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1. BEBAKT V7 1 710823 L, ZHEEF 3 /213 B%IC TE-031 150 mg PIAR &, MEHH
LU P OBTRELHE L, RRIZY ORAF—N—FETITRY, —KE— 2~ M@ ET %
Tro FOKR, M, EEPMEL IARSHMICEEZRLZL, TR MPBREH] ng/ml 1
L, BRhiBEHL.5 pg/ml Th o 72 LRI PR A 4 B, BHFRESH2.5HMTH
272

2. 10280 EEE 3BT, TE-031 150 mg ARREDKEAIGZME P BRELRE L2, £0E
$#£58.8%%%0.39 pg/ml L EDRE R L7,

3. REIHFH20 mg/kg K5 L, MBBTHIIOVTRE L. ZATRETR, TR B8
D U EICA T A BT ICEN, M IFRENTL.07~3.57E 0BT LR L.

4. KF % OBNEHEBBRREBESFIER L, RERIZEAME LT, 200~400mg % 1 HE
L, 1B2EAMEARERICES L, AOFRFALHE, THEEHEENENS.1%,
80.7% Th ol BIEBIZ4BICEM, THEOBEEBEREES, 3FIC/MIEMELRIMNT ¥
A7 IF—E¥D—BUBEEERLRD,

5. FHEBIII8E L ) 20REAEHRIE SN AROBREHIITFREY 7 LEHRETI365.5%,
AR TI1397.3% HMIC 0.39LL F Th 5 72

TE-03114, KIEFE/RNZHL SRR T Erythro- I.ERXEB

mycin(LAF EM) D LA ENHFHRND< 051 F%&
MEMETH 5,

2, OBRNBHEBIREE ST 55RO MMt
SUREMEBRRIIIRETT A L & b1, MlF, BER
FBREZMNELLCOTHET 5, & 51, KD che
moprophylaxis & L TOWREM 2 XD 720, 1REAI
BMEHRETUEL-OTHETHET S,

1. EBAE

1) k& oM e & iR

REAOBARHI BT, KRR T HEFFENEL
n7-BERABFI%, &LF 1%L, TE-0318
150 mg #7K200 ml & & b ICHRE ¥, &E5H%30D, 1
BRI, 2BER, 3EERD, 4 BRR, 6 B¥RIB X UN10RFRIE
S & O R R, ZOBITRELHE L. ¥
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FIRHIZIEE I A RERRS & L, RE3 18/
DHREMEE B 702 F —N—FIZL WERL 7,

AR R O ICHER P IREDOREICIE, EES8mm
O thick paper disc ¥ i\ 7z,

2) & M DIREEIPIRRE & R PR

E#EKZEOBENEZ & N RRFR+ERbE R Ok
BTIREMNFE SN, POXRRBRIIHTIHFEIEON
- BE102% (FER1S~675) (23t L, IRBEAETICAHFI150
mg xRS E7-D L, ERHKEA % KT, ZOEKIC
HEANCER LM S L COBRICEZ L Tw 5K
HHERLRIL, £OBTRELHE L2, FANRE
BeEfI225 B D MR £ 7o X AR (13,9731 )5 TH
D, 1T&H Rk 3 REHLIP(TFH52.55 ) DIRETH - 72,

M - EHH & b EE 6 mm D thick paper disc 4 HUIHF
B L7:o Disc 1 MOEHRIII026 41 Th o7

3) NZW RRDMBAEIT

FERKFOBNE T, NZW RXR ¥ BV CHESITY
MELIo KE2.85~3.12 kg(F392.96 kg) D 1265 2%
BREDERIZKK #20mg/kg ¥ TNV a3 & LTH
T-TNVERVWTERILRE L7z, %5%30%, 6047,
12043, 180433 & 240430121\ 2 ), BET10TIDOKR
YAVWTE, A, ETR, ATKR, S @B
UTHBENDOBITREZME L7z, Mz £mesrHv
TKREI A— ME, EE 8 mm D thick paper disc * H
WTassay L7,

