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AM-T15 (B3 5 ZRtlit, BRLRAVEFZE

WA B8 K WM Wik Bl BT RF OFE
0FA {THE - W0 R Fnik
FIR KM R TR

Nalidixic acid WitR{L AP oS ic B+ 5 AM-T15 I2+ 5 K, KGR ELT- k. RSB
RUFED T I T 2 AM-TISOMICO € — 7 flliz 4 7 A= o B0.1 ug/ml, KAHEE0.05 pg/ml,
Mitigs R10.1 pug/ml, FINM0.39 pg/ml, = v 5 u,<p #—0.1 pg/ml ¢, EFOHEHIIERILEYT
$H5 PA,PPAMLX X W LWL D TH o, BEICA v 7 o HFEIIXLTRTVES Y Vol
Whe®BL T, BIRPICAK%Z 200mg 33 X 100 mg #r G5 fi &' — 2 i 0.28 pg/ml &
022 ug/iml T Y, RPEIRRIZHEG% 6 %M E TIC14.6%Th »71, EH % 200 mg K H5HEOKEK
FMEE ©— 7 TR LR AER) T 0.37 pg/ml, BHERGARGER T 0.32 pg/ml, & &iCKEMD
2R ERCPIC o B AAIMEE 20.1 pg/ml ORI BHAIGKE IR T 817, BIEMEME TWO%T,
EROBEKPBITEN LV L ETHRL TV,

MR MER BB UE 14, FRBSBE 106 o H 214 ic & Al 2 100~200 mg, 3~4 [l 5+ 5
LILEVITote, MBRBBHEDCHHRIIZET 54.5%, 4 v 7 1> o FEEFRBBRETSTY
Tholh, BHIBEXRTRIOULFHVASRER LR, &6, REBEEIONCILA>HE
THEEMMEE T L, BIERR & L2150 2 flo Zic—i@tEo GOT, GPT o LR 2B icic
T&Ehhol,

PUEoir o, 2FZREBBEEICL EE6T, BESEXIR LI ULD LT 3RRBALECD
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FRATOBLEXS,

LIS

ZOE, ¥/ YV UINEUBROSRIEROGEIC
xvv3 AM-715 (1-Ethyl-6-fluoro-1, 4-dihydro-4-oxo-7-
(1-piperazinyl)-3-quinolinecarboxylic acid) A375HkSUIK
BN TROAERL LTHCHRBESE, 22T, %
FRUDIZ, inviro LB 3HENE, FROERIL
&84T 5 nalidixic acid (NA), piromidic acid (PA),
pipemidic acid (PPA), miloxacin (MLX) Lx%tte+ 5 &
iz, FAloe bickiF 3B, PRERAL, &1,
FRCRAIC ANl 7z 5 FAMEAN B B H & FRIR SR IRYLAE L JRER
BYELHRERL LTHRHIL, ZhboKBIIXTS
AR OBEKROFERRICET 5K LTo .

L ®Rkik

1. REHORE

i) R

MR R BRAE DIEIR ORI E RIT # R IC &
D 2107/mliz 53R & ho R IR o AR /R R & AR EE
LY, HREES IUEREIEZThERS 70T
HHISER, KBHE1E, BiZRAREE2TH, RARE368k,

zvFusy s —RBIOKTH S,

i) PREA

A Ko fhiz X FBIER| £ L TNA, PA,PPA 3 X U MLX
D 4KER,

i) MEHREE

BEMIEE L LTRENZEERLERE MIC) 2A
A gEraEEr XS, TRARETHELS.
EEAMORERIEHE LT, A VY IAZUFERIES %
KRG MIEERER, Fofho@EITIIN~A— M7
2—v 3 VEREME A, MIC BiEHoEEE,
ISR R ETE: ThEhoEREH (EXR) T107°
HRL, |ALFHEELY,
2. BEEKGIZHH3mHb, Reb s LUBHEPRENTE

