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1. the review of Scholz et al., Basic Res. Cardiol. 88, 443 (1993).

i { i 94)
2. by Hendrikx et al_, Circulation 83, 2787 (19
3. by Scholz et al_, Br. J. Pharmacol. 109, 562 (1993)
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Cragoe 6t al., J. Biol. Chem, 259, 4313 (1984
Ghigo et al., J. Cell Physiol. 145, 147 (1990}

Gragae et al., Cancer Res. 51, 3212 (19971)
Horvst et al., Eur. J. Cancer 239A, 132 (1993)
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3. Tannack et al., Br. J. Cencer, 67, 297-303 (1993)
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Organic Chemistry) » 5 358 (5& & A 5 -F # #& £t (John Wiley & Sons)
PR30 AP ESKSEIRARAAN—AAEHKADE
fCHBBAITEMZ F ik o

ARDFLHBBITEYERZIRBEELAF LG P #
HTFMHRXE THERERERESE) ERFEF -  AX T O
HFEXAFTERTFE  L-OMe)HMZ R B#HAS#A20CEXR
SEER SR TE  RRAEL THF - Lo IR E
BB I KB RASEAEMER > o0 THF > =
TR CHEE —AME Khm - $OEMZRBETEM&Ew

AR R MM+ B A RAZHE(CNS) P44 (210X 29T %)

(o D 2 o0 o ke B N B S R o)



D PN e Hom I ek &

A6
B6

AE~NBERFEA( o)

v 4o ¢ NaOHEF » 98 5] 4 Fl K ©

FL=Cli > #ERm—FE “HEH >l AEF
MZHX . ARGHRELES -

AEXNZERXTRISTENSE CRE > BHAHRX
Y o Rz AT THRIXBR LT EEH -
EEXXVERFE LARRBERR  EARBEAEAZ
el -

FAXHELRZ FEE3ASH AL E LT i — R
RE  EFREFEEUCHRFEAZRATHREE HH| 4o
ARGEE AR -_LBUMEIARARRARACESYH
WENLEHETEENMIZAXBEHER -

XY ERBEATLER ETHELES BB -
ARELTRESZIBR Vv G HETTIHEHRES)
LR BB EHRE BELBE - LEE BB
B VHEE RHTEARREFLEEI B v B -

et 1 5EBKZIEEMER -

REAEK KKK RS AT £ X E & (amiloride)
R EREFTHEARGZIARBER o XBF LA F
SHAMLERBILAY ol —FREERKT
AEREAXER -

—11—

AMERABN T H R TAZ L (CNS) P 4L (210X 2972 4F)

(ot P 20525 3 o b e 0 N B SR 3 )



B2 B R O 3 H e B R R

A6
B6

ANERFA( 10)

¥ ¥4k R R=H

—PEXE%E R R'=CH,

AR RALEMK  R=CHH, ’ R"=CH(CH,),

i CAAEERLEREARGELTIENRE
(Circulation 79, 1257 & 1263(1989)) - R * R¥EL#E A L
XL AT ERYA T AL KB RRAAE HIG L4
M Bl RBIK R FE W R A ZHE » B H I B RAR
B CHERRREIREE -

ERBRIGH OB ELEFTRY > TREAXELEALSA
WE AR EMH 2 B £ (Bur. Heart J. 9(suppl. 1): 167(1988)(
HWELR) - ARER  EAF  ZEOBE LEET
AFZAMBHALIFEZ CTHERES - L EET4EY
LA RREAYZERAMBAZKH LA ZR X LBREAK
7? °

KR £ B H.99 £5 091 394(HOE 89/F 288) % 1& B & #| ¥
FEP 4 204 5754(HOE 92/F 034)BBA X F e 2 » L F
RS AL B AR A AETRALE

2B EAE3 780 270F v F EAHBmAMBZ EHR
MA T BEHEBTEANERET S0 HELE

AHMERAEM T HEA RAZAE(CNS) P44 (210X 29T %)

(oo e I e ot o) e B N B SRR O )



2 ORI BD BT SRS

A6
B6

f_\&ﬂﬂ%ﬂﬂ( 11 )