2. fEHE

WEEITMEE, BERPREZ O PICHBEBITREL D
bioassay ¥ 1T7% o 7o #REM I3 Micrococcus luteus ATCC
9% ER, Bz N— A7 2V 3 VERER(pH
8.0)% B> sample % #REL L 7= disc {22\ T37°C 18BF [
BEL, B, EEMRIEEREZLEOXS /-
THE#%, 1/15M ) U BRER pH 7.2THR L TEK
L7z D%BHVTHEW,

3. EBRBK

—RE— X v MEITIZ L B AH0 mg 5 HNE/S
TA— 53, ZEEERS TIMY, ERAFIBED Tmax
RENENL.07, 1.49B5/, Cmax &£ N ZFN1.05,
1.61 pg/ml THH, BEEKS TIIMF - BRPBED
Tmax i F N £11.93, 1.968FR, Cmax 3 ZhEh
0.94, 1.37 ug/ml TdH 57z MIZXGHOMF B L U
BPRERICAE 2 Z XD LN hOMERDIRE M
FREICHB L, peak BETH1.58 & RIFLBITHER
L7z E /oI el i s 1 2 223X 5 T3 . 950 /), &
RI%5 T3. 730, MERPBREL B II /RS T
2.635R8, EMEZES T2.77THRITdH - 7-(Fig. 1),

3 7=, A#FI150 mg x5 % OREEI T E M iR,

BERE T HEREZMHD S prophylaxis & L THIFES 1
50.39 pg/ml LA E DR (RiR) &R L 72 6 DI, 45
1 BRI AP ERIR S 722260 Cid 3 61(13.6% )12 & 7%
o7 h, 5 1 REEILALE 5 BERT £ TIIRELE 178051
TII5761(71.3% ), &4 Ti31026) 56041 (58.8% ) A
0.39 pg/ml A EDBEL R L7z, T -FEBFICIRELL 2
ME R T, 1k 1 BERLAAI IR S h7o 226 T,
460(18.2%), &5 1BERILLLE 5 BRI $ TICIRILS N7
7861 Tk, 5361(67.9%), £ 4k T3 100 & 57 )
(57.0% )%%0.39 pg/ml LA L DiRE %R L7=(Fig. 2 ),

RERTOHABGAIBE L, MPEEL ) B TEMEIIC
%5bDNE L, PHERICIBITHMApEE & L7k
BEDHIZETO0.99, A T0.50, ETFIRTL.07, AT
BRT3.57, BB »/SHiT3.57B L O FEHE TO.21TH
> 7z(Table 1),

I. EEeRAVHRES

1. ¥R, B5HEBLUOHRHELE

MR, BFAEIES ANHIIATTHOTAAMIC, &k
5L 6 iRk & X2 L7- OB RS BE B E3BITH 5,

w5 AEE, BRIELT1 HE200~400mg & L, 1
B2MARF -3EBICHEBEORSTHIEE LT,
BREIELTIROMADE, HAH, SEHEH & OHIE
A RENBE T 720 T 72, AHIIXS R MR A (RBC,
Hb, Ht, WBC, Hemogram, Platelet), AFH#EEEHRZ (GOT,
GPT, Al-P)7% & UNIZEHBEEM A (BUN, IMi# Creatini-
ne) DU EELRIEBUI DOV THRER TR o720 E5612, B
HERED /=D DRAERDHFLE ST NI, needle aspira-
tion L TREBLIRIL, RELEBRREL Y ¥ —H%
BICTHEOD M, FEs L URTHABREITEI &
L L7,

93RS H AP S AR B MR R B L U EEREFE 2 T10
HKRiE, FRTISHKETH - 72 7 BI(fEFI24, 28, 32,
34, 51, 71, 77), BMMER I I3BENERICLH 1A
THRSEPIE L7 2BIERI 7, 45)B X UREIICIES s h
TALERER OEZBHNE Z S 1HI(FEFIS3) DEF106]
i3, FRIOBERIRHEIES ZVER & LTRIL,
BB DV TIRET 21T % o 720 EMRITITEA TS5 ICH
729, HRNIBEHAE), KHA2BITH 572, EEDOAR
X376, WEE 226, FAR24BITH -7
(Table 2, 3), EFHRHEE, BROBHNBEZOK
B OBSNEHEIRIC B 2 A E DR EEE IRV
HBEICLY, 53 B#OAAREFHERBEADS
FHRB TR L TR, SFAHA0.70 % 8%, 0.300F
2 ED, TOMDLDEEHE LT, 72, BELLT
FIRHCFBEDEBUC L AHERED, B, L2HFD,
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Fig. 1 Blood and saliva concentrations of TE-031 after single oral administration
to healthy volunteers
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Fig. 2 Blood and saliva concentrations of TE-031 after exodontia (n=102)
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EHND 4 BB TITR 72

