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Carboquone preparations, Esquinone for injection and Esquinone injection, were infused into

the bladder to investigate their antitumor activity and inactivation of carboquone in urine in 72 patients

with superficial bladder tumors.

The following conclusions were obtained:

1. Stability of carboquone was highly dependent on pH of the urine mixed with it.  Its inactiva-

tion was marked at acidic pH. Reduction of the amount of urine during infusion and use of a larger

amount of diluent are important to prevent the inactivation of carboquone.

2. Intra-vesical infusion of carboquone was evaluated to be effective in 51.49%, patients.

3. - No special difference in effectiveness was found between Esquinone for injection and Esqui-

none injection.

4. No difference in effectiveness was found between the patients with primary tumors and those

with recurrent tumors,

5. As for side effects, Esquinone for injection and Esquinone injection caused irritant symptoms
of the bladder in 36.4 and 52.0% of patients, respectively.

6. Carboquinone infused into the bladder had no influence on peripheral blood, liver function,

and renal function.
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carboquone (X% L® BdxFr 43 F
VRO T FALHEIT, mitomycin C LI 24k
FHEPEL, v v AERHME L1210 20
Bed N Bi@rsHEsh T a. ERbring
PR R E MR & O BEEEMEEEE, B2
&3 B HEREICH U TR X O & OPEAIT
TEHTH S L EMVREINTN S,

i B carboquone 123 2 B ODFIEIDSH D, =2
F oK1 0.5ml 1 carboquone 1mg %»
BELTE), BEOEFRMILLE Sml Y VK
FFPU A 393mg, Y@M AkEFF Y v 489
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PUTEEA L, HUEBZR, RIVERNC DT QR 235
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O PHIZERE S ~ 7 TRIETH b, ZDOEENLMIKIT
L TR A DICREN. CORDEFICE - Tikh
BER TR &R U TR IR ORGSR & & § ITREL,
FABTIRBERVPPEF TS ZVES 3 EU 5.
5-fluorouracil (% pH 3~9, mitomycin G {3 pH
6~ 9 TEETHY, RITIAERFERIFIEAEEZEL
72 {THWAS,  adriamycin (3700 % U AR TIXIE
WRECTHRET AEEPET 5. PH Tk - TEk:
R 2 52T 5 ERIOBEMIENEACEEL T, RO
7ovdk Ut BREEALD AWK CORMEIC L hEk
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AR L, BEMEHPEET 2> 5 b IEARDRE
BPRUHACEZIEBEEEELZOND.

T2 X/ UIBKEBEARESHEO carboquone (D
FEELRETAIIDR, X5 LEHEK, =2 *
s CTEBR, HEEARKS L pH OREg3 3ED
AR% Table | 0T &< 4FED HETESEL,
40°C R, %E{éﬁ’\j%t carboquone DFREH % H5E
U7z. carboquone OFEBIIEHEKE T A I/n< &
T 74— THRE LI

R

HBE# D carboquone DZTEMIT JRD pH itk %
{HRFEL, PH 7.3 DIRZEELIZHED carboquone

carboquone Ak 621

DIREEIL 3RFHEET 94~929%, 6REHRTIL 92~
91%, pH 6.3 ORTIE 3EET84~67%, 6
756~569%, pH 5.7 DR Tit 3 K] 56~48%, 65
BIC31~19%&7:h, BEEYEMAITIT carboquone ZEEER
EOETHE L7, R 200ml Inxtz2, 40
BE, B2 0mliniizl, 3ORSGHRCHEL
T catboquone DEEENIDPRLE - Tz, Fiz pH
L carboquone DFEERD /& — L IIKBR & ANRIE
R TREEFRAETHH, FIRORBETETIRS
WITEASTORD pH 1T¥r {, carboquone (DZHFEH:
1370 pH TORERITITIFE U -1 (Fig. 1).
Table | DEEFHECHIT 5 EHAEKZ T

Table 1. carboquone 7% & (AR ORES L
BEHFE HALERrERBECRE) R

HKariFE K §AC25ml)

