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122345678910 [MNexte][Last=>
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Query = Condition = "Fibrosis, hepatic”

Entry Generic Name Brand Therapeutic Group Mechanism |Organization m : o
Number Ilase Name Categorv of Action Filter by Statistics
Launched- AMR-69 Pirfenidone (USAN; Aerodone Interstitial Lung Cytochrome Mational Cancer » Development Status
000235+ 2008 F-647 Rec INN) Aisuryui Diseases, Treatment of  P450 Institute + Organization
GP-101 Deslfar Treatment of Renal CYP1A2 Shanghai b Major Therapeutic
5-7701 Esbriet Diseases Inhibitors Genomics Groups
Etuary Meurologic Drugs Cytochrome Roche , .
Pirespa (Miscellaneous) P450 AFT Therapeutic Group
Therapy of Inborn Errors  CYP2D6 Pharmaceuticals b Major Condition
of Metabolism Inhibitors Genoa Groups
Multiple Sclerosis, Cytochrome Pharmaceuticals v e
Agents for P450 ILDONG Condltlc{n .
Heart Failure Therapy CYP2C9 Marnac » Mechanistic Scope
Agents for Liver Fibrosis Inhibitors I(\IO’L?TN‘E[J Molecular Mechanisms
Respiratory Disorders Signal EeLNIE 1 i
(Nof Spec?ied) Trgnsduction D_iabetes_Di est C:al\u\ar Liechanians
Diabetic Nephropathy,  Modulators  Kidnev Dis » Major Product
Agents for v Shionoai Categories
Glycoprotein b Product Category
gggg’ll)' v Launch Year
Inhibitors D TR
TNF-alpha b Under Active
Production Development
Inhibitors / No Development
TGF-beta Reported
Inhibitors b Filter Only Lead
Il Phase III TIN-101 Besigomsin (Rec Lignans Hepatoprotectants Lipid Tsumura Compounds
111451 Ischemic Stroke, Peroxidation Kyung Hee + Natural Source
Gomisin A Treatment of Inhibitors  University Categories
Schisandrol B Agents for Liver Fibrosis b Natural Source
O Launched ICKT Inchin-ko-to Multi-herbals Hepatoprotectants Tsumura Scientific Name
125745 T1-135 Inchinko-to Choleretic Agents Kanebo D e
T1-42 ¥in-Chen-Hao- Agents for Liver Fibrosis lPre&:f-cr;Ftlogf
Tang Agents for Liver Cirrhosis L EL ) LTS
b —n n
O Biological Antiarthritic Drugs Collagenase Gebre Pharma Administration]Route
145040 Testing Agents for Liver Fibrosis Inhibitors  {Originator
O Biological Antiarthritic Drugs Collagenase Gebro Pharma
145793 Testing Agents for Liver Fibrosis Inhibitors  (Originator
O Biological Antiarthritic Drugs Collagenase Gebro Pharma




Pirfenidone is an orally active small-molecule
Shionogi received approval of pirfenidone in -
InterMune (now Roche) received an approval
In 2010, the compound was recommended fc
assigned to the NDA. In 2014, InterMune res
obtained for IPF in 2011, The product is avail

CECCTREIREEVEREY 1 in Drugs & Biologics.

Drugs & Biologics Search Results 1

Chemical Structure

Entry Number 90236

Record Creation  Jun 12, 2002
Date /@
Last Updated Date  Sep 22, 2017 N

'CAS Registry No.
The National Cancer Institute (NCI) is evalua :":“":ﬂ':"":"ﬂ
neurofibromatosis type I and progressive ple: o e

53179-13-8 SNy
CI2HIINO
185.2218 Pirfenidone

Launched - 2008

Highest Phase
and Kidney Diseases (NIDDK) is conducting ¢ =

the treatment of diabetic nephropathy. The
evaluation by Shanghai Genomics, in phas
evaluating the compound in phase II clinic
ventricular jection fraction. The company
Pudlak Syndrome and for the treatment of
development has been reported for these i

Pirfenidone may inhibit collagen synthesis,
and stimulation in response to cytokines.

Marnac licensed worldwide rights to develo
Japan, Korea and Taiwan where the drug is
designation by the FDA for the treatment o
In 2011, the compound was licensed to ILI
September 2014, InterMune was acquired

In 2013, orphan drug designation was assi
interstitial lung disease). In 2014, breakth
idiopathic pulmonary fibrosis. Also in 2014,
idiopathic pulmeonary fibrosis (IPF).

pment Status Summary

Under Active
Development

5-Methyl-1-phenylpyridin-2(1H)-one
Standard InChi
1S/C12H11NOICT-10-7-8-12(14)13(9-10)11-5-3-2-4-6-11/n2-OK TH3.