(bumetanide) ° B pbiZ b S HER S B LA %R I ZH K
BEEREM o

A EARER  BRELAEACSHFLH TR
YHRHZARBBERET  FROEAHR 4 @ BefE
KAMMBAEZHRELELLAFRSEM - AREHES
RUABZEFCOWBEANLEARECKAGIRATFER
HBR BEHGRABREE  RABROE %oy
FAREEIH LB RBREAESERLEMLA
BEHERY NFREREIRBOFECHELIETMZIFEL
R RAHRFENGAEBREZRERERT
 BRBEAEAKX LY A THH i Na'/H X He i 4]
BRTHLARTARBBAII B ARRXBRET &
AmBREMXFELAFE IR - BELAR L5448 F
WXER > Flio  RBEBEAWZIFHE TARRE
TEIWMAPERELAMLFBANZIET  ERFOLHERZ
BE Pl TALEBABLEBREN  REHFERARTR
WP FTAARBEEATH PZBEL - & AH
WOEAA LT L BIT R ERY TN RELS YRS
EABMBEIREMER REAHJRELUFEEFET
REER  HFROWTHARLLBNEBAG (BT
ZCNS) B A Z B » RGBT AR AKE - oh > BREAR
BAX TG YRRBERARGHEEERLBRX » 4o 4]
fo 0 BEMEAARL  CBEARE L ERB I RKL R Y
MEAR 5,

AMEREHM T REAREE(CNS) P44 (210X 2972 %)

(o) P 2 ot o) 4 e B0 N BB i 0 D o )



DRy HOm IR - RS

A6
B6

A~ BEASHA ( 12)

b BERAEFAX oW HwmpBiacRAA@
FEBEZIBAWHER i HIRBHEBR T a2
BionFF RNz - AKX LB ALERtafh
HARERBELERFENFAZRAARZAREERA - 1
B THEILEMRBLE » RELHRBERBEBELHEE
ECERERE  SBHAPHER HBEEN HE4ew
MR EBHEENE  ZAHRBERARBEHAEALEX  #
TEXIMERZIICRRHAEAMIBRXFZER -

BRBERAEACS Y Lapsh /T FRBEH( Na'/H X
BOZHEHE > Na'/H RBBGLEFSHERT (£ K
L REG kR BRE FE)  Haptdd
o REZRIF o Fldoe ! THRALMLIK > fo)s
WG E - AUBRBEAEASHEARLEES » @
HMEZ T E flde ' TRHERZ RSP0 B8 HHZH
XZTEE > FTHESARBAL  BRZB » HAEMER S
F¥F o XTGP EAATEGBRE  RABH AL
Ri&ZHde » AFEMELRBE -

AXF el 2BHTRe  FEEFX > &4
ERAREERX  ABRAXLE  KERELRBYHERE Y
AEHERAE - AXFP > LAY I TEBERA X BEEH
B EHRA  FHRARABRBEIARELERR -

HABELEIRMEA I E B RRAR WY
BEMEXBRERBRY - R TEBIN  THEAG I @ 8B
A B AT > RHEHBYYE > REMFERLEDR

S

ARFRABR TR R RILHE (CNS) P4 (210X 29T %)

(i P ek s o0 o2 b e B0 N B SRR OB )

3T



H20 R b 3 H RO S

A6
B6

ENERASLA( 13 )

B wRACHE] 0 G EH 0 ALK o HEHE ook R RAE
BB A BB R -

LETERGEORABX ARG BEBAALE B2
BBt dm RBWE @ ELHREEFER > BE
Bhh kB LR BEOREZIHK o &K aReH -
BB ERAKRME  BHEERGEER - THEAMEGHE
P BALEE c REREE ) BERSY B HEABRABRHIELNE
MR AXF RETHEHAEMERBERE - b &
i Plde R HREL G AR L HEREYLT X
(P-P -3

HERTRBHRARER > FHLOHWEE R &
B TRAZHMY @:%%m’%mm’&ﬁw%%%
HERBRER  BFRINALZ - 6BEREH L
iﬂﬁﬁﬁﬂ’iﬁﬁ’ww-Cﬁ’ﬁﬁ&#w’&%
B e HABREEBREEER AALARZIFTFEHNZ
PR

