wO 2005/030676 A1 |00 00 00000 O 0

This invention pertains to nethods of

[11C] - radi ol abel I'i ng " phenot hi azi ne"
“phenot hi azi ne-1i ke" conpounds,

and
whi ch have a pendant

1y INIUEBNéWmN&hAPISJI(a@T}KDN PIZRLYSHRPI UNDER THE PATEAT CQOPERWTION TREATY (PCT)

i mary imno group: a secondary anino group;
éé%)lv&ﬁﬁ)‘/’c[“@ ﬁ‘ﬁ]g]é‘r"gﬁr i no (”’_"'\';\) a primary imno

no groyy
or oret hgk

[ 11C]IP}%‘{‘?%391‘ WF?‘H u

al so known as

COE S0 578

net hy e
h‘&%bi‘tegrouplj@i‘o a |

a
group

IH’IHIEIIII ||IlmwwmﬁIM@IIIIIIIIIIIIIII WA R
vl

CO07B 59/00,

(51) International Patent Classification’:
CO7D 279/20, A61K 31/5415, A61P 35/00

(21) International Application Number:
PCT/GB2004/004153

(22) International Filing Date:
27 September 2004 (27.09.2004)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:
0322756.8 29 September 2003 (29.09.2003) GB
(71) Applicant (for all designated States except US): THE
UNIVERSITY COURT OF THE UNIVERSITY OF
ABERDEEN [GB/GB]; Regent Walk, Aberdeen, Ab-

erdeenshire AB24 3FX (GB).

(72) Inventors; and

(75) Inventors/Applicants (for US only): SCHWEIGER,
Lutz, F. [DE/GB]; University of Aberdeen, Department
of Bio-Medical Physics & Bio-Engineering, Foresterhill,
Aberdeen Aberdeenshire AB25 27D (GB). CRAIB,
Stuart, A. [GB/GB]; University of Aberdeen, Department
of Bio-Medical Physics & Bio-Engineering, Foresterhill,
Aberdeen Aberdeenshire AB25 27D (GB). WELCH, An-
drew, E. [GB/GB]; University of Aberdeen, Department
of Bio-Medical Physics & Bio-Engineering, Foresterhill,
Aberdeen Aberdeenshire AB25 27D (GB). SHARP,
Peter, F. [GB/GB]; University of Aberdeen, Department
of Bio-Medical Physics & Bio-Engineering, Foresterhill,
Aberdeen Aberdeenshire AB25 27D (GB).

(74) Agents: WYTENBURG, Wilhelmus et al.; Mewburn El-
lis LLP, York House, 23 Kingsway, London Greater Lon-

don WC2B 6HP (GB).

(81) Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,

[Continued on next page]
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(57) Abstract: This invention pertains to
methods of ['C]-radiolabelling "phenothiazine"
and "phenothiazine-like" compounds, which have
a pendant group (which is a primary amino group;
a cationic primary imino group; a secondary
amino group; a cationic secondary imino
group; a primary imino group; or a secondary
imino group), by reaction with [''C]methyl
trifluoromethanesulfonate (CF;SO,0M"CH3),
also known as [''C]methyl triflate. This
reaction converts the pendant group into a
["'C]methyl-labelled pendant group. The
resulting [''C]-radiolabelling product is useful,
for example, as an in vivo positron emission
tomography (PET) tracer, for example, for
patients suffering from melanoma, the most
serious form of skin cancer, and tauopathy (e.g.,
Alzheimer’s disease). The present invention
also pertains to the resulting [''C]-radiolabelling
products, compositions comprising them, their
use in methods of (e.g., PET) imaging, their use in
methods of medical treatment and diagnosis, etc.
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