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Quick View

DERIVES DE AH{B-AZA-BICYCLO[3.2.1}0CT-1-¥LFARYL-METHYLFBENZAMIDE,
LEUR PREPARATION ET LEUR APPLICATION EN THERAPEUTIQUE

Original publication o
languages not 35 /o

in English

By Dargazanli, Gihad; Estenne-Bouhtou, Genevieve; Medaisko, Florence
From PCT Int. Appl. (2010), WO 2010052287 A1 Aug 19, 2010,

| Preparation of N-[(6-azabicyclo[3.2.1]oct-1-yl)(aryl)methyl]benzamide derivatives as inhibitors of glycine transporters glyt1 I
aten

Language: French, Database: CAPLUS

The invention also relates to the therapeutic use thereof and to a
method for synthesizing same. Title compds. I[R = H,
{un)substituted alkyl, cycloalkyl; R1 = {un)substituted Ph,
naphthyl; R2 = H, halo, CN, heteroaryl, etc.; and their acid addn.
salts] were prepd. as inhibitors of glycine transporters glytl.
Thus, reaction of 6-((R)-1-phenylethyl)-6-
azabicyclo[3.2.1]octane-5-carbenitrile with phenyllithium,
cleavage of the 1-phenylethyl group, amidation of 2,6-dichloro-3-
triflucromethylbenzoic acid with the resulting amine and
acidulation with HCl gave IL. T inhibited glycine transport via glytl
and displayed an IC50 in the range of 0.001 to 10 pM in vitro.

Reference Images Substance Imaga;

@ English
. Chinese
. Japanese
@ German
@ Russian

. French/Spanish
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“Currently, you often have to
click several times to get

“Searching patents on through this process. You
SciFinder is not the easiest have to find the PDF from the
process ... you have to click external website. Then, you
through several links in order have to go and download the
to get to the patent.” claims. There’s a lot of

digging even before you get
to what you need to analyze.”

“Trying to get to the right
patent is sometimes quite
time consuming. Having to go
to multiple websites to pull up
a patent seems like
unnecessary work.”

“Patents have continued to
get longer and do not always
include structures. This
combination makes it difficult
to find exactly what you're
looking for.”
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From PCI Int. Appl. (2006), WO 2006100096 A2 20060928, | Language: English, Database: CAPLUS
Proteases such as those belonging to the prolyl oligopeptidase family (POP-family), e.g., DPP4 and DPP8, are involved in many pathol. processes and diseases such as diabetes, obesity, hypotension and
inflammatory diseases and therefore, these proteases are attractive drug targets. Esp. inhibitors of DPP4 and/or DPP8 bear great potential as drug candidates and consequently screening assays and assays
to identify and characterize the properties of these potential drugs are of very high interest as valuable tools for drug research. The invention provides such screening assays as well as a panel...

339. Genes showing altered patterns of expression in the presence of mutant alleles of the PTEN gene and their use in diagnosis of cancer

Q qQuick view  PATENTPAK ~

By Chen, Charlie D.; Sawyers, Charles L.

From PCT Int. Appl. (2005), WO 2005059109 A2 20050630. | Language: English, Database: CAPLUS
Genes that show altered levels of expression in the presence of mutant alleles of the PTEN tumor suppressor gene are identified. These genes constitute a mol. signature that is of use for diagnosis,
prognosis, drug research and development and therapeutics. Specifically, the present invention relates to identication of IGFBP2 gene, as a gene whose patterns of expression are affected by mutant
alleles of the PTEN gene. The present invention further demonstrates that IGFBP2 expression is neg. regulated by PTEN, pos. regulated by activation of PI3 and Akt kinases, and that IGFBP2 plays a funct. ..