£ standard InChiKey

ISWRGOKTTBVCFA-UHFFFAOYSA-N

Code Name Generic Name Brand Name
AMR-69 Pirfenidone (USAN; Rec INN) Aerodone
F-647 Aisuryui
GP-101 Deskar
§-7701 Esbriet
Etuary
Pirespa

Molecular Mechanism
Cytochrome P450 CYP1A2 Inhibitors

Cellular Mechanism
Signal Transduction Modulators

. Cytochrome P450 CYP2D6 Inhibitors

Cytochrome P450 CYP2CO Inhibitors
P-Glycoprotein (MDR-1; ABCB1) Inhibitors
TNF-alpha Production Inhibitors

TGF-beta Inhibitors

Product Category Therapeutic Group Prescription/ Indication Type.

Interstitial Lung Diseases, Treatment of ~ Orphan Drug
Treatment of Renal Diseases

Neurologic Drugs (Miscellaneous)

Therapy of Inborn Errors of Metabolism

Multiple Sclerosis, Agents for

Heart Failure Therapy

Agents for Liver Fibrosis

Respiratory Disorders (Not Specified)

Diabetic Nephropathy, Agents for

L e L LT e e L L IR e PR S e

Phase QOrganization Condition

Launched - 2008 Shionogi Idiopathic pulmonary fibrosis

Phase III Shanghai Genomics Respiratory Disorders

Phase II Natl Inst Diabetes Digest Kidngy Focal segmental glomerulosclerosis _
Dis -

Phase II Roche Heart failure

IND Filed Shanghai Genomics Interstitial lung diseases

I Related Information

Experimental Pharmacokinetics/
Models Metabolism

Drugs & Biomarkers Targets &
Biolog 5 3| Pathways 6

China IND Filed Etuary |[Nephropathy,
Genomics diabetic
China IMD Filed |[Shanghai F-647 |/Interstitial lung [Treatment of
Genomics diseases interstitial
lung disease
(ILD) with
connective
[tissue
disorder
(CTD)
China Launched |[Shanghai Etuary |[Idiopathic oral Capsules
Genomics pulmonary fibrosis 100, 200 mg
China Phase IIT ||Shanghai F-647 |[Respiratory [Treatment of
Genomics Disorders radiation-
induced
pneumonitis
European Registered ||[Roche Esbriet |[Idiopathic [Treatment of |[oral Capsules 267
Union - 2011 pulmonary fibrosis ||mild to ma; Tablets,
moderate 267, 534 and
idiopathic 801 mg
pulmonary
ifibrosis in
adults
France Launched |[Roche Esbriet |[Idiopathic [Treatment of |[oral Capsules
- 2012 pulmonary fibrosis ||mild to
mnderata

Product Milestone History

lestone Date Brand
Name

Aug, 2017 Launched Esbriet  Idiopathic
pulmonary
fibrosis

Jun, 2017 MAA Approved Esbriet Idiopathic
pulmonary
fibrosis

Mar, 2017 Phase II Heart failure

2017 SNDA Esbriet Idiopathic
Approved pulmonary

fibrosis
Dec, 2016 Phase II Idiopathic
pulmonary

fibrosis

Treatment of mild to Roche
moderate idiopathic

pulmonary fibrosis (IPF);
Tablets, 267 mg

Treatment of mild to Roche
moderate idiopathic

pulmonary fibrosis in

adults; Tablets 267, 534

and 801 mg

In patients aged 40 Roche
years or older with heart

failure and preserved left
ventricular ejection

fraction (HFpEF);

Capsules

Treatment of adult Roche
patients with idiopathic
pulmonary fibrosis;

Tablets, 267 mg of

pirfenidone

Treatment of patients Roche
with idiopathic

pulmonary fibrosis and
intermediate or high

prabability of group 3
pulmonary hypertension,

in combination with

sildenafil; Oral

United
Kingdom

European
Union

United
Kingdom

United States
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A Integr itys"; | | Targets & Pathways

or Retrieved Records 1 to 2 of 2 retrieved

Targets & Pathways Search Results

Records Retrieved LTS RG]
Query = Name = BTK
Targets & Pathways Search Results

Tyrosine-protein kinase BTK (isoform 1} Protein Major Conditien
Dermatelogical [
Musculoskeletal 'LastUpdated Date  may 08, 2018

