ER114 3 H15H BBAT BO¥E R O# oA W E-fEHEYEY] 85025
CRTF I FOFmHAREBROME
E—IT—XT 2T 7Y xS BRASH {LESHEAR BEISNL—T

CATFIPFRFA T CBEETART I FRE s F B :1275.8

BT, A AR —FAEMEIC L Cid. HEBRIFRTL Las B B arSREA

2T T, HEBAERNME TLLEL TIRE 24 H1.188

AL, M2 TIREMENROX 7B —FEME T L # 4 :122.8C,70.1mmHg

TLIEEEE2TRT, & & £ 2.76X10*mmHg (25°C) (Gas Saturation
BARICEITB AT+ 3 FOBIRIZI988E L ) HA )

AP AIT RS EF ML TKRKE., LA L— 5] & & 91T

FEMRE T2 0M0RBRLBBL. VAT FH I Fo B OB K1174%12mg 7 0 (25°C), TERIGHEE. ~

HEHBEST &3 57 4 — )L F R Z—FLEIAH19964E 4
Rz, 2773 bV =avr2&8FT5zaty
TEFIHNL997E 8 HicBIEEGZ I NI,

P ATF I FoIbERE B L UCHERLFEREE I
LT Thsd,
— f#% & . ¥ £ 77+ 3 Fdimethenamid
b AT A PRI —IE

(1sO)

X vouawryr, AF
=, Tt =F ), BEBRxFN, T
+ F > DMSO%DABIEEIC BIE

SEFRE (n-A 272 /—nK) 141%6 (257C).
log Pow=2.15

BB

A2 N

1t % % . (R,S) -2-7v2wa-N- (2,4~ 2 F-3-F PATFIVNER UTF ToXAF+3IF) £73)
=) -N- 2-4A +FF-1-AF x5 BRUPXTF I F276%EHTH3H (BT T76%3L
Ny TFTIF By &F2) EOWTHORRBOFEREZELICRL.,
(R,S) -2-chloro-N- (2,4-dimethyl-3-
. P BR
thienyl) - N - (2- methoxy -1-
methylethyl) acetamide 1. BR—XEHMERER
¥ & X ¢ o CATFF I FlzonwTid=a—Y—F> FR74 b
CHy.
e < CHz ,CHs R7HE, 6BHK T =2 ——=F 2 FTE /Y
3 [o]
Z—yﬁh VX EROTHRRET 720 MR T, T6%IFI D
s CHa TR R i HRE ORI > T EAGBIE
4y F A D CHisCINO.S THXEBOTRERLE, SRBOBRLE2ICF
£ 1 DIz,
RO TR R UTHARS BiE | 5 HE LD504# (mg, kg) RN (W)
I N 3 230 e
S b 2 2100 > K4+ (1985)
# n 3 3170
< | & R 83 .
S 7 S 3360 > K4t (1986)
A 5 %998 BRL(1991)
B 3 % >2380 Y F$:(1988)
SEHI48E
= R Zy b [ BN T % >4990(mg, /') RCC(1987)
$ 2000 % 2800 HLA(1990)
# n 3 739~800
BRL (1991
76% 3L Y4 2 922 ( )
® 3 % >2000 HLA (1990)
AV %A 3 % >3390(mg,/nt) HRC(1990)
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PRCI4E 3 H158 84T BOE R K 5 OW BIEREMERT  $H5025
*2 H) &H#Er=ns,
- a;fi am a(f;;i&;)! (T4 Py )H—F £ g— 19874)
_ / 5 2. 4 XEAULER
ZATTEH é; ;1 :igiﬁ DA FF 3T K0, 100, 750, 2000mm0) BE TEAL
seoesia | 7T R e Ty R E E— 2 AR ISR L 2,
B L (1994) REROFER. 2000mm3R 5-2F D MEME IS EE~ DR,

2. ER—REBERER
PAFFIREDWTEEa—Y—F > FRT7A b

RYHE, BRAKTIR=2—P—F> FRT A PR

SPE7HX#H TREBEIT- 72, BHNHRER

3icF L,
£3
e FREXHRRS
DI x| BR (5 %)
UAFFIR .. R L | HLA(1988)
16% 3L i L2354 HLA (1990)

