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Fig. 2 Tissue concentration of TE-031
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Table 1 Tissue concentration of TE-031
Case Dose Time after Tissue Serum Tissue
No. Organ (mg) injection concentration concentration /Serum
(min) (18/8) (ug/ml) (%)
1 Palatine tonsil 150 133 8.35 0.45 1856
2 Palatine tonsil 150 110 7.90 0.43 1837
3 Palatine tonsil 150 150 15.2 1. 46 1041
4 Palatine tonsil 150 105 10.2 0.79 1291
5 Palatine tonsil 150 155 11.1 1.11 1000
6 Palatine tonsil 150 128 11.2 0.88 1273
7 | Palatine tonsil 150 163 9.75 0.67 1455
8 | Palatine tonsil 150 130 4.40 0.07 6286
9 | Palatine tonsil 150 115 0.30 0.40 75
10 | Palatine tonsil 150 132 0.50 0.50 100
11 | Sinus mucous membrane 150 120 7.90 1.37 577
12 | Sinus retention fluid 150 120 4.50 1.37 328
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GREBNICHRET S & Table JIZRTEBY TH 5,

othe LTERL2E, H%H2080, LK% 6 BI, HHS
BITHPEI.4% Th 72 KB D L, SR
HHBERTII8BFIFER I, AH4BIT.C%DHER
BHE SN, BHLBEPE ROHHEETIIISHFE
W5, AR2BITI6.7%DHEBELRLI, BHRE
BEMKRI2BITIZIER 3B, HZIBIL100% DAEHE
rEBHLN, IBMRRASHEEISITIIEYLH,
D 2B E10% DEMEIFON, FEIHRTE
gEAELN, BNEIRBRIIBVTIE3IBITEL2

HE66.7%DEMETH ), BHEAIRERIMHEED ]

Blix %, SHNBEERD IHAIRLLEHTH -7

Table 41, CHOEFIDHBFEMHRERLIZONDT
bbo i, BIRTEHRIISUWHORDOLNLZVHD, &
HVITIEE, BROMEL TV ABAITIIEHESK & HIK
L, BORFRRITbhd o7, MEFHITIX, TE-031
75 ABMEICH LTIXS. aureus ¥RV THEBODTEH
HTHY, BOWEEEE, 75.0%IDF 5720 —H, 7
5 ARME I L TIEP. aeruginosa 2 BIIZEINTH - 72
PREDEELEEIZ69.2% ThHo72e ZORR, XHDS 7
LB, BHEICHT AREN 2 EEZENHR(HEER)
it, 73.3% Td 572, Table 535 EFIDERIR %
FLE-bDTHD, 1 H200mg, 300mg, 400mg N5
BCENENOAELEIZ75.0%, 83.3%, 40.0% &V
BETh-7"o BWERHIREAIIRD NN o7, BIR
REFIZIBIZOVTITbN72S, Table 6177 &
DIFE bEICREMIIBOON LD 572,

o. % x

T, 77 ARMEBREENEE S, F3iHtt
7 2 LRIAEMENEE LTV 5A, B SRR EIRO
anREEL, BELH 7 L2BHEEESH LV IZEN
YEM/ELRBERETHD I EDNSWY, (o T,
RO SHREFE I LTE Y T 2mHEIC T2
BHYREL, LY2bEERA» PR R LLTHERTSE
bwru74 FRIEMER VT BIESTIHRENS
vV, A [EF A 13 KERER)HFEE L7 Erythromycin
ADSDERHF T B TE-031 % F BIEMRE} 15 D &g
FEVEAL, HBH - BRMRE 2T 70ER, RIL
BB O NI, ThbLHABR VTR BR~DOBITRE
12, HE5%G22BET, DOERMEHNBITREY T
7.89 ug/g, EIRFMEREPIREET. 90 ng/g, LSRR
B 134.50 wg/ml TH Y, FHMEREO.7I pug/ml
ERELTHEIIHBOHBBITENI RO, HFIIORE
RHHEBPI~DBITE X105 DT 41621 % L FH IS
, BIRBEE LB E R 2L AXRRDOENTHFHTD
AEBbhb, ThoDfEiE, KT HDTMS-19-Q D
HEREVLRBEL T2 0571 FRIAEMEICEZ
AEVEBWEERLTVA, BRMEEIEEIZSMHLE
e E %, BHUEETEASUEE, SHREERY
%, BHRkLEMEE SHIIBBERIIOVWTITo 7,
FORER, AHFEIENENST.5%, 46.7%, 100%,
100%, 66.7% Tdh o7 BHILEEPHE REHEET
TN EA6.7% L RPEETIEH 57275, FEXREIHET
& b P. aeruginosa DREBRERVELRKAIBIZR S