CABRRLETEF W BHETZ  TERA R
EFRABZRAOMFZXTI EHLEOYZRE  BiEREI
RERAABREARY  HEREABXEFLH A HKHE-

AEHFEREEMETTOLARLBEHDYE o
P REESEE AR K RBEEH c  BHEERZ
~&%&mA%®§ﬁ&é%mim HETEXH03E3
TERD o

Al FHCEWZIHERHERZERFRTIERILS

AEERAMA T HE FIZR (CNS) 4B (210X 29T &)

(i Hr 2938 oM i B N BB B 5



¥ 0 Py obos B H Om S EE R ¢ S

A6
B6

E~NERAFA( 14 )

MBRZBEREFHBMEETL A TERFREEERE
ZMHEERBREERE  BRHFREHFALAWZIMHI > F# >
BERMAURBEERZ o

FHmET RBEHTSATEEZIXA IO EIRE
HEVOIZEL/AFHE > AO0OIERL/AFEME 2510
BELINT » RIBR/IAFTER - EHREEFEES » Flie
PR I RREZISHE ABETZ R
RERNETTRALRE Hlo BREZHI4REH/AE
FERBHRABRBEAN  HLTZ o EHEBHZ
BEEL  TRHRALRZSHEALE200E S -

BE X

MeOH T B

DMF N.N- =V 3k ¥ 5Bk
RT TR

EA LB T B (EtOAc)
m.p. ¥ Eb

THF ™9 &,k v

eq. 2

CNS VAR 2 £ 4
EERE D

XY EBEMBELEZZ — &3 A
A WX WVE(D » L-OH)& #

AUERABR T EERAZAE(CNS) FARA (210X 29T &)

(o i 2k i o o8 o e B N B S R )



D P SF o B HOme IR R SR & WS

A6

B6
A~NERAFLA( 15 )
#1.0 e RO XFETAWEN X B EHN L KTHFG

FIEEF)F » RIEF il eq #HE —vkok o ARTT 32
PNEFHE ) RS eq MERBERTY - #H—K#% > BR
AEHFRTHR B A B R) ) mwARERAW T » 4 A 2N HC
FEpH 627 BRI AR EXTFTEBRKX ) HHEZX
THRBAEBEBEIKRER  THERIB IR A BER L
Tt X BRERE > #ibkiaRBEag-
XPEMBAIEEZ —&3HA

BA I g XFTEEASM » L-o-m X )8 #

#1.0 eq AT XFEKEAE RSO eq M (FdR)X
AERAEFREFLTHFY > AB BT A B R B2
ES)E) BRI TARILELE(AERBIEER) - BR
KEPBRIERGRBAER) ) AT EAEAT » XANaHCO, %
BB HE 3R ° 8 Na,SO, Btk » B ERMEERER - BEHA
BB LA R A BIAEIZR (Fl4 ¢ EA/MeOH 5:1)B 4 o ( B
BAER ¢ #FAR) -

BT
23-“RAFTEMBE S @ &6 K% > mp. 232C -
BEAE  H23-—RETEEH -

'z
-RA-ZAFTERXTEHRMBES 608 HBRY
RIEBE » B2-R-3-ZRMAFERXTEHREMH -

REKRRABTF AR RZAECNS) 4B (210X 29T )

(i i ot o3 it e B N B R R v )



w0 ko ab o 35 HOme Jn 5 R ok & B

A6
B6

A~NEAFA( 16 )

THIS :
24-—RATFVEEI BB @ & & L8 > mp. 242°C -
BREAR W24 —REXTEEH -

&4 :
-RA-ZRTFEXTEMBELE : &6 38 0 mp. 143-145
C .

REBR > H2-R4-=ZRTFEAXTHREH -

35 :
25- VT EAXYVYENBERE @ 86 88 > mp. 247C o
BBAE » H25-—FEAEXTEEH -

HHle :
25-—RATEHMBEERE © 86 &% > mp. 209C -
RIEAE  H25-— R EXTFEEHE -

i

'BH7:
25-B(ERTFTRA)VATEHEMBES @ & & &8 > mp 240% 242
C .