341. Apparatus and methnd for determining effects of a substance on an organ

Q Quick View
By Brassil, John; Il patent No. PatentPak Options Kind  Language !
From U.S. Pat- Apll 5 50040224298 PDF | PDF+ | Viewer Al English [F: CAPLUS
An organ pe ) organs and preserve organs for storage and/or transport. QOther app. include an organ transporter, an organ cassette and an
organ diagng| Patent Family ic and/or normothermic temps., preferably after hypothermic organ flushing for organ transport and/or storage. The method
can be practi EP 1925863 PDF &1 English re of the organ. Organ viability is restored by restoring high energy nucleotide (e.g., ATP) levels by perfusing t...
EP 2308296 PDF L] English
US 6977140 PDF | PDF= | Viewer B1 English
345. Detection| US 6673594 PDF B1 English
Q qQuick view CA 2554872 PDF 4 English
By Gorelik, Viadinj|] CN 1985170 PDF A Chinese mer, Dale F.; Wischnath, Georg R.
From U.5. Pat. Apl| JP 5329760 PDF B2 Japanese fe: CAPLUS
Detecting anf| ES 2314627 PDF LE] Spanish e pharmaceutical industry, in fluorinated drug research and manufg.; in the medical and clin. studies of the effects of
fluoroorg. in the anal. of water, soils and air contaminated with fluoroorg. compds.

346. Method and computer system for identifying biologically active molecules

Q qQuick View ~ PATENTPAK ~

By Schmitt, Frank; Schirm, Bernhard; Kramer, Bernd; Baumann, Knut; Vitt, Daniel

From U.S. Pat. Appl. Publ. (2003), US 20030003456 A1 20030102, | Language: English, Database: CAPLUS
The present invention relates to a method and a system of identifying bial. active mols. Evaluating receptor or target suitability of mols. is an important task in pharmaceutical drug research. With the
increasing employment of automation techniques over the last years within Drug Discovery processes, methods like High-Throughput-Screening (HTS) and High-Throughput-Synthesis have become industry
stds. in pharmaceutical research. Nowadays, it is possible to test more than 20,000 mols. per day for their biol. activities in certain disease targets. Also in the area of chem. synthesis, combina...

347. Method and computer system for identifying biologically active molecules
Q qQuick view  PATENTPAK ~

r O O
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By Schmitt, Frank; Schirm, Bemhard; Kramer, Bernd; Vitt, Daniel; Baumann, Knut ~ o’
From U.S. Pat. Appl. Publ. (2002), US 20020197610 A1 20021226. | Language: English, Database: CAPLUS -
The present invention relates to a method and a system of identifying biol. active mols. Evaluating receptor or target suitability of mols. is an important task in pharmaceutical drug research. With the
=
———
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DOWNLOAD PDF

Key Substances in Patent

CAS RN 56-65-5

US 2004/0224298 Al

Nov. 11, 2004

Search in SciFinder ~ | View De

Analyst Markup Locations (5)

fEPatentPak Viewerﬂlﬂ,\‘\ﬁ_lt%f?’i—l_ﬁﬂ’]
R E N FIPDF S B9 R B

atus and method according to the invention monitor,
n mdmr restore organ viability by p:r[usmg the organ
[{ perfusion mode)

‘mic perfusion

Tunciion. Organs mafurally have Sigmificant pyruvaie levels,
h

¥ More Locations

CAS RN 71-52-3

O

OH O

Search in SciFinder v | View Detail

Analyst Markup Locations (9)
@ pace 1
Q page 12
9 page 35

¥ More Locations

Qroan witl 1 pyruvate will not
aﬁ]sl in unng and/or main|
ological fWfiction if the mitochondria are not provided wnh
sufficient oxygen to function. Further, bricfly flooding an
organ with pyruvate may, in fact, facilitate tearing off of the
vascular endothelial lining of the organ.

