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TE-031D EBERET

HEAR—HE - IR K
Vb & RS BRI TRBEEA O RS

TE-031 DB 21T o 720 BEBRAS BT L, FH %150 mg AR S4, MiEFB & OERES
WERRIE L7, MR I TI9MET3050.36 ng/ml, 1B§RI0.57 pg/ml, 2 BERJ0.73 ug/ml, 3
BEA0.71 ug/ml, 4 BEM0.57 wg/ml, 6 BEM0.39 pg/ml 38 X U 8 B§MH0.21 pg/ml TH Y, 2BEMHT

BEEEYR L, R IRAEIX3050.16 ug/ml,

1 BFf0.35 ug/ml, 2 B¥f0.36 pg/ml, 3 B

0.35 ug/ml, 4 B¥M0.28 pg/ml, 6 B¥RI0.17 pg/ml 35 X UF 8 B¥RI0.092 ug/ml TH Y, 2 B TR

BELRL, MEPREDHO%TDH 7,

TE-031i3 ) A=A ¥ Y (EM)DSEBSh-HL
w2054 FRRERTH S, FAIIERD~ 05
{ PRI LA, OBRBORKED,LREEOTH VY S
LABME L O ICIRABEICIHEANRY FSLEAL,

EDREHEEM L ABETHL EVbhTWwb, 72,

fERNvs 074 FRICHNTBRIZEEELTRL, TIX
DPRHT, BUABBITHEIRZROLN T2, EHIIE
REAZHRE LTOPE L VEERPRELAEL, &
AOOBRBOBESE I T A HAELRET L7,

1. EBRF &

BERAB T 5 %(24~265%, 62~75kg)ilxflL, Z
JB¥ TE-031, 150 mg( i) 4% % /K150 cc & & & IZHIAR
34, ®5%305, 1, 2, 3, 4, 6BLUSEMIC
M s & URER E R L, bioassay (2 & ) iBEHIE % 1T
ol MBEHELTY aH~<4 (M), 400 mg
(200 mg( i) §% X 2)$% 5- 1% D ML 35 & UNEE L o o FE 1)
ok 2y CYAR

I, X H &
MBS IR A & 8 AR M % $REX%, B 5123000 rpm,
1050 B L C il % 30k & L7zo BEMUIROREAIS
B L7 BRI A % RIS, I & RS R R
LEEBERBE L IMIZDWTIHABEZFDTE
bioassay L T b RIE T RE 2 IRBEIET B T L AR LW

LD, REHITE P = P EMR TREELE LTV,

ROT—80C kot L, BZESAEEMRAE % L T 10/
WAL 247 5 7,

I. A& H &%
B I bioassay 12 & ) M. luteus ATCC 9341 ¥ IREH
&% % paper disc method TATV>, HE#hid HIA %A L
Lo HEEIZ 1 BBEH 721 5 4 DX 6 mm thick paper

disc x vy, HIEAEERDF—¥—%/5—VF N3 ¥
12— —FHVWCTERSEHBBITICL VBT L, %3t
BICABLRRTOREROIBR 2K, ZOEBRLD
EMBELEL L, BERIIEENEEZ XY /) - LT
RS, MERAEERIII 5%, EHEAEERIT
1/15SM PBS(pH 7.2) * BV CHFR, LKL,

V. ZEB& %

TE-031B & UM DM, FEHFIRE % Table 1, 2
R L7,

TE-0314X 5-t& DM 75 i BE 1 2 B CFI91E0.73 ug
/ml DEFBEIEL, LEBRLI LI —TEHOTH
LU, SEME CHIETREZIBE ¥ HF L Tz, BEX
PR E L 2 B T FIIMHO.36 pg/ml DBEIMEIEL,
MEPRE EELOBEHEBERVTRI L, BEE
B IS EHESR T & O Fh£4h0.49, 0.52
'C’&) 2 f:o

MBS #OMmiETSE & CERPBEIITE L b 18
BCTRRBBEIGEL, ZOREIIMEIZ0.34 4g/ml, B
W 130.15 pg/ml ThH o7z, ERPBREOREGRAEL O
KEAESE T L oMMz #h£h0.44, 0.55TH -
72

V. % %

REBAKT 747 5% L, TE-031%150 mg
PR S, MF %o CICERFBEXHE L, BT
Fid Table IR L& 912, MiFB & UMER T BAEIR
EHIC2EHMEE -2 LT 580 2IEH A, M
HARI £ 240.82(p<0.001) & B\ AHBIREER % 7R L 7225,
VEE R o R BE 1 L 1 R IR E D#50% T 5 72,

ERMEL H —KBIX one compartment model | & 5 X
B /1% 69 parameter %K%, simulation curve % # X,
FHOMEL L UEHEP~OBITHE IM &, FHKS



512

CHEMOTHERAPY

JULY 1988

BIIBITA B AA(Fig. 1, 2), ZOBITICIE
NEC8801 personal computer % Fi\V>, #4<® programing
model %/ L7z, BIEIXEBHFWBTOFMTH 5,
MEAOMEPBRELLET S L Tz, Tmax 2BV
T IM ASER D2 DIZH, TE-031Tid T BER
L, RFHFECMFEPICE T 2EMmMER LA, Cmax,
AUC TiRZEHIZIM 0 FhEh2.2f5, 6 EDEIFS
Nizo BEHPRE D KBTI Tz, Tmax iXMHEHRE

ERBRDOBEM %R LA, Cmax, AUC TizEHAi M
DENEN2.5ME, 4.6BNWAENELR, Bli~0L
HRBATER L, MifE ERPBEDKB T T,y
Tmax (3TEF & bABPMEZRL, BMO2RERB
—B &k A72DS, Cmax TIIFIRHA OBER D RE I3 MigH
BREDENENS1%, 45%, AUC TRELENIL8Y,
59% ThHolo CNOLORKIIBEORR=I YN
(ABPC, BAPC)7% & UiZ+ 7 = A#|(CEX, CFT)0E