BEERBI I35 1 B A P MEERIE A otk & L T2,
R X UL vz, B L LT oM AFREH
AF e A %RA% | B, 2550, 3F5RI, SRR, TR
B, 9 ReRo&RRMI CREIL, RIMAN, RA%SD
2R, 2~4F5f, 4~6EEEIE COERICX VB
X IHRkL LTo%KiREO%HK L RAZEHE
NicT_RTOBREREL L, 2hbTToRkki
RO BERE E T—20°C AR Lz, EHRLER
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®ho b, Ml XVRIE, HHRLEEMLLI &
SRRtk L LI, BIRICOWTIRROM AT E 2 7,
BRSACHLTII%O N- T eFL V2T VR IR
oflgicmz, RREFREBLAVCTHRREEML, T
OBREEEHRARE L Lit, BEREORERL LT
it E. coli NIHJ JC-2 ## v, WERED 7= DM
g L HRAFL M OFE I E sk, R LR
P4 1/15PBS, pH7.2 TIER L, WEL L TRK
SHREAEN GED KX s3MEY v IEEAV,
3. BEEHOHRN

HREFOFBARITMEREZL 1 5, BUEIEX
£ 50, SEXHIRE 2 G, BIEMZE R 24, HEHE
14, BEERERE R 7 5], BAEBERE S 2 B, RETEHR
Flo21PCh o 7. FROEERZVTHLEZIITY,
2o ERIFFEISEMMEICK L TirvFh b 1 [F 200
mg % 1 B 3 @, REBPAEICH L Tix 1 E100~200 mg
¥ 1 A3~4ETH o, BERPDROAER, H-M¥
WIER, FTROXELZLTIZBRENCHEALERL, %

DLERRARTERT Ao il & Hnk L TRAEMIZITY, &0
BN %Y, A, L%, KR, HIETED S
B iz X4y Le®,

BUWERIZBT 2R L LTIz, B -« MR, BrR
bz, Mg, R OUICAT, BHECRT SIREET
> THIE L,

IL B

1. oR 28 e 3 75 I A OD H T A SR e

i) 4 v7r=HH (Table 1)

158D 4 v 7 vz o HFEICHT 54K MIC 43761k
0.025~0.1pg/ml ¥ 0.39 ug/ml O ik LT3
B, HRED | 2% 0.1 gg/ml PUTFIZHHL TS,
AEOZ OREHZFRRKE O E Al ThH 5 NA, PA,
PPA B X UMLX X b § 2 ~16/F% <, AREFIC L TiX
BbL<hr-fi@heA+5 ABPC XY LEWHEND
ERLTWAY, iris, FAITREL 0.39 ug/ml L%
R, 1o HEBERMIEA T b T ENEHE (2125

Table 1 MICs against respiratory pathogenic H. influenzae (10°/ml)

MIC 0.025 0.05 0.10 0.20 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100
AM-1715 4" 2 8 1
NA 2 11 1 1
PA 3 7 2 1
PPA 1 10 3 1
MLX 9 4 1 1
* No. of strains
Table 2 MICs against respiratory pathogenic E. coli (10¢/ml)
MIC 0.025 0.05 0.10 0.20 0.39 0.78 1.56 3.13 6.25 12.5 25 50
AM-715 2* 4 3 2
NA 2 5 3 1
PA 1 6 3 1
PPA 11
MLX 3 7 1

* No. of strains

Table 3 MICs against respiratory pathogenic K. pneumoniae (10°/ml)

MIC 0.025 0.05 0.10 0.20 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100
AM-715 1* 16 8 2

NA 5 18 2 2

PA 2 19 4 1 1
PPA 23 2 2

MLX 19 6 1

* No. of strains
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ug/ml) ERL TV,

ii) XNBM (Table 2)

Nko MM MIC 045 Lk, &Kl 0.025~
0.2 pug/ml i3 L, o> MAOTM S & D iz AHA
S>MLX>PPA>NA>PA olitdh o1,

iii) g3 48§ (Table 3)

270 Mg Wi 36 Kl0 MIC 27 i3 0.05~
039 pg/ml iz b, HERNEHRS KD > LR LW
BWAERLTWR, 28, HERMNIEK 0TI DR
BAVINZ v FEOBELERTH 21

iv) #%RM (Table 4)

365k 0 KRN D ARK 2T B RS A 1XMICO.10~
1.56 ug/ml Lk 6.25~12.5 pg/ml D it Hi# R L TV
3N, Hil HIEAL T i3AH >MLX=PPA>NA>PA

Y, RBECHLTRLEVWREAERLTY
3,
V) xvFusiys—Jg (Table§5)

105kD x> F w3y 5 —ROERICH T 2 BRAEI
1£0.025~0.2 ug/m! +0.78 pg/mlic 3 323, HREDO
% 3% 0.20 pg/ml LT ICHH L TR Y, fhoo B FEA &L D
LA LTY ChikfidhEBFELTVWB I LEFRL
T3,

