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Product Introduction
Tipifarnib
Tipifarnib (R115777) is a potent and specific farnesyltransferase (FTase) inhibitor with IC50 of 0.6

nM, its anti-proliferative effects are most prominent in H-ras or N-ras mutant cells. Phase 3.

Technical Data:

Molecular
Weight
(MW):

489.4

Formula: C27H22Cl2N4O

Solubility
(25°C)
* <1 mg/ml
means
slightly
soluble or
insoluble:

DMSO 14 mg/mL

Water <1 mg/mL

Ethanol 9 mg/mL

Purity: >98%

Storage:
3 years -20℃Powder

6 months-80℃in DMSO

CAS No.: 192185-72-1

Biological Activity

Using Tipifarnib 5 μM for 72 hours, the percentage of apoptotic cells is significantly higher in drug-treated
compared to DMSO-treated LGL T-cells. Using T-cells from healthy donors, Tipifarnib reduces the
percentage of IFNγ-positive cells in a time-dependent manner. Tipifarnib reduces the amount of activated
Ras in precipitates compared to DMSO. [2] Tipifarnib exerts selective in vitro toxicity against clonal MDS
hematopoiesis at concentrations less than 10 nM the effect being more prominent in white cell progenitors.
This action is not due to apoptosis induction as both normal and MDS progenitors displays equivalent
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DiOC3 and annexin V expression up to 72 hours after exposure to Tipifarnib. [3] Combining Tipifarnib with
10 nM 4-OH-tamoxifen in the presence of E2 reduces the IC50 8-fold from 400 to 50 nM. [4] Tipifarnib
induces apoptosis in U937 cells. [5] In addition, Tipifarnib inhibits isolated human farnesyltransferase for a
lamin B peptide and for the K-RasB peptide with IC50 of 0.86 nM and 7.9 nM, respectively. [6]
Ki-67 is lower in the tumors treated with E2 withdrawal plus R115777 compared with E2 withdrawal alone.
The combination of tamoxifen and R115777 results in significantly lower Ki-67 compared with either
tamoxifen or R115777 alone (mean of 5% versus 16.9% and 67.3%, respectively). [4] In contrast, no
significant difference in apoptotic scores is seen between the treatment groups. R115777 alone also
reduces the CTI compared with control. The combination of tamoxifen and R115777 or R115777 coupled
with E2 withdrawal is most effective at lowering the CTI (0.8 and 0.7, respectively), which may account for
the decrease in tumor volume. [4]
A potent and selective farnesyl protein transferase inhibitor with significant antitumor effects.

References

[1] Margolin KA, et al. Clin Cancer Res. 2012, 18(4), 1129-1137.
[2] Bai F, et al. Cancer Immunol Immunother. 2012, 61(4), 523-533.
[3] Kotsianidis I, et al. Acta Haematol. 2008, 120(1), 51-56.
[4] Martin LA, et al. Mol Cancer Ther. 2007, 6(9), 2458-2467.
[5] Krzykowska-Petitjean K, et al. J Cancer Res Clin Oncol. 2012, 138(3), 537-544.
[6] End DW, et al. Cancer Res. 2001, 61(1), 131-137.

http://www.ncbi.nlm.nih.gov/pubmed/22228638
http://www.ncbi.nlm.nih.gov/pubmed/21983879
http://www.ncbi.nlm.nih.gov/pubmed/18824842
http://www.ncbi.nlm.nih.gov/pubmed/17876043
http://www.ncbi.nlm.nih.gov/pubmed/22209975
http://www.ncbi.nlm.nih.gov/pubmed/11196150


Note：Products protected by valid patents are not offered for sale in countries where the sale of
such products constitutes a patent infringement and its liability is at buyer’s risk. This item is only
for R&D purpose not for commercial business in kilos. Buyers should overview the patent issue in
their countries.


	TechnicalData:
	BiologicalActivity