EWEHDEBEIZOWTIE, HRHUEHIZLODBALANT
E, BERTRHUBLTHERMRY check L, EHNAE
EEFORB IO, T -BREMD SR S NIE
Blh, AKIERA LESNTXCEIERBSES & L
Tik-72,

2. fERRBH

FE R %R 138312 D\ TEFAfi L 7z Table 4B X U5
WWRT &1, FHERYETIE, SEAK315 256
(80.6% ), B /EEH%2061H1661(80.0%), FA206H
1861(90.0% ) AEZILA £, EHEHETIE, HEAG%
378U 2861(75.7% ), REEB %2261 1961(86.4% ),
FRI24BH2051(83.3% ) HMULTH 572, 1 BES
BHERRLIRIE, % < DAEFIH300 mg % V> L400 mg £

Table 1 Tissue distribution of TE-031 after oral administration
to fasting NZW rabbits (Dose : 20mg/kg, n=10)

Time after afimimstrat)on 15 30 45 60 90 120 180 240
(min)

Blood 0.42+0.10 [ 1.49+0.13 | 1.45%+0.24 | 0.871+0.10 | 0.6510.07 | 0.421+0.04 | 0.36+£0.02 | 0.26+0. 10
Tongue 0.18+0.10 1.4710.04 1.42+0.35 | 0.721+0.17 | 0.16+0. 05
Gingiva 0.12+0.03 0.7510. 42 0.26+0.06 [ 0.12+0.04 | 0.11£0.02
Parotid gland 0.201+0.03 0.5710.02 1.59+0.32 | 0.58+0.06 | 0.42+0.03
Submandibular gland 0.56%0.23 1.98+0.08 5.32+0.82 | 2.78+0.59 | 1.95%0. 27
Cervical lymph nodes 1.1740.08 2.431+0.30 5.324+0.83 | 0.5610.27 | 0.47+0.06
Mandibular bone 0.17+0.02 0.32%0.12 0.3010.08 | 0.21+0.09 | 0.06+0.02

Mean £ S.D. (ug/ml * g)

Table 2 Age and Sex distribution of patients

Age (yrs) No. of cases Male Female
17 ~ 19 3 2
20 ~ 29 19 9 10
30 ~ 39 20 10 10
40 ~ 49 9 6 3
50 ~ 59 22 10 12
60 ~ 69 7 4 3
70 ~ 75 3 1 2
Total 83 41 42

Table 3 Cases classified by diagnosis

Diagnosis No. of cases
Periodontal infection 37
Pericoronitis 22
Osteitis 24
Total 83
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5TRET SNH, 400 mg EE5BHIDHAFELHET
87.2%, FEEHETIR.2%LBNANETH -7, %
SEMRITIE, BERES I LATRSDHLEHERIC
BUWTERTW:, £/, €7 x0%, RV VA&,
E) K VR Y Bk &SRR RGBS B4 5 A H)
DERIF L, FRHHETUBIF 8HI(57.1%), Eib
EHE TI5BH1181(73.3% ) BRI L OB %R L7:
(Table 6)

EREOBRFIIIBF L, 0HE4EHIHE SN,
BREBEH L OHRM S T LBHEE (4% 12 a-Streptococcus)
BLOETMERE (3512 S. intermedius) DR BEENE
FEDERITTHEREMY AL LITFRN S 5 2BHHE
TId20%k 198k (65.5% ), HEA M E TI12378k 36k
(97.3%)HSMICO0.39 LT TH h, &KL LTHEHD
MICso +£0.39 ug/ml TdH - 7z, F 72 f#I D MICeo 12 EM
0.39 ug/ml, Josamycin(LLF JM)1.56 yg/ml, Ampicil-
lin(BLF ABPC)0.10 pg/ml T - 72,