2. BEERGUIZ &1 DD RE

) MR X CRPBRE

69D IFSUMEFICAHK] 100mg ¥ 200mg % Eh ¥

Fig. 1 Serum levels of AM-715

Case 11: M.S. 3 69y. Sikg
CPRE. T

ng/ml 0.28

0.2

0.14

hBB CHA%RE L, BRAiCiPREL T LR
MEFig. 1o/ Lk, M — 2 i 200mg fRAKT
IR 4% 3 B4R 0.28 p#g/ml, 100 mg PRAR X RAR
5 B§H1<0.22 pg/ml ¥ — o Pl AR MO BEEH Tt
A—mERL Tk, 2 &ic Fig. 2 ioRT6680 81
MREEREFICAEFRE 100mg K E55FO MPRE
2, AP RE R e LARBEATIE, ToRK
BHTH 5 TEMB I € — 7 4H0.21 pg/m! FRL1E, &
BicAREFIT R T 5 RPEUMED 6 B T14.6 7 L B
bDTHolk,

Table 4 MICs against respiratory pathogenic P. aeruginosa (10°/ml)

MIC | 005 0.10 0.20 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100 >100
AM-715 37 3 15 1 2 1 1

NA 1 1 511 15 3
PA 1 2 3 5 25
PPA 3 5 13 13 2

MLX 1 17 10 2

* No. of strains

Table 5 MICs against respiratory pathogenic Enterobacter sp. (10¢/ml)

MIC 0.025 0.05 0.10 0.20 0.39 0.78 1.56 3.13 6.25 12.5 25 50 =100
AM-715 2* 1 5 1 1

NA 1 1 2 2 2

PA 3 2 3
PPA 1 6 1 1 1

MLX 1 5 1 1 11

* No. of strains
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Fig. 2 Serum levels and urinary excretion of AM-71S§ i) K himEr

Cuse9: KT.B €6y. ST AR KRR (Fig.3) k BiEMaURED (Fig.d)
ag/fnl AR 200mgx 3E/A, ThE¥h6BMLY BME
............... 0 Sz & hiet RTORKRIZOWT, REOMELE

: B L, WP € — 2 2 YA XA OIS B

F Ic 037 pg/ml, HERTSURESITH 3 A B ic 0.32 pg/ml
2 100p-o- Thok, FENNFRAMERNEBIZ 1RO 5D
L 9 3 EURFIRS Iy B R LS, IR ik eIk
§ HIMEE I b IK0.25 pg/ml DENH b, WRICHI B
4 KRR OBRBITMENRR DT ENTRENT, &5
ic, Figdiomtkdic, FRBREHTERICIERD
o ROed” : : : CERARRH &Y, BFOENEERI N LBRE
0 2 4 6 h?s . hf:o
R ‘ ¥z, —REREELEDOIERI b ix BB THHKP
T AR ERN L, FAZSHMPIcEHE

K E B AU X K68, BT EUESOEI T >

K2, 05 LEEANKAIRE 2 0.1 sg/ml DENKE
BRI 48 T5SE (81%), HBMEAHSUE T20E(40%),

- 202 pg/ml o Ef WIS E X% T21E (G1%), &
146% MSET 3 E 6% &, BEMKEXR CEMBTE
BEERE R LR, ThbOREREMBIEE LI
27 BAHERE L ERE T 54 %l0 MIC Lok
%5k, AHZA I v FE OVWTABE, V7

0%

10

Urinary excretion (%)

Fig. 3 Sputum levels of AM-715

Case 8 : H.T. § 64y.0. 57kg Chronic bronchiolitis

Hosp. Day 1 2 3 4 5 6
e N N N N NN
Sputum 031 PY .. J
Level o
0.2 r:
0.1 1

10
Sputum
olume

151

204

T *1: aM-715 200
ml p- l.AM?l mg p.o.
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Fig. 4 Sputum levels of AM-715

Case 11 : M.S. $69y. 51kg C.P.E.

