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7-GTP, Al-P, Na DEE LR &4 1 BHIRD-HKF EDRRBR LV E B/,
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BOTEMPORETHAREREE L ORI,

REREFFFT TR R X7z TE-03142 Erythromycin
EMA»oF BN F LV~ r 05 FRIEWET
Fig. LIZRTLEBERTH L TV 5, FHIOHFHIT
EM L OB THEIIHN L THBO TEETRIN - M OH
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BAINTVD, $/:, REXROERELZVBLS T L5
#“H, 79307, KESICHT HHEHIEME %
ZOLB 1 EBRERCESRESRTNSY, 40, b
NONIIEAF & REBUBRBREICFEA L, BROEZS
VREEMICOERF LD TEORBEYBET 5,

I . MRELUREISE
. XRE
ﬂfﬁnelﬁ 1 ﬂw)loﬂ ITHI07 ARMICLRI S L
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BlExge L,
28, TS — M —RBIEERTH 7275, C.T

BHED - DIEREEFEFER(NGC) & L TRETIIMZ
A

FEWI19~53 T YERMIBK TH -7,

ZOSERIEFRBEBL U C.TOREIZLIYWUTOS
BT TR L, Thbb, $18: Rl
C.THMBEL176I(NGU, C.T(+))%E 1B HKE Mm%,
C.THME 76I(GU, C.T(+))#E B Mk, C.T
PEtEBELIBI(NGU, C.T(—))ENE : HEBME, C. TR
HEIBI(GU, C.T(-))EVE  KERYE C.THH
D= b F— 6 BFINGC, C.T(+))DS5EIZHIFT
WET L7,

2. BEEH, K5HEB LUK HM

EREERERER T b E [ BB LU
WTIZSHD 7 HIZx LT TE-031 150mg # 1 H 2@
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WTIE MO 7 Fi23t LT TE-031 150~200 mg % 1
B 2[E(8, 4 &#1)148BMEREOKRS LA, &D9
FlizowTit 3 A TE-031 400 mg% 1 B 2 @ (F,
A ERNZEOKRSG L, Uik4 B%~148% F TTE-031
200mg % 1 B 2 [@(8A, 4 &) ERZEORS LRA &
L7

$7:, C.THMOLZM/ <— b+ —(NGC, C.T(+))I
# LTIZTE-031 200 mg % 1 B 2 [@I(84, # &Hi)14H
B ESEORS LT,

Fig. 1 Chemical structure of TE-031

Code number : TE-031

Chemical name :
(=)-(BR4S5S6RTRIRIIRI2R13S14R)-4-[ (2,
6-dideoxy-3- C-methyl-3- O-methyl-a-1.- ribo-hexo -

pyranosyl) oxy] -14 - ethyl-12, 13- dihydroxy-7-meth-

oxy-3,5,7,9,11,13-hexamethyl-6-[[3,4,6-trideoxy- 3 -
(dimethylamino) - 8- v - xylo-hexopyranosyl] oxy]
oxacyclotetradecane-2,10-dione

M.F. : C3sHssNO13

M.W. : 747.96

HREBREOHRAERFR L LTRSS Ladst:,

3. MEFHRE

KL AU —HRAF IOV TRIRETRIN Y 5 15
EEASEREERIZIDVBREL, C.TIZOVWTHRE
27 7 % F\»"T Enzyme immunoassay (Chlamydiazyme®?)
% 6 N E BB K (Micro Trak®) 12 TRIBZ A2,
ELoh—HUENEEDOHEC.THEEHEL,
MEFMRETIERAI L L CARIRSE, 3B8%, 78K
UBE# ISR THROZHEAEIIT- 7%

4. B - hEEROBE

AE¥x5H1, 3H%, 7H%, M4BHEIIESRT
B CQOHEE, HERFE 2 &0 B EEROMIRIRE S
DAEES S ICHER(BMT 3 72 138 ) QEBRKELR
DEHAMEK(PMN) BN EHBIZDOWTERE L 72,

