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T~ DKL ZE T PAS-ester D RAEBEN
B R B MLILTER 2 Bat U, MER27E k(]
ICH » T2 Ok zsmys LTRed, i
X TRDXDWEEBPHS NEIE 772,
i+, (1) PAS @ alkylester #fijz PAS-Na |2 K
NTHIE RN, HE I alkyl KK
R E FEIEEND S, (2JPAS @ phenyl-
ester ¥ DHIEE 1112 PAS-Na It R THE L &
W, %kiT p-tolylester ¥ p-methoxyphenyl-~
ester ME{ENTN 5, BUKHEHILEEHELT
A% L7 PAS-phenylester ¥ NH, % ic =2
NIER, wu A4V, RFT7RAVBEELSIE
7ok &i%, REHKRD PAS-phenylester ¥ i
NTHIE DRI 5708, 7 2 VRS MICIE
PAS-Na XD s HlIEDZRT b DBH 5,
(0)PAS-phenylester Ri: 555 O 75 Hl 68 1%
Hei%R1Z, PAS-Na X PAS-Ca #5FFICH
NTCEPLESREEINS,

LU, 5 PAS-phenylester %435 PAS
EOFSNTOEEIIE, BICHKERENGIE
JI D DA THMBKTODIT HARTH -
T, MEEAE OREG, HLENICRY 2%E

il

PE, W, REEEFIME, MR OHERS EE)
MEBLZEE UIBEICERTBREI N L ETH
3, TLTHEEFL, ThETORBRENER
THIAEY7E PAS 358K, HIHPAS-phen-
ylester (i 8 £ 7 2 VEBFE ST DT,
17 B D Feve e, i BE U S B sl
2B S, EERINEN R EIE IS T B IR XD
REBETL TR, BAEEBESOGELE
W2 EEE S, L L, 4% DFEOWISE
LTS PDBEICRNEELEZ, Ch
> DkEEAE D F &%, PAS-phenylester ¥
MEREEE U TARUCHELIKEBETH S,

AEERICH B L 72 PAS-phenylester {3 AL
T, REEFKFERNERICXY Ok, 5
NiboOTH 5%,

RBRAEM T (C KRBT
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A& 3Kg HiAOBEREILA-HLL, zhic
PAS-phenylester =" jiiiA ik % KEREH A IS
L, 3,6,9,12, RUABSMEKICHEHRE D&M, miE
2oL, chERNTERDOFE? REEYEE
TE-T, 9%, 50%, RUI0%mMEm+E ve & —i
HAEVERR, T ihilc H3TRv BB A iErE, 37°C 438
FIRS R RHIE U 7o, SREEHLII XRS5/ O KR IME
ZROVTE-, 1ERBREDO HHEL 2cc BEEERE
1349 0.0lmg Th 2, XEXREEIL, 4AEIKg Y
» 10mg KU Smg TH 5,

£ B B &

FKLICWRLULCED, BE5HBOWV SOOI
NTH, MFEEOREKICERITL, MBS
ETRAEEZAAROCEECEHEBZRAD, D
BEETE, REFXRAMWEOHBEERAZEL A
SNITh -1z,

2. ENLEy MIIRBEZEZNB & U K
PAS-Na, PAS-phenylester 5 PAS-p-me-
thoxyphenylester ;&SR

/00N OCH;
HzN/©\OH @
PAS-p-methoxyphenylester

€ B H &

k& 500~600g D 7SERBIEIR 20084 U 72,

FRPEEERE « HBRED H3TRV %%, 10%4MmiE
¥ ove F—EHTHI0A RIS Lo BB RIFIER
%, BMTFEAD/PMIKAE 2 VR VITHIRL, FRO

HAKPHCE $£12% $£25

@ 0.1ml Bl 549 0.1mg %R KR TFIC /L
2o RZ 3~ 438% Rémer RIGDOBEEA B L 72
%, BUERE R IERE AT L,

AR NASHL B R « BRIEER R OBEOARIIE
Wiz H3TRv o 0.4mg/ml A& K % ¥ K
0.05ml (EE&ALZ 0.02mg) %L 72,

