Di scl osed are conpounds including rifamycin derivatives having

anti bacteri al
formula (1) wherein:

activities,

R is hydrogen or acetyl

wherei n the conpounds have the foll ow ng general

R1 and R2 are independently

sel ect ed (i1 otERRETIONAL mme&hs& ipnmgiEmW)"mm,PA(mﬁcdoPE@LskwN, TRERINE WcOXY,

S

nydr oxy et Wl it Rerele AP A ‘ﬂ H|||ﬁ|ﬁﬂ;r||mmmmm||||uﬁmmum\mmtuwher

wth two con)s]ecul;g\t;;llc)&rmgg ;;togtrs]eo Q}H ‘~‘a d(ll %m'é'Hﬁi USpdb Rl PN ;ene
({12 r n [Pate ORLLS

F\Iyggogsgi (IzyP-S (I;yéﬂbﬂ)lﬂlﬂhzsalocﬁﬂiﬁ)on, pr gReyses toyowg 2ht gzg‘gﬁé ds are

descri bed. The conpounds have anti bacteri al

activity.

wo 20107122436 A 1[I 0K OO OO

(51

eay)

(22)

(25)
(26)
(30)

1

(72)
(73)

International Patent Classification:

CO7D 493/20 (2006.01) A61K 31/357 (2006.01)
CO7D 498/22 (2006.01) A61P 31/00 (2006.01)
AG61K 31/437 (2006.01)

International Application Number:
PCT/IB2010/051183

International Filing Date:

18 March 2010 (18.03.2010)
Filing Language: English
Publication Language: English
Priority Data:
MI2009A000653 20 April 2009 (20.04.2009) IT

Applicant (for all designated States except US): ALFA
WASSERMANN S.p.A. [IT/AT]; 1, Via Enrico Fermi,
Alanno, [-65020 Pescara (IT).

Inventors; and

Inventors/Applicants (for US only): VISCOMI,
Giuseppe Claudio [IT/IT]; 5, Via Ragazzi Del '99,
[-40133 Bologna (IT). CAMPANA, Manuela [IT/IT]; 5,
Via Ragazzi Del '99, [-40133 Bologna (IT). FOLEGAT-
TI, Mahena [IT/IT]; 5, Via Ragazzi Del '99, 1-40133
Bologna (IT). CANNATA, Vincenzo [IT/IT]; 5, Via
Ragazzi Del '99, c/o Alfa Wassermann S.p.A., Patents
Dept., 1-40133 Bologna (IT). RIGHI, Paolo [IT/IT]; 5,
Via Ragazzi Del '99, C/o Alfa Wassermann S.p.A.,

62y

84)

Patents Dept., [-40133 Bologna (IT). ROSINI, Goffredo
[ITAT]; 5, Via Ragazzi Del '99, C/o Alfa Wassermann
S.p.A., Patents Dept., I-40133 Bologna (IT).

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, TH, TJ, TM, TN, TR,
TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW.

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).

Published:

with international search report (Art. 21(3))

(54) Title: RIFAMYCIN DERIVATIVES
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(57) Abstract: Disclosed are compounds including rifamycin derivatives having antibacterial activities, wherein the compounds
have the following general formula (I) wherein: R is hydrogen or acetyl R1 and R2 are independently selected from the group con-
sisting of hydrogen, ( Ci.4) alkyl, benzyloxy, mono- and di-(C;.3) alkylamino-(C4)alkyl, (Ci.s)alkoxy, (Ci.4) alkyl, hydroxy-methyl,
hydroxy-(C;4)-alkyl, and nitro or R1 and R2 taken together with two consecutive carbon atoms of the pyridine nucleus form a
benzene ring optionally substituted by one or two methyl or ethyl groups and R3 is hydroxyalkyl (Ci4). In addition, processes to
obtain these compounds are described. The compounds have antibacterial activity.