RFEAR » H25-BERTFTR)X TR EH -

T8 :

RMER MM T H A FAZA (CNS) P45 K4 (210X 2972 %)

(o e 203 s o o e B N B DSBS O )



ke Sy
i

LW A, S Ly

BT

P

.
SN LM e e e
2on A A o
SIY

PR P e H o - R -

A7
B7

61\,,,

A~ BB (/7))

&4 ¥ £ £821106995%

ROC Patent Appln. No.82110699
MAEZEHPXER — HH4=
Supplemented Examples in Chinese — Encl. H
(RE8F5A 6A%E)
(Submitted on May (, , 1996)

2-f-5-Z f T KK F @i B
‘c .
RFEAFR > 2-A-S-ZRAFEAXFHEEH -
49 :
-5 ZRFAEXTHREKE
ﬁ:@ﬁéaa J ﬁ%ZOQ 211C
BEARTAHEL RS ZRTRETE -
£H#10 |
2RO B-IZRTFERXTHMEK D
BELS > EM197-200C
&R 18
A)H2- M-I ZRFEFTHR—FEH2XIN-RE A
CHEASEERX A THEY  AEBTRA24N
B £A2-R-5-R--ZATEAFH  REER B
¥565-67C o
b)ha)XAWABER R kREXREH P £ &K
2-F-5-M-3-ZHRTAXTE  REL S HE136-
138°C
Wb)Z EAMBBABFT XL F2-R-5-82-3-Z K7 A
XYSHWSBE o

BREE D 42 & 558 ) mp. 168% 170

_19_

FIGERAER T REFAR (CNS ) AdiLE (210X 29720 )

(3} P 208 ot o) e B2 N B mtesh R e 3 )

' [
e e e e e e e e e e A e W
- - e m——— s e e

%af'. TN et m— — — —— —— — C— W—— S—— — — —
. '



PR PR P 3 H w8 W

85.

ot
S

Al
B7

A BB (18)

EH11:

2A—REATHMERE : REL S > BX170-172TC
BBAAT LA 4-—RETHR -

TH12:

2,-—RETFTHMBK D : REL K BR208-210T
BEBAAYZ A6 —RETH -

E#13:
SR2CEZATAXTEBRBEE : RELSE » EBI5S

-157C
BEARZ ] A4 R-2-ZRFEXTH -
T4
-R2-ZRTFTAEXTHMBES : REL S > BR178
-180C

BBAAY > $AC-R-2-ZRTEXTH -
£#15:

4-ckt E-2-ZRTEXTERDIKE R : RELK &
2 W

BBARY R AL, AE-2-ZRTEXTH -

£ #16

-ZRVTEXTVTHEMBES : RELH » BWE225T
BREBEARYE A =ZRTEXTR -

_20_

(S 20 S 2 B N Btk R b3 )

ARERAARATERERE (CONS) AdFE ( 210X2970 % )

————————— e M W e



82.7.28 /& v

ﬁ!/u;

EoRRHH ()

D SR O 3 O T I G o S B

EH P EF 82110699 3%
ROC Patent Appln. No. 82110699
19 PXRAEFHER 2] R - Mé—
Amended Page 21 of Chinese Specification - Encl.

(RE 8 # 7T H JLBEBEEEE)
(Amended & Submitted on July .4, , 1999)

K4l 17:
-RATHMBEB B8 B 161T
RBART % Ra2-8XFsg o

K #1 18:

-R-O-FTREFEMB%B - S8 > BE 134TC
BEARSF X A 2-8-5-FEXFH -

K4 19:

2-R-3---ZAFTRRXTFHMBE D RE L 268C
6 20:

2-FEA-4-R-X TS R E % 2367C

1 21:

2-f-4-ERX-FAFHEMNBEEE . & E % 204C

x5 22:

-R--HAE-C-ZATFA-ATHNBH B BRE L 160C

%19 3t 4%
HeFeaohmakz Na'/H T 38 2 344 A

e pa f(lvanovas) B %4 Hh 2%EEBEZZE2EH 6
» REAL Na'/H'R#B4ER > E/FUF A XKBELEFRRZE
h Na'/HX#EmAAchIKRZ Na' - B F SRR o £
251U AP kv @ &tk BB - SR —FHh afs o ALK
PHRERE 2R SR 100 MARBARLRKEMZ Na's
g .