Hosp. Day 1 2 3 4

agm WL B

0.31

Sputum J
evel +0.2 o ©

2.8 8 8.5 5 8 8 RAS

Sputum
Volume

ml

8y 5 —, IRBEICERT 3 ERBBREIZBWT
FRERROA MR I LB 5 A, RIBEICH LTRAEME:
DL L #ESh S,

3. EEAICBHIBRNE
AFOBEKBRMRREIL Table 6,7 k—ELTRLTW
343, Table 6,7 DEEf No. ix#FO LD TH B,

i) PRRERRRYME

a. AMREER

FEF No. 1 0 BHERETIREFIRRERHTH-
AR, AFE S AMBZETsZ Ltk Y, B8 BHLEO
BEEROUELEALEDT, AFOBKIRIED
LHE L,
b. BHEIEXR
SEFOBEREXROSMMEROBRERL, (v
Inz o FE 4G, BRIRELIFTH78, £70
T UFENBRE CH o L EFOBEPRIVThLE
VLA THok, L LERKREK X 3 S1HEE
oFlizxtT 5 FROBERDRTEHTH o,
c. REXIERE

PR REXIERE 2 floatEoE Lz, 14
Aoz o¥E, 1ABREBRECHo T, A7V
T UFEIC L BERTCIFRORERS VIV U FHE

5 6 7 8 9 10

RRIRIRL

¢

*| ;' AM-715 200mg p.o.

DEKE LR, oo, FROHALI Y
BRBONT, AHOBKDREPOEHLAELE,
Ehiz, RBEIC X 32 ESEERA T, EREVNNE
¥, PoBKERPHTAOUESAbLT, BEAIR
EEHLEE LR,
d. BHaAKEXE

AV FEICYVSMEMEL RIS I &hR
HEREEXR 2 EARVThLBREOHER L Eofto
BN EL L LT, AFOBEDRLESHLIEL
o
e. fhXME

Burrow ¢ B Bz B 5 B i KR F o0 S HEEER,
ERETRATH -2, EKROFEICE ) EL,HE
Baoh, FHrEELE,

i) REBBYE
a. SfEREbtse

7 B SRR DR R EARIZAEE S A, 58
R 19, KFED Y 5 ABERE 1 HTH ok, AH
100~200mgx 2 ~4 6,/ B 5 OBMKDRE A D L,
4~5 BoBEHETHThbESORETCH 1.
b.  BAERERER
BBEHIETeFYR - Ly pFYICEIEES
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Table 6 Therapeutic results of AM-715
o selB] oo | g | G | oo | S | 30
1|MA. ﬁ; 62 | Acute bronchitis None Unknown 22%;5’; 3 Good None
2 |F.M %4 54 | Chronic bronchitis None ”'lg' /:lel'_'f(“_’_) 2,?03%3 Excellent | None
3(T.Y. ’]{42 58 . Hypertension H'lg' /‘r‘n"l'lf(“_e) 2g0£§,§3 Good None
4 |EK, %6 50 " " H'lg' /‘r‘:l'if(a_e) 290"17:5;3 Good None
5 |Y.N. ?,9 38 " CAS H‘lio" /lr‘rﬁ'g(af) 2.?035,);3 Good None
IRHEOEE Pl e o
7|8S.M ‘}:4 54 | Bronchiectasis RA Pi(]a'le %ﬁ?{)ﬁ /ml 2g0£§);3 Poor None
8 [H.T. ?\? 62 " None H'lg' /lrf:l’if(af) 2.(,)03;%3 Fair None
9 |H.T. 16\46 57 | Chr. bronchiolitis None [{'Oi,"/frlé‘lejlzgs /ml 2205‘;%,);3 Poor None
10 |[K.M, %0 33 " None H.lgz /lr‘rfl'zae 2,(7) O(rir;gx3 Good None
5X10° /ml s
11 MS. ?49 51 | Emphysema None Unknown 28 Oér;gy)s( 3 Good None
12 [M.K. ;9 31 | Acute cystitis Emphysema E'I%O-,l;ml () Zg 03;%,); 2|Good 891? ;i
13 M1, ‘1339 54 . }?%ertension E.I‘(‘)O’I;ml—x—) 22 033); 3 Good None
14 |H.0. ?’9 43 " élll:r. bronchitig E'lc(‘)auljml—x—) 22 0:1:%); 3 Good None
15 | S.H. ’{:8 47 " Chr. nephritis 7"196’7efnt3f:i§us 22035);3 Good None
16 [K\Y, Z;-S 48 " Hypertension Gl;gs Jmi>(—) 22032%3 Good None
17 [K.T. %5 58 " None E'lc(‘)osljml (=) 22 031;5);4 Good 8%4’1
18 |K.Y. %7 55 " None E.lc(‘)zl;.ml (=) 220323},);4 Good None
19 (S.Y. %.8 48 | Chronic cystitis Hypertension P llt)e"n/‘gl’f(sz) 22 0£gy);4 Good None
MIC: 0.78
20 | T.H. ;(46 56 " Apoplexy ngeffignelr_i)(_) 220(;21%,);4 Good None
21| Y.1.| §7 1 45 | Chronic pyelonephritis | STronic renal ;{(gf /:)f‘;‘;x'j—) 10X 4 Good | None