[0012] U.S. Pat. No. 5599659 10 Brasile et al. also
discloses a preservation solution for warm preservation of
tissues, explants, organs and endothelial cells. Brasile et al.
teaches dlssdvanlages of culd organ slm'age, and proposes

warm preservation y as an . Brasile ct
al. teaches that the solution has an enhanced ahlluy 10 serve
as a medium for the culure of vascular endothelium of

after flushing of the organ such as by

hypolherrmc flushing followed by static organ storage and,

arorgan perfusion at hypothermic temperatures for transport
organ.

[0016] The restoring of organ viability ma: accom-
plished by restoring high cnergy mucleotide (e.g., adenosine
triphosphate (ATP)) levels and enzyme levels in the organ,
which were reduced by warm ischemia time and/or hypoxia,
by perfusing the ongan with an oxygenated medical flud,
such as an bascd bicar-
bonate medlcal fiuid, at normnlhermlc or near-normother-
mic temperatures. The organ may be flushed with a medical
fluid prior to perfusion with the oxygenated medical fluid.
Such perfusion can be performed at either normothermic or

tissue, and as a solulmn for organs for ion using
a warm pres because it is supp

with serum albumin as a source of protein and colloid; trace
elements to potentiate viability and cellular function; pyru-
vate and adenosine for oxidative phosphorylation support;
transferrin as an attachment factor; insulin and sugars for
metabolic support and glutathione to scavenge toxic free
radicals as well as a source of impermeant; cyclodextrin as
a source of i scavenger, and of cell
attachment and growth factors; a high Mg++ mnoenlmmn
for bolism support;

comprising primacily chondroitin sulfates and hepatin sul-
fates, for growth factor iation and is; and

at tem-
perat ‘o hypothermic flush, static storage and hypo-
thermMperfusion, the medical fluid preferably contains little
or no oxygen and preferably includes antioxidants, both

I (e.g., 2-ascorbic acid herol) and
(c.g., catalasc and supcroxide dismutase (SOD)). Normoth-
ermic and/or ic perfusion, and p hypo-

thermic perfusion, can be performed in vivo as well as in
vitro. Such perfusion arrests ischemic injury in preparation
for transport, storage and/or transplant of the organ.

[0017] The normothermic treatment is preferably
cmployed after an organ has been subjecied o hypothermic

ENDO GRO™ as a source of cooloid, impermeant and

statically and/or under perfusion. Such initial
hvpothermic exposure ean oceur. for example. during trans-
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Key Substances in Patent

CAS RN 102-82-9

NN TS

NN

p— . PAGE ZOOM
-;:.-sPATENTPAK ® O I & ©

DOWNLOAD PDF

N®-benzoy < coxyadenosine triphosphate was prepared by cha.rgi¢ a vial with N°
benzoyl-2’-deoxyadenosine (0.055 g, 0.16 mmol) under dry N and trimethyl phosphate (0.435
mL) was added. To the resulting solution was added tributylamine (0.077 mL, 0.32 mmol) and the

Search in SciFinder = | View Detail

Analyst Markup Locations (1)

CAS RN 9031-50-9
Nucleotidyltransferase

Search in SciFinder = | View Detail

Analyst Markup Locations (1)
@ page3s

CAS RN 9027-67-2

Terminal
deoxyribonuclectidyltransferase

Search in SciFinder = | View Detail

Analyst Markup Locations (1)
@ page 38

CAS RN 2387612-59-9
DNA, d(T-A-AT-AATAATAA
TTTTT)

Search in ScFinder = | View Detail

Analyst Markup Locations (1)
Q page 38

0 min while being held at -5°C. To this vial was

8] M\PDF X 4 H 5 PatentPak
HTEZ

(0.009 mL, 0.10 m

018 mL, 0.19 mmol) via syringe and the reaction

d aliquot of anhydrous phosphorous oxychloride
action mixture was stirred at -5°C for 8
0.14 mmol), flushed
with dry N», and anhydrous acetonitrile was added (0.609 mL), followed by tributylamine (0.231

via syringe and the

min. A second vial was charged with tributylamine pyrop!