Table 3 Efficacy of TE-031 classified by clinical diagnosis
. ) Total
Diagnosis Excellent Good Fair Poor
(Efficacy rate %)
Acute otitis media 3 4 1 8 (87.5)
Chronic otitis media
) 5 2 4 4 15 (46.7)
(acute exacerbation)
Acute tonsillitis 3 9 12(100.0)
Chronic tonsillitis
] 1 2 3(100.0)
(acute exacerbation)
Acute paranasal sinusitis 2 1 3 (66.7)
Chronic paranasal sinusitis
. 1 1(100.0)
(acute exacerbation)
Acute otitis externa 1 1 (0.0)
Total 12 20 6 5 43 (74.4)
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N, ThEBREBEDNEB.I%EIFTHETELERT YESIIBLNDTHD, DL I TE-0314, LW
Hotlo HERDEHETIE, 1 H400mg T40.0% & BARZ MVEHL, BER-HEBITERL, 2051
o 72285, THIRHBHNEEDEFANEGEIRTHAZ BMERA43BIEBIC 2 BD LN LD 5= 2 LEDRK
EIIREATAIDLEZ B, PHEEUT OEFIAHEN ¥EZHED L, BRIERHFB CORREIZNLT,
%5721 B200mg, 300mg x5 TXENENOEHE B oReRERTHHLEEZ LN,

1375.0%, 83.3% LR T NEHKERTH-72T b

Table 4 Bacteriological response

Organism No. of Eradicated Unchanged Altered Efficacy

cases rate (%)

Staphylococcus sp. 3 3 100.0

S. aureus 17 10 5 2 58.8

S. haemolyticus 1 1 100.0
Streptococcus group C 1 1 100.0

Gram | S. pneumoniae 4 4 100.0
(+) |S. pyogenes 3 3 100.0
S. agalactiae 1 1 100.0

S. equinus 1 1 0.0

P. asaccharolyticus 1 1 100.0
Subtotal 32 24 6 2 75.0

B. catarrhalis 2 2 100.0

P. aeruginosa 2 2 0.0

P. putida 1 1 0.0

A. calcoaceticus 1 1 100.0

X. maltophilia 1 1 100.0

Gram | E. coli 1 1 100.0
(=) | K. pneumoniae 1 1 100.0
K. oxytoca 1 1 0.0

S. marcescens 1 1 100.0

E. cloacae 1 1 100.0

C. amalonaticus 1 1 100.0
Subtotal 13 9 4 0 69.2

Total 45 33 10 2 73.3

Table 5 Efficacy of TE-031 classified by daily dose

Daily dose Total
Excellent Good Fair Poor .
(mg) (Efficacy rate %)
200 5 10 4 1 20 (75.0)
300 6 9 1 2 18 (83.3)
400 1 1 1 2 5 (40.0)
Total 12 20 6 5 43 (74.4)
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X L) mycin (MOM) D ZE %)z ffic Chemotherapy 31(4) -
1) #E3A AR CFEREFRRR, FEIVRIT L, 411~433, 1983
TE-031, %[, 1987 4) ATiEZ BEES & KA HEH%MH.
2) ESEE MAWHEMEREBLHEE, HE 51, TMS-19-Q OF BIEHEEMEIRIC 517 2 K807 &,
10: 815~825, 1979 CIZERFRBYRRET. Chemotherapy 32(S-6) : 452~
3) EREEt: St UREPEREL L BHLRY 459, 1984 -

St EHERESMMEREIZNFT 59,3 -diacetyl-mideca-

TE-031(A-56268)FOR INFECTIOUS DISEASES
IN THE OTORHINOLARYNGOLOGICAL FIELD

YasuHirRo Mivyazaki, HiroruMi NisHIZoNO, NOBUYUKI MATsuzAKI, HIROSHI TSURUMARU, SHOHII MATSUNE, KAZuYosH!
UEeNo, Kozo FukaMi, YuTakA HANAMURE and MASARU OHYAMA
Department of Otorhinolaryngology, Faculty of Medicine, Kagoshima University, Kagoshima

Ikuo OHNO and Jojn HiroTA
Department of Otorhinolaryngology, Kagoshima Prefectural Oshima Hospital, Kagoshima

MakoTto HasHiMOTO and KANEAKI HARAGUCHI
Department of Otorhinolaryngology, Kagoshima Prefectural Hokusatsu Hospital, Kagoshima

Y AsuicHI OHORI
Department of Otorhinolaryngology, Kokubu Central Hospital, Kagoshima

Fumiko lipa
Department of Otorhinolaryngology, Kagoshima Seikyo Hospital, Kagoshima

We performed basic and clinical studies on TE-031(A-56268), against otorhinolaryngological infections. The results
obtained were as follows :

1. The mean concentration of TE-031 after 150 mg single oral administration was 0.79 xg/ml in serum, 7.89 ng/g in
the tonsils, 7.90 xg/g in sinus mucous membrane and 4.50 xg/ml in sinus retention fluid.

2. In a clinical study, 43 patients with otorhinolaryngological infections were given TE-031 in a daily oral dose of
200~400 mg. The clinical efficacy rate was 74.4%.

3. In 20 cases given 200 mg/day the efficacy rate was 75.0%, in 18 cases given 300 mg/day 83.3%, and in 5 cases
given 400 mg/day 40.0%.

4. No clinical adverse effects or abnormal values in laboratory findings were found.