HBTRHARHYEBERRAZINAAT  £] 100 st

#onplT.4 R3TCTF N5 EABAENB/EBNY T

(£ ¥ F /4 :140NaC1)3KC1, 150 A& # - 0.1 & A3 (ouabain) »
200 2(BFROBATFTR)SE - MAMKASZ MgCl/ b A3
AR (ZEEH/EH: 112 MgCl:» 0.1 5 XRF) ko ik 3

AR E A A P EBEFARE (CNS ) AdHLAE (210X 2972 % )

H82417WC-CLAIM

(4 D 2305 3ot o ol B N B mlesl BB oW )

-

.

! a
O — — —— N t— — —— ———— — — — —— S— — —

N e e ;
¥ b — e ——— e e



PR PE R H m B R - R

Fo
oo

A7
B7

A~ BB (20)

R A20E I AR TR e o KA KN R T a1
$Hog o |

R R R AR Y RN PSRN R Ay
Na' BARAE  GEARREALERLIXI0 LT /H1zi
L RELMEEFERHEL LB HHZARAT - o
F kT ARSI RIERE AL -
“g

#HNa'/H' She# 2 4R -

| wsl [Ceo® st
1 kA 10
2 2x10°
3 8 x 10°°
4 3x10°
5 2x 10
6
7
8

11}

1.5 x 10
0.16 x 10°
0.7 x 10°°

0.16 x 10-6

©

10 0.09 x 106

_22_

FMRER AR T AR FARR (CNS ) AGLIE (210X 29705 )

(32 D 36 o ik B A Bl 3 )



a5
/155
=t

B

£

: — R R NI L I T
A T gy 3 b MO T B S e
N !

PRI PR oD e H B e B IR

PP

m 'CH C;u i perany
A7 71 ‘7 i

B~ BRFA (20) £ ¢ 3% £ £82110699%,

ROC Patent Appln. No.82110699
MAZPXHAE — Hé4w
Supplemental Pages 23 to 26 of the Chinese

Specification — Encl. IV

(RESF5A 60iEE)
(Submitted on May {, , 1996) =
#*
%
32
S EIF #
&
<
%
16 B 5 AR 0 B 25 6 D O 2 K e DR I — EAE 4 AT x
_ . - 2
SR ARG LR MEFSCETE - CREE 4
EELERCRGRE - Bard RO LRAEHT 3

(antiporter) st & fa s vy 6569 X 8 » T 46X L
HHE o

&gﬁmgﬁ:
ﬁ&%ﬁﬁ%Tweﬁﬁﬁﬁ%ﬁm%(ﬁﬁgw%%
T RSHAHRBEALERE) P REERKR
s G NEE(Na*/H % #F ) de #l 45 A T & R ba R ABHOT
AR ARG RABEE LG TFRAEBIL QAT
ﬁ’akﬁﬁﬁﬁﬁkoﬁmg%&@mﬂwﬁ#’m
B ABER GRS EHERGHRBELRL -

£ H g
1. the review of Scholz et al., Basic Res. Cardiol. 88, 443 (1993).

i { i 94)
2. by Hendrikx et al_, Circulation 83, 2787 (19
3. by Scholz et al_, Br. J. Pharmacol. 109, 562 (1993)

_23_

AMERAEAR T ABFRE (CNS) Ad8M (210X 297205 )

————— i i e e s e i e . o s s

B e e W————



gs. 5. 6
Al

B7

PR DN H o - R

I BWAEE (22)
AWM

WL :