BERAE ARSI ICGER LU TRAERHRLED
BRICH o> TE, WEXNTFEABEMRTICTERC
Tisvy, FrRoOE0sEIE, Steenken, Wolinsky K¢
Heise,'® G.B.Bietti!® Ko gijji'?, HRFY S
RIEL, HITHEIGY, MER'" SREZINA 7 5 R
ORI RIC L > TOE~VIEOMFEE > THL
7o, BEKIIMEE 1M, KBEBIfTIRY, RERBEOAL
B ORI B OMINFEEEE € DB ORERRERE L
7o

HOoRmk LSRG FIREANEERER, REMXT
~VEIGEL R (L2 1BRM%R) SHOBE ¥R
BEIE LRI FICIBESSo 4 BAmmL, B
AR Lo, RPEIRIL 8 BRIT, BEAFRIIRIC
RLUIBEDTH S,

#1# PAS-Na 600mg/kg EHAKAKRS
FNE PAS-phenylester 120mg/kg
HHRARS
HIMEE PAS-p-methoxyphenylester
120mg/kg 4 AEAHRS
HVE Control

BOEENEE 8B ETEEEATR %N 18
BELECEIHEL, TOR—FICEHRI®RLTA
AR E OKIERE T RIRICEE, TR TsLE
bic, FF, B, ERERO—#EMER (#0.58) % B FLek

BICT, Img/ml OERMAKKEREWEL, < ATERL, 5% — X —WEMA TR ICERN
® 1 PAS-phenylester {4/ %5 KR HH S EH
T MUmANF v E ] ) | )
ST TRy commmmia | SOmmmnsE 109 i K
Ry Eﬁ B 3 l 6! o 12i 24‘ B 3! 6 Col12los B } 3 ! 6 ~ 9|12 ]24
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10mg/kg 2ol e e e
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PAS-Na 600mg kg
——==— PAS Phenylester 120mg/kg

"""" == PAS-p-methoxyphenyviester 120myg ‘ky
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#5H v

K1 BRSNS SRS (BHE5)

L—ERMHE LT, HEWNE L REICKES D107
MR 2R L, € D0.1ml % 3 Z/NIBE#ICHR L,
37°C DOMMIPZRAT 8BTS L T BBEEERLEL
B L7, MR 4 BBRKAT 8 BRITITIE » 7,

X B K M

AR IS R IR 2 OR@E - BTIRG PICH A ER
IR L T—B% I DIREAZRE LS, BE
BAIERE DFTIR MR IR A BUEITHE - TLE
3.8 Th, MEMERM AEIZELIOOD
MEFHEZRD, AKRDOEED PP®, IR
DOFEM, FEEZRL, WEAELRD N/,

TS DREIL, BMUERICBOTIZHHD
REE EDICHKEAL, RITISEOERME
MIER 2B L, X, B, HAFLEELLE
LDbH B,

BHEEICBON TS, BiREREM L THT
X, FRICITELERICBT A EROIKE A B
CLicbDbds, FHTLEX 1 o<
PAS-Na, PAS-p-methoxyphenylester, PAS-
phenylester & 12, JEFICTENTIZH % 2395
ZEBALDRLIEASER D 51T,

REDORKE « B RELEHMN S —D0ERE
U CTHREORBA HIH, K2 i1oRdTind £#
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B2 & # & 8 (BEEH)

EHICHEAERLTEH, OISNOELIBERH
IRRFITH U THIL00g DIATEE DI N A 3D, i8R
HEBBUERE OMICERZRDIED - 1,

T M OB 2s O WERAIAT R« 15 8 JB H DR
RIMHEE N ER, 7HBEOREHMEZBNT,
YA BRL, TR oREREEIE S HIT, i,
Fr B, HKEROZRERICONT, WERMER
% R MIEEATIC IR~ 7,

HEALE BE, JREEILIC, MRS S 2
BOEEDIRNEAZBDIbDNRE L, £2 0l
CERBOMICEWIEEZLZRBDIEL 572,

i 2% DAERL B E BB AR - SN2 D R
WEEREAR LUK BEAEKEEEEE
T otc, = DERMEIZE 3IORTML T, ®ik
BEFORIC, AL TRcan =—HDERZTE
ERDONT, X, MUEREEREEL ORIC
HEMHIS A ADIL D - 12,