TENIBEBRR O SIBEE 0K 1 fliz, AF % 200
mgx 4B/H, SEMEET AT LickY, BREOH
RLFCHBHREROUERH bR, FRIOBERDELH

HefE L,
¢ BHETIEBR

IVTFV -2V T 7 UoRER2mI/AOBEERE
ROEHIH, PuFyz - EAF=ICL VAMKEL X
L, £z, £#%100mgx 4[E,/H, 5 HREZE
Lz s, RPOBEOHERLICEKREROBENH

bhieoT, FHOBERDREFDLHE L,
iii) A v 7= FEMERT TR RRYE & BRRBIR
FEIC X B IPRBRMERBEIEZR 46, JEX

WEE 1O, BHEKERR2 0 THT, FHlok
5813 200mgx 3@/ H, &5HMES~7 B, K

DRIEHIG, AHIGL, SRFHIH, EH2HT
bolc, HEHRBRAE LAROERIROMEEL L5 &L,
BHSEXRO 4 PIIEDRC LAY, [RERIERED
LRl RRHR), BUEMTEXRO 2HEENHL, W



DEC. 1981

CHEMOTHERAPY

RYV 'V aoeg g
€T | 62 L3 | 22 | 0Sl |Set 6 11 (49 91 0008 | 009€Y | 1¥E Lee 12
60 | UL & SC | v8 |89 Tt €l St 61 00¥S | 00LY | 26€ 06€ 0¢
0T | €1 148 0T | 89T |2°€l 4¢ 11 €2 14} 008S | 00¥9 | 2¥E | 9FY 61

90 |9L°0 L IT |69 |€S L 9 St (43 0009 | 0089 | 80F | 68¢€ 8I
890 | 20 L1 LT | T°IT |86 95 9t 6S 1€ 00SL | 00L6 | S¥v | €SP L
ST UL |SPE | LT [9L |OS (43 8t 9€ 8 | ( =) | te ¥s 002k (00S¥ | 61F | ¥I¥ | (=) | (=) 91
UL | 21 |S02 [€61 [8C |O¥ 4¢ 61 02 8 | ( (+) | & 74 002S {000L | ¥l | 29 | (4+) | (+) ST
0T | 0T VU | 81 |06 4 [4¢ (44 Lt | (F) | (BHe | 91 81 00EY | 00SY | 8LV | 28 | (=) [ (=) LA
(
(

|
~ N

60 | O ST [ 4T |0S |S¥ L j4¢ 9¢ L -) =) | & ov 0089 [00TL | 0¥ | 0S¥ | (=) | (F) el
S0 | ¥o0 € | LT 812} LyU | Z ST ce 62 -) (=) | 02 74 006S | 009S | 9S€ 8L | (=) | () (A
T} ST 0 | ¢ GEI| 802 | L el 4! 9% (=) e | u 11 0068 | 00¥9 | SOV | 8% [ (=) | (=) 11
90 | L0 12 | 8t ¥r| 6¢t | or 6 ve 02 [($)2Z | (+) | SIT | 92T | 0086 (008L |98 | 08¢ ! (-) | (-) o1
80 | 60 er | St eI 6¥1 | 6 S el ST (v | ()| ot | 0L 008L | 0000T | 64% | s6¥ [ (=) | (=) 6

80| 60 12 | 61 vezy vee | o (34 184 144 00.S [ 0S6¥ | 26V | €6¥
90" | ¥0 (41 (1] ¢ 1] oSt L 81 ¥ | (F) (¥) | OpT | 12T | 0069 { 000L | 0O% | ¥EV
01T | 07X VL | 8T {06 |L8 (48 A (44 LU | (F) |H)e | ot 81 00Ey | 00SY | 8LV | 28V

