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Figure S1. HPLC chromatograms of A) compound 8a and B) compound 8b.
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Figure S2. Mass spectra of A) compound 8a and B) compound 8b.
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Figure S3. Radio-HPLC chromatograms of A) ['”7Lu]Lu-8a and B) [”7Lu]Lu-8b.
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Figure S54. Radio-HPLC chromatograms of the stability studies performed for ['”7Lu]Lu-8a at 1 h, 4 h and
24 h post incubation at 37 °C of the radioligand in A) PBS and B) mouse serum.
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Figure S5. Radio-HPLC chromatograms of the stability studies performed for [7Lu]Lu-8b at 1 h, 4 h and
24 h post incubation at 37 °C of the radioligand in A) PBS and B) mouse serum.



150 4

—— JR11
—a— 8a

S 1004

< I | o

=

2 50-

3

=

=

<. 0 T T T

-12 -10 -8 -6 -4
50 Log (M)

Figure S6. ICso curves of the in vitro competition binding assay for compounds 8a and 8b in increasing
concentrations (M) while [7Lu]Lu-JR11 was used as radioligand.

Table S1. Ex vivo biodistribution analysis of [7Lu]Lu-8a (20 MBq/0.5 nmol) at 4, 24, 48 and 72 h post-
injection (n =4 mice/group). Data is represented as percentage of injected dose per gram of tissue (% ID/g).

Organ 4h 24h 24 h - Block 48 h 72h
Blood 213+1.1 18.1+4.2 149+2.1 129+1.2 8.6+0.5
Tumor 4.1+0.5 6.5+0.2 5.2+0.6 7304 7.3%0.9
Heart 7.6+1.2 5.1+0.7 5.1+0.6 4.8+0.5 3.9+0.7
Lung 99+29 7.5+0.6 5.4+0.6 7.2+03 6.0+0.5
Liver 46+1.2 3.7+0.2 29+05 3.6+0.2 29+0.3
Spleen 3.2+0.7 3.8+x04 3.6+0.6 5.8+0.6 54+0.2
Stomach 3804 31+14 1.7+04 33+1.2 3.0+0.5
Intestine 25%0.2 1.7+0.1 1.3+0.2 14+0.1 1.1+0.0
Pancreas 7.2+0.3 6.6+0.3 24+04 6.3+0.7 53+1.2
Kidneys 9.6+1.2 18.4+1.9 19.7+1.4 226+19 216+14
Muscle 08+1.1 11+0.1 0.8+0.1 1.2+0.5 0.8+0.1
Skin 59+1.1 5.4+0.9 32+1.2 6.3+1.6 4.8+0.3
Bone 13+1.38 15+1.1 1.5+0.3 09+0.4 1.2+1.0

Bone Marrow 1.2+2.0 -0.2+0.1 -0.8+1.7 -0.3+0.1 -0.1+0.1




Table S2. Ex vivo biodistribution analysis of ['77Lu]Lu-JR11 (20 MBgq/0.5 nmol) at 4, 24, 48 and 72 h post-
injection (n = 4 mice/group). Data is represented as percentage of injected dose per gram of tissue (% ID/g).

Organ 4h 24h 24h - Block 48h 72h
Blood -0.1+0.0 -0.1+0.1 -0.1+0.1 0.0+0.0 -0.1+0.0
Tumor 8.4+05 6.1+0.5 0.4%0.0 46+0.3 3.6+x0.4
Heart 0.0+0.0 0.0£0.0 0.0+0.0 0.0+0.0 -0.1+0.0
Lung 1303 0.4+0.0 0.1+0.0 0.2+0.0 0.1+0.0
Liver 0.5+0.0 0.3+0.0 0.3+0.0 0.2+0.0 0.2+0.0
Spleen 0.3+0.1 0.1+£0.0 0.0+0.0 0.0+0.0 0.0+0.0
Stomach 1.7+0.3 15+1.2 0.1+0.1 0.6+0.2 0.4+0.1
Intestine 0.5+0.1 0.2+0.0 0.1+0.0 0.1+0.0 0.1+0.0
Pancreas 3.5+04 09+0.3 0.1+0.0 0.6+0.1 0.3+0.0
Kidneys 126+1.2 8.6+23 59+1.2 4.1+0.2 34+14
Muscle -0.1+0.0 -0.1+£0.0 -0.1+0.0 -0.1+£0.0 -0.1+£0.0
Skin 0.3+0.1 0.0+0.1 -0.1+0.1 -0.2+0.1 -0.4+0.2
Bone 0.1+0.0 -0.6+0.4 -0.4+0.5 -0.2+0.2 -0.1+0.1

Bone Marrow 1.1+20 0.1+0.0 0.2+0.0 0.1+0.0 0.1+0.0




