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Trilaciclib (G1T28) is an orally active CDK4/6 inhibitor with IC50 values of 1 nM and 4 nM
for CDK4 and CDKG®, respectively. . Trilaciclib can effectively inhibit tumor cell proliferation and reduce the
Description
hematological toxicity caused by chemotherapy. Trilaciclib attenuates apoptosis and myelosuppression
induced by 5FU  chemotherapy[1].
IC50 & Target IC50: 1 nM (CDK4), 4 nM (CDK6)[1]
5 Trilaciclib (G1T28) W& 24 /NE AT S8R 240 G140 & J 4 W (I 1R]=0) . Trilaciclib
hydrochloride ¥&FRJG 16 /NG, 40 £ 5 H70E N\ 200 J&) 391 91 22 300 L 5 R Ak 350 1) e TR 40 A ALA 160 4 i )
W S35 o IR LSRR Trilaciclib 51 E K. WK G {5 . CDK4/6 BUKAII Trilaciclib 4
TR G1 20H U AR T 22 P 5B B A AE O R P 20 MR AL T 25 ) R A 1]
Cell Proliferation Assay[1]
Cell Line: HS68, WM2664 cells
Concentration: 300 nM
Incubation Time: 8h for measure % H2AX foci (DNA damage); 48 hours to
measure caspase 3/7 activity (apoptosis).
Result: Produced a strong dose-dependent inhibition of HSPC
proliferation within 12 hours.
Elicited a robust dose-dependent decrease in caspase 3/7
activation suggesting an attenuation of apoptosis.
Resulted a dose-dependent decrease in %5 H2AX foci in all
DNA damaging chemotherapies tested (carboplatin, doxorubicin,
etoposide, camptothecin).
In Vitro Western Blot Analysis[1]
Cell Line: HS68, WM2664 cells
Concentration: 10, 30, 100, 300, 1000 nM
Incubation Time: 16 h
Result: Blocked RB phosphorylation in the RB dependent cell lines by
16 hours post exposure, while the CDK4/6-independent cell line
(A2058) exhibits no RB or pRB expression. Suggesting an
attenuation of chemotherapy-induced DNA damag
Cell Cycle Analysis[1]
Cell Line: HS68, WM2664 cells
Concentration: 300 nM
Incubation Time: 24h
Result: Inhibited only CDK4/6-dependent cells, with ECso of 30 nM for
HS68 cell.
Singnificantly decreased the S phase cell numbers, increased the
G1 phase cell numbers.
In Vivo Trilaciclib (G1T28) AL¥EF[LE 12 /NI Y%t HSPC M35 A2 s U I AR A 4], EdU B NAES
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25 24 /NI BAFE AR T AR BB R LK. IR R, SR TR Trilaciclib
AT LA P CLA AR g 7 SUFE HSPC i 7= AR WISt (R At ) S04 . AEARFE IO AL BT 30 hEhes T
100 mg/kg Trilaciclib FJ/N RAX I H T KK caspase-3/7 %M. XEEHAREW Trilaciclib AT LASE
AR RE 2T BRI T BEREY, £ S-FU ZBiA Trilaciclib 4b3H AT i 2>
HSPC #{by7 512 5-FU i, A iy 5 fan vk B a2 1] .

Animal Model: FVB/n female C57B16 mice[1]
Dosage: 50, 100, 150 mg/kg
Administration: Po; single dose; treated followed 11 or 23 hours later by a single injection
of EdU (100 pg; ip); mouse were euthanized 1 hour after EQU injection.
Result: Showed a dose-dependent decrease in caspase 3/7 activation.
Attenuated chemotherapy-induced myelosuppression in mice.
4H L S
Solvent&Solubility DMSO H ¥R : 6.73 mg/mL (15.07 mM; ultrasonic and warming and adjust pH to 5 with 1 M HCI
and heat to 60°C; WIZ[) DMSO X7 i (RE R FEA W& 5200, 1 6 F B T4 1) DMSO)
1 mg 5mg 10 mg
Concentration
Preparing 1 mM 2.2394 mL 11.1970 mL 22.3939 mL
Stock Solutions 5 mM 0.4479 mL 2.2394 mL 4.4788 mL
10 mM 0.2239 mL 1.1197 mL 2.2394 mL
* AR AN R R P OV R B S @ R 2 — BRI, TSR IR,
S 2R R R i R
il B IR BR A7 77 SUAIFR . -80°C, 6 months; -20°C, 1 month. -80°C fig {7, 1L 6 A A, -20°C
TEAERS, BETE 1A H EH
B ER:
DUN IR TT 58, T8 ERRCH] DA A, RPN RAE.  BURERIET 2R E 2 b
RAR I IR 2 AR AR S B, nfERE AR T B0 . i g, mT LS B
S 77 AU -
oz
WK INEFER:  50% PEG300 —  50% Saline
Solubility: 10 mg/mL (22.39 mM); EMtif; #875 B
TR =
BB IR 0.5% CMC-Na/1% Tween-80 in Saline water
Solubility: 9.9 mg/mL (22.17 mM); EJhifi; #7 Bhia
[1]. Bisi JE, et al. Preclinical Characterization of G1T28: A Novel CDK4/6 Inhibitor for Reduction of
E= BN Chemotherapy-Induced Myelosuppression. Mol Cancer Ther. 2016 May;15(5):783-93.
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KA. BRI T AW -80°C, 6 months; -20°C, 1 month. -80°C f&FERS, H7E 6 NH WAER, -20°C fEFERS, #57E 1
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DMSO

1mM 2.2394 mL 11.1970 mL 22.3939 mL 55.9848 mL
5SmM 0.4479 mL 2.2394 mL 4.4788 mL 11.1970 mL
10 mM 0.2239 mL 1.1197 mL 2.2394 mL 5.5985 mL
15 mM 0.1493 mL 0.7465 mL 1.4929 mL 3.7323 mL
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