3. EMEFIEIRER

PRAFF I FIZOVWTIEDUHART LY /L%
v b % v CMaximizationi: TR ME S R RS,
76%3# TIIDHASPF7 L / ELE v b 2 HWT
Buehleri& THifHic & ) RERL 72, HBOFHR. 2 4T
F I ST RRIEEIIER D S L de D o 72t T6%FL
AU I RREE DB s e (FR4),

HEaMEERER

1. v beAVEER

AT F#0, 50, 150, 500. 1500, 3000pmc> i
BETRALZHARE2SDRA S v Fc138MES L, |
R L L TO. 3000pm#e 588 % 2lT C13BMHR S L. &
IZ4BMC AT I FRERALZVEAHNAZES L
72,

RHEBEOK R, 1500 U3000mmi%k 5 80 Mt 35> C
FEAR B R UMK E MR 500mB EHTII TS bT
P e AR BN 23RS & #L72. 3000mmi% 5B D MERE
2BV TidyGT D L& 1500 K% UF3000pmis-5-3 o> ff £
TEARUF IV R TFo— Lo, FEROHMIEL
2 BB M T/ BER DT ME B A 3R & L7,

IHLDFRRED. T MCKT ZERAREMFEARII
HERE & 4 150mwm (HE10.0meg ke, H, ##11.8mg ks~

®4

oM ER R UTHAE DM, o=t
JiF B0 3EIE 415 . 7500m B 55 o0 s T IF BN AR E L
DM RRDH S iz,

T, PATF I FoA 2icrtd s BkEERAR
(s & & 100mm (HE4 . 72mg, kg, H. ##4.98mg, ke,
H) LM,

(f =L 27 yH—FA4 > F—Fi 3+ )L, 19874)

T8 A ER

1. Sv b eBUREEE R/ ASGESEIR

LA FF 3 F#0, 100, 700, 1500mm>WE TIRA L
728A% 2 SDFR T v 2245 ARRS L 72, I 5-RIZHT
ROEAMBERARROBRICETEAREL 72,

HRER AR, T00 K UF1500mmi% 5-BE > i #E 1 35V THR
ERMIHL. BEROET 5. 1500mik S0 H T
yGTiEM M, FEMHETIL X F u—nNihniiE
s, F72 1500pmik 5B T B E RO M.
s RENDREREOMME»EH SN,

INLDFREN. P ATH I FDT .y RS
W R AEHERRICBIT 2B REEARIZ100mm

(#5.1mg kg~ H., ##6.8mg kg, B) T. ¥ AT+
I FICIZEEEER LD HME NS,
(N T4 b)Y —F e F— 19904F)

2, 4 X ERAVIREEERR

P 2FF T F£0, 50, 250, 1250mnd MBS TRA L
7oKL A ©— 7 VRKICSLBMR G L 72, G5 RITENR
NHEIHBUERBOBRICETEEEL 72,

REOFER. 1250pmi EHOMBFIC T oL 2T
by PAH ) T+ AT 7 I —EORMHED SN,
[6] B2 00 2480 Jo UF it & 19 1 /)~ 38 ) S0 M B M B 22 BB A b
B LNz,

INLNFRRLEN., P ATF I FDAL XOEEHM
RERICBIT 2B AEEARIL250mm (H9.8mg, ke H.
8. 8mg, kg H) L HIMFE L7z,

RER D IENE BiniE EFE R HERHA (REF)
CAFFIN Maximizationix ELEY b B PYES R URSMS i Y 3 2 F4E(1987)
76% 2L&! Buehlerik g A& EE HLA(1990)
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SPR114E 3 H15H3AT -2