3. #ETUREHEAHPEERLY S PAS-

Na, PAS-phenylester, PAS-tolylester,
PAS-methoxyphenylester ¥ DABRHR

£ B B &
BHREOEMOHIKICE L TIT» 70, BIBE—%
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| 24 | + |+ j20.0] + | 10| = |+ |+ | -1 -
; . PAS-phenylester | Lo fesof w | oo W |+ | 4 |+ |+
i 120mg/kg 1 ‘ | } | —— ‘
| o+ |+ 800 w25+ |+ |+ | = | -
; s w w ms o es W | | - |-
} 5+ |+ |20 = | 1ol = |+ [+ | -] -
i PAS-p-methoxy 32 ! +H \ H ‘42.5i + ‘10.0? H L — l — ¥ - 1 —
I | phenylester 6 | = | £ 21.0| + | 4.0 ] # - - 1 - | -
120mg/kg i ‘ ;
| 17 |+ +}310\% 140\% - -] -
| 3L 4 L w 20 % | 80w | - | -] -
i ]+ | w emo] w [ 20+ | =] =] - | 4
| 2 | = | = 310 4 | 30 = | — | - - -
III‘ PAS-Na 19 | # | H (40 w0 H [+ = | -
% 600mg/kg ‘ a : ] -
0 | # | H [49.0) # [ 70| | — | + | — | -
‘ 3 | H\ H}saﬂ # \&O}H |+ |+ -
| 28+ o+ (30 + |10+ | - | - | - -
} 6 | = | = (280 % |20 % - | - | - |+
v | Control 9 | H 1 t86.5 | # [1L.0| # | = | + [ + |+
2 | = 0= [mo| + |20 = |+ | - 4
T |+ (o |20+ |+ |+

ad it~ v 22, ERENTYIBRES L
T, (RED 18g BIRICKE 2052 E - TEERICH L
7o

ERENERE  BEBREOABERERRH®E, 7
V&) v 743 ick 3 BREER L ZEBEE AV,
R REEAREER EICED, FiRED
SHICLT, BOKFERDIERELE, FEL,
HD S DIETER L, WEEOBRAMERCHY
BOREEENAAENAT, Imld T8 Smg O
BN 5 L5 ICHRL, <o 0.1ml 2=w 2R
BRI ICHERE L7,

AR S S : IR TREICHH L-BE 1 B

1@, Yy~xw7 ) YRESHEE< T RBY Y FEEE
RLT, BRICERHIFNCEAL 2,

BEIRDOYE  hROMEL, AFERREFY
HERHEOREAYIEIC X DTS 570, BRI,
LFEBReT RDEEETE L, ARSI, BERO
WS 1 OB T 5 LTI, £l
I RTOBDOEFELRIEL 2,

£ B K #%
(1) PAS-phenylester, PAS-p- methoxyphe-
nylester, }z {f 4-Phthalsiure-monoamido-

2-oxybenzoesiure-p-methoxyphenylester
(No.51) IZDWWTDEE
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5 H
24 - R
PAS-phenylester |- .- \ ‘
14 +
: 120mg/kg R j)ﬁl ‘ H_
| o+ = H
8 = |+ |
5L+ |+ | #
2+ |+ | ow
‘ PAS-p-methoxy el T )
I ‘ phenylester 16 o H
. 120mg/kg e
| 170 = [ # | F

| |
| |
20+ 0+
PAS-Na . = -
11 19+ o+ K
600mg/kg e
30 0 4+ b |
3+ H
| 28+ o+ |
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/007 ocH,
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~COOH
4-Phthalsdure-monoamido-2-oxy-

benzoesdure-p-methoxyphenylester
(No.51)

BBRB ORI 2 DOV AE B IS ROB
DT%%

% 5 5SpEst

- ?%5%@(57—5%(

B L1207 /g

1 |PAS-P-methoxyphenylester ‘%(%DT 35\15.45
H

% 4-Phthalsdure-monoamido- :1207/g |
2 2-oxy-benzoesdure-p- ‘%XEI%% 115.3H
# imethoxyphnylester € {