1 Ak arHFRMRBAR 1tAC50ml) 50ml
4+ B R E K 28 20ml

2 B £ 200m1
HoL KD v E SR FA(25ml)

3 Om1l
£ 1B R IE K 2% 200ml

4 B £ 200ml

1] 3
B [

%50
(%)

6

0 3
B R

Fig. 1. carboquone ¥ & EEAFEAHD carboquone DLRFEYE
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A ¥ UHFRICELTEARO pH 2HE LT
5&, pH 60 DRZPEESLUIZBOE AR © pH X
6.3~7.1, pH 5.6 DR T3 6.0~7.0 & ke BE)
U, =2% URRBE2ERICMATS, 4DRER
5T carboquone QEEHITI DL VBB INS LE
btz (Table 2).

Table 2. carboquone FEFRIE & BEEARE

&0 PH
P EA4#opH
o3 E
6’ @) 1 2 3 4
6.0 6 8 6 3 71 6 8
56 6. 5 8.0 70 6 8

N1

BEREREPICE A SN 72 carboquone D& IE 2 [ &
72D, OPBEREBNEAROREZR D I8 %, (@
carboquone DEE B I BWERL2EZRB LIS AT,
TEBREUYLBOT A% VRIEOACRRL T
ATAHLEREVEETH 5.

II. carboquone FEREREAEA ORISR

o %

EENE BN R R AR B X CEERREwT
REF 222U L REEBENESEETH 205 L L
72, EBEIRERBLVUIIZROAIER, FEETRE
IRFEARD S DTHEZE 1.0cm FTRHGE L2,
ERREG 2 HANE LT, LploBEBERICEEDER
P X UICIEGI CIEBOHIRV EERO AT 5
b DIZFEIGITEDI:.

yo S

1, 2280 U TR A%/ v bmg BIEHER
25ml I L TR, S0Blic= A SIS
mg ZFERIK 25 ml [THER L THEV.

2. bEIFERIZ 1 H 1H, BRIk HEFNE2ES
WCURBEAL, 20FFREL2RLS T THEMNNIT
R-oT, IHHEOBMARSEZEEE U THEA
Bl& DAKIEBR 2004, BEAROREORD »3-
1.

3. BEMERAEAGEDOREST U, SHI0EEARICE
PSRBT CTHEE SR ONE 2172 - 12, JiEERD
BHRD 5 NIFEFICH LT, BBEOHBRCE b
X HICGED I0EIDEA 2k LTz (Fig. 2).

4. EABERRAT, 0[S X OF20[EE A S I b ER
E, RHE, KEOEHRE (HMR, RO KL
SR, FRRREERE (GOT, GPT, 74 U 7 4+ 2

ALKz  bmg /¥W%56§
FW@E 25ml }—»B%Wtﬁ*ﬁﬁ CH»EBEER

10EERZEA \4‘56[:10@@55}7\

RBRE
FiTEE R

Fig 2. carboquone Dk Ak
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7y & —¥) %, IBEERRTS L R TENCEEEER
& BUN, M7 v 77=) 2HTUE. AR
2 BRMRIEA & UTHEMHEER GRR, RS,
RIBAME), £5BRE |BEERE B, g,
B3, B LI OWTHEELR

SHERE

BERREERESIC L D B ORMLSED b NI 2
Z3), BBO0%BL ORI EILELFENICEIT 5 —
HEBEOWEKEES), BEBEO0%LTFTORNEIZIZR
ERiEay & Uiz,

#OR

1 EAEE

HEA T 2 % X 16FIC 10, 4 Flic20EmA L
T b, 10ERBGD 2 FlII 0 3 BRRIBsER &
DRRIEUTEERITH 3. = 2%/ EHRIE27HII10
B, I6BIIC20EFEAL TH D, BIERBEERIC X h
1EUT d O 10ERED 2 6, 11~I19@3HITH %
(Fig. 3).

2. WEEHE

ERA=2 % itk 5 HEEFRIIE%)13.69%,
HE40.9% THiE 2 B bR THSUDENETH D,
TRAF SR TIIERN28%, H3H22%, HEES0
B TH-T2. R AR VBB TESID
BODIE, = AF CEEECHE L TRIEEAERDS
DIZNTeDHTH Y, MBSO TELIRASIZE LR
WeEZ S 3 (Table 4).