©w

~~
|
~s
-~ N M W 1 O~

)
=)
solo0o |z |8t | wag| 12| or | 6 | €t | ¥T (=) | (| |zt |oow |oove |12v | 2w | (=)
2T [60 |[sot | ¥1 |89 [¥9 | or | ot | @ | 02 |[(-) | (T | |18 |o008s |00sy |09% | Tev |(=) | (=)
0L | 0T fsst | ¥ [os g9 |2t | ¥U [ 02 | 28 |(=) | (+) | 9 | oe |o009s ooy |0y | L6¥ [(=) | (=)
L0 |90 | zr|er | et mUf ¥ | L | ot | 8t | (=) | (=) |1 |z |oo6s |oo0s |S9E | OT¥ [(=) | ()
80 |90 | ar | vt | oor| et | ot | zz | 8t | ot [(=) | (+) | or |6 |oove |ooutt|ves | 1es | (=) | (=)
vie [v [a]lv]a[v]iea]v ] a|v]a[v]eag[v/[eg[v] g [v]ag|oou
sumgeary | NOE d-1vy LdD 10D dd40 |[(WDESE | d0dMm | (01x)0gy | wmnmojong

876

ssurpury A3ojemqe] L ejqer



VOL. 29 S-4 CHEMOTHERAPY 377
Fig. 5§ Case 9: HT. § 66y. 57kg Chronic bronchiolitis
1510

e wl A\ A

emp. 37 oY

C) S~ \/ \/\/“\,\/

361

Sputum 401

olume 9
(mlldAY)

s 10% 0.05*
putum .5 |
Culture10

( /mD 107

0.39
0.2

6
10 H, mﬂuenzae\\/
0.2

WBC 10000

7800 10000

* . MIC (zg/ml)

BEAOEE L AR OBEKZES D THRE L itz
2Lk,
£l No.9, H.T. @BH&KExs

SEERTY D BERKEXROZE O b LI ABTRT
ThHoled, SHEHEZHARTHEYEL T, SEIR
2~3HMX VEEBR LIREEOMMN A bR, &b
EBp &L, BEDPLLA 70 BB 10%ells/
ol pR&hiz, 22C, FAIL3EFLEBLE
(Fig. 5), AMBEREBRITERLL, BHEBHEEORK
BEMLA5RR, TORERROHMEM L MARLS
hakdichotiodic, FROEKRDRLEDLHE
L, ZoEDEFIOREEITo2E A, ZORRIR
BRETHB A 7 o FEICHT 5EKK 0 MIC 2
FH 5-hiz 0.05 pg/ml 525 0.39 pg/ml & 72 b, TiHE
Lk thotz,

iv) MRBREEICKIT S AM-T15 0EZR
SHEREXR 15, BHEAEXRSH, KEXHEE
20, BHEMSEEL2H, WHEE 1 FloE1IFORR
BRLEICR T 2BERBEONRIL, EH 1, HHS
B, LB 2H), EHIHFT, TOEHRIIMASYT
bok, L LEBESEXRIBE L TEROELERY
A5l BUEKERRSFATENLHF, FHIH, 22
AHIBT, TOEHRIIEOYTH ok,

V) REBHuE IR 5AM-TIS 0B HR

RIEBEBR 7 0, BAEREIER 20, BETIEL1H

DEI0F 0 REBIEICR T 2 BESRR VTR LES
T, TOHPRIZI0%LFChicboTholt,

vi) BltER

ARERR %O ERERME Table6 iR Lk, BfE
HLLTEEZLORALAT, GOT, GPT nigf |
B REHNo12 (GOT 29—45—32, GPT 15-31-22) &
f£47) No. 17 (GOT 31—59—32, GPT 36—56—31) o 2
EPICHONIZDBTH o, THHDFF VAT IR
—ZDEFIHEFETE LEM CERRET 5 7#ED
BlThol,