5. BRMEHE

FEBEAEITONRBELEC—KMHEA, C.T, RESH
W (ARMETR, ERBHRERTO PMN BOREL L
UBERRKRDHEIZL Y Excellent, Good, Fair, Poor
D 4 BXRETERHI%E %497 o 72(Table 1)o % 7= Excellent
L Good ¥ AE7-bDEEHRE L7, HRHAERD
(=) EIRES WOV TIZIARMIZED LN WE,
EERHFER L (100045 )PMN 2 4 B/ BREFLUTTHA
#, C.T (22w Tt Chlamydiazyme®, Micro Trak® &
LICEEHTHAE, KEIZDOWTIRY T ARERE, ¥
EELICEMTHLE, BEERKICIOVTEHR, #HR
FENTRTROOZWEELT,

F7-, RESWIZOWTIIFICZOEE RN
KT A0, UToORKICHEMEL TRBALL,

1) REF WY (ARHETR)

#:BRICHES D H: LI EERICHEDY
+: LK S EDOHEDHY — 2L

2) B (SEMEERTR . PMN %)

##: =30/hpf H:29~10/hpf 4 :9~5/hpf
+:4~1/hpf —:0/hpf

Table 1 Criteria for evaluation of clinical efficacy of TE-031 in genitourinary infections

Grade Overall clinical efficacy

Effect on Excellent Good Fair Poor
Organism +
(C. T and/or N. G))
Urethral discharge

- - + +
(PMN count)
Subjective symptoms - + + or — + or —

C. T : Chlamydia trachomatis N. G. : Neisseria gonorrhoeae
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6. BIEA I. B B
g - HERERIR BN OV TREL, —#HOES # 18~ 4V BEOBKRA Y Table 2~6127R T,
CHEERROIB - £LFRE b HE T - 72
Table 2 Clinical summary of C. trachomatis-positive NGU (Group ]) treated with TE-031
TE-031 Symptom Qrethral C. trachomatis
discharge -
Case | Age Dura. Days of Clinical Side-
No. | (yrs) | Daily dose . evaluation . Urethral . Chlamy- Micro efficacy effects
U T AN
(mg X times) tion rodynia discharge ype PMN diazyme® Trak®
(days)
0 - + s # - +
1 35 150X2 14 14 _ _ - _ _ _ Excellent -
0 + + S # + +
2 22 150 %2 10 4 - - - + + + Excellent -
10 - - - - - -
0 + + s # + +
3 - + H# + +
3 35 150X 2 14 S Excellent -
7 - - - + - -
14 - - - - -
0 + H P H + +
4 27 150X 2 14 7 + H P H# - - Fair -
15 - + P " - -
0 + + S + - +
5 45 200X 2 14 7 - - - - - Excellent -
14 — - - N.D. N.D.
0 + + S # - +
X _
6 23 200%2 14 2 _ - + ND. _ Excellent
0 + + S # + +
7 50 200X 2 14 7 - - - + - + Excellent -
14 - - - - -
8 19 200X 2 14 12 {f i\\' i ”_* i + Excellent -
0 H# H# S H - +
3 - +# S + - -
9 34 200X 2 14 8 - + S + - - Fair -
14 - + s m+ - -
28 - - - - N.D. N.D.
0 - # P w + +
10 48 200X 2 14 7 - - - - - - Excellent -
14 - - - - -
1 | 43 200X 2 7 0 B * S * M N Poor -
7 - - - - - +
0 + + S Ht + +
12 31 200X 2 14 7 - - - + - — Excellent -
14 - - - - - -
0 + + s m + +
- - - + + +
13 23 200% 2 14 ; _ _ _ _ _ _ Excellent -
14 - — - - - -
0 + + S m + +
7 - - - + - -
14 —
42 200X 2 14 14 _ _ _ + _ _ Excellent
65 — + S + — _
0 + H S H + +
15 35 200% 2 12 12 - - - - - - Excellent -
56 - - — — N.D. N.D
0 + + S # + +
16 23 200x2 14 14 - - - + - - Excellent -
_ 21 - — — N.D. N.D.
0 + + s m + +
17 37 200X 2 14 14 - - - - - - Excellent -
26 — — — - N.D. N.D
S : Serous P : Purulent
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1. #EBKBHS