mL, 0.97 mmol). The prepared tributylamine pyrophosphate mixture was cooled to -20°C and
added to the reaction mixture and allowed to react for 10 m. The reaction was quenched by the
dropwise addition of H»0 (4.35 mL). The contents of the flask were combined with 0.87 mL of
H20 and extracted with dichloromethane (3 x 150mL). The aqueous phase was adjusted to pH 6.5
with concentrated NH4OH and stirred for 12 h at 4°C. The mixture was transferred to a 250 mL
round bottom flask with 50 mL of water, and concentrated under reduced pressure. The residue was
dissolved in 40 mL water, and purified via ion-exchange chromatography (AKTA FPLC, Fractogel
DEAE 48 mL column volume, stepwise gradient 0 -> 70% TEAB in water, pH 7.5). Fractions

== CAS

Smpge®® 4 DIVISION OF THE

Copyright 2020 American Chemical Society. All rights reserved. AMERICAN CHEMICAL SOCIETY

12



Bd PatentPak, B F R EBRERSENEXERHF

HEER

33 B AR i QO Y

PAGE

O OBk |

ACAS SOUTION

== PATENTPAK'

Key Substances in Patent

Search in SciFinder v |\/\ew Detail

Analyst Markup Locations (5)
Q pege1
9 page 32
Q poge s

¥ More Locations

CAS RN 71-52-3

o

OH O-

Search in SciFinder~ | View Detail

Analyst Markup Locations (9)

page1

CAS Registry Number 56-65-5

~132,514 :“'?Z] ‘ 58 &Y

ClD HlG N5 013 p3
Adenosine 5'-(tetrahydrogen triphosphate)

Molecular Weight |
507.18

Boiling Point (Predicted) N
Value: 951.4+75.0 °C | Condition: Press: 760 Torr

Density (Predicted)
Value: 2.63+0.1 g/cm3 | Condition: Temp: 20 °C Press: 760 Torr

pKa (Predicted)

Absolute stereochemistry.

H

Value: 0.97£0.50 | Condition: Most Acidic Temp: 25 °C

Other Names

5 W02010069064 FIGURE: 3A claimed sequence
5-ATP

ATP

ATP (nucleotide)

Adenosine 5-triphosphate

View more...

» EXPERIMENTAL PROPERTIES

9 rage 12
9 ragess
¥ More Locations

Expand All | Collapse All

2 source of impermeant, scavenger, and polentiator of cell
attachment and growth factors; a high Mg++ concentration
for bolism support;

comprising primarily chondroitin sulfates and heparin sul~
fates, for growth factor and

ENDO GRO™ as a source of Lmk)ld impermeant ﬂmi

for transport, storage and/or transplant of the organ.

[0017) The normothermic treatment is preferably
employed afier an organ has been subjeeted to hypothermic
statically and/or under perfusion. Such initial
hypothermic exposure can oceur, for example, durine trans-
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" Journal
0
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= ;‘1 »\L/“’\/‘-“—_w Tags

& SUBSTANCES

Search in SciFinder = | View Detail I Chemical Structure

Structure ] Markush
Markush fons (5) Molecular Formula
Reactions Praperty

Substance Identifier

& REACTIONS

Tl fEPatentPak Viewer 1 B %R [0
SciFinderi#f {1454, SEMMK
NER

Reaction Structure

| REFERENCES

SUBSTANCES: CHEMICAL STRUCTURE @

Structure Editor:

Java Non-Java

Search Type:

O Exact Structure
® Substructure
O Similarity

[J Show precision analysis

Click image to change structure or
view detail.

Import CXF

= Advanced Search

MPatentPak Viewer B 1% Bk 4% 2| 454916 R 57 1, [5 B
EFLE, RGBS HENNEMERZSATZ
ElmE#R, midrSearchBIFFIASciFinderi€Z, #HEH

B9 5T T3 1]

OH O

Search in SaFinder = | View Detail
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9 page 1
Q page 12
9 page 35
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