The present

of

I ndol opyrrol ocar bazol es,
sel ective topoi sonerase |

I nvention relates to fluoro sugar and ot her sugar derivatives
their salts and hydrates,
(topo 1) activity,

whi ch exhi bi t
are useful in inhibiting the

prol i f er ati2)INTEXNATIONAL ACRLICSTION GUBKKNH LD UNZER TBHE FATENIDCOGHERATION TREAT(PLT)AS
processes for their preparation.

02/077255 Al

(19) World Intellectual Property Organization
International Bureau

(43) International Publication Date

(10) International Publication Number

3 October 2002 (03.10.2002) PCT WO 02/077255 Al
(51) International Patent Classification”: CI12P 19/28, Skeetfield Point Road, Durham, CT 06422 (US). STOF-
17/10, 17/18, C12N 1/12, CO7H 15/00, 19/00 FAN, Karen [US/US]; 149 Whitney Street, Hartford, CT
06105 (US). ST. LAURENT, Denis, Robert [US/US]; 7
(21) International Application Number: PCT/US02/08819 Fox Run Court, Newington, CT 06111 (US).

(22) International Filing Date: 22 March 2002 (22.03.2002)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:

60/278,043 22 March 2001 (22.03.2001) US

(71) Applicant (for all designated States except US): BRIS-
TOL-MYERS SQUIBB COMPANY [US/US]J; P.O. Box
4000, Route 206 and Provinceline Road, Princeton, NJ
08543-4000 (US).

(72) Inventors; and

(75) Inventors/Applicants (for US only): RUEDIGER, Ed-
ward, H. [CA/CA]; 133 St. Charles Road, Greenfield
Park, Québec J4V 2K3 (CA). SAULNIER, Mark, G.
[US/US]; 34 Ponsett Road, Higganum, CT 06441 (US).
BEAULIEU, Francis [CA/CA]; 370 Leotable Dubuc,
Laprairie, Québec JSR 5M4 (CA). BACHAND, Carol
[CA/CA]; 119 Place Mercure, Candiac, Québec JSR 1B1
(CA). BALUSUBRAMANIAN, Neelakantan [US/US];
26 Horsebarn Lane, Madison, CT 06443 (US). LONG,
Byron, Hepler [US/US]; 4 Plumridge Drive, Doylestown,
PA 18901 (US). FRENNESSON, David, B. [US/US]; 164
Conrad Street, Naugatuck, CT 06770 (US). ZIMMER-
MAN, Kurt [AT/US]; 5 Skeetfield Point Road, Durham,
CT 06422 (US). NAIDU, Narasimhulu, B. [IN/US]; 12

(74) Agents: PEIST, Kenneth et al.; Bristol-Myers Squibb

Company, 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, LC,
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, US, UZ,
VN, YU, ZA, 7ZM, 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

before the expiration of the time limit for amending the
claims and to be republished in the event of receipt of
amendments

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: TOPOISOMERASE I SELECTIVE CYTOTOXIC SUGAR DERIVATIVES OF INDOLOPYRROLOCARBAZOLES

O (57) Abstract: The present invention relates to fluoro sugar and other sugar derivatives of indolopyrrolocarbazoles, their salts and
hydrates, which exhibit selective topoisomerase I (topo I) activity, are useful in inhibiting the proliferation of tumor cells and exhibit

an antitumor effect, as well as processes for their preparation.