BSIBETIIRG 7T B%~24B%ICRABRDRHEL
TV, 7THBHEIS, 108#HE 16, 12BEHE]
B, 14B%HE1G, 24BHHE 1 FIOEITEIFEL
(Excellent) 251461, 2 & %) (Fair)»%2 #l, &) (Poor)
1 BITHLES2.4% Th ot HNHTIE, 4 BEH
F16, 7HEHNEAE, SAKHELH, MBKHE
1BIDEt 7T HIREH 4B, HRHLIE, LREH1H, &
H1BITENRI A% TH ol HMBHTIE, 7 BEYH
FA46), 8HKAE 16, 4AKHNELHF, 168HKHE
2 BIDE11IBIRER 9B, %2 B THHEIN% TH
o1, BNETIR, 2B%HE2H, 3 BHEHE2H,
4 HBHELIF, SAKRHELS, 7HEHE2H, 9
AkHE 1 B0t I FhER 26, LLAEZ 3B, BD
4 BITHERE22.2% Tho7-0 EVHETIE, 10BEHTE

16, 14B%HE 46, 158%HE 1B 6 BlEpd

EMERLADHEIOS TH o7
2. B - MEMR ORISR
BE5HOHRUENEE L L-BHER, REDTWY
FOEEBMIK(PMN) BOERFMHEBEHERELT

K5 18%PH3B%ITE38, 4B%PS7 By
T%#7H, 8H&Z&DLIAKE T4 L LTH-7,
Fig. 238 1 8, FMHEHE/NGUET, BEEHR
13925 3 H#RIZ25% A%THk, 7 B TI393%, 14A%T
1392% DHEETH 5720 KEZUHF D PMN i1 %
3 HET25%A%H%K, 7 BI&TIX47%, 14B%TIITTY
DEEETH o120

Fig. 31381 #, FNHLHE-GUHT, BEER
13FE 3 HIATO0%ASTHR, 7 BHETII62%, 14A%T
1262% DHEERTH o720 REZTWHH D PMN i15%
3H®%TIXLT%, 7 B TI323%H54%, 14A#Tit
S54% DHEERTH 572,

3. BUEMFENRE

Fig. 3 I EBZDKBDEE%, Fig. 412C.TDOH
R¥RT, sFBAICOWTid, FERE LTEAES 1R
HBHhO3BAH%KETE3IA, 4BESISTHEKITETH
8HM%EMNLI6A% I TR 148 & LTIk 7, MEIZEE
3 HRTO7T%H%HK, 7 HH%TII75%, 14H%TII63%
DHEKETH 570 C.TIIIXE 3 HELTI3% AL,
7 H#%TI183%, M4AKICIILRITHEELLT,

’

Fig. 2, 31IR¥, FERIZOWTIE, BRI E LTHA
Table 3 Clinical summary of C. trachomatis-positive GU (Group [I) treated with TE-031
TE-031 Symptom ::::;:;ale C. trachomatis NG.
Case Age Dora Days of g Clinical Side-
No. (yrs) Daily dose tion evaluation Urodynia l'Jrethral Type PMN Fhlamy» Micro Culture efficacy effects
(mg X times) discharge dnazyme@ Trak
(days)
0 # # P m+ - + +
4 + + P g - - +
18 26 150%2 14 8 + + P " _ _ + Poor
14 + + P W - - +
0 - + P 1 + + +
19 7 X -
3 150% 2 14 14 _ + S _ _ _ _ Good
0 + H# P HH - + +
400X 2 3 3 - - - - - + -
20 20 200X 2 1 7 _ _ _ _ _ _ _ Excellent
15 — - — — — — —
0 + H# P H + - +
21 23 400X 2 14 4 - - - - - - - Excellent -
14 — — — — — - N.D.
2 | 3 | 200x2 7 : M * N * Tl T exceltem | -
0 - 1 P Ht - + +
23 | sl 400X 2 15 4 - M P * - B + Fair -
7 - - - t - - -
14 - - - - N.D N.D. | ND.
0 # # P m + + +
400% 2 7 4 + + s + + + -
24 -
22 200X 2 7 7 _ _ N " _ _ _ Excellent
14 - — — + — - N.D.

