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FGTI-2734 is a RAS C-terminal mimetic dual farnesyl transferase (FT) and geranylgeranyl transferase-1

(GGT-1) inhibitor with IC50s of 250 nM and 520 nM for FT and GGT-1, respectively. FGTI-2734 can

Description
prevent membrane localization of KRAS, hence solving KRAS resistance problem and thwarting mutant
KRAS patient-derived pancreatic tumors[1].
IC50 & Target IC50: 250 nM (FT) and 520 nM (GGT-1)[1]
FGTI-2734 (1-30 uM; 72 /M) 7€ MiaPaCa2. L3.6pl F1 Calu6 4I5S CASPASE-3 fil PARP %4
fEE[1].
FGTI-2734 (3-30 uM; 72 /INisb) #lid] HDJ2. RAPIA. KRAS F1 NRAS M2 [ 7% 1k .
FGTI-2734 £ RAS HALHI/N R NIH3T3 4iIAI5AE ) KRAS AR+ KRAS BE5EfL[1].
Apoptosis Analysis[1]
Cell Line: MiaPaCa2, L3.6pl and Calu6 cells
Concentration: 1,3, 10,30 uM
Incubation Time: 72 hours
In Vitro
Result: Induced CASPASE-3 and PARP cleavage in MiaPaCa2, L3.6pl and
Calu6 cells.
Western Blot Analysis[1]
Cell Line: KRAS, HRAS, and NRAS-transformed NIH3T3 cells
Concentration: 3,10,30 uM
Incubation Time: 72 hours
Result: Inhibited both protein prenylation of HDJ2, RAP1A, KRAS and
NRAS.
FGTI-2734 (I P9IESS: 100 mg/kg/ R, FELE 18 2 25 K) SUMHIRAE KRAS Ktk g i) i 4
K, (EAMHIRAE KRAS FEARMEMR1].
Animal Model: Male SCID-bg mice following injection of MiaPaCa2, L3.6pl, Calu6,
In Vivo A549, H460 and DLDI1 cancer cells[1]
Dosage: 100 mg/kg
Administration: Intraperitoneally; daily; for 18 to 25 days
Result: Inhibited tumor growth in mutant KRAS-dependent tumors.
4 ST
Solvent&Solubility DMSO VAR : 50 mg/mL (97.92 mM; A BIE; TIRK DMSO X 7= dh IR I AR 2 A 35 5,

1718 F BT T3 1) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.9584 mL 9.7918 mL 19.5837 mL
Stock Solutions 5 mM 0.3917 mL 1.9584 mL 3.9167 mL
10 mM 0.1958 mL 0.9792 mL 1.9584 mL
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fE 6 NH AR, -20°C 7, 57E 1 A H P,

YL

AR 1Y S2aR BN 45 2477 3 PG L IR R T %o

VLNV 7 S48 5% 8 In Vitro 77 UECHIWE S A 40900, B ARSI WA 71

—— NP SEG A RN, B IORE AT ARIE A 0, 3& S OR A PRI SEER I LR, &
WESLHIES, 2R,

[ S R T AN (P S = RE Y i VN T 2 78T G R VAN A O EC G DU s el s B/ TR/ i
BLG, AT Ui ORI P R 7 R

E S

WK P I AIA T 10% DMSO  — 90% Corn Oil

Solubility: > 7.5 mg/mL (14.69 mM); V&%

W7 A 3RAF > 7.5 mg/mL CHLRIRER AN AOMBIEIR, L0y i RWIE LA H UL R f3h Y se 6w
AL

PL 1 mL TAEM 9], HX 100 pL 75.0 mg/mL A% E DMSO fi# #-0N%] 900 pL F K, IREI5 .
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[1]. Kazi A, et al. Dual farnesyl and geranylgeranyl transferase inhibitor thwarts mutant KRAS-driven

patient-derived pancreatic tumors. Clin Cancer Res. 2019 Jun 21.
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AR P S E S [ 70 R R VA AR B IR PR A & I T RIS A AR — ELRC VAT, B XS ORAE, 8 G S S VR R BRI
. BB RAE T AR : -80°C, 6 months; -20°C, 1 month (stored under nitrogen). -80°C ff7IE, &7 6 AN H WA,
-20°C fi#ifFiy, A 1 AMH AR,

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.9584 mL 9.7918 mL 19.5837 mL 48.9591 mL
5 mM 0.3917 mL 1.9584 mL 3.9167 mL 9.7918 mL
10 mM 0.1958 mL 0.9792 mL 1.9584 mL 4.8959 mL
15 mM 0.1306 mL 0.6528 mL 1.3056 mL 3.2639 mL
20 mM 0.0979 mL 0.4896 mL 0.9792 mL 2.4480 mL
DMSO 25 mM 0.0783 mL 0.3917 mL 0.7833 mL 1.9584 mL
30 mM 0.0653 mL 0.3264 mL 0.6528 mL 1.6320 mL
40 mM 0.0490 mL 0.2448 mL 0.4896 mL 1.2240 mL
50 mM 0.0392 mL 0.1958 mL 0.3917 mL 0.9792 mL
60 mM 0.0326 mL 0.1632 mL 0.3264 mL 0.8160 mL
80 mM 0.0245 mL 0.1224 mL 0.2448 mL 0.6120 mL
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