B o5 i

B oTEREWRLT 5025

(AL R7 ¥} —F4 2 F—F 3+, 19894)
3. TORERAVERISAMKE
AT I F£0. 30, 300, 1500. 3000mmo> i@E T
BALZZ#E¥ £ICR (CD-1) &< IC94:H8ME S L
72, G BIIFLEEM L 720, 300, 700. 2000, 5000mm
BERAOIZAMBE TFHRABROBRICEIEHREL
2o
HEBOFEFRE. 1500 UF3000mmilt 5-FE DO MEBEIZ BV T
PRE N A5 38 S L, TP HETEIRR BN > 3000pm %
SR MERE & B FHIE Y 02 1500 % U°3000pmi%k 58 )
HECC BT E R ORI, 300, 1500, 3000mmid 5 #E 0> e
(2 FFMRARRE R (UF & AHE) . 3000mm i &-BF o0 MEHE THT -
IR RAEE D AL TUED RS E O b o 2o Ay
BH oz,
INLDRRREN. PATF I PO RDREISA
HHRBIC BT 2R AEIEARIZ30m (H3.8mg kg~
H. i#4.1mg kg, H) T, ¥ 277 3 FiZi3fighastt
By LI NI,
(N T4 P —Frer g —,

SR UHEE R

1. v FEAVERAEKE

P ATFH I FE0, 100, 500, 20000 EE TRAL
7z88% & Wistar% 7 v +F PIARIC A LT3 5B tE S
5 F1BEZLRE £ T 2088, F1iARic 3t L T3 LIS
5 F2IFBEFLRR S TOLHMIRE L 72, |5 RBITFIRE
HaL 720, 100. 300. 900, 3000mm i it A SHED 1HAL
23T 25 & 2 FRRBoOBBICEITEIREL 2,

B ORR, 20000mI% 5-8F Tl PHAC o MR & F1-
HROBEDIRET R 1 WA H 80 5 1, FHMRE I PHAR
& F1HAR ik ClEA - 72, FIEF L F2IHEF 4k
ENMNMErTHEMPETL 2, PEA L FI#ERO#H
Byic. HRBOMKNER L ENEENKITEIICHE
IR & #1172, 500 5B TLI PHAE & FTHHY
DUEHED BV TH BN BB b $ ML .
PR DM TR EICHE TH > 2. ZHFTRIZ
2000 ST LRBICEH LN T DI e 5, ¥
ATF I POKREICBLEL 2L EF 2 5172, 100mm
BERTR AT FEREICERT 2 EFEZ L1 5
R R PR & FIHR o B8 X UF1, F2E
DAFHT LD LN U » -7,

INLDFR LN, P ATF I FOBRBWICKNT 2
BAREEHEIZ100pe (PHACHEG. 9mg, ke, H. ##9.1

19904F)

mg, kg H., FUHALHES. Tmg kg, B, W8.6mg, kg,
H). FE#c 2t L Tid500mm (PHEARHESS . 1mg, ke~
H. #f44.0mg kg H. F1i:ACHE33.9mg kg~ H. H#
44 2mg kg B) EFZ ohlz, T, PATFIF
CIIBRESRERICBTLEEFZHEIZHS LT, &
WARDHEFIFIZ D CTHERRAE % 1T - 2 2RI HAE
FIZE@BH s e » 72,

(N —FTo FarH LT 4T Hhrrt=—,
%)

2. Tv b EBVC-ETREERRK

AT+ 3 F%O0, 50, 215, 425mg, ke A #& TSDH
T PSSR 6 HA 5 15H £ TOI0H R4 H 1EED
5L, #SRIBHREML 220, 16, 32, 60. 130,
260mg, kg % KEHR 6 ~15H F TS L 2 FMRBR &
RicEITEREL /2,

RBEOFER, AT 3 FIRGIZBLEL 288N
ZAb e LT, 215, 425mg ke H#5# TR 5 HFHE+B,
WHOMBE EREBNFN, HRECNL CHFE
AREMINEHRE I FEEoMN» @S Lz, ¥
ATF I FHRSICBREL 2 REFBEENTRE L L T,
215, 425mg. ke HIRG-8 TR/ BEIFIET- D REINAER
HHNTH, BMETFRICERE T a7,

INLDOR LN, P AT FoOREmICT S
BRI BI350mg kg, B TH N, B IEIFEIHIC
KLU Ci3425mg, kg, HTH - 72, /2, TR
B E425mg ke HICBWT LB TH - 72,

(T—Hr2NH—F 3RS } ) — X, 19874)
3. ¥ ERAVAETHERR

YAFTF I F#0. 37.5. 75, 150mg kgD HBT=
2a—=P—F > FR74 FR7HFFICENR6 HA 5H18H
FTHIIOMEBIBREORS L 85 82 5&EH
L 720, 37.5. 75. 150, 300. 425mg, kg% #F4E 6 ~18
HZCTHRELLTFHRRABOBRICEIEHREL 2,