N.G. : Neisseria gonorrhoeae

S : Serous P : Purulent
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4. AMER

sop&Fic D ETE-0314 5% D8 - tEMEER %
R LAAEFNCE B EBDbRBEREIZDO O NP
JANS

3 7=, AFESETHIZ32BIIT LTI —A% R & NS
miFELFRE % KT L2 R % Table 7127RY, Al-P
nBE L F(Case No. 9 ), Na DERE EF (Case No.10),
S-CrNBELA% 2 Bl (Case No.26, 31)IZF2&7=HR
fEER O PIEH E ORREFRIIZVL D LR bR,
37, BE5H NS r-GTP "EE LR L T/ Case
No.22ix#x 5 S HICEE E R L 72 A25%F| & DR R
HEwbnEBbhb, BY)IVE L EOEELRH 2
#(Case No. 7, 4L)IZAGNIZA, 2L bIXKGHEILY
BEOFBHEEE*ALTE), h XxFLORRER

Bz ELBbhi,

o. % =

WAE, BRKIZBITA ERBRIZKRIRIZB VT G Sexually
Transmitted Diseases(STD)E & D MATEIH S R
BICLHEMIZOBLAEE > TETWD, STDDO%
MTH C.TIZL BIFMEMIRER(NGU) DIEMAE L
U

372, G DLHONTVAKEEBETH HHBEMERE L
(GUIRRBEXREEKIZEOL MBI ZBRILTVELD
DEKIZI78ELFEHEL M IZHMLTH I, WHELD
BB AREEFOGRGLEEEZ LN,

C.T DEABZHIIOVTIRELDIFEZIZLI VK
L& ND2D2H N8 Tetracycline (TC), Doxycycline

Table 4 Clinical summary of C. trachomatis- negative NGU (Group [I) treated with TE-031

TE-031 Symptom

Urethral
discharge

Days of
evaluation

Case | Age

Dura-
No. (yrs) ura

tion
(days)

Daily dose

Urodyni
(mg X times) rodyma

Urethral
discharge

Side-
effects

Isolated Clinical

organisms efficacy

Type PMN

25 28 150%2 16

—

+

S

S. epidermidis
Negative
N.D.
N.D.

Excellent -

26 38 150X2 14

—

. epidermidis
Negative
Negative

Good -

27 45 150X%2 14

—

IE| L+ F]

©

epidermidis

epidermidis

Negative
N.D.

| ol v wn|l
|+ = £+ + %
[

©

Excellent -

28 43 200%2 17

—

Negative
Negative
N.D.

»w
I+ F|1

Excellent -

29 24 200X 2 14

—

aureus
. epidermidis
Negative

w
ES
“ o

Excellent -

— Negative

30 28 200X 2 14

—

%

{ H. influenzae
S. epidermidis
Negative
N.D.

Excellent -

31 29 200X 2 14

—

Negative

. Excellent -
Negative

32 53 200X 2 14

—

S. epidernudis

Excellent -
Negative

I+ F|1

3 35 200%2 14

—

Negative
N.D.
N.D.

I »w|l ol »|l

Good -

34 36 200%2 14

—

S. eplder.mniu Excellent _
Negative

35 23 200X 2 14

BN OO O NOe O OEN O AN O N EOE0WO|EWw O WO
|

—

N.D.
N.D.
N.D.

