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Thymoxamine hydrochloride (thymoxamine)
WRIRA 5% 3 7 7 A @ -adrenoceptor SEKTE
T, EEREVICRUN A E T LR M IR R A % AX
BEEOHRERE UCAKERAIN TV AEXT
»5. BMVETHEARE I HERY, NhERESE
BETOUVHBNHERBRT L, 3 5IZHKK
EIHE, ENHEARSED b, NERWEELE
ULTOBBESRSEEIN TV S,

ORI - HEtt B L CRBHAFTOITHB VT,
thymoxamine & & b 2 EHEYDOEEZL, B
E#%E R » I Mk s & CHBEH D pseud esterase
T 7 & F )1k & W T deacetyl-thymoxamine

(DAM) &0, X5ILZD—#IE N-JE A F
) {t & N T deacetyl-demethyl-thymoxamine
(Met-x) IR#EShB. ZOBRT £ FVALEE
WIEHICE L, po B LU ivESZMMHIZIE
thymoxamine 13T & A ERH Iz, £z,
Zh b RHY X free form B & U conjugated
form (sulfate & glucuronide) & UT, FITRH,
—ERIFERABR I NS Z LS PITEINTY
%. 758, thymoxamine & {X#4# DAM 133
ERIZZE X2 VA, Metx @ % hid
thymoxamine M1/10& 550
% Z T Thymoxamine & DAM O bioavailabi-
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lity % HLE#ET U, & 512 thymoxamine D 4 X,
RERERE S JONNEREREICH T 2EEHN
FHRT ARSI OTHRET 5.

4%  Thymoxamine & DAM O bioavailabil-
ity LB TI1Z, 2h2nEEVE (0.38mM)
% 4 1T cross-over IET po 5 U 1z, EahhE
PRRRIL, BB ETCHRB LR EHhoD
thymoxamine & X D free form & conjuga-
tedform IBE %2 EE L 72. DAM-free form @[l
FEEOHBZI V2 —F A po BE5TIE
one-compartment open model, iv ¥ 5 T &
two-compartment open model T¥L{LL, phar-
macokinetic parameter B H U 72.

&R - £FE Thymoxamine B & U DAM % #
S URHED lag time, BHEBEEL (ka) 112
NEN 7.7min, 2.8 min"' & 21.1 min, 1.5 min ™!
T®Y, Cmax, AUC po lZZNn#h 1.53 ug/ml,
4.267 pg-hr/ml &1.11 #g/ml, 3.746 g -hr/ml
THotz. PlEWTF D parameter d thymoxa-
mine D75 45 DAM & U B (p<0.05), thymo-
xamine &5 U 12 5 PRI ER 5T, bioav-
ailability 75 > T#H U thymoxamine [ dDAM O
prodrug E UTHERTH 2N 5.

Thymoxamine % iv &5 U 728H&, 4 X (5
mg/body) TIEA LB (ti2¢) 1359 3. 9 min,
HERELE (tze) 1349 37 min, AUCiv 135
1.42 pg-ht/ml ©H 0, k b+ (10 mg/body) T
1 trza 13% 3.8 min, ti2613% 103 min, AUCiv
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1359 0.91 p#g-hr/ml TdH -1z, FRHENERICEIL T
i, A XEb MTERZL, BE5% 48T, R
A S EOD 55~60%, A 35~40%HEft &
ha, wvESIZh bbb o3 ERALHINDS
&k, ABRIDBIERST 52 E2NRT B,
< ADL2 5 autoradiograph Td radio activity
ERICHF B K OIEO 2 I B BRI L, Bl
T e FBERERZ B0 TOXRER D
5L ARFINSIBIER T 5 C LSRRI .

BB, & MIivEES UL, MEEREE
REERERIR % LR & U 12 TUBAM R R R IR % )
FELe ZO#R, MEEERESTELZRL,
IR BE D B RRERIRIC EFER (0.7°C) &R
Utz MMFEIZEND carrier T % D TR EFEEIE
@ _EFIZBITE SR OB M ITE DI % Kk U 7z
LOEEZHND.

4 X IZ thymoxamine $E, 30, 60,120 mg/bo-
dy % po #5 U 72l, Cmax, AUCpo W5 EIC
WAL THEINL . Lagtime (8.2~11.2 min),
tmax (54~57 min), ti2 ka(15.1~18. 3 min) » 5,
AHENDOFINBER P TH B EMREINTI. Th
EBNCAT - LB RERALICBE 3 28R T, /)
BosTl, BrobRININEIEILED
DEBONS. Fi, RBMERRERAOERELE
LT, A XOEREBEZAIEL A, 120
mg/body T 1°C D LR AR U 2.

b b2 30, 60 mg/body NRES L 12354,
Cmax, AUCpo HEIZHISU TR U 25,
lag time (11.1~18.3 min), tizka (15.7~29.8
min), HS3MHHA tv k (56.3~76.8 min) 1TI13H

HBIZEAEFRDONGE LT,

AUCpo EFFMEE LV, po HERKED bioav-
ailability Z#Ef Ut 4 XTH37%, & FTH
7% THY, £ hDFHD poHSITH T B bio-
availability 13> T 7.

AXE NTO po BEH 48 hr £ TOHRHER
i, WIhOBSBICBVWTHRAIZKHSS%,
BRI OB THY, ivRSOHELOHEY
5, po WEITHB T BEKDHELE L S5 DRIIL
ZIF100% THEEELLND.

Thymoxamine $E % fi Ifil & % 2 8 % IZ 60 mg
/body B 5 U254, BEWHEE LKL Tl
FIERERIB IS B R Z 2SR 5 N1z H, Cmax
12 D parameter ITIZE L WE XA SN L >
fo. EREMELE% 5L L EE T, DHERTD
FENEE (p<0.05) 12 FREL 7.

#%&5% Thymoxamine ¥BWOEE L L, BE5
BEL IR OE LWV DAM, 3 5IKED
—#B1E Met-x ~ X & 1 % 5, thymoxamine 1&
DAM & ¥ & bioavailability 25 i, DAM O
prodrug E LTERTH 5.

po B 5Z D lag time 138 <, BIUEEEL I
K& L, KREOTRIER»TH S, K lE
BEHERME tmax Xk bEA XOVTRITBNT
H Lhr B TH - 12, TP D BEILE BRINER
MICBET 2B T/ MNEDOHTE LB 5 bR
halembBESgonr.

Mmrh o DEEFFEL iviREDHEEL X T
%935 min, k& b T4 103 min, po BHE5DHEIX
A X T8 min, ¥ FTH60min TH -1z,

PRtBBICE LTI, 1 XEe bDOVFTHICE
WTHBRERKICHPP D ST, H5% 48hr TR
HRIZ 55~60%, AT 35~40%Hkta 5.

S HIZ po BEITHB F B bioavailability % #ET
UrAER, A Xk0be bOAPE-> TV,
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