m £ %

MREBRREOTERRELHEREL LT, FAH oD in
vitro \Z 31} 2 BT E ER(L & T H 5NA, PA, PPA,
MLXDOHEEA LML THS b, AROHENIIRLE
WhDThof, o&ic, FRDIRENE X/ Y LR
NoREHRLFELTAB L, £ YIAT o FETIR
BREFEOHEHRO B TR L EVITES & F+ % piperaci-
Niniz®, KEBEZx L Tix cefotaxim (CTX), cefotiam
(CTM) ZIEBT 2 AN &%, WHRBECH LT
CTX, CTM 234 %5 2% cefazolin (CEZ) 2% & 258
A%, BRECHLTR7 I BECRTEYRIC,
TrFuAy =R LT CTX @+ 3+ <hx
REAZRLTW3Y, FERZDX S icd Chi-Hi
NEFLTW B2, FEBRERICBT 5HK 0B
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oo % 7 U o RHTBA & FRIZOOD,  Hb3KK A #E 0
HThsrZ L LBORMBENZ L THSB, &biC, B
Hosr oG RO ERADY, REEEADICHNS
®5Z LKAV LTHD, £ T, HBEKHICEHK
»100~200mg ##3L, =R, HhtEsr5E, M@
o " — 7 l130.22~0.28 pg/ml, [RrpyEt R i3 8y 1% 6
BMETTl46%Thott, THHDEKPMET, &
KD BRERAYICH MY D 2 1 Eh e LT 5,
L LR BRI SR TS S SR, 47
N v AR B MYE IS SRET B L A HRILST %,
&hiz, MRBRAOSTLBRGLELSD vt
MERBRRE CEROFALELD L, EOHF BRI
809, LFEVHLDTH T,

22T, %200 mgx 3]/ B #4585 OEERRE %
2Bk, E—27Hix0.37 pg/ml, FEEMMPICEITIL
Iz Lo 5 AHIMME =0.1 ug/ml DFERE 1T 40~81%
k&, MPPEIE L TR TEHVWBITM 2R L, A
O P BE T 2HRP~DOBITRIIHRM Lizd o7
2, EOBITRI, BITRIBNLINATVWE IR T A
Zxz=a—nAHBVRTEIFAL 7YY LD LINT
HAITLHTRE N, UEDZ Ldb, FRRIBMRY:
EiLR T 3ER0E DR, mMPEENEL &L, %K
FADBHWBITHELHENORSICI IV BIEEATWS
tEILND, &6I, MERBRIMEICK T 3EFOR
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LABORATORY AND CLINICAL STUDIES ON AM-715

KE1zo MatsuMoto, HirosHr Suzuki, KENJI TSUCHIHASHI, AKIYUKI MIYAZAKI,
Harum SHisHIDO, YUKIO NocucHI and KIwA0O WATANABE

Department of Internal Medicine, Institute for Tropical Medicine, Nagasaki University

Laboratory and clinical studies on AM-715, a new nalidixic acid analogue, were performed and the following
results were obtained.

1. Antibacterial activity of AM-715 against respiratory pathogenic isolates from sputum was assayed. The
peak values of MIC were as follows: 0.1 ug/ml against Haemphilus influenzae, 0.05 pg/ml against E. coli, 0.1 ug/ml
against Klebsiella pneumoniae, 0.39 pg/ml against Pseudomonas aeruginosa and 0.1 ug/ml against Enterobacter sp..
These MIC values were superior to those of PA, PPA and MLX. Especially antibacterial activity of AM-715 against
H. influenzae was higher than that of ampicillin.

2. As the results of the administration to a patient with doses of 200 mg and 100 mg, the peak levels of AM-715
in serum were 0.28 pg/ml and 0.22 ug/ml, respectively. The urinary recovery rate was 14.6 % within 6 hours in these
patients.

3. As the results of experimental administration to one patient with CPE and another one with chronic bron-
chiolitis at the dose of 200 mg of AM-715, peak levels of AM-715 in sputum were 0.37 u#g/ml and 0.32 ug/ml, respec-
tively.

4. Above 2 cases were treated with daily dose of AM-715 of 600 mg for 6~9 days, and the concentrations
of AM-715 in sputum excreted in whole periods were assayed. The frequency of higher levels than 0.1 ug/ml was
81% in the patients with CPE and 409 in the patients with chronic bronchiolitis, respectively.

5. Eleven cases of respiratory tract infections (RTI) and 10 cases of urinary tract infections (UTI) were treated
at daily doses of AM-715 of 300~800 mg tid.. Clinical efficacy rate was 57 % in RTI caused by H. influenzae and 809,
in chronic brochitis. Total efficacy rate was 459 for RTI and 1009 for UTI.

6. Slight elevation of GOT and GPT was observed in 2 cases out of 21 cases.

It was concluded that AM-715 was an useful synthetic oral antibacterial agent for the treatment not only of
UTI but also of RTI.