— 03 —
<3 ' 1207 /g

3  PAS-phenylester A5 16.14
B - (=)
= 600’)’/

4 PAS-Na ‘ DTx%18 8H
,,ﬁ%[ﬁ e 1(/@ H)
il C1v/g

5 | INH RO E21.98
B - e B) ,,,,,
Col ‘

6 | Control 14.0H
B

FERESIRII B DI TDH %,

HAFERMBHREIN 3 omd vwohd Eidos
BTR, HBOBLEE LD SPBO,
HFEOHHRIBHONT, xFREH D PAS-Na
600v/g, INH 1y/g X D13 DEEHRMNRE -
TR AR R LT,

(2) 4-Phthalsdure-monoamido-2-oxy-

benzoesiure-p-tolylester (No.58) D>

TODEE
A0 cH,
comdSon <
Q\COOH
4-Phthalsdure-monoamido-2-oxy-

benzoesidure-p-tolylester (No.58)s

BBEEORK AU Z O EE B ik O
Df%%

i s -y

B R E RSO
%45 4-Phthalsiure-monoamido- [1207/g A4
1 2-oxy-benzoesiure-p-tolyle- [#X[13%5.7F H 5
#t ster Kalium #f (No.958) (& H)14.780
% 4-Phthalsdure- monoamido- :6007/g
2 |2-oxy-benzoes-ure-p-totyl- #[1#%5 14.5H
B ‘ester Kalium #i (No.58) I H) )
B 16007/g
3 | PAS-Na #H#%520.0H
#® (ﬁ;t) Ei)’_r
5 17/g |
4 INH @D&’——} 25.3H
ﬁ,; . (fﬂ H)i

|
5 i Control 1‘ 13.58

BB SO TH 5,

AFRmRIERK 4 IR U2, PAS-tolyl
ester |& 120y/g Td, X, ZD5EFED 600
v/g THRNBOBMEBEREL DN SN
WO FVRZEDLNT, HRIEX D
PAS-Na 600y/g &8 INH ly/g kv fME
BERMBE -7,
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RAKENRE $12% #£25
‘\\.‘ No.5t 1207/ \ N\
\\\ N
\ ~—
\ L\ N
)\ \VPAS- phunlyzlgsr/eé AN \(n\m lr/g
PAS -p-maethoxyphenylester
12057/ \
PAS-Na 6007 /g
50% Sl \
Control
\\>
o —_ 1 ] 1 1 L 1 K
0% ii 80 10 10 12 13 14 15 16 17 18
Uiy 2% 88 1 Yarswmu
3 <Y REFEBIC L5 PAS-phenylester, PAS-p-methoxyphenylester
%7 4-Phthalsiure-monoamido-2-oxy-benzoesiure-p-methoxyphenyl
ester (No.51) DOiEERIHE
10025 < \
\
\ \
\ “ \‘/INH 17/8
\\ ‘\:" No. 58 1207/g \
—- 4 No 53 600/ || SN 6007 g\\
5096 ﬂ
‘I
\“ \
| \
Control “‘ \\
\ A
l‘ \
\ \
2 1 1 1 | 1 i 1 \ | (S| 1 |
0% 1 12 15 4 15 16 17 13 9 20 ST 21 2 2% 27
L gy kg o Lo g
B 4

28 29 30 ()
<o REERHIC K 5 4-Phthalsiure-monoamido-2-0xy- benesdure-p-
Aorylester (No.58) DEEghE

4. PAS-Na PAS-phenylester, PAS-p-

methoxyphenylester @ iRER S NEIB

TNT T iZ 355 P L7 R B DR
X B ¥F &

10ERE+F Ve F = 1IC LT, FmE%L 3,
5, X Tz,

:é ,

CHIZEBKEMATLEINEL, £
nenl0%, 30%, 50%, KROT0BIMEMF vF —1E
i‘tﬁ%'ﬁgﬁibf:o

X, BNCH1m#E i 140mg/ml @
KH:PO. %% 0.5% o%la icimZ ¢ pH % ca

6.8 IEIEL 7 D% 1007 MiEHEME LTHEM L 7,
CNFOEMERNTHEEOML PAS-Na, PAS-

phenylester, % ¥ PAS-p-methoxyphenylester o
EHFRINAZLED, H3TRV WS,

37°C s,
2ER U 4 BRERICFEEIREBLHE L,
HilZ, Tween-Albumin R:#hic10 BRIHREEL -
H37Rv BREREZ102ICRIRL, KBRS (GGE
B