3. BIfEH

EIERI3936IH 4 BB ERE 22D, Wi,

1 H400 mg X581 THh o 72, 1 BIGEBI45) 1347584
FRIVBEEOREN, BE, THIRZOOLNI D, &
Bl 5 21k LAtk 4 B ICIZERIZEE LT, 1t
22 BIGGERI23, 24) BEAVRER, 1 BI(AEBIB2) I THI %
BOIH, WTNOBETRESHEVTETH Y, &S5
BT EELITERIITIERIZHEE L,

37, P TEAZRGAFICIE, EFRELER
L7:(Table 7)o 9 B, 3BUIAFNIIEET S EEDR
LIREMBOERFE LB O, 16(FEFI6)E, 1H
300 mg, 8 HREXS5HIT, #%#5KT 3 BHEIZM/IMEED
HMN(26—53.475 /mm®) ¥ 27245, EHIZ3 HEOR

ETHEEICEAE(21.6/5/mm®) LTz, o 2 BI(E
#5118, 42)i%, GPT ¥£7:13 GOT - GPT DEE LR %32
Bz, HIEIX 1 H300 mg 9 B EZXE5H TS5 HI2 GPT
D LR (3082 U) B H, ZTDHGIFZG & #kF L&
THRETIE, 56U FTHBAL T/, #%&Eid1 H450
mg 5 BEKEGHIT, 5K THIZGOT -GPTDLEHR
(GOT 26—46 U, GPT 44—64 U) #32&7:, GPT i35
AL D RRBETH 7205, FARGICL h#mShr:
RN H B, UBEER L eh o770 BHRAEIITE
hotz,

o = ®

TE-031i, #RD7 7 0 F 1 FREAICBBICEL
ETHHI L LD, BB L CHEBITHICER, »O
FRBREHEOFRE L 255877 2BHEB LV
AR I T D2EREEN LV E STV DY,

4E, KABBERART > 714 710813 L, FH
150 mg % =Ry, ABHEKSDI/OR T —N—FIZL 5
HBHBEABR LY ER L, MEP, BRPBRELIIE LS
ZORER, MK, ERPBREL WS HERICEEZL
%<, Cmax ($MAEFBREH] ng/ml 123 L, EHFIR
FE#1.5 pg/ml EERF~NORGFLRBITHER L T
7o, FRMOEL, MBETIIZEHERRS T3.9580, &
%¥%5 T3 730/, MEM TIIEHEIYS T2.6300H, &
BE5 TIBHTH o720 EREEETF S D Roki-
tamycin (LLF RKM) OB & 83 5 &, RKM I3
BF400 mg %5 TIHLH peak ¥ F1.15 pg/ml (ZXF L, BEGR
FIRREIL0.28 ug/ml DEATHETH D2, M, RSB
DRITHE N L EEXF OB E V2 5, IREBIFZ M
WHIRE X, 10285778 I3E% SEEURNKS TS

Table 5 Efficacy classified by diagnosis, dose or administration timing

No. of Judgement by points Efficacy No. of Judgement by doctor Efficacy
cases | Excellent | Good | Poor rate (%) cases | Excellent | Good Fair Poor rate (% )
Diagnosis
Periodontal infection 31 11 14 80.6 37 14 14 6 3 75.7
Pericoronitis 20 9 4 80.0 22 7 12 2 1 86.4
Osteitis 20 4 14 2 90.0 24 7 13 4 83.3
Dose (mg/day)
200 4 4 100 4 4 100
300 27 17 7 74.1 27 3 12 8 4 55.6
400 39 19 15 5 87.2 51 25 22 4 92.2
450 1 1 100 1 1 100
Administration timing
Before meals 41 14 22 5 87.8 51 20 25 5 1 88.2
After meals 30 15 7 76.7 32 8 14 7 3 68.8
Total 71 22 37 12 83.1 83 28 39 12 4 80.7
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o727, x5 1B L 5B F TSR L 2RB T,
71.3% HAFIROFEBE AT 5 BREMH 5 prophylax-
is & LTHIFESN50.39 pg/ml LEDBREERLTH
D, ¥/, Kok & FEICERES 7R PR b IR A
FENBETRELFEEDREHHROMN, chemoprophy-
laxis & L CTHIREAS T A B, 5612, FRTOMKBIT
Hidrt g, £0.99, #MI0.50, B THR1.07,
HTHR3.57, B~/ SH3.57H8 L T HEB0.21TH Y,
FHE L HBO DR LERTEFNVICL S Lenampicillin
(LLF LAPC) DR & 45 &, LAPC 1320 mg/kg X
5T, B4&E L MFBELTOSUTOBITHTS
Dy, AFUIFICETIR, ATR, S| 2 &Y

