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Fig.1 Structure of Edoxaban Tosilate Hydrate
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Fig. 2 Synthetic route of Edoxaban
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Table 1 Inhibition of Edoxaban to FXa

Edoxaban 7F iy [ 25 {11 R 4100 i ek 1. il % it
M EAF IX (activated coagulation factor IX, FIXa),
HX) FXa VAAMR 2250 B AR K W5 w5
FXa If] K; ((2).

% 2 Edoxaban X SR EBEERHIFIIER

Table 2 Inhibition of Edoxaban to serine protease

RIHT 5 FIE/(U-mL ™) Ki/(nmol'L ™)
A 0.005 0.561
B 0.025 6.980
BT 0.005 0.457
BN 0.025 0.715

FEREAR  AE(UmLT) K/(nmol-L ™)
it 111 T 0.03 6.00
FIXa 6.25 41.70
FXIa 0.25 nmol-L™! >100
JE 2 A 0.30 >100
J5E 5 1 0.005 >100
LT YL 1 0.004 >100
Wik C E A 2.50 nmol-L™" >100
422 PUELMAER  #E4A4N, Edoxaban A FEK: At I

Fitg S INF[A] (PTD S 3 A EB 0 S5 ML Mg IS 1) CAPTT)
PLS B B I I0) (T, FEAE A S s 7] 1 4 FH 5
FEHEF & PT>APTT>TT.
43 {ERERETE. HFERE

AR R RSAE T3 MR 2 5 1 IRk Edoxaban 30 mg,
HEMLF] (PT. APTT) RS2 /a ALK, 4525 1h
JEIER B s, 4524 24 h JE K B PIRTIIKF-.
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51 M#RE
S0 AERERA 34 i e A B
Hit Edoxaban 30 mg I, 25225 Cpax N 3.219
mg/mL, Tinae 9 1.0 h, £10 4 4.9 hy AUCoa41, J 1.187
mg-h/mL, CL/F k242 L/h, V/F Jy 171.7 L. T
REFSAF M 9 4552 55 1 RIPLIRE 25 120 mg, 25 3~
10 REER 1 JGESLLR 250, R I ER
5.1.2 S PEEERAMRITFEAREE {22
KPBIEAREFE (20 ZLLE, 85 ZLIF) 351 5
4 Edoxaban 5. 15, 30. 60 mg 4324540 LA K X} R 40,
KHUERE R 1 IR GESE 11~14 d HARZS 24515, Edoxaban
BALE T RIS IRE S 4525 1~3 h 5 o4 25%%
1 H I 25 2 iR FE YA B 45 2y o 34 .
513 R MEREEIR I CFEER 70 4D 9
#1581 KR po 5T Edoxaban 90 mg. 2 3~10 K
RER 1 IRIESELE 2], T2 AUC,,, TR R B3 7
514 BIfeRaBED B AR A mE 24 fil
K po 4T Edoxaban 15 mg I, #fil B BR
R (CL) F#I%, 110 ZEIB S AUC g ine TH 57
5.1.5 JHIhResif B b B D Re a4 i
# 16 B H.IK po 25T Edoxaban 15 mg I, 554 FE ik
NAHEEH W8 R WK AR A .
52 MEEEAHEEX

LR A SV 18 1 po 45 Edoxaban 90, 120
mg B, 45252, 6 [ 12 h Ja RS LR B 14565 %
H 40.0%~58.9%.
53 HEt

i B 1 AF 5 Mk 45 9] po 45T Edoxaban 30~120
mg I, £452j)5 48 h Edoxaban [ 2287 /R HE R
M 2R 32.9%~35.0%

A RN T30 8 B2 A S LK po 452
40 mg, 144 h J5 R R HIEPEREY) Laninamivir
Hiet 2k 45 25 5 1) 23.1%.
54 ZHYIHEEER

Edoxaban (60 mg) SHhm=F (0.25 mg) HEH]
W, 2582 m i, IgEMe, Z2)e T . dERrik.
erythromycin B¢ I, Edoxaban [1) Cpax &2 AUC JF
2 1.5~2 £ SRTEVLAR (100 5% 325 mg/d) 1k
FHINF, 55 B 2400 LU S I N A G 1.3 ~1.6 1% o
6 IFElaRZEMHITEM