REBEOER, v AT FEECBEL B30
Z1b & L C.150mg, kg, B GH T 2 BN, EEH
EH LN, F 7275, 150mg, kg, B SBTIIY 4 FF
I FHREHAMRICAEENINREICIIH S N, FRT
IFEICIEER LA RE L L TET L 22, IR BETFO
RELODWTHBRENBEIIEHER TOBBEED
WRET, WEVBMBOBB TS AT FikE
WBE L 222 i3 @b b e - 72,

INLDFREO. P AT I FofEic T 3
BAIRIERIEIZ37.5mg ke B TH N, K s1FEY

1990
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TRl 3 A15B 84T

BO¥E B OB 5

EREHEWR  F502%5

XL Tt T5meg ke B TH o 2. 72, EFFMER
EEBSBRNI50mg, kg, BE W TLEETH > 72,
(7—H2)H—F3HKF ) — X, 19884F)

ERFEMERER

1—1., HEYACANBTRIR
EXFCERENT L ERTE (TA137. TA
1538, TA98. TA1535. TA100) #Hv>, 7 v F DIF
B BN L - B AMETERSINFEALAT R
HFHET TCAmess DHFETY A7+ 2 FOo. 10, 33,
100. 333. 500ug ~plate THZE R 2 &Rat L 72,

PATF I PR LAKERRENFNICSE W T,

RBGEHEAROFECELL T, HAKRE I =—¥
OB Z S M EMNCAEE LM A BERL L
MoleZ b, PATF I FICIIRRERBRMEI
TWineHEZ N5,

(NOTOX. 1985%F)
1—2, BELXRAVCA-EBETRRE

PO 7 7 rEREOKRBE (WP2 uvrA) £
v Ty b RIS S BB L 22 AR IE LRSI
HFETRUIERLET CAmesbL N HFHETE AT H T
0, 39. 78, 156, 313, 625, 1250ug ~plate THZERIR
HEERETL 72,

PATF I Fid, REEECROFTECEDL ST,
FEtExtig & B L € 2 UL LB R v =— Ko
WNMEBDOLPo72Z b, P ATF I FICIZRAR
ERFFUIIALDEEI LS,

(B— -+ T - 2L, 19924F)
2. DNASHIKER

WE W (Bacillus subtilis) MBS MR FIR (H
-17) 2Rk (M-45) B OREHEM LR U9k
ALK L D 2 2 T+ 2 Fic 2w UDNABBHES
I DWW TREL 72, BEZXTFRBROBRICETE,
BRI B L IE IR IRIEME LRV T L 0. 678,
1356. 2713. 5425, 10850, 21700ug~disk & L 7z,

YATF IR, RERLROEEICBE L LT
AR IEBICEHE L Z R RO U 22 o n, P X
T I FICiZDNABEFERMEZ LWL s RS 1L
5,

(& — » =24 - )L, 19924F)
3. REBEIAERER

F o d = — KL RF—DRIEIE L 72 IS %

v, HESERE CHREMEEZRE 2 VW BE L HR

L. FERBIEME L TIE5~150ug,/me, FLBIEMEILEE
TI225~500ug,/MTY A 5+ 3 FIzDWTRBRL 2,
FHIBE T200H O PRI RSB L RAKRE LT
BAT L e @ RN AR L . &2 IOV TRTIC 4
HMLUHAL 2,

EBENT 4T FREBRTIX, BBEKEHEOR
BHEICB Y THRBICHLTERL LRI 2. 72,
5%EBZ LD L2l b, PATFIR
HCHOMIIC BIT 2R EBERREERMEIIEETH 2
EOHME S LA,

(N F v AT 7 S u g — X, 19854F)