HEOBITHERL TV, T/, F, ®A, THESIC
FLTORFLBITHERL. BRSRIITAHE,
FHEHET, ZhEhmEA8RIZI280.6%, 75.7%,
B BB 212 1380.0%, 86.4%, TR #121390.0%,
83.3% DAMRTH 70 AR, FHONKREL S
TIEBIDH1/3HRER~ 7 0 5 4 FRERTRIBINED
MEL IV TAHY L STV AREBRKERTHL L2
2BHE, BADERLIEFNBERREL B O5NKE
PEFILLIAEEBLYILALRITRVEV I BRYER
R BT D E Bb, 372, 8L F8ESh
RTABKRIIN T AR OBREML AL L, FRHEYT A
RotE 8 65.5%, HSMER D97.3% AT MIC 0.39 pg/ml

Table 6 Clinical results of TE-031 in previously ineffective chemotherapy cases

Prior
Case | Age . ) TE-031 Isolated Judgement | Judgement
Diagnosis chemotherapy . .
No. | Sex (mg/day X days) organism by points by doctor
(mg/day X days)

23 NFLX a -Streptococcus sp.

11 Periodontal infecti 300 X 4 P P
M| crodontal infection 600 X 3 P. asaccharolyticus oor oor

14 >0 Periodontal infecti CEX 300 X 6 - P P
M eriodontal infection 750 X 3 oor oor
64 CEX a -Streptococcus sp.

