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Fig. S1 Behaviors of TF14013, TF14016 and TF14013-Me in mouse serum. HPLC peak areas (%) of the starting materials were shown with the passage of time (hours). All data are the mean values for at least two experiments.
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[image: image2.png]Table S1 Characterization data of the synthetic peptides

compound yield (%) [alp c temperature formula IS-MS
(H,0) °C) found caled

TF14002 12.0 3191 0282 26.0 CooH138N3402052 20802 20804
TF14003 2738 1566 0383 26.1 CouH 1 46N3402052 21372 21365
TF14004 15 2439 0.082 265 CggH133N2602052 1980.3 19813
TF14005 37.1 2400 0.500 282 Cgoll135N3102052 20223 20234
TF14006 19.1 1445 0415 28.9 Co3H;43N3102052 2079.7  2079.5
TF14007 134 000 0254 285 Cgall126N3001652 19247 19242
TF14008 235 2661 0.263 26.6 CggH134N3001952 1980.0 19803
TF14009 59 2216 0361 288 Cg7H128N2502,S5 1983.0 19823
TF14010 13.5 278 0359 288 CggH130N250257 1996.1 19963
TF14011 11.8 4026  0.298 279 Cg3H124N25016S5 18827 18822
TF14012 21.1 264 0756 29.1 Cgoll138N3201655 2024.0 20244
TF14013 12.4 1449 0.138 276 CogHi30FN3021S, 21605 2160.5
TF14014 14.9 2985  0.268 27.8 CogH130FN3,051S, 21605 21605
TF14016 194 1025 0.390 28.6 CorHiFN330108, 21610 2159.5
TF14017 1.6 -160 0.025 245 CogHi30CIN3;051S, 21780  2176.9
TF14018 0.8 200  0.050 26.4 Co7Hi30F3N3,05,S, 22113 2210.5
TF14019 75 204 0.049 255 CogHi3gFaN3,021S, 21785  2178.5
TF14020 6.7 293 0.021 248 CogHi37F3N3,021S, 21955  2196.5
TF14021 6.8 62.5 0.048 26.0 CoeH130N3302355 21882 21875
TF14022 20.4 65.2 0.046 28.1 CoeH140N3202152 21435 21425
TF14023 0.4 435 0.023 26.1 Co7H43N3302152 2171.6 21715
TF14024 57 86.2 0.058 34.0 CoeH141N33021S2 2158.1 21575
TF14025 28 70.2 0.057 30.5 CoeH140N320257 2159.6 21585
TF14026 75 399  0.050 254 Co7H145N3,021S5 21557 21565
TF14027 55 219 0.050 25.1 CirooH14gN32021S, 21982  2198.6
TF14028 7.0 135 0074 256 Co7H145N3,02555 21725 21725
TF14029 50 24.4 0.041 26.4 Cooll146N32021S2 21853 21846
TF14030 3.0 435 0.046 28.1 CosH136N3302152 21445 21435
TF14031 3.8 545 0.055 295 CosH136N33021S2 21438 21435
TF14032 95 -69.0 0.058 34.0 CosH136N33021S2 21445 21435
TF14013-Me 1.2 -30.0 0.100 236 CorHi41FN3,021S, 21750 21745
TF14013-Et 24 40.8 0.049 245 CogH143FN3,021S,  2189.0  2188.5
TF14013-P¢’ 23 724 0.138 239 CooH14sFN32021S, 22025 2202.5
TF14013-tyramine 2.9 -16.9 0.237 322 CioaH147N3,02,S, 22817 2280.6
des-[Arg!*-NH,|-TF14013  38.6 650 0461 23.1 CooH26FN27021S, 20057 20053

“Yields were calculated from the corresponding resins. b1S-MS (Found) is reconstructed mass.



Fig. S2 Behaviors of TF14002 (a), TF14005 (b), TF14006 (c), TF14013 (d), TF14016 (e) and TF14013 analogs (f) in rat liver homogenate. (a—e) HPLC peak areas (%) of the starting material and the degraded product (des-[Arg14-NH2]-parent peptide) were shown with the passage of time (hours). (f) HPLC peak areas of the starting materials (TF14013-Me, TF14013-Et, TF14013-Pri, TF14013-tyramine and TE14011) were shown with the passage of time. All data are the mean values for at least two experiments.
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[image: image4.png]HPLC charts of 4F-benzoyl-TN14003
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[image: image6.png]HPLC charts of 4F-benzoyl-TE14011-Me
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[image: image7.png]HPLC chart of degraded-4F-benzoyl-TE14011
FH 1 S 1 285 ATT 9 NFFES A 12/s16,R72 172:47?

- ‘_.\g 23 linear gradient of CH;CN (10-40 %, 30 min)

77T 8A <= 4F-benzoyl-TE14011
< des-[Arg'*-NH,]-4F-benzoyl-TE14011

TR oed <~ m-cresol (internal standard)

TA TR

HPLC chart of co-injection of degraded-4F-benzoyl-TE14011 and des-[Arg'*-NH,]-4F-benzoyl-TE14011

mH t - < 1 25 ATT 1@ NEEC F] 121487 14274

linear gradient of CH,CN (10-40 %, 30 min)
Sd

= 4F-benzoyl-TE14011
?5 39 < des-[Arg"-NH,]-4F-benzoyl-TE140

<~ m-cresol (internal standard)




[image: image8.png]75%

50%

25%

0%

100% p—= \;
b
—eTF14013
I —=—TF14016
I —aTF14013-Me
0 8 12 16 20

hours

Fig. S1

24




