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Table S1. In vitro stability of %*Cu-cudotadipep and *Cu-cunotadipep.

%4Cu-cudotadipep

%4Cu-cunotadipep

Time (hour) Human serum Mouse serum
2 99.12+1.02 99.50+0.09
24 99.63+0.14 99.67+0.43

48 99.84+0.28 99.49+0.08

Human serum Mouse serum
97.98+0.23 98.28+0.39
99.11+0.22 99.61+0.16
08.43+0.18 98.27+0.51



Table S2. Dosimetry of *“Cu-cudotadipep and **Cu-cunotadipep based on biodistribution results in normal BALB/c mice.

Absorbed dose (mGy/MBq)

%4Cu-cudotadipep

4Cu-cunotadipep

Brain 5.03x 102 +£6.34 %1073 246 x 1073 £3.46 x 107*
Intestine 3.92x 107" £1.02 x 107! 3.25x102+223 %1073
Stomach 471 x 107" £2.54 x 107! 3.69 x 102 £3.57 x 1073
Heart 1.32+£4.96 x 107! 9.12x 102 +£7.58 x 1073
Kidneys 8.10+1.49 2.02+2.44 x 107!

Liver 1.27 +4.32 x 107! 496 x 102 +£3.89 x 1073
Lungs 7.67 x 1071 £2.93 x 107! 5.69 x 102 £1.01 x 1072
Muscle 4.05x 1072 +9.16 x 1073 5.62 x 1073 £5.56 x 107
Spleen 1.54+£2.83 x 107! 327 x 107" £ 1.68 x 1072

Effective dose (mSv/MBq)

3.67x 1071 £1.39 x 107!

3.00x 102 +£2.16 x 1073




Table S3. Tumor to non-target ratio of %*Cu-cudotadipep (A) and **Cu-cunotadipep (B), analyzed by biodistribution data

A. %Cu-cudotadipep

2h 6 h 24 h 48 h

Tumor to blood 2.294+0.39 3.06+1.27 7.20+1.59 6.88+1.14
Tumor to muscle 10.23+1.57 14.94+7.32  20.50+8.17 9.39+3.22
Tumor to liver 0.284+0.03 0.26+0.12 0.62+0.10 0.65+0.05

Tumor to kidney 0.35+0.06 0.27+0.13 0.59+0.11 0.43+0.05

B. % Cu-cunotadipep

2h 6h 24 h 48 h

Tumor to Blood 2.37+1.50  8.75+0.78 32.17+10.36 27.20+12.28
Tumor to Muscle 11.484+9.31 25.124+3.13 90.90+17.61 38.33+£20.42
Tumor to Liver  2.76£1.79  4.99+0.64 5.30+0.23 4.87+1.09

Tumor to Kidney 0.37+0.25  0.38+0.07 0.74+0.07 0.56+0.24




Figure S1. Comparison of PSMA binding affinity of %*Cu-cudotadipep and **Cu-cunotadipep in PSMA-positive 22Rv1 cells.
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Figure S2. Comparison of uptakes of ®*Cu-cudotadipep and **Cu-cunotadipep in PSMA-positive prostate cancer cells (PC3-PIP) and PSMA-

negative prostate cancer cells (PC3-flu).
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Figure S3. Radio-TLC results of in vitro stability in human and mouse serum of **Cu-cudiotadipep and *Cu-cunotadipep
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Figure S4. Comparison of ®*Cu-cudotadipep (A) and **Cu-cunotadipep (B) in major organs over time using a xenograft athymic nude BALB/c

mice with PC3-PIP
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