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Supplementary Table S2. Binding and internalization of 77Lu-DOTA-Tyr3-octreotate in cultured gastrointestinal stromal tumor cells.
Fractions of unbound, surface-bound, and internalized !77Lu-octreotate in cultured gastrointestinal stromal tumor cells, including statistical
analysis. Tumor cells were cultured with medium containing !7"Lu-octreotate (10 nM). Tumor cells cultured with medium containing
17T u-octreotate (10 nM), supplemented with unlabeled octreotide (5 UM) served as controls. The fraction of unbound, surface-bound,
and internalized '7"Lu in GIST tumor cells was measured after 4, 24, and 48 hours. Values are given as fraction of activity = SE (standard
error). A-C. Patient no. 15 (gastric, low-risk, PDGFRA exon 18 (D842V) missense mutation. D-F. Patient no. 25 (small intestine,
high-risk, KIT exon 11 (P573_Y578) duplication mutation.

A D

time unbound ""Lu control p-value  time unbound '""Lu control p-value
4h 0.980 = 1.4e-3 0.995 £9.2¢e-4 4h 0.979 £9.7e-4 0.997 = 7.6e-5

24 h 0.907 £ 6.5e-3 0.997 £2.9e-4 24 h 0.935 = 4.6e-3 0.997 = 1.9¢-4

48 h 0.839 +=4.5¢-3 0.995 *+ 1.5¢-4 48 h 0.890 = 6.2e-3 0.996 *+ 6.2e-3
Regression —3.2e-2*+1.9¢e-4 —1.5e-5*+1.0e-5 Regression —1.9e-3*+1.4e-4 —3.2e-5*=7.7e-6

Linear regression of slopes between 177Lu and control <1071>  Linear regression of slopes between !""Lu and control ~ <10713
B E

time bound '""Lu control p-value  time bound '""Lu control p-value
4h 0.00562 * 3.2e-4 0.00470 =9.1e-4 4h 0.00753 £ 1.0e-3 0.00289 = 8.1e-5

24 h 0.0122 *+2.2e-3 0.00234 = 2.9e-4 24 h 0.00698 = 6.6e-4 0.00251 = 2.0e-4

48 h 0.0149 =4.9e-3 0.00265 * 1.3e-4 48 h 0.0137 +=2.8e-3 0.00277 £ 1.9e-4
Regression 1.1e-4 +5.5e-5 —2.5e-5+9.2e-6 Regression 9.2e-5 *+4.6e-5 —1.6e-6 +7.0e-6

Linear regression of slopes between 7’Lu and control <0.05 Linear regression of slopes between 7’Lu and control <0.05
C F

time internalized '""Lu control p-value  time internalized '""Lu control p-value
4h 0.0141 = 1.5e-3 0.000187 = 6.2¢-6 4h 0.0133*+1.5¢-3 0.000162 *8.3e-6

24 h 0.0806 * 6.0e-3 0.000910 %= 6.3e-6 24 h 0.0583 =4.6e-3  0.000696 +2.1e-5

48 h 0.146 = 7.3e-3 0.00195 +=2.7e-5 48 h 0.0966 *+ 6.0e-3 0.00160 =4.1e-5
Regression 3.1e-3 = 1.6e-4 4.0e-5*+7.0e-7 Regression 1.9e-3 = 1.4e-4 3.3 e-5*1.5e-6

Linear regression of slopes between 7’Lu and control <107!5  Linear regression of slopes between "’Lu and control <1075






