R R A IR AT
Shanghai yuanye Bio-Technology Co., Ltd

=~ F—1 HiE: 021-61312973  fEE: 021-55068248
ll? |]_I- P4ik:  www.shyuanye.com
(A1} HR#: shyysw@sina.com
F= 54 #K: Enitociclib; (+)-BAY-1251152; (+)-VIP152; (S)-Enitociclib
CAS 5: 1610358-56-9
FEmS: $89005

HEYEE

(9)-Enitociclib ((+)-BAY-1251152) #& Enitociclib (HY-103019E) [ %} B 44, Jg X tE N (+).

Enitociclib #&—FlikFPE CDKO M7 A - (apoptosis) 75 F7. Enitociclib #iI#lif] CDK9 %

Description P, 2> RNA BAEF Pol IT I K UL (CTD) %1% 2 (Ser2) MIBERRIL, MM T MYC.
MCLI SR HE S0 3L R ) 635 . Enitociclib HA LR MYC+ REURAN 2 RV SR (MM) 2H BRI $0
WHEEEYE, 5 Bortezomib (HY-10227)+ Lenalidomide HEA WM FEMEM, W FHF Mk & Ge% v ot ¢
CDKY9/CycT1
IC50 & Target[1]
3nM (IC50)
Cell Line Type Value Description
Antiproliferative activity against human A2780 cells assessed
as inhibition of cell growth in presence of fetal calf serum
A2780 1Cso 52 nM
incubated for 96 hrs measured by celltiter-glo luminescent cell
viability assay
Antiproliferative activity against human MOLM-13 cells
Cellular Effect
MOLM-13 1Cso 29 nM assessed as reduction in cell viability incubated for 72 hrs by
MTT assay
Antiproliferative activity against human MOLM-13 cells
assessed as inhibition of cell growth in presence of fetal calf
MOLM-13 ICso 42 nM
serum incubated for 96 hrs measured by celltiter-glo
luminescent cell viability assay
Animal Model: Female SCID mice with OCI-LY-3 cells[2]
Dosage: 10 mg/kg
In Vivo
Administration: Intravenous injection; once every seven days; for 14 days
Result: Inhibited tumour growth and had good tolerability.
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Solvent&Solubility DMSO H IR @ 113.3 mg/mL (280.15 mM; HE JABIE; RIEH DMSO X 7= i (1A R B A .

FHRW, I DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.4726 mL 12.3631 mL 24.7262 mL
Stock Solutions 5 mM 0.4945 mL 2.4726 mL 4.9452 mL
10 mM 0.2473 mL 1.2363 mL 2.4726 mL
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BUSHLHIE, SR

DL A AT 7R I E 2 R AR A 7L S B ) 7 R R AR G T e me i A o H R GT0E . A
PG, AT DA AR /s 7 ) 7 2B
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EIRFARRINEEFAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: = 2.5 mg/mL (6.18 mM); V&% ¥ i

TR = 2.5 mg/mL CHURIEEREDD 1PE A

U 1mL TARBCAH], B 100 wL25.0 mg/mL KI¥%HE DMSO A& M3 400 uLPEG300 H, i
E2); FiR ERERPMA 50 1 LTween-80, BANA; MRIFHLALIA 450 vl EFEHK &
A% lmL.

AT K TR B 0.9 ¢ B, AT ddH. O JEERZE 100 mL, A LSSV % W 04 3 4k
IKIEW

L -

T 7 VS A AV 71
Solubility: = 2.5 mg/mL (6.18 mM); &% ¥ i

W EAHRAG = 2.5 mg/mL GRURIEERAD AIETEER

PL ImL TAEM 6], B 100 »L25.0 mg/mL %34 DMSO fif##nEl 900 »L20% ) SBE-B
-CD AEEHAKEW T, BEHA.

2 g SBE-B-CD (FT Mk B-FWKE) MAEAET 10mL AEMEKS, BEEMEETEN.
FR =
TP VS A AV 71
= 2.5 mg/mL (6.18 mM); FEEEI

= 2.5 mg/mL CHIFIEERSDD BIMEIREEW, BL77 Zseme A WTE A H UL Ei3h P siis

10% DMSO —  90% (20% SBE- B -CD in Saline)

10% DMSO —  90% Corn Oil
Solubility:
iV ETIEI S
AL o

A ImL TAERCOAHI, B 100 »L25.0 mg/mL [¥%5% DMSO &N 900 vL FKihH, W&
B5.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.4726 mL 12.3631 mL 247262 mL 61.8154 mL
DMSO 5mM 0.4945 mL 2.4726 mL 4.9452 mL 12.3631 mL
10 mM 0.2473 mL 1.2363 mL 2.4726 mL 6.1815 mL
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15 mM 0.1648 mL 0.8242 mL 1.6484 mL 4.1210 mL
20 mM 0.1236 mL 0.6182 mL 1.2363 mL 3.0908 mL
25 mM 0.0989 mL 0.4945 mL 0.9890 mL 2.4726 mL
30 mM 0.0824 mL 0.4121 mL 0.8242 mL 2.0605 mL
40 mM 0.0618 mL 0.3091 mL 0.6182 mL 1.5454 mL
50 mM 0.0495 mL 0.2473 mL 0.4945 mL 1.2363 mL
60 mM 0.0412 mL 0.2061 mL 0.4121 mL 1.0303 mL
80 mM 0.0309 mL 0.1545 mL 0.3091 mL 0.7727 mL
100 mM 0.0247 mL 0.1236 mL 0.2473 mL 0.6182 mL
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