AL R R fa BB Fe U R

S MM RIS NIE-R A R EE L

HERMIE oo R G F AR+ o T
NEE #9 & BHREI AARASSE AT SR
c MBBABM AR T H a1 THGNIE- S

DNA & A% % b7 6 W42 o

Rty LERRX(FFREINARMAMALH
W7 XHBNEE o 6 RAAE & o0 QUK A 00 50
Wb P AN (VSH) A+ NEE 6998 R T &
AT T RER RS E SR o

EX P &

1. Lapointe et al., Am. J. Med. Sci. 307, Suppl.1, p 9-(1894)

2. Bihler et al., J. Biol. Chem. 264; 12582 (1989)

3. Kaul et al., FEBS Lett. 299, 19 (1992)

4. Ng et al., Kidney lntem. 41, 872 (1932) .

5. Samofcini et al., Am. J. Med. Sci. 307, Suppl:1, p. 43 - 16 (1994)

_24._

FRA AR TRERAR (CNS ) AR ( 210X 297AK )

(504 D 203 e B - Bt O 3 )



FR-E 2 2 o 5% 14 S - - S R

400318 we. 5 7

A BWHESA (23)

— IR

LEFEH TG EEEA TR A OBt &
AEY  HRAFEHE o LBl A RABL
t o NEE-1 &y Pt R G 4 RABAER E
WO AE - @A XREUETRGLRERT(
antiporter) L X HETRMBBE T -

5% Bk ¢
Cragoe 6t al., J. Biol. Chem, 259, 4313 (1984
Ghigo et al., J. Cell Physiol. 145, 147 (1990}

Gragae et al., Cancer Res. 51, 3212 (19971)
Horvst et al., Eur. J. Cancer 239A, 132 (1993)

FRIE

BEMENE-HHERA R THEESEARGREL S
FHERATFERLR - TAGXETIHLL L8
Ak (amilor id) & £ 47 & # % & R A H1F -

1. Song et al., Int.J.Radiation Oncology Biol. Phys., Vol.25, 95-103 (1992

2. Song et al., Radiotherapy and Oncology, 27, 252-258 (1993}
3. Tannack et al., Br. J. Cencer, 67, 297-303 (1993)

_25_

FIER AR TRBERE (CNS ) AU (210X 29720 % )

(0 D 280 ot ) ko B N B R 003 )



s el

9§

PRI P oo S 1 S - B e B 3

L

460318 w2 SRR A7

B7

&~ BARH (24)

BAREPGRE

S BBE o w RNEE-F M A M o » AERTEHAABY
B

$E XK
1. Ng et al., Diabetologia 33, 371 (1990}
2. Salles et al., J. Hypertans. 9, Suppl.6, p. 222 - 223 (1981}
3. Guicheney et al., J. Hypertensioa 9, p 6, p 314 (1991)
4. Laffel, Diabetologia 34, 452 (1991)
5. Jeasen et al., Diabetolagia 34, 452 (1991)
6. Dasing et al., Nieren-Hochdruck-Kr. 21/11, 607-608 (1992}
7. Freeman et al., Clin. Sci. 82, 301 (1982}
8. Semplicini et al., Eur. J. Clin. {nvest. 22(4}), 254 (1992)
9. Ddsing et al., Medizinische Klinik 87, 378 (1992]
10. Dasing et al, Deutsches Arzteblatt 91, C-1318 (19394)

FHEANERCHARRIBRAAAENERAED

| ABIER AR T EBEEARE (CNS ) A (2102970 % )

(A D R ot e B A Btk O3 )

——— N

] S s e S — —

o



PRI N Ra> e 35 M 0 - 3K -G 3

HEZP  RXBAHE — HA4—
Amended Abstract in both English and Chinese - Encl. Il  As
(REBSHF5R (AEZ) BS

HAIT 78 R HOULIL1IUVITIN ‘ B
ROC Patent Appln. No.82110699 o
#5% Sh

-

ﬁﬁﬁmﬁwx?ﬁwﬁ ¥ 'ﬁ 2,
W P EARE (A EAR i%#ﬂzﬁﬁ&@%*mﬁgﬁmﬁ BRRS

| 43031¢&
ARAGHAX ] ACERRZRTEMRR

R(1)
R(2) ‘ "
N 1
R(3) | :4§H2
S R(4)0

X+
R(1)&H>F»CloBr»1s (C-C)-% 4%+ CF3»uk
ot X R (C-Co)BIm A
R(Z)ﬁ-R(B)&-EmJ—%:&UHR(l)ZKi gt
’R(4)A( ~Cy) - $5k + FrCl»Brr L¢ CN %, - (CH)—
(CFy), -CF; .