17 Periodontal infection 300 X 7 . Poor Good
F 750 X 7 P. asaccharolyticus
30 ) L ACPC

18 Periodontal infection 300 X 9 - Good Good
M 1500 X 3
44 CEX

30 Periodontal infection 400 X 6 - - Good
F 1000 X 5
24 . . CEX

55 Pericoronitis 400 X 7 - Poor Good
F 1500 X 2
46 ) . CEX

58 Pericoronitis 400 X 7 - Poor Good
M 700 X 1

59 22 Peri iti CEX 300 X 3 - Good Good
M ericoronitis 1500 X 3 00 00
28 , OFLX i

63 Pericoronitis 300 X 7 - Poor Fair
M Unknown X 5
35 CEX a -Streptococcus sp.

73 Osteitis 400 X 5 . Good Excellent
M Unknown X 2 P. prevotii
38 ABPC B. catarrhalis

81 Osteitis 400 X 7 . . Good Good
M Unknown X 1 S. intermedius
37 AMPC

82 Osteitis 400 X 7 - Excellent Excellent
M 1500 X 1
62 CEX a -Streptococcus sp.

84 Osteitis 400 X 7 p . P Good Good
M 1000 X 3 S. intermedius
43 BAPC

88 Osteitis 300 X 3 S. aureus Good Fair
M 1000 X 2
39 CEX H. parainfluenzae

91 Osteitis 300 X 7 parainfluer Good Excellent
F 1500 X 2 S. intermedius
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Table 7 Laboratory findings
Case No. RBC Hb Ht WBC | Eosino | Platelets | GOT | GPT | AI-P | BUN S-Cr
(10*/mm?) (g/dl) (%) (/mm°®) (%) | (10/mm% | (U/L) | (U/L) | (IU/L) | (mg/dl) | (mg/dl)
| Before 435 12.7 38.7 4. 300 1 14.3 16 12 104 12.1 0.8
After 435 12.5 38.8 4.000 0 15.3 25 10 85 15.4 0.5
, Before 382 13.6 37.6 8. 200 2 27.5 17 16 - 20 0.8
After 393 14.3 39.1 4.400 9 28.0 18 16 — 17 0.7
Before 522 15.0 45.2 7.400 1 29.7 16 9 50 13.0 0.5
3 Atter 519 15.0 42.1 5.100 3 27.6 17 8 53 12.2 0.7
, Before 446 14.2 42.9 3.900 0 14.1 57 61 104 11.9 0.7
After 526 14.6 47.9 4. 300 1 21.2 61 58 100 13.9 0.8
Before 453 13.8 41.0 8.900 2 34.2 14 12 - 15 0.6
8 Atter 429 13.3 39.5 5. 900 1 36.2 16 12 328 17 0.6
g Before 499 15.6 44.4 9. 400 0 31.4 19 52 138 7 0.9
After 522 16.0 45.1 9.800 1 37.9 23 46 164 9 0.8
o Before 450 14.3 42.1 8.900 1 21.4 17 12 201 6 0.6
After 391 12.4 36.9 4. 200 1 22.7 11 9 175 8 —
1o Before 413 12.2 35.4 8.100 0 27.3 19 11 55 10 0.7
After 391 11.7 35.5 5.700 0 28.3 18 11 56 11 0.7
, Before 479 14.7 42.3 10. 900 1 - 17 13 70 15 1.1
After 467 14.2 40.7 6. 300 0 - 22 28 71 17 1.1
|3 Before 400 13.3 38.4 7.300 2 17.1 16 8 190 23 1.5
After 357 12.2 34.9 6. 500 4 18.0 20 10 176 26 1.5
1 Before 412 13.6 39.1 7.300 2 26.0 16 10 77 13 1.1
After 463 15.2 45.7 6. 700 3 53.4 21 24 89 14 0.9
1§ Before 457 14.0 40.6 12. 600 0 27.6 21 30 73 15 1.2
After 469 14.0 41.8 5. 400 — 35.9 27 95 12 1.0
4p Before 517 17.6 50.1 7.800 0 23.1 26 44 - - 0.9
After 498 16.8 47.8 4.900 3 25.5 - - 1.1
43 Before 393 10.7 32.6 7.100 0 28.8 18 14 82 12.3 0.7
After 384 10.9 31.8 6. 200 0 30.9 11 8 82 10.7 0.4
44 Before 477 16.0 43.6 6.500 0 25.3 17 24 190 - 0.2
After 487 16.3 44.0 4.300 7 32.0 17 23 176 11 0.8
4 Before 464 13.8 43.4 7.800 8 21.8 - - - - -
After 476 15.0 44.5 - 4 - - - - - -
gy Before 513 15.2 46.8 8.700 1 6.1 28 54 100 18 1.1
After 491 14.9 43.4 6. 800 1 6.7 24 42 93 14 1.0
o DBefore 480 13.6 41.4 23.100 0.5 40.6 12 9 340 20 1.3
After 466 13.5 39.7 13.600 1 49.4 10 8 315 16 1.2
70 Before 350 13.0 31.4 9.800 2 - - - - - -
After 359 12.5 38.0 8.000 1 - - - — - -
73 Before 446 14.8 43.3 7.000 0 11.0 12 5 75 13.3 0.9
After 514 15.3 49.2 6. 600 1 20.2 16 9 59 14.5 1.0
7y Before 487 13.3 41.1 7.600 2 29.9 10 6 144 7.7 0.4
After 451 12.9 38.3 5. 600 2 30.7 14 11 148 10. 4 0.5
79 Before 473 15.3 43.2 8. 400 2 - - - - - -
After 512 15.1 46.8 6. 600 3 - - - - - -
gg Before 365 12.0 35.1 8. 200 5 29.5 - - - - -
After 383 12.3 36. 8 6. 800 4.5 31.1 14 15 135 10 0.6
gy Before 502 15.8 45.5 8.400 5 31.5 34 56 236 13 0.8
After 486 15. 4 43.8 9. 200 4 37.3 24 51 223 14 0.8
g Before 504 13.7 40.7 14.300 0 23.6 21 9 64 20 0.7
After 469 12.4 38.8 5.100 2 25.3 19 14 62 20 0.6
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DT EEN, SFICHEMEICH LARIISVCRENEE
LT, RERIIFEBICBIELZEM L%, IM &
N 2BIEEEN, ABPC LN 2 BEREHS LM TH 72,
BIEH, BRREERE IR, 4BICEH, THEOR
BEOBREEE, 3IFImMEEMEE T2
73IF—CHEOBEN LR EDHH, wIhd—BH
Thh, hibFERTHE, EFICBELL,
BOMERO&MEE LT, ORINMEICENR, BHEES
Srnzl, QREVEBY*F I WL, QFEEE
BOSEBEICHT A MICHENZ L, @BIER, 8IS
BELRTT747F-%000nIE, BHiToNb,
AN, ERERICI)RIFLBIMEERL, BEOK
Bh S W EATRENT, BRRMIC O EE L ENE
A0 56FL L, HROWL/3IVEBFEETH 721
bhhbod, BIFREBERHRBEON,