(=1 Jﬁ
2cc) ITHHAE <y PT1HSOERELA, EEHE
1355 Iml %0 % 0.0lmg TH 3,

* B B &%
#£41TR LU, PAS-Na ORBILIFBIEEE

12, BEHAMBEEENSI0OBDE X 0.156¢/ml
5|

30% Tiz 0.313y/ml, 50% L] F T3 0.625y/m]
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=z 4 PAS-phenylester ¥4I 1 & EEHIRNMEERE

T |
l % : PAS-p-fnethoxy-
e H#h L PAS-Na PAS-phenylester
ﬁ phenylester
) .
0% mimEve >4 | g 0 156 0oe | 0’ 0653
a 5 2 0.313 ‘ 0.125 0.125
30BN v >~ l 4 0.313 | 0.125 | 0.125
OB e F bt | R~ R~ -
MM+ Ve F—His | 2 0-02 | 02 | 0.
00 % m ok ow | § | p@E ¥ 1 3%

TG R & i B My NS CHIBEERNIR 1/4 1T
55 L7, izl L PAS-phenylester ¥§ T2
10D & = 0.0625y/ml T 3 53, 30% < 0.125
v/ml, 50% 7 0.25v/ml, 70% T 0.5y/ml, 100%
T2 1.0y/ml &30, REenEELTE
B ADKIL/ 16155 L1z, L7chs > CEEE
JEEEM T2 PAS-phenylester ¥EOHIE 113t
KD PAS-Na LEHZEELLBFULAHVESR

IRER B,

BEXCCER

PAS-phenylester ¥§i3\ S & KICHEA TS 2
Y, BOKRGINICEE, HILED» S ORRH
I munbrdmhtsy, N Frederiksen!™ [
PAS-phenylester (I NJR#%#: 4 1T phenol &
PAS LT T A EWDH, #C T PAS-phen-
ylester DA EEIED, FEREOAVICESG T
L, KOy, R OELFHET 2 MEH
WABZoNEpbHMNIZnEEZ, PAS-ph-
enylester % T =jhiFi & LT 10mg/kg KU
Smg/kg DG THRRHANNICES, MmiEHIE
JIDHEXBE LI, ZOFE, #5245 %
T TOMFICE, &<FEERZRE D 22 -
72, PAS-phenylester OfE&H ITxt 3 2 HREE
NFEEBHIE SR 12, 0.05y/ml Fij%® TH
->T, INH 0ZRnICtEd 5, X, &0k
MICE »Td INH 10mg/kg Z#HKRICEET 5
&, IMEEIE 7385 % 7T ERE L T
%o L7ch-T, KRERRITHT PAS-phenyl-
ester {5 HKRIME ICHIE 103580 50 13
ot BRE, REBOBLDOAITE > THY

TAHEIIRNETHA S,

tbdh, BERIREZPHT LTI, BE5E
AT A LEND B M, LEOMMERAE
RERORS T ERIERLERETHD, —
5 PAS-phenylester 50mg/kg O # 5 T
PAS-Ca #: 56 X D & MiGHIE B L
2L WS RY ORIENH B DT, ROKLEICK
HRBEERAERAAT, BB, ®LEy FETRE
WERE A 345 & L, PAS-phenylester, PAS-p-
methoxyphenylester % 120mg/kg O E|A& T H
BOEES L, SEMICh >TRALTEHEL .
2, HOPIBRENREEZRBSE Lo/, R
® PAS-Na 600mg/kg #5 TIZEREE DR
BESHENAD ONT, TDT EiE, PAS-phen-
ylester {3 PAS-Na CH-XT, in vitro o &l
B3 E LA in vivo ORI 5 o
DILYUTTHBEAEZRLTNS, HIL PAS-
phenylester @ in vitro T F 53 < L 72 &
B D, BENERCBINITNDTH S,