B E AL

oB&HE1X2
BEBELITHELIBH -

ol R EAEFRHEZFRBEE (salidicuetic) 'tst’%f'
HAEEBEIRBETLERE - RFLEHBAEHRT
ErRsEY LS ARECHAY  RBRHAEEREE
BEBkoE  FELOHATEGRIHLEIEERREL
ARERGEREAMLIALEERY - dAREREAL
I&A%T%ﬁ%%NuHx&%ﬁ M B s Es
BERBHYER BATHAELEHEMAGLLFEIIM
FEHGEE  AAARELAFREFREZIRE

P

(B i 24 Jot il 2 B0 (v B aisk B3k )

ARER AR T BREFRRE (CNS) AL (210X29T2 K )

—————————— e B e e



PRI N Ra> e 35 M 0 - 3K -G 3

HEZP  RXBAHE — HA4—
Amended Abstract in both English and Chinese - Encl. Il  As
(REBSHF5R (AEZ) BS

HAIT 78 R HOULIL1IUVITIN ‘ B
ROC Patent Appln. No.82110699 o
#5% Sh

-

ﬁﬁﬁmﬁwx?ﬁwﬁ ¥ 'ﬁ 2,
W P EARE (A EAR i%#ﬂzﬁﬁ&@%*mﬁgﬁmﬁ BRRS

| 43031¢&
ARAGHAX ] ACERRZRTEMRR

R(1)
R(2) ‘ "
N 1
R(3) | :4§H2
S R(4)0

X+
R(1)&H>F»CloBr»1s (C-C)-% 4%+ CF3»uk
ot X R (C-Co)BIm A
R(Z)ﬁ-R(B)&-EmJ—%:&UHR(l)ZKi gt
’R(4)A( ~Cy) - $5k + FrCl»Brr L¢ CN %, - (CH)—
(CFy), -CF; .

B E AL

oB&HE1X2
BEBELITHELIBH -

ol R EAEFRHEZFRBEE (salidicuetic) 'tst’%f'
HAEEBEIRBETLERE - RFLEHBAEHRT
ErRsEY LS ARECHAY  RBRHAEEREE
BEBkoE  FELOHATEGRIHLEIEERREL
ARERGEREAMLIALEERY - dAREREAL
I&A%T%ﬁ%%NuHx&%ﬁ M B s Es
BERBHYER BATHAELEHEMAGLLFEIIM
FEHGEE  AAARELAFREFREZIRE

P

(B i 24 Jot il 2 B0 (v B aisk B3k )

ARER AR T BREFRRE (CNS) AL (210X29T2 K )

—————————— e B e e



b BRUETS E AT Fp XS

AS

b /{';-.r,
5ﬂf;§'n. B3t

BS . Zﬂ%’ffi

W LA RHE (EPZ LA | )

- agent, and a medicament conta:.n:.ng them.

. Ortho-substitutéd benzoylquanidines of the formula I

R(1)

R(2)

NH,
N%
R(3) NH,
R(4)0
in which:
R(1) is H, F, Cl, Br, I, (Cl-Cé),—alkyl, CF3,. imidazolyl, or
(G~C ¢ <ycloalkyl, '

- R(2) and R(3) independex:xtly of each other are defined
like R(1), and ‘
R(4) is (C,-C,)-alkyl, F, cl, Br, I, CN or .
" =(CH,) - (CF,),~CF,, '
n is zero or 1,

o is zero, 1 or 2,

as wél} as pharmaceutically tolerated salts thereof, are
described. '

Compounds I have no undesirable salidiuretic properties,
but have very good antiarrhythmic properties. They are
outstandingly suitable for use as antiarrhythmic pharma-
ceuticals having a cardioprotective component for the
prophylaxis and treatment of infarction as well as for
the treatment of angina pectoris, the compounds also
inhibiting or strongly reducing, in a preventive manner,
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