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(v o} (57) Abstract: Compounds according to general formulae (Ia to Ie) wherein: X =0 or S; Y is O, S or CH,, CHR, CRR, where R is
=% Ciyalkyl; Zis O or S; Ry is H or Cy 7 alkyl; R, is H or C; 7 alkyl; R, is H or C, 7 alkyl at any vacant position on the aromatic ring;
€, R;is C; alkyl-L,-Rs-L,- Re-COOH, C;_14 cycloalkyl-L;-Rs-L,- R¢-COOH or Ar-Cy_; alkyl-L;-Rs-L,- R¢-COOH,; each of L; and 1,
is absent or a suitable linker such as an amide CONH; or an ether -O-, or a thioether -S- or a sulphone -S0,-; Rs is Cy_; alkyl, C;5.10
cycloalkyl or Ar-Cg ; alkyl each of which is substituted with either NRgRy, where the nitrogen atom is capable of being protonated
in solution to give N*HRgRy; or a quaternary nitrogen atom N*RgRgR, such that Rs contains a positive charge; each of Rg, Rg and

Ry is independently C;; alkyl, C; 1 cycloalkyl or Ar-Cyq 5 alkyl

, or any two or more of Rg, Rg and Ry together form an alicyclic or

arylalicyclic ring system; R¢ is Cy_; alkyl, C;.10 cycloalkyl or Ar-Cy_; alkyl; and their salts, hydrates, solvates, complexes or prodrugs
are of use as linkers for conjugating an epitope to a carrier protein.



I s absent or a suitable |inker such as an am de CONH, or an ether -O, or a
t hi oether -S- or a sulphone -SQ(err)-; R(err) is C(err) alkyl, Clerr)
cycloal kyl or Ar-C(err) al kyl each of which is substituted with either

NR(err) R(err), wher SN@e2003/087824 03 S - HRMHMEN I 1001 iR I NIRMRGHRAIRAN I Ml
W%N&FH—HR(%H—R&GFH—O—H&—%%WW

sol uti
N(err)R(err R(err such that R(err) contai ns a 03|t|ve charge each
of R(err),t ’)’géé?d‘”

N’rﬁ% d f"ft European
cycl oal kleNO %1%33 Ugﬁ%sgwsé%li SL%TJIIYZ n en féﬁ\ BE % ES F

R(err) toogi Ete @Cd ke ak, 'M-Wzﬁg 56 sQkz TAr y| a Aﬁ Gt ®F rB}' @9 C@)’étc@ﬂm
Clerr) al kyl zm Qe Edsiakyehoal ky by ®6, M err L, 14<y2@ svapdrgyheir sal'ts,
hydr at es, ROTWM) % paOrpleXiess, 86, qpr Oldfz,ugs— aviehQpplivges e@zslerbehtndwrnsrhefpwrity of the
co nj ugat i rﬁ B ERB .F 'fb GB. &R Er It iLé{rM?IPJI@t e| nearlier application (Rule 4.17(iii)) for all designations
RO, SE, R), OAPI patent (BF, BJ, CF, C —  of inventorship (Rule 4.17(iv)) for US only
CM, GA, GN, GQ, GW ML, MR, NE, SN, TD, TG)
— as to applicant’s entitlement to apply for and be granted  pyplished:
a patent (Rule 4.17(ii)) for the following designations 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, 1S, JP. KE, KG, (88) Date of publication of the international search report:
KP. KR, KZ, LC, LK, LR, LS, LT, LU, LY, MA, MD, MG, MK, 12 February 2004
MN, MW, MX, MZ, NI, NO, NZ, OM, PH, PL, PT, RO, RU,
SC, SD, SE, SG, SK, SL, TJ, TM, TN, TR, TT, TZ, UA, UG,  For two-letter codes and other abbreviations, refer to the "Guid-
UZ, VC, VN, YU, ZA, ZM, ZW, ARIPO patent (GH, GM, ance Notes on Codes and Abbreviations" appearing at the begin-
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW), Eurasian  ning of each regular issue of the PCT Gazette.

with international search report