Z OFERAADS, Frederiksen'” D4 L2244k
ZWNICHT PAS-phenylester A3 4 1T PAS &
Phenol &IC/H e 2 fcb b MNIZND, Z
NDOAHTIE, FEROBSEOIMEHIE I OEE
ZUHHT B T EBHEKRIRN, COXHRTER
5 &% %5 (3 PAS-phenylester 23 /KIC #iA D72
HILED SRS BIRINIZDONEEZHEINT
RIS EEZ I, T TKEWILEBNE L
T4&B% L7z PAS-phenylester ¥, StiBoD
PAS-Na X3 <nr $l@ %A RU.7c PAS-
phenylester & NH: ZIC7 2 VT I F % 5
£ X272t % (4-Phthalsdure-monoamido-2-
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oxy-benzoesdure-phenylester) #JEF, i &
PAS-phenylester, PAS-p-methoxyphenylester
ZRWT, FIEIEM 120mg/kg O 5 & TR
BERAEZTII>TAHILDTH B, HL T DEER
CRBRBYOEANEZHEEZBE LTy X %
AV, £ OERBRWIFEME TN 2 47 B DA
EAEEE UTER UL, UL UEBERI,
NWDNOEXEBBEHICOAEFEROEEATRA
LEHT, 58D PAS-Na 600mg/kg 57
X OIS DITIHEENR DS - T,

Li» L, ¥k PAS-phenylester 7 & Vg
LB OHIE 1112 PAS-Na @ 2 {EREETH 39
no, LEIEERO®BE5EIZ PAS-Na 02l
HUTARIE e MNIED ,ZT T, ROE
Ex L LC, PAS-phenylester ® 7 2 WVER(L &
CREEOHIE A /R Lz PAS-p-tolylester
D 7 & IIVEE{LE ¥ (4-Phthalsaure-monoamido-
2-oxy-beuzoesaure-p-Aolylester) ¢ Kalium
BAEAKRL, chz 120mg/kg K Uf 600mg/kg
DESITRONITEE L, #Ek~y 2 D4HFH
BUCKZ T 28 rkat Uiz, ORI, 600
mg/kg REHTOIRAL REDHRE BT,
Xt D PAS-Na 600mg/kg #HEBHEDHKE LD
BE S D ITE » T iz, '

VIEo#stic X - T, PAS-phenylester %As
K7 in vitro OFKIE DICHIW ST, HER
ENEHL UL BOVERRIIE, HEIEERICRD 557
R0, KICHRIZ R TIEEHHERZNDOT
BFIEWhEFEZ SN,

Z ¢ TE#% 3, PAS-phenylester 27} -p-
methoxyphenylester DT, HIE 7 & M
BEEELOBEBEBERLE, b+ re -5
FROMEEEAZEEDIOZDE DNS, 30%,
50%, TO% & E o mIBEIEM*F ve &
—~BEfl, KO pH ZEERMEICEE L &Mk
BEHAERNT, ZhSHEFDOHES Z KET L
foo & OFER, 10%MiEN* ve > —FE#MTD
HIBE AT, T0% M ¥ ov e > —EHX
12100% ImFEHEHL T3, PAS-Na i 1/4, PAS-
phenylester, f2 ¥ -p-methoxyphenylester |
1/161CIKF L, i 5 PAS-phenylester ¥Hi%
MyEEBEOEIMC X A2HIENOETHE LS,

SRHEOHCE H12E H2F

EEEICMESEET S XHBRETIE, £0
HIE A>T LA PAS-Na K5 &5 IIEEEA
RLIDTHB, COBKIL, BMHODTEHEHETH
-7, PAS-phenylester ¥i73 %% D RERE N
ERTHRREHE N ZRTICOHLT, BYE
BRTIHEESIRBZ LORKO—D2 2 HuH ik
L bHEMNITN,
S E

ARERE N THNIEEKEREBHIETER AR L
12—, =& PAS-phenylester ¥§, PAS-phen-
ylester, PAS-p-methoxyphenylester & ¥/KiA
Mtz BRI E LT & ik U /o 4-Phthtalsiiure-
monoamido-2-oxybenzoesiure-phenylester, [F]
— p-tolylester ITDW\T, #H{EHD IMIHIE
HDEE, EBRHWBYRBIEICET2 B B %
R, ABREATIENICEZ 2N MEIEE D
EELBRET Lc, TOHRE, T h b PAS-
phenylester i3, 78 A LB B R EZRI L h»
72, TORKEZ, o OEFIHEEE TG
DFFAET 5 BRIEICH > TIIHIE A EIHITREE
TEZEEEREERMEDEbDEMEREINS,

(FMAEKDICHES, EHOLERK, HE52DF 585
ERREBRNBRICEEOHBEEABES T, )
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