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than the integral value (black line), as can be
seen from the quantification in **C**, which

suggests that the ^11^C/^18^F ratio after the
first microPET scan was 0.2/1 and 0.4/1,

respectively. After the second microPET scan,
the cortical ^11^C radioactivity had increased
to 0.5 and 0.6 for Chol-**4** and Chol-**5**,
respectively. MicroPET scans using the thio-

analogues of **1**, Chol-**2** and Chol-**3**
were of similar quality (data not shown).

Discussion ========== We have been able
to introduce ^18^F-labelled cholesteryl anchor
structures, with up to three potential PEGylation
sites, directly into the alkyne-containing parent
structure. These new structures were ^18^F-
labelled under mild conditions in acceptable

radiochemical yields and *in vitro* stability. The
cholesteryl anchors were then assessed for
their *in vitro* and *in vivo* performance as

PET tracers for *β*-AR imaging in rats. *In vitro*
receptor binding assays using a whole brain
homogenate of pituitary adenylate cyclase

activating polypeptide-expressing GH~3~ cells
provided *K*~i~ values in the nanomolar range

for all radiotracers. Interestingly, the affinity
values were lower than the *K*~d~ values

obtained for the non-labelled compounds (from
0.4 to 1.0 μM) ([@aws019-B5]), suggesting
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some type of competition at the *β*-AR or a
competitive inhibition mechanism of the

radiotracer. The competition may be due to the
presence of (a) a cholesteryl anchor structure

(which includes two PEG chains), (b)
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