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Supplemental method  
Preparation of I-K3 and I-K9 peptides 

Two peptides, I-K3 and I-K9, with a 4-methyltrityl (Mtt) protecting group and 
N-terminal acetylation were synthesized using an Fmoc solid phase method. The 
peptide sequences were HWK(Mtt)HLHNTKTFL-NH2 (K3) and 
HWKHLHNTK(Mtt)TFL-NH2 (K9). After synthesis, the Mtt moiety was removed by 
treatment with trifluoroacetic acid (TFA)/dichloromethane (1:99 vol:vol) for 30 min. 
3-iodobenzoyl chloride (Tokyo Chemical Industry Co. Tokyo) was then added to the 
peptide and reacted for 2 h. The peptides were then cleaved from the resin using 
TFA/water (19:1 vol:vol) followed by purification on a RP-HPLC system equipped with 
a C18-reverse phase column. 
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Figure S1 

Coronal image of a tumor-bearing mouse 30 min after administration of 

 [123I]I-DN. The image has the thoracic region as the field of view. 



 
Table S1. Biodistribution of radioactivity after injection of [125I]I-LN into 
tumor-bearing mice§ 

 Time after injection (min) 
 2 10 30 60 120 

Blood 14.98 ± 2.81 3.20 ± 0.33 0.98 ± 0.21 1.10 ± 0.21 0.41 ± 0.02 

Heart 3.90 ± 0.34 0.82 ± 0.12 0.29 ± 0.08 0.19 ± 0.04 0.16 ± 0.04 

Lung 7.08 ± 1.38 2.05 ± 0.17 1.33 ± 0.59 0.94 ± 0.28 0.54 ± 0.21 

Liver 40.20 ± 6.63 21.21 ± 4.63 7.56 ± 0.68 1.19 ± 0.68 1.35 ± 0.31 

Kidney 47.56 ± 7.88 16.59 ± 3.08 3.78 ± 0.81 1.32 ± 0.36 1.26 ± 0.22 

Stomach¶ 0.40 ± 0.02 1.51 ± 1.03 0.25 ± 0.14 0.29 ± 0.17 0.44 ± 0.26 

Intestine 2.99 ± 0.83 17.83 ± 5.01 22.57 ± 6.69 25.20 ± 5.52 22.03 ± 2.24 

Pancreas 2.53 ± 0.35 1.28 ± 0.06 0.55 ± 0.23 0.43 ± 0.06 0.44 ± 0.14 

Spleen 3.28 ± 0.97 1.29 ± 0.34 0.69 ± 0.23 0.41 ± 0.10 0.41 ± 0.05 

Muscle 1.90 ± 0.58 0.68 ± 0.14 0.32 ± 0.22 0.30 ± 0.08 0.17 ± 0.09 

Tumor 3.80 ± 0.55 1.04 ± 0.08 0.26 ± 0.05 0.19 ± 0.06 0.10 ± 0.01 
§Tissue radioactivity is expressed as % injected dose per gram.  ¶Expressed as % 
injected dose. 
 
 
 
Table S2. Biodistribution of radioactivity after injection of [125I]I-LC into 
tumor-bearing mice§ 

 Time after injection (min) 
 2 10 30 60 120 

Blood 15.71 ± 0.59 7.08 ± 0.44 3.72 ± 0.09 2.64 ± 0.38 1.24 ± 0.02 

Heart 5.26 ± 0.20 2.87 ± 0.18 1.34 ± 0.09 0.84 ± 0.08 0.39 ± 0.05 

Lung 11.07 ± 2.25 5.54 ± 0.89 2.93 ± 0.11 1.81 ± 0.29 1.06 ± 0.10 

Liver 33.69 ± 1.74 15.92 ± 1.37 8.45 ± 0.27 3.54 ± 0.47 1.72 ± 0.02 

Kidney 25.88 ± 1.96 22.02 ± 3.38 8.53 ± 0.06 5.32 ± 0.56 3.69 ± 0.05 

Stomach¶ 0.39 ± 0.01 0.53 ± 0.06 0.79 ± 0.40 0.31 ± 0.17 0.07 ± 0.02 

Intestine 3.26 ± 0.44 6.72 ± 0.91 9.03 ± 0.52 10.21 ± 2.68 7.94 ± 1.70 

Pancreas 3.87 ± 0.52 3.59 ± 0.10 2.20 ± 0.08 1.21 ± 0.25 0.37 ± 0.03 

Spleen 6.69 ± 0.52 2.93 ± 0.17 1.50 ± 0.10 0.86 ± 0.16 0.43 ± 0.03 

Muscle 1.46 ± 0.12 1.30 ± 0.16 0.79 ± 0.04 0.57 ± 0.22 0.18 ± 0.03 

Tumor 3.27 ± 0.12 2.37 ± 0.26 1.39 ± 0.22 0.76 ± 0.12 0.32 ± 0.01 
§Tissue radioactivity is expressed as % injected dose per gram.  ¶Expressed as % 
injected dose. 
 