— AR EIDEAER

AT I FoAMRRIC RITT B OWTUT
DR F AT 72,
O R RIC T 2 4ER | Irwinikic & 5 —#FfEH%
|, w7 2, &0
2000me, ket 5-Bf I REITIR, BEUSHHL, R
EHATHRE 2 DRS00 % E - ZICRBL
Fa bt #eE51505 %1213 R L 22, 200mg, ke & LF600
mgke# 5B T L B OH DR HHR B30 OB S
TEEgES Nz, 7 HEOBEHAM S, BEHEER
RUFBCIRZDH LG - 72,
ORI T BMER | ~F VL E S —LER
PEIRBEIIIC BT TRE, -7 2, &0
# Ti3300mg, ket 5-BF . b T2 1500mg, ket HBE T
HEICAXYV SN EI— LBREEZERL 2,
1500mg,” ke# 5B T3 HEA B, i 2 BIHFELTL 72,
ETOABHOMBEIMC S ) A8, RIGTE,
B OWMBESEOFEERBRE S L,
QUERE R MRS T BH 0 7o b, BBIRM
ETORBRC BV CHEKFEEO—BHMERET,
LA DA R & L, 30mg, ke 5B TIZIEIE
DB OEIMHERD LN, 2 TOHOREBETCLER
BT AREEBRS LN LD 2,
@BRBBIHNT HEH w7 2, £O
2000mg ket G H TR RN L BN LH E BN
L AR R A BEE S 1L #1150 588 F Tic 10
Blich 7 lA AR L, ZON2HIFETL 72,
ZNDIED0.5~ 1 B TI3EFFEI Y 8 B 5 FlAK
WMEHRI L, STHITET L2, B2 560 263
PSR B IR R A A = L T 72, 400me, kgl
SR CHMRIEN BB I N AFE TR L d - 72,

(1



SERCL14E 3 A15H AT

B OE B H 5 f

HoTEEEWRET  $502%

OmmgEEIC T 54EH . 7 b, &0
1500mg, ket 5B Tl MBI L CHELS
M EE E R R DIE R HYE D & iz bt IEMEALERS b o
PRI TRAFEME. e bo s o BRIC IR
DERBH LN Luwh oz, Tz, BB TII—AERE L
CEEIRHA, RESURK, RIS TEEHERE N,
(NN T4 Fr )Y —Frr ¥— 19934)

£ 9]

VAT F I FIRERR % D76 %FLEI % & Tl o
oI KATEEERBRE ERL 2.

REOBHR, FAERUT6RILA N BERMEILTTH
H#ICHHS L. USRNLCEEERLESH L2 -
7z. BRRIBCPEIZ AR THES TH - 120t T6%ILHI TR
BE~BELEAGEDS LN, L Lass, WA
TOERIZWHIRT 5 = & TREME N7z, FURIC B R
BUEILEESD & N » 72 0%, T6%FLF TIIBEEE B2 7E
RIS BB S L7z, BRI FURIIBEETH -
72T HRIFLATIIBHEETH > 72, 2V A. T v PRV
E— 7 NVKTHOESMEE, BEBER LA R

Bz B TUIEAREIC B v TR R R E ],

FEEOHMM, yGTRU. HDWIEH, 2V AT o
— VDRI AN DR, FRIC X 2/
ELLTBHLNIZ, 7y P RUILTATOREIFAN
RETIZ, 2271+ 3 FECEET 2 EMRRED
Mz vFhoRkBREmcdb@Boonrorfo, R
FHORBRICTNLBEMETH -7z, SHBHEIIRD
LT, FHADHEFICHERRFOMITREER
LBEIN k-7, Ty PRI X ToMIIESE
HKBE TR THORREWIC BV T LRITBEIZED
(2% (B3 L XR AN

ULEnBHRBOERIN D AT+ 2 FOADLE~
VAR ESAERBRIC BT BN T 2 EAE
VERBICE-TX0.038mg, ke & BREE L7z,

P ATF I FIZI996EICFE R 2 N, AFNITDOTit
TROBEIGBREZNL T3,
HABBREREENE CERI058 A7 H)

E24AZL 0. 1lpm

(552 LEADEY  0.01mm)

XY, FEx ey 0. 1lpm
KE . 0. Ipm
NEI (BVATAL 2&F) 10.01mm
EIEE 0.01pm

ESAEEE (FR10E12H228 %IE)

INELSNDE - MR 0. lpm
F—REEI 0. lpm

CATF T FRED b N B &Y U
EMNEABETH) . ARLBERHMO—DOTH b,

et
E—mI X RE 7Y p bRt (bR SAE
BET LT

102-8570 R THRLRHE =F =%

(12)