BEOKRE 3 LHEESREOBEREZAS L, EE
DR E IDHTITHE - TEPR OB, FELHF O
BHLHN, {BAHAKO2HTNTNEENTH -72.
SREOKSTHEGE UTZERE 1 cn £ CTOBSESEA
HEDBRATH 5 ¢ LHVRE 3Nz (Table 5).

B SRUNOFEBEROBRN T, EHHE=X
Fr, T2F/ UESKEATE  BBEGICHEL
TEHRBNTERF, BRHIDHERICED b1z (Table
6).

Mg 0o, HRINCGBESNEZRE L TaH 5
&, AT, BERETERZALVDS, EHH
PERBCEZOERIDED 51, CHUTERFIOKRE
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SHEEs follow up FRICFERINIINIREET
Sl EBALNS. BREOKREYZEIEOR
B (BEUT TUR) BEHEATEH 2 TR I
mitomycin C, thio-TEPA 7z ¥ OFEEFI% AL
TETH Y, BRETHROETHED LN
5120 &1, TG ORI LT 3 #FE & Rk
carboquone PFLEEERE L TWVWAEC L2 RTHD

&» % (Table 7).

3. BlMEH

carboquone BEREREPIIEAIC X % BERERIBGRER DF
BREE, Bl x 0 CBETIZ22600 8 B (364
%) CED SN, PR 8 Filaflic, R 646,
WIENMR 2D I DL 3 BITH - Tz, BEDERIBUER
KX BEARIEEIX 36 (13.6%) Thotz. —F=

Table 3. pH of mixtures of Carboquone dilutions and normal
urine and the safety of Carboquone

(4 ) Case of urine mixtures with a pH 5.6

BAMWND pH & Carboquone N (%)

B A& F & 1
Ba% (R) pH 6.5
& 1 92
84

i 6 7

2 3 4
6.0 7.0 6.8
78 97 95
55 94 90
43 92 86

(v ) Case of urine mixtures with a pH of 6.0

BAW pH & Carboquone M ESE (%)

B & F B 1
EA% (R) pH 6.6
o 1 96
3 85

A 6 80

2 3 4
6.3 7.1 6.8
83 97 95
64 95 91
55 93 87

Table 4. Number of patients given various intracystic injections

10 [EISR 10 [ 11~19@ 20 T[4 z

EHEELZX /> 2 4 22
IAX ) CERR 4 3 16 50
2t 6 3 20 72

Table 5. Antitumor results by intracystic injection of Esquinon

EHEzAX /> (%)

f

T2X/ CEHBK (%) it (%)

R 3 (13.6) 14 (28.0) 17 (23.6)
A a2 9 (40.9) 11 (22.0) 20 (27.8)
m % %) 10 (45.5) 25 (50.0) 35 (48.6)
B 22(100.0) 50(100.0) 72(100.0)

1) ME TR

2) BENS0% L Fofl £ 7213 28602 51T 5 —FRiEE
3) BEBOSOBLUTOR 2342
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Table 6. Size of tumor and antitumor results

BEOKEZ 5 (%) % (%) &5 (%) H
- £ B K 1 (100.0) 0 (0 ) 0 (0 ) 1
&t * kX 1 (33.3) 1 (33.3) 1 (33.3) 3
B x 3 % 1 (16.7) 2 (33.3) 3 (50.0) 6
2 # B K 0 (0 ) 6 (50.0) 6 (50.0) 12
T (raxk 0(0) 0(0) 0 (0)
7 3 3 9 10 22
E R X 2 (66.6) 0 (0 ) 1 (33.4) 3
;i * ROX 3 (33.3) 3 (33.3) 3 (33.3) 9
* X 8 X 2 (22.2) 1 (11.1) 6 - (66.7) 9
/ # E X 5 (20.8) 8 (33.3) 11 (45.9) 24
i (B Ak 0 (0 ) 0 (0 ) 2 (100.0) 2
g% e B 1 (33.3) 0 (0 ) 2 (66.7) 3
z 13 12 25 50
Table 7. Antitumor results for single and multiple tumors
% (%) A% (%) s (%) s
OB o 1 (9.1) 4 (36.4) 6 (54.5) 11
BHAxAX /> % % 2 (18.2) 5. (45.4) 4 (36.4) 11
E 3 9 10 22
eprye B R 7 (23.3) 6 (20.0) 17 (56.7) 30
TAX S EHE o 6 (30.0) 6 (30.0) 8 (40.0) 20
B 13 12 25 50

