention also relates to novel inter­
mediates of these compounds, wherein the symbols have the 
meanings given in the description. 
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