FE|D [ F | FE[ F|

Excellent -

S : serous P : Purulent
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Table 5 Clinical summary of C. trachomatis-negative GU (Group IV) treated with TE-031
TE-031 Symptom Urethral N. G.
discharge ..
Case | Age Dura: Days 9( Clinical Side-
No. (yrs) | Daily .dose tion evaluation Urodynia Urethral Type PMN Culture efficacy effects
(mg X times) discharge
(days)
0 - + P H +
36 29 150X 2 14 4 - + S H+ - Fair -
14 = - - + -
0 4 + P H +
37 26 150X 2 9 2 + + P HH + Poor -
9 + + P W +
0 4 + P Ht +
38 28 150X 2 14 7 4+ + P Hit + Poor -
14 + + P H +
0 + # P Ht +
39 46 150X 2 3 3 + " P W + Poor -
7 0 + 4 P e +
40 28 ;ggig 14 7 - + S H - Fair -
21 - - - - N.D.
0 + + P I +
a | 29 400x2 12 2 - _ _ N " Excellent -
5 - - - + -
12 - - - -
0 # + P H# +
42 28 400X 2 12 5 + + P Hit + Poor -
12 + + P i N.D.
400X 2 3 0 1 H P H# +
3 - + P H - )
43 20 7 _ _ _ + _ Fair -
200%2 11 1 - - M -
0 + H# P Hit +
4 | 3 400x2 14 3 - _ - M ND. Excellent -
14 — - - - N.D.
N. G.: Neisseria gonorrhoeae
S : Serous P : Purulent
Table 6 Clinical summary of C. trachomatis-positive NGC (Group V) treated with TE-031
Cervical .
TE-031 Symptom exudate C. trachomatis )
Case | Age Dura: Days of Clinical Side-
No. (yrs) Daily dose tion evaluation Urodynia Vaginal Type PMN Chlamy- Micro efficacy effects
(mg Xtimes) discharge diazyme® Trak®
(days)
45 | 37 200X 2 14 0 B + S * + + Excellent -
15 - - - + - -
0 - - - + - +
46 36 200X 2 14 7 - - - + - - Excellent -
14 - - ~ + - -
0 - - - + + -
47 50 200X 2 14 14 _ _ _ N _ _ Excellent
8 | 2 200X 2 14 12 B B B *: M M Excellent -
0 - - - + + +
49 23 200%2 14 7 - - - + - - Excellent -
14 - - - + - -
50 | 25 | 200x2 10 0 - - -t M + Excellent | -
10 - - - + - -

S : Serous

P : Purulent
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Fig. 2 Decreasing symptoms and PMN in NGU (Group I and [)

100 A
n=15 n=26
/’.
.-77 n=26
50 4 -7
—&— Symptoms
-- e --PMN
0 T . )
3 7 14

Time (days)

Fig. 3 Decreasing symptoms, PMN and N. gonorrhoeae in GU (Group Il and V)

100
//.\\
. — n=12 T —
«~— T — n=
n=6 . —$ -3
n=13
e n=1]3

50 P

n=46¢6 /,”

____—-'/ ——=e—— Symptoms

o---""" n=13 -- & -- PMN

n=g¢6 — & — N. gonorrhoeae
0 T T —

3 7 14

Time (days)
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(DOXY), Minocycline(MINO), Rifampicin, Erythromy-
cin(EM), Rosaramycin 7 &' MIC AR T W 5,

K E @ Center for Disease Control(CDC)iZ & % C.T
D NGU % & I NGC {EHEDH M1 K74 » Tk TC,
DOXY % 5 NI EM 281D T 5%, B&iff, RIIZBW»
T C.T BESE I 5 DOXY, MINO DEER#FE %
BEt L BEH S A LR, WIhd RIF 2 GBS
BohnTuwnao,

ARTIHC.TIZNTALEM Rt LiczrO07
1 FREHOBRR LT L& 3 kv, HiF
RHDBIZOBEME L L THEHTEAMEEL LTS
BREASNDULEGHDHLEDN S,

TE-03LI EM L8R sz Lvweruo 54 Fk
MEMEATHH, EM L OB TEIIN LBOHDTEET
Mg, RPFE#EDICHOEIBRINTVS, £
7z, C.T 2O WNCHKEICH T HHIE W, EM EE%E%
WLIE 1 ERERVEIRESRTVAY,

bbb OBETIEC.TBHED NGU B (% 1 #)1761
BT DBRHRIIED UG THHE2. A% L RFTH
2720 C.TII$ AMEFHIFRILC.T FBtED NGU #
(F18), GUBE(HEIB)BIULHE/\— ++—(NGC:
EVE)DOF30FIZBVT, 5 7 BEHEIZT Micro