Table 8. Antitumor results for initial and recurrent tumors

% (% B (%) @msh (%) i

o 1 (7.6) 6 (46.2) 6 (46.2) 13

EFAIAX > g o 2 (22.2) 3 (33.3) 4 (44.5) 9
e 3 9 10 22
T 1 ER 1Em wma
3t 14 11 25 50

F R/ SR ABETIZO0FIR266] (529%) bt
FIBUER 288, T ORHERME 22400, SR, &’
PRGN RGBT, FUBEERIC X A A 114 (22%)
Th ot BERREERORFREIIEHA 2
CEABHCEONEmDA ST, WEEE & BERIMIE

KOS 2 BEREA BB D SO 6
W5 & <, AFEZELTRLFED iz (Table
8).

carboquone FEBEREPIIEARTERIC I 5 HIMER, 7R
MR, MUMRBRORIE TR, EAIRLSZEEALGNS
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Table 9. Incidence of bladder irritation in accordance with
total number of injections

BE A e BEDLH B . W8 A R
. SE R HE 3
mom P g R R Crawi
a 10E ki 2 0 1 2 1 2
g o100 @\ 16 11 1 5 4 1
= 11~19M 0 0 0 0 0
* 90 @ 4 3 1 1 1
{ .
- =t 22 14 3 8 6 3
»  10[ R 4 1 1 3 3 2
2 10 @ 27 16 7 10 9 6
; 11~ 190 3 0 2 3 3
=20 [ 16 7 3 5
&
s st 50 24 13 24 21 11
EHRTAE S TRE) AR
EHETRARS TR AR (x10%
304
(X103
101 20
] —
8 104
6 . . A S
FEARI EAR  EAH FAE
4 Fig. 5. carboquone [ERIREARTE DK
R /MR
E}I\a‘q ) ;E)‘\ﬁz ;y'\ﬁﬁ 5{7\& ZTENIZRD b -7 (Fig. 3~35).

Fig. 3. carboquone BEHEIRPIIEARIH DKM
TUEREL

EAR

(x10%)
500
4001
300
5’;?)‘\%71 ‘Z“Jl\ii: E)‘\ﬁﬁ
Fig. 4. carboquone EEMRENIEARIHEDOE

R KA

JfHEERE (GOT, GPT, 74 ) 7 4 27 » 4 —
+), BH#fema BUN, s 77 =) KN
T} carboquone HEAIC L % & Bbh AZEENIED 5
Nz -7,

BEREREPICHUEE A 2 A U BB DR 5 2 1T
78 HER ALY, 19614 thio-TEPA % fi ™ T @ Jones
and Swinney? D#E LIS RERFPHABICI T 252
ISTEBHMEEEE & UTIELfTebh T s, HRS
NAFEHESECDIF Y, KM b0 & UTERTR
@ thio-TEPA (D}Z#> mitomycin C, cytocine arabi-
noside, 5-fluorouracil, adriamycin 7§ & DWEH A D
N B0, carboquone DOFEPEEREAC EL T,
T AF / CESRIEALIT, NE LY 346FHES 5
Bl (10.9%), HED25H] (54.3%), MRHL6fH] (34.8%)
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THE LY X7 FIRER 2 5, B2 4, MEAL R
7HIRRES 2 B, BRI B EHELTVS. FHENIE
=2 ¥ UESTREA2F 1 HlicERy, 9 BlicER)
(B3I 34.5%), S 2% Tk 7 il 57.1%
BERET, 2BOEABICERS AVENAZ2*
VICEROBOEHARIERL T 3.