Table S3. Biodistribution of radioactivity after injection of [125I]I-DN into 
tumor-bearing mice§ 

 Time after injection (min) 
 2 10 30 60 120 

Blood 22.77 ± 3.40 16.69 ± 0.76 11.73 ± 1.22 8.50 ± 0.94 4.89 ± 0.17 

Heart 6.85 ± 1.57 4.96 ± 0.93 3.91 ± 0.52 2.61 ± 0.44 1.71 ± 0.28 

Lung 22.99 ± 7.25 18.52 ± 1.26 15.59 ± 3.15 10.49 ± 0.80 7.43 ± 0.98 

Liver 22.18 ± 3.73 17.00 ± 1.00 15.35 ± 1.43 13.35 ± 0.86 12.00 ± 1.55 

Kidney 38.36 ± 7.58 64.04 ± 7.39 113.46 ± 14.95 137.11 ± 5.61 160.82 ± 4.38 

Stomach¶ 0.52 ± 0.05 0.55 ± 0.03 0.51 ± 0.15 0.48 ± 0.07 0.31 ± 0.05 

Intestine 2.55 ± 0.57 2.60 ± 0.24 2.73 ± 0.43 2.58 ± 0.14 2.61 ± 0.26 

Pancreas 3.68 ± 0.48 2.52 ± 0.37 2.17 ± 0.28 1.54 ± 0.18 0.90 ± 0.20 

Spleen 8.66 ± 2.62 11.38 ± 2.67 7.83 ± 0.72 5.78 ± 0.36 4.28 ± 0.32 

Muscle 1.69 ± 0.47 1.99 ± 0.36 1.40 ± 0.56 0.83 ± 0.11 0.57 ± 0.16 

Tumor 3.93 ± 0.69 4.60 ± 0.43 4.03 ± 0.85 2.60 ± 0.13 1.73 ± 0.09 
§Tissue radioactivity is expressed as % injected dose per gram.  ¶Expressed as % 
injected dose 

 
Table S4. Biodistribution of radioactivity after injection of [125I]I-DC into 
tumor-bearing mice§ 

 Time after injection (min) 
 2 10 30 60 120 

Blood 18.83 ± 0.85 12.99 ± 1.38 8.19 ± 0.34 4.66 ± 0.26 1.54 ± 0.07 

Heart 6.39 ± 0.79 4.63 ± 0.55 3.72 ± 0.25 2.71 ± 0.06 1.87 ± 0.06 

Lung 12.80 ± 1.28 9.87 ± 1.64 7.88 ± 0.37 4.83 ± 0.10 3.31 ± 0.33 

Liver 27.73 ± 2.37 19.15 ± 1.85 24.13 ± 0.85 24.50 ± 2.01 28.65 ± 0.52 

Kidney 25.38 ± 2.66 40.89 ± 4.61 98.19 ± 12.22 110.64 ± 4.09 123.46 ± 2.40 

Stomach¶ 0.38 ± 0.02 0.40 ± 0.08 0.40 ± 0.03 0.37 ± 0.02 0.25 ± 0.03 

Intestine 2.51 ± 0.22 1.93 ± 0.17 2.08 ± 0.21 2.14 ± 0.20 3.69 ± 0.55 

Pancreas 3.19 ± 0.11 3.03 ± 0.46 1.85 ± 0.08 1.67 ± 0.02 1.18 ± 0.06 

Spleen 8.76 ± 1.07 7.98 ± 1.08 7.42 ± 0.75 7.21 ± 0.73 5.62 ± 0.20 

Muscle 1.44 ± 0.08 1.51 ± 0.20 1.35 ± 0.19 0.82 ± 0.01 0.54 ± 0.01 

Tumor 3.88 ± 0.18 4.79 ± 0.35 4.02 ± 0.25 2.81 ± 0.09 2.06 ± 0.18 
§Tissue radioactivity is expressed as % injected dose per gram.  ¶Expressed as % 
injected dose. 

 



 
Table S5 
I-K3 and I-K9 characteristics 

Name Amino acid sequence MS IC50 (µM) 

I-K3 Ac-HWK(IB)HLHNTKTFL 

C83H113IN22O18 

m/z calcd: 1832.76 

found: 1833.68 (M+H)+ 

>100 

I-K9 Ac-HWKHLHNTK(IB)TFL 

C83H113IN22O18 

m/z calcd: 1832.76 

found: 1833.79 (M+H)+ 

23.4 ± 5.50 

 
IB, iodobenzoyl group 
 


