wo 20107109007 A2 I T IA0FO RO OO

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

(10) International Publication Number

WO 2010/109007 A2

(19) World Intellectual Property Organization /’@?‘?’3\
International Bureau v{ 0
al
(43) International Publication Date \'{_5___,/
30 September 2010 (30.09.2010) PCT
(51) International Patent Classification: Not classified
(21) International Application Number:
PCT/EP2010/053998
(22) International Filing Date: (74)
26 March 2010 (26.03.2010)
(25) Filing Language: English
(26) Publication Language: English (81)
(30) Priority Data:
0905328.1 27 March 2009 (27.03.2009) GB
61/164,131 27 March 2009 (27.03.2009) UsS
(71) Applicant (for all designated States except US): GE
HEALTHCARE LIMITED [GB/GB]; Amersham Place,
Little Chalfont, Buckinghamshire, HP7 9NA (GB).
(72) Inventors; and
(75) Inventors/Applicants (for US orly): WADSWORTH,

Harry John [GB/GB]; GE Healthcare Limited, The
Grove Centre, White Lion Road, Amersham, Bucking-
hamshire HP7 9LL (GB). O'SHEA, Dennis [GB/GB];
GE Healthcare Limited, The Grove Centre, White Lion
Road, Amersham, Buckinghamshire HP7 9LL (GB).
PASSMORE, Joanna [GB/GB]; GE Healthcare Limited,
The Grove Centre, White Lion Road, Amersham, Buck-
inghamshire HP7 9LL (GB). TRIGG, William [GB/GB];
GE Healthcare Limited, The Grove Centre, White Lion
Road, Amersham, Buckinghamshire HP7 9LL (GB).
EWAN, Amanda [GB/GB]; GE Healthcare Limited, The

84)

Grove Centre, White Lion Road, Amersham, Bucking-
hamshire HP7 9LL (GB). SHAN, Bo [GB/CN]; Shanghai
ChemPartner Co, Building 6 998 Halei Road, Zhangjiang
Hi-Tech Pakr, Pudong New Area, Shanghai 201203 (CN).

Agent: CANNING, Lewis Reuben; GE Healthcare Lim-
ited, Pollards Wood, Nightingales Lane, Chalfont St
Giles, Buckinghamshire HP9 4SP (GB).

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, LR, 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).

[Continued on next page]

(54) Title: INDOLE DERIVATIVES
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Figure 8: Brain biodistribution of imaging agent 5

(57) Abstract: An indole-based in vivo imaging agent is provided by the present invention that binds with high affinity to PBR,
has good uptake into the brain following administration, and which has good selective binding to PBR. The invention also in-
cludes a precursor compound useful in the synthesis of the in vivo imaging agent of the invention, as well as a method for synthe-
sis of said in vivo imaging agent comprising use of said precursor compound, and a kit for carrying out said method. Also provid-
ed is a cassette for automated synthesis of the in vivo imaging agent. Further aspects of the invention include a radiopharmaceuti-
cal composition comprising the in vivo imaging agent of the invention, and methods for the use of said iz vivo imaging agent.
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