WEBICL YEAAE, DEHE, BEKRIE-T
WaTrY, BERD S DAZER OB 2 1k
FTAHLERTERY. WDTFNOBREBNT § I H
R, EEHOERLEMRDOEE TUH» b /NEBICERIEY
B, O EVBERBEREAORGZERE, F8
RCEZ lem DTFETARMEL-TVE. —HR
EHEONEBICR L Tid TUR &0 2 HEsayEEE
DOPISNFHPEDHLINTEY, COTCELVE
BEBREAI L Y BEBEOMEZ T 2 EF ORI
FREBEEIhIzb0Esb, IFBCLERTESHEL
T AR{EEWES, OEMEIT TUR DETAR
FEZSIEFIDSERIZ IS & 5 2. bhvbh b BERERERN
TEAREOCERN % TUR BT INic s oiE
D¥LRZS, TUR Tk %2 BEEMEOBE BHHI1L
TRWVTWVAY, LOX>BHNTEAINIEAD
1 KABNER I U TR BRI EEE LT
WAZETHY, 4RDL 5 sEACL AHEHIHE
BERPH S IDITHIEEFE 2L EELS

BERERENE A ORIFERIZEA S NI EA OB X
LB EIVER & RETORBIER S ickilans.
2B AR E B EHSREBNZ L DOTH Y,
TIUTBERERS D> 5 A~ DRI X 5 § DT, HHI
DIYFEPS - & BEELERL IN TS, carbo-
quone DFEIL 321.34 T Yeates L DFTH 5
BEDED 5 I 23217 A E DS T&i1Z 200 LITF 057
NIRRT 220 TH 5. bbb OIEFICE
DTEWTN 3 BEIEIIED b g, - 1205, EA
X % BRI RIEHZEIC & 2 B OTLHE D]
EE¥E $E 2 54, carboquone FEAIC L b AMEREA
PEDIZEDWED DA, BHEARKELTIX
R BEEPLETH S,

JRETEIRIER & U T OREBRISIEIRIX carboquone
HEAICELTE - L b ERTNEETH 5. ZEL?
1% carboquone FEAIC K A 3 HID FEHABER 2R L,
COR 1B REBEERZ2RBL SN ERELT
WA, NN DERITIRTTE d 34 BRI AR
Y, LOHLIFNIEARHRIEL TV 503, FHE
BERRICE - ITREFNIS s -T2, ESE T+ A7 VBT
HlE U T & =7 CESEERCGSUO T BERIBEER O
REFESEVERE LT, 32/ JEHEOEA

ThAr N, NovaFrv .72 73K, w2aod~—
4001 k2 BEBRRIEORIEESBA SN S M, Ch
g BIRENIATIE - TV,

BB R % % T s b TR B3 5 Ril#
PR A &9 A IRAIRRE, (RIGRRE, DARBORE

BERBEEEIONS.
b B

2B DORIEVEBEIEES ST U T carboquone SIH[T
HALEFP T FR v, %R UEHHREBEERN
ICEAL, BESHEDRHET S L ¥ carboquone K
DORATORBICHT 208 270V TRROHER 25
7.

1. carboquone DZZEMIZEEINTIRD pH i
KELKFEL, BEATREEBEL L, Thzlhil
12D IITEAFRDRBROEA I X MHIRDOE 21N
IVALLEWVEETHS.

9 . carboquone DEEMERIEAILL b 51.4%DHF
FE R,

3. BH=RAF/ vEz X2/ VEHKETRE
BERICHRIC R A S h - 12

4, WIHBEEFHE OBMCESREOEIRED LN
AGIYPY ful

5. BWER E LTS E- A, L AE O 364
%, ¥R IEEHRELD 52.0 %1 BERERIEEEIR 2 58
iz,

6. carboquone BEREIRPIFEAICE ARG, &
BE, ERSEEICHT AREBIIED S h o 7.

C DX OB R OS5 B REEER 2B 2TBY
THELF. carboquone DEBRMEICH H =3k
RSN RSB L 7.
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