DEo#R L ) EH)Z, OBRRBOBEDLLFEEND
BEORHEL TVLEBREEIIN LT, FARORVES
ThohLylsni,

X [y

1) %350 BARLFEREESRSE, FEIVKPwa,
TE-031, Z%[E, 1987

2) EFHE, ZAER, LIEHH, SEKD, £
ARKER : TMS-19-Q - GC §E D &R, BKWKR
5fo Chemotherapy 32(S-6) : 592~600, 1984

3) #Hamm, BOBKT, KEHK EASE, #
O, EAKRKRE: OBARBERICBITS
Lenampicillin(KBT-1585) D EBERY, FRKAIIRET,
Chemotherapy 32(S-8) : 744~751, 1984
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BASIC AND CLINICAL STUDIES ON TE-031(A-56268) TABLETS

Jiro Sasaki, MASATAKA UEMATSU and HARUO SAKAMOTO
Department of Oral Surgery, School of Medicine, Tokai University, Kanagawa

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

TAKESHI MORIHANA and AKIHIRO KANEKO
Department of Dentistry and Oral Surgery, Ashikaga Red Cross Hospital, Tochigi

KaN-icH1 SETo and TosHio Konpo
First Department of Oral and Maxillofacial Surgery, School of Dental Medicine, Tsurumi University, Kanagawa

TaxkaNort HATTor! and YOSHIYUKI HATTORI
Second Department of Oral and Maxillofacial Surgery, School of Dentistry, Aichi-Gakuin University, Aichi

TapasH! YamamoTo and HirosHl FujiwaAra
Department of Dental and Oral Surgery, Toyohashi Municipal Hospital, Aichi

1. Ten healthy adult volunteers were given 150 mg orally of TE-031(A-56268)fasting or after a meal, and drug con-
centrations in blood and saliva were determined. The test was performed by cross-over method and the results subjected
to first moment analysis. Blood and saliva concentrations did not differ significantly between the two administration
groups, both having a blood level of about 1 g/ml and a saliva level of about 1.5 xg/ml. The half-life of TE-031 was ab-
out 4 hours in blood and 2.5 hours in saliva.

2. In 102 patients, 150 mg of TE-031 was given orally and the concentration in blood accumulating in the wound af-
ter tooth extraction was determined. The TE-031 concentration was 0.39 »g/ml or higher in 58.8% of the patients.

3. 20 mg/ml of TE-031 was given to rabbits and its concentration in tissues was examined. The drug passed well
into the parotid and submandibular glands and cervical lymph node, with a concentration 1.07 ~3.57 times higher than
in blood.

4. A clinical study was conducted in 93 patients with oral cavity infections. The administered dose was, as a rule,
200~400 mg/day, ingested in 2 doses per day before or after meals. The clinical efficacy rate, judged by the comparative
score evaluation, was 83.1%, while that by the investigators was 80.7%. Side-effects occurred in 4 cases and consisted
of mild gastrointestinal disorders such as gastralgia, diarrhea, etc. Laboratory tests detected thrombocytosis or a tran-
sient, mild increase in transaminase in 3 cases.

5. Culture of clinical samples resulted in isolation of 74 strains(of 20 species)of causative bacteria from 38 patients.
Studies on the sensitivity of those isolates showed that the MIC of TE-031 was 0.39 xg/ml or lower for 64.3% of the

Gram-positive aerobic bacteria and 97.3% of the anaerobic bacteria.