GAAVESIIG AR, AR PR E RSt
O RS WIRRG . FIIREn iR/

AR AR 25 80 h IR Bt R, BERER
RIYAT 2 000 mg/kg, MEME BT 400 mg/kg.
6.2 EHZLHEFMEAN

S s Zim), KRR Edoxaban <& bifi
g5 2 B G T B, (G v 2R L 4 2 R I A
HMEPE Crax 2 AUC .04y 5388 5 T HEE, PRIESE45 2
7 S T8 o 4 o A% 1L 3 Edoxaban 94¢ i bl
o5 P REIG NG =, AH LY R L s 2 R I A
63 FIEABEMRARE

201 HUMEPE KR po 45T Edoxaban 300 mg/(kg-d),
MEERE, GG PLEEYGE 1 F; JEIRZ
AR, HTER G .

ME4 po 4T Edoxaban 200 mg/(kg-d), Wi%<%|
TS HEL HAEERCD . AR BIRER
JLAET 2T, A% iR LIS B F AR T =98 . 600
mg/(kg-d) LA B HEHEAR A 0, R REAfIA
S, WM Sh IR T Edoxaban YA JE Bifi 45 2455
T
7 KR
71 UEZAILBREBRARBEE T RHFTHIE
Ritgg!"®

78 AT 0 TG R RS, DA N T4
BHAREE NG CHBEVEY 445 ], Ve
#r 520 451, Edoxaban 5. 15. 30. 60 mg 4 LA K %
RIFILL, BR 1R, po4hiZy11~14 d. 451 EIR,
Edoxaban %] VTE K AEMHNHITERH 54258 27 &
Wi R, Edoxaban #4140l VTE KAERIVER Y
WENT2RAA . BRI SR
M RAZR, #ehZid41m o 2 % 5+ . Edoxaban 60
mg AN 1 BRI, ez N ERET 20 g/L.

75 HAF & 75 1 X JEAT TP AR R 5, B
VTE B#H NG REVHNY 594 6. 224 E VR
703 41), Edoxaban 30 mg ZHEF K 1 IK, po 4524 11~
14 d; ISR 2580 2 000 TU ZH63K 2 1K, sc
Y525 11~ 14 d. 25 5F T Edoxaban 21 7E 41| VTE
RATT SR 22BN 2 R BRI R R X
b E ) R AR, S A AN T 2 SR
Edoxaban 21 H L 4 51K H I, I8 28 R BT 20 g/L.
72 UBESAIEBEXTHEBRARBEANRIHIIT
Aol PRIt IE

5 H AR & 78 1 DCEAT 1) TG AR S, DAEE
TN LA E AR EH NG CHRPEEN
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224 5]\ ZAVEVENY 261 141D, Edoxaban 15 Al 30 mg
YR ADUE RIS, FER 1R, po 4325 11~14 d;
RV 228 2 000 TU 41R H IR GR 5025, /K 2 IR,
sc 2525 11~14d. 453 27~, Edoxaban 15 F1 30 mg
41 VTE MR AR B2 5 . K sl R s X
PEE I R AR, KAl R E R
Edoxaban 30 mg Z1#fiiA 1 fil K H I, ifita 25 T FEE
it 20 g/L.

7 AT TG R XS W5, DA AL
AT B AR BF ARG ARV 503 41
e MEVEY 604 1), Edoxaban 30 mg 414FK 1 K.
po 4525 11~14 d; XFHRGEK T3 80 2 000 TU 414
K2, sc 4525 11~14 d. 458 5%3F T Edoxaban
HAEANE] VIE A7 -5 i T 22 44 4 . K
I s AR R X P R AR, S dlin
Wt 2 5 . Edoxaban 41 HBL 2 ik i, (a2~
RIS T 20 g/Lo
73 UBESAIBRXTERMFARABREANRHAIT
B i PRI 38

76 H AT IR R XS W5, LA N T
T T ARG A% (HREVENY 73 6. %
VP 88 491D, SR IR, Edoxaban 30 mg
HEER 1R, po 2525 11~14d; SR HT =404
2000 TU 415FK 2 IR, sc 4525 11~14 d. 453K,
VTE &R N i BRI PR R S 7™ 8 I 1)
R, B2y R oW B ZE 5% . Edoxaban 41 HIE 1
B H I, (B 2% R RIS 20 g/L.
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Bl1%) (16.8%)+ y-GTP Jtwr 71 %1 (9.9%). ALT
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