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Abstract: Thrombin is a key enzyme in the generation of a hypercoagulable state and pathologic blood clot formation. The regulation
of thrombin activity is, therefore, an important therapeutic target. Argatroban is a potent, reversible direct thrombin inhibitor (DTT) that
has been used clinically as an anticoagulant for over 20 years in various thrombotic conditions in Japan, including acute cerebral
thrombosis, hemodialysis in antithrombin (AT) deficiency and heparin-induced thrombocytopenia (HIT). Additionally, it has been
approved and launched in the US, Canada and certain European countries as an anticoagulant for use in adult patients with
heparin-induced thrombocytopenia type II (HIT type II) who require parenteral anti-thrombotic therapy. It is also approved in the EU
for the treatment of HIT in patients undergoing percutaneous coronary intervention. This paper reviews detailed information of
argatroban, which includes the mechanism of action, synthetic route, pharmacodynamics, pharmacokinetics, drug interactions, clinical
studies and so on.
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I BEAE A 22 B AGRI N T PCL.91 441 HIT 2%,
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3 K (P<<0.05), FEAH[FENT &ML O R,
Bl i BE4L APTT 1 ACT {41 (P<0.01).
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2 d AW 2y 5 3~7 K, 2 %d, BERTRT
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ANREMRAER SRR, S5BITHTHE, 6T
Je B8 5% [ [ 57 AT 5T e A6 vh B R P 2y W] B T
fIK 2 R Rankin 5321770 <<2 73 T v EE A W] 2 48 sy,
ERFGIHE N (P<0.05). B FEPRES
L i R i 57 F RS R R, S Al
PRITFUNG DL WA 2.

— Il 4 4 Randomized Controlled Trial of
Argatroban With tPA for Acute Stroke (NCT01464788)
WAEFTFG T 2011 4F 10 H, e sEd, thki
55105 N, A THFFESE N [ 2015 4F 12 .
WIS - BEAL. 2o m IR AR, H
AR AL B n b BB ARG T DR (s k0,
WO BE ) 2 A N T 4 Bl O
(rt-PA) Y697 I KBS, AT TR BN L A A7)
PR g BE DL R AR 2 25 410,

By o phh BE S — A ade P R M B A A 50, DA
AWFFTLRIL PCI i I Bl Jon it BT BE 7 7 M TS5 7 P41
FEo AL, WA PERTT U A SR EARA
Je FEARZE B R FEARHIE S o

—Jji44 A Rgatroban for preventing occlusion
and restenosis after intracranial and extracranial artery
stenting  (APORIAS) [1) 4 57 (NCT01163604)
PIfEREAT R, ABENL. ARZETFE RS . AWFFIT
712010 4£ 8 J1, TIRIGTRT 2012 £ 8 . Alith
FA55 140 N AUEF] 2012 4F 9 H ok WA W6 45 R
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2 MnshEElRRIRIE St
Phase Status Study

2 Recruiting Randomized controlled trial of argatroban with tpa for acute stroke
Condition: ischemic stroke
Intervention: argatroban

4 Recruiting Rrgatroban for preventing occlusion and restenosis after intracranial and extracranial artery stenting
Condition: cvd
Interventions: argatroban; non-argatroban treated group

4 Terminated Argatroban versus lepirudin in critically ill patients
Condition: heparin induced thrombocytopenia (hit)
Interventions: argatroban;  lepirudin

2 Completed Study on safety and effectiveness of three doses of argatroban as anticoagulant in percutaneous
coronary intervention (pci)
Conditions: coronary artery disease; angina, unstable
Interventions: argatroban; heparin

4 Terminated A comparative sudy comparing argatroban® iv vs desirudin sc for suspected hit with or without
thrombosis syndrome
Condition: suspected heparin-induced thrombocytopenia
Interventions: desirudin or argatroban®; desirudin vs argatroban

4 Terminated Significance of antibodies to heparin/platelet factor 4 complex in vein graft patency and potential

Has results role of argatroban for prevention of vein graft occlusion
Conditions: coronary artery bypass graft surgery; presence of heparin/platelet factor 4 antibody
Intervention: argatroban and warfarin
1,2 Completed Argatroban tpa stroke study
Has results Condition: acute ischemic stroke

Intervention: argatroban

3 Completed Efficacy and safety study of argatroban to treat heparin-induced thrombocytopenia
Condition: heparin-induced thrombocytopenia
Intervention: argatroban