Table 1 Serum and salivary concentrations of TE-031(150mg p.o.)
Concentration ( #g/ml)
Case Sample
0.5h 1h 2h 3h 4h 6h 8h
A Serum 0.76 1.14 0.99 0.58 0.45 0.31 0.20
Saliva 0.32 0.99 0.39 0.26 0.20 0.16 0.14
B Serum 0.05 0.25 0.70 0.80 0.39 0.29 0.19
Saliva 0.05 0.14 0.25 0.39 0.28 0.17 0.13
c Serum 0.39 0.58 0.67 0.65 0.45 0.20 0.12
Saliva 0.16 0.17 0.25 0.26 0.12 0.07 0.05
D Serum 0.05 0.21 0.37 0.80 0.90 0.54 0.29
Saliva 0.05 0.10 0.24 0.25 0.25 0.22 0.09
E Serum 0.54 0.69 0.90 0.70 0.69 0.62 0.25
Saliva 0.20 0.38 0.69 0.62 0.54 0.25 0.05
Serum 0.36 0.57 0.73 0.71 0.57 0.39 0.21
mean 0.139 0.169 0.107 0.043 0.098 0. 080 0.029
SE. Saliv 0.16 0.35 0.36 0.35 0.28 0.17 0.092
aliva 0. 051 0.166 0. 086 0.071 0.071 0.031 0.019
Table 2 Serum and salivary concentrations of Josamycin (400mg p.o.)
Concentration ( #«g/ml)
Case Sample
0.5h 1h 2h 3h 4h 6h
A Serum 0.33 0.42 0.13 0.11 - -
Saliva 0.14 0.25 0.13 — — -
B Serum 0.11 0.22 0.19 0.12 0.11 -
Saliva - - 0.18 0.12 - -
C Serum 0.24 0.55 0.23 0.23 0.13 0.11
Saliva - 0.17 0.15 0. 096 0. 096 -
D Serum 0.43 0.17 0.12 0.11 - -
Saliva 0.15 0.12 0.096 - - -
0.28 0.34 0.17 0.14 0. 085 0. 065
Serum i _
mean 0. 06 0.08 0.02 0.02
S.EE.
. 0.10 0.15 0.14 0.079 0.062 -
Saliva - 0.04 0.01 - - -
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Fig. 1 Simulated serum and salivary concentrations of TE-031
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AUC =48lug- h/ml AUC =2.05ug-h/ml
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Fig. 2 Simulated serum and salivary concentrations of JM
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WP RED M EFREDENENI~3%, 3~12%" T
HHOICHE L THER & bBHEADRIT2BTHER
L7

OB IR DO BREAEERI BT HEH P ~DOERBITD
BERIIOVWTIFENRE L T ADITTIdR L, XX
DEF~OZREDBITIIEERAE I T LERELR YL
BT LERLDS, L L, OBARIIBITAERIZ
BEEIIBVLTERE L DBEMOBEDI S, EHPIC
BUWTHEVWERBEIEONS Z LIZREERRICBV
TEHDHAILEEZ TV,

TE-0310 O RS IR D BERHE 2> H R & h 7 BepR 5 B
B 1854k xt 3 5 TE-031070% MIC 120.20 4g/ml T
Ny, ZOBRBEXAHBRELIRET AL, miEHIZBIT
5 AR D effective hour (XN iR EFFHERFH ) 1215.82 h,
HLhRBELL £ AUC 132.36 ug-h/ml, REHFIZHBIT A
AR D effective hour 138.60 h, HXhBEELL LD AUC i

0.53 4g*h/ml TH Y, WIFhbRIFLELRL, &H
DRRICBI AL LHFETEIRESRENL,

V. ¥ & &

BB 5 223t L, TE-031%150 mg AR &€, 1
HRB L OERPRELRIE LI, MiFS L ERDR
BEEBDIC2HMTREBELRL, FHET, miFhR
BE130.73 pg/ml, FERPREIL0.36 4ug/mIThH 72, B
WA R MEPREDS0% TH o7z,

X L
1) #A—#, MEHE: KEEWROE=5) vy
ERRRIG A —REB P BT —o MMM 5 190~
193, 1986
2) H3SEAFMLFEREFERER, FEI VRIYL,
TE-031, EEf, 1987

BASIC STUDY ON TE-031(A-56268)

Kazuo Shiki and NoBuo YAMANE
Department of Oral Surgery, Iwaki Kyoritsu General Hospital, Fukushima

We carried out a basic study on TE-031(A-56268). The drug was administered orally to 5 healthy male volunteers at
a dose of 150 mg and the concentration determined in blood and saliva.

Mean serum concentrations were : 0.36 xg/ml at 30 min after dosing, 0.57 xg/ml at 1 hour, 0.73 pg/ml at 2 hours,
0.71 yg/ml at 3 hours, 0.57 ug/ml at 4 hours, 0.39 xg/ml at 6 hours and 0.21 xg/ml at 8 hours. The serum concentra-

tion peaked at about 2 hours after dosing.

The following saliva concentrations were found : 0.16 xg/ml at 30 min after dosing, 0.35 ug/ml at 1 hour, 0.36 yg/ml
at 2 hours, 0.35 4g/ml at 3 hours, 0.28 xg/ml at 4 hours, 0.17 g/ml at 6 hours and 0.092 .g/ml at 8 hours. The peak
concentration of TE-031 in saliva was reached at about 2 hours after dosing, and was 50% of the serum concentration.