Pain

Renal Disorders 1YP€ Protein

Cardiovascular [ | gejated Names - ) - = . A . = . . . . = . m P B B . - -
logical Dis AGMX1; AT; ATK; Agammaglobulinaemia tyresine kinase; B-cell progeniter kinase; BPK; BTK; Bruton Tyrosine Kinase (BTK); Bruton agammaglobulinemia tyrosine kinase; Bruton tyrosine kina

Neurologica variant 1; Dominant-negative kinase-deficient Brutons tyrosine kinase; IMD1; MGC126261; MGC126262; OTTHUMPO0000023676; OTTHUMPO0000063583; PSCTK1; Tyrosine-protein kinase B7

Gastrointestinal e
Eve Disorders
Hematologic Dis Links =
Immunological [ [uniprotke:|[ gos187

Respiratory Diso ” PDB: ”M. 1AWX, 1B55, 1BTK, 1BWN, 1K2P, 1QLY, 2

2.7.10.2

Endocrine Disor¢ MetaCore ETK, Bruton agammaglobulinemia tyrosine kinase

Infections

Metabolic Diseas BTK is a non-receptor tyrosine kinase (EC 2.7.10.2) that is essential for B lymphocyte development and maturation. It mediates signal transductien initiated by the B cell receptor and IL-5 rece
Cancer regulator of apeptosis. BTK inhibitors bind to and inhibit BTK activity, preventing B-cell activation and B-cell-mediated signaling. Thus, growth of malignant B cells that are overexpressed ina r
Other disorders

Description/Function

Tyrosine-protein kinase BTK (isoform 3 Protein Major Condition  Targetscape . Dermatological Disorders
aig?:f;’;ﬁg;:?;ll & cColorectal Cancer Targetscape & skin Allergy Targetscape
Pain & Non-Hodgkin Lymphoma (NHL) T-Cell Targetscape & Urticaria & Angioedema Targetscape
E::;Le::c?:?[ & Bladder Cancer Targetscape & Pemphigus Targetscape
Neurological Dis & Myelodysplasia Targetscape lrnmunological Disorders
Gastrointestinal & Graft-versus-Host Disease (GVHD) Targetscape
Eve Disorders & Glioblastoma Targetscape Musculoskeletal and Connective Tissue Disorders
Hematologic Dis & Rheumatoid Arthritis Targetscape 1 (Intercellular Crosstalk)
Immunological [ @ Ppancreatic Cancer Targetscape Other disorders (Systemic disorders)

Respiratory Diso

& obesity Targetscape
Endocrine Disor¢ v Targ p

Scientific

Eric jenti = - L .
metabollc bissa< ANiMations [®E!  Mast Cell Activation and Degranulation in Allergic and Inflammatery Responses
Cancer Condition (Status)

Other disorders

=l Collapse All F_Expand All V 68 Conditions

@-Cancer V {View Drugs) C 13 Conditions

Z+!Z ‘Cardiovascular Disorders E (View Drugs) E 44 Conditions
ZTZ-Dermatological Disorders

Z+;Z-End0crine Disorders E [View Drugs)
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M Proprotein convertase subtilisin/kexin type 9
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FHZ; HCHOLAZ; Hypercholesterolemia autesomal deminant 2; LDLCQ1; NARC-1: NARCL; Meural apoptosis regulated convertase 1; PC3; PCSKS; Proprotein coenvertase PCS

PCS is a secreted enzyme belonging te the peptidase S8 family. It is invelved in cholesterol hemeestasis by reducing the cellular uptake of plasma low-density lipeprotein (LDL) cholestercl, Inhibiting

this protein may be effective in the treatment of lipeprotein disorders including atheresclerosis. It is also involwed in the differentiation of cortical neurons and in regeneration of the liver.
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H Proprotein convertase subtilisin/kexin type 9
Last Updated Date

Type
Related Names

Links

MetaCore

Description/Function

Targetscape

Scientific
Animations

Condition {Status)

Related Mechanisms

Feb 24, 2017
Protein

FHZ2; HCHOLAZ; Hypercholesterolemia autosomal dominant 3; LDLCQ1; NARC-1; NARC1; Neural apoptosis
regulated convertase 1; PC9; PCSK2; Proprotein convertase PC2

PCSKQ9, proprotein convertase subtilisin/kexin type 9

PC9 is a secreted enzyme belonging to the peptidase S8 family. It is involved in cholesterol homeostasis by
reducing the cellular uptake of plasma low-density lipoprotein (LDL) cholesterol. Inhibiting this protein may
be effactive in the treatment of lipoprotein disorders including atherosclerosis. It is also involved in the
differentiation of cortical neurons and in regeneration of the liver.