Trak® DA% 2 L7z Case No. 110> 1 B % B ¢ 204
TC.TOHREZD, HEREIRS.7%ThHo7:s =h
12, C.T BMORERIIH LT MINO, DOXY #4#/ L
12K L RSO R BETDH - 721019,

T7:, EMEME - T IVTHRER(EIHE) UM
TIRAHFI0% T, I bIbNA DOXY 248/ L/
BEPREARDATIE64% & B LBD TRIFLAKETH -
f:la)o

=7, CTHBHOKEMRER(ZENH)76Tng
HEI371.4%, C.TERHOKREHRER(ENE) A
TIRAEDER22.2% AR ThH o7z, REBROKBOBE
IZBWTH 3 HEDKEHEERIIOT% LERTHY, 7
E#% 5 2400 mg X2/ B ERE L2 %% D 9 H(Case
No.20, 21, 23, 24, 40~44)IZB 5> TH FDHE R
55.6% LIRETH 5720 Z DEED S MEREREIZH L
TiER=3) »HEH|, Spectinomycin, Azthreonam B
LUFHLVEY FU VRO BRERS L 8 LASD
HRAMREWEBbhs,

BIERIZ DV Tk RET L 725081 28 CARRIR 5 %0
B - EMBIER R LA, ARICLBEEbNS
FERIZED SN H o7,

T A HIR SR % BRR R A E O % 17 - 7232501

Fig. 4 Decreasing C. trachomatis detected by Chlamydiazyme® and
Micro Trak’ in Group I, II and V

100

(%)

50

Disappearance rate

7

Time (days)
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CLINICAL STUDY ON TE-031 (A-56268) AGAINST INFECTIONS OF THE URINARY
TRACT AND GENITALIA

MASANARI YAMAGOE, TAKAO OsapA, MARIKO NAKANOME and TAKEO INOUE
Department of Urology(Director : Prof. T. INOUE), St. Marianna University School of Medicine, Kanagawa

AxiHiko HIRANO
Department of Urology, St. Marianna University Toyoko Hospital, Kanagawa

We studied the clinical effect of TE-031(A-56268)in 44 male patients with urethritis and 6 female partners positive
for Chlamydia trachomatis(C.T.). The results are as follows.

1. In 17 cases of C.T.-positive, non-gonococcal urethritis(NGU), clinical efficacy was excellent in 14, fair in 2, and
poor in 1, with an efficacy rate of 82.4%.

2. In 7 cases of C.T.-positive gonococcal urethritis(GU), clinical efficacy was excellent in 4, good in 1, fair in 1, and
poor in 1, with an efficacy rate of 71.4%.

3. In 11 cases of C.T.-negative NGU, clincal efficacy was excellent in 9 and good in 2, with an efficacy rate of 100%.

4. In 9 cases of C.T.-negative GU, clinical efficacy was excellent in 2 cases, fair in 3, and poor in 4, with an efficacy
rate of 22.2%.

5. All 6 female partners who had been C.T.-positive but asymptomatic became C.T.-negative after the administration
of TE-031, i.e., clinical efficacy was excellent in all cases, with an efficacy rate of 100%.

6. In 30 C.T.-positive cases of all groups, 29 became C.T.-negative at the end of TE-031 administration, the dis-
appearance rate being 96.7%. The disappearance rate of Neisseria gonorrhoeae was low, 67% on day 3 of administration.

7. In all 50 cases examined, neither subjective nor objective side-effects possibly caused by TE-031 were noticed.
Laboratory tests in 32 patients before and after TE-031 administration revealed slightly elevated total bilirubin and S-Cr
in 2 cases each, and slightly elevated 7-GTP, Al-P, and Na in 1 case each, but these abnormalities were not considered
TE-031-induced reactions.

Our conclusion, based on the above findings, is that TE-031 is safe, useful and remarkably effective in C.T.-positive
and-negative patients with NGU and in C.T.-positive female partners.