2 Completed Clinical management of argatroban in patients with heparin induced thrombocytopenia type ii
Condition: heparin-induced thrombocytopenia type ii
Intervention: argatroban

4 Completed Pharmacokinetics/pharmacodynamics of argatroban injection in end-stage renal disease patients
undergoing hemodialysis
Conditions: kidney failure, chronic; renal disease, end-stage
Intervention: argatroban

4 Completed Edaravone and argatroban stroke therapy study for acute ischemic stroke
Condition: stroke
Intervention: edaravone

4 Completed Evaluation of argatroban injection in pediatric patients requiring anticoagulant alternatives to heparin
Conditions: thrombocytopenia; thrombosis
Intervention: argatroban

- Completed Has results retrospective registry of patients with acute heparin-induced thrombocytopenia type ii
Condition: acute hit ii (heparin-induced thrombocytopenia type ii)
Interventions: lepirudin; danaparoid; argatroban; fondaparinux

4 Withdrawn Fondaparinux in patients with acute heparin-induced thrombocytopenia (hit)

Condition: heparin-induced thrombocytopenia

Interventions: fondaparinux; argatroban or lepirudin
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8 Mgt /LFERNER RERE
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HPKRELEE) SIEMME R, BAKR. &%

N, 1 H 2 W 1IR3 (BT sh g K &9
10 mg) JHBAREIEAE 2~3 h Wil . F4E

W FERIE IR
8.2 MEAK 48 h UMMM 2] (BREZBR
HIEE) BEMMAINGERER GExIRE). BEE
# (P17, BiL. LERE. #HB) IE

FRN, 1 2 HEER 6 3BT ihHE/K 454 60 mg)
P38 B TR AR T AE 24 h WIESEER IR . 2 )5
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SRS ERIE A 2
8.3 PR MGMEEIIRE BE. FE L
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THEM. RSN ELERIEPRSRLINE)
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R I TRV RE G L[] Py It BRI S 3BT R M %
W RIS IR M DL IR bR R 2 25 2 5, HARTE
/NI 0.5~4 32 (BN HhPEK 54 5~40 mg).
8.4 [k I BT ZRIE S M/ NRIR A E 5 | 2 A2 i

DLIE SR AR AS i, BN, AN 0.7 pg/(kgmin)
T . ek g, A, XHHFThEE S S
T AR R E R B ARG 2 . R
APTT PR A Theh 25 .
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WRAAH MG, Nz BE R b . 32t
1T APTT Je oA B i 356 A0 W, 45 T X REVR T
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IR 2 2012 4F, SHHE R b ih A =1 100 L2 3.
4. FrhnhEER b, AOREE TR R
RN QT IUEZSE S G

3= 3 E[E FDA #UAEMR N PEE R

TEPERSY FIA, BB ik I& N E A CiRGAR R
Injectable; injection 250 mg/2.5 mL HIT FEEFEPUHEN  Pfizer 2000-06-30
(100 mg/mL)
Injectable; iv (infusion) 125 mg/125 mL HIT & 4E B & Pkt Sandoz 2011-05-09
argatroban (1 mg/mL) f; 7 HIE MR
Injectable; iv (infusion) 50 mg/ 50 mL FEHEEESZ PCIIE  Eagle Pharms 2011-06-29
(1 mg/mL) I INF PRI
Injectable; injection 250 mg/2.5 mL Hikma Pharm Co. 2012-01-05

(100 mg/mL)

Ltd
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x4 FEHUERINBIIESER
P AR ek H 39 R4 HE PR LY FrE I %/
BT in b BIE 2010-05-11 — T3 AT 9T B 29 b — L2 [EE iR
RAT T b B S 2010-11-25 s HIRTHULA A 20 mL:10 mg S -

N 2010 4FREZGHIRT T e Atk v o Bl A b
PR A A AN AR, 22 5K 2 AR B in
B 2 P A
10 %5i&

Bl o fh B A Sk — b R R R, 2
R IR IS A Bl K AR AR R PR B Pustva
STERAE THIIE S, el ra/A LhiatE. 7l
RORHR AT IR L5 i e 35 K1
W2 R IR R AL H o Blin th TG 18 MR 3L A2
BT IE TN C AR G AR, SR i
PEE W IR T 2 WA ) 3E NE i I R g i o, 3
R Z 0T LB - 25T, ARG BEAE & Rl R
B IT R, D b HE R A T I S s Tz .
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