Cardiovascular Disorders
@ Atherosclerosis Targetscape

Metabolic Diseases
& Dyslipidemia Targetscape

W‘ Acute Coronary Syndrome (ACS) Targetscape
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Inhibition

= Proprotein Convertase Subtilisin Kexin Type ¢ (PCSK9) Inhibitors in
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Anti-PCSK9 (Proprotein Convertase Subtilisin/Kexin-Type 9); Proprotein Convertase Subtilisin/Kexin-Type 9
(PCSKQ) Inhibitors; Proprotein Convertase Subtilisin/Kexin-Type 9 (PCSKQ) Translation Inhibitors

Products Under
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Drugs & Biomarkers | Targets & | Genomics Literature Experimental Experimental
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Name

6651832 Evolocumab Anti-PCSK9 (Proprotein Amgen Pre-Registered
Convertase Subtilisin/Kexin-

Type 9)

4 Arterial disease
4 Arteriosclerosis
4 Atherosclerosis

Name

561832 Evolocumab Anti-PCSK9 (Proprotein Amgen Phase III
Convertase
Subtilisin/ Kexin-Type 9)

806528 AT-04A Anti-PCSK9 (Proprotein
Convertase

Subtilisin/ Kexin-Type 9)

AFFIRIS Phase [

AT-06A Anti-PCSK9 (Proprotein
Convertase

Subtilisin/ Kexin-Type 9)

Phase I

AFFIRIS
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Title

. PDF

Imidazels and indole-based IDC1 inhibitors, preparation methad and application thereof

Applicant

China Pharmacsutical University (Nanjing [CN])
Maniing University {NJU) (Nanjing [CN])

Patent Number

Publication Date Legal Status Links
CN 107501272 * Dec 22, 2017 INPADOC
Last Updated Date
Jan 26, 2018
Subject Matter
Drug Substances

Original Abstract

Inventor

Lai, Y.

Sun, Q.

Zou, Y.

Xu, Q.

Guo, W.

Wang, Y.

Wang, F.

Li, Y.

Priority Data Priority Date

2017 CN 10798280 Sep 5, 2017

Conditions

Autoimmune disease
Cancer

Cataract

Depression
Infection, viral
MNeurodegeneration
Transplant rejection

This invention belongs to pharmaceutical field, specifically claims a imidazole with formula (I} structure and the indole
compound, its sterecisomer, or a pharmaceutically acceptable salt thereof, processes for their preparation, and their use as
indoleamine 2, 3-dioxygenase 1 (IDO1) inhibitor. the experiment result shows that the compound of the invention has
obvious inhibiting effect to activity of IDO1, can effectively promote T cell proliferation, inhibiting the initial differentiation of
T cells into regulatory T cells, reverse IDO1 mediated immunosuppression. can be used for treating a disease associated
with IDO1 mediated by kynurenine metabolic pathway pathological characteristics, including cancer, viral infections,
neurodegenerative disorders, cataracts, organ transplant rejection, depression and autoimmune diseases.

| Related information

Drugs & Companies
logics & Research
2] Institutions 2|
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Experimental Activity:

Pharmacological Activity: beta-Amyloid (42) production. inhibition

532224

Mechanism of Acti

b joud (
Preduction Inhibitors wary cells transfected
Antiamyloidogenic Agemts  with human APP
gamma-Secretase Modulators

beta-Amylaid (AL CHO Chinesa hamster
Praduction Inhibitors ovary oells tansfected|
Antiamyloidogenic Agents  with human APP
gamms-Secr=tase Modulators

beta-Amylaid (Abeta) CHO Chiness hamster
Production Inhibitors auary oells tansfeciad|
gamma-Secretase Modulstorswith human APP
Antiamyloidegenic Agents

beta-Amyleid (Abeta) CHO Chiness hamster
Preduction Inhibitors owary calls bansfected|
Antiamyloidogenic Agemts  with human APP
gamms-Secretase Modulators

beta-Amylaid (AL CHO Chinesa hamster
Praduction Inhibitors vary ozlls transfected
Antiamyloidogenic Agents  with human APP
gamms-Secr=tase Modulators

beta-Amylaid (Abeta) CHO Chiness hamster
Production Inhibitors auary oells tansfecied|
Antiamyloidegenic Agents  with human APF
gamms-Secrstase Modulators

Method
ELIZA

FLISA 3353y

FLISA 3353y

FLISA sssay

FLISA 3353y

FLISA 3353y

Value
.00 nM

.50 nM

14.00 nM

[7.00 nM

.50 nM

.40 nM

o Io Do Po
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