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Changes in numbers of PPl-related papers and patents
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Note:

1. Research papersand patents were searched with a keyword"protein-protein-interaction (within
title, abstractand keywords)" in a database "SCOPUS" provided by Elsevierand
“FreePatentsOnlin.com”, respectively, on December21,2012.

2. An outstanding number of patentin 2002 seems to be relevantto increasedapplication of
patents of PPI-detecting methodologies mainly by US companies.

3. Numbersin 2012arein alimited period of January 1to December21.
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#1 [E5F PPLIAEEOMFRN (G EAESRUZERBLOZOY H v FEEZERL)
In clinical development

B e ey T [ P P

SAR1118 LFA1l/ICAM1 Dry eye P-3 Eyedrop 637.5 4.23
17-AAG Hsp90/HIF1a Solid tumor P-2/3 i.v. 569.7 2.86 4 8 157
Navitoclax Bcl2/BAK CLL P-2 Oral 976.6 8.62 2 13 170
LCL161 SMAC/XIAP Solid tumor P-2 Oral 500.6 3.44 2z 6 120
RG7112 P53/MDM2  Solid & hemato. P-1 Oral 727.8 | 7.38 0 6 91
RG7388 P53/MDM2  Solid & hemato. P-1 Oral 616.5 7.16 3 8 111

In pre-chmcal development/d:scavery 7

A

—-.'i.:~. : ’Asfl

PKF115-584 TCF4[ ﬁ-catenin 790.8 4.03 14 194 Binding inhi., 1C50, 3.2 pM

3
UNC1215 L3MBTL3/BCLAF1 529.7 2.55 1 5 59 Kp, 120 nM
MM-102 WDR5/MLL1 669.8 3.69 7 9 178 Binding inhi., IC50, 2.4 nM
FOBISIN101 14-3-3/Raf-1 461.2 3.22 1 11 156 Binding inhi., IC50, 5.9 pM

ok} BRD4/histon H4 457.0 3.42 0 6 98 Kb, 50 nM; F value (p.o.), 49%

Red-colored letters: in violation of the Lipinski's rule of five
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- Structure Based Scaffold Generation
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