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Imipenem/Cilastatin sodium (MK-0787/MK-0791) D##f « Fa bk g9k 5t

WA #-tFe=-ENFE
BRAZEEDE - NRFEE

Thienamycin O FEETHhH D imipenem (MK-0787) 13 HE %R TH, B EKD dehyd-
ropeptidase-I 12 X » CHKfE% 5 I ARIEMEAL S B fcdFE A EED Lo - 7ohl, dehydropeptidase-
I OESEEMRPEET S cilastatin sodium (MK-0791) »Ba%h, $HAF % & T MK-0787
KEDOHEHRIHLEED & L Lt ot bhbhIAFIO MR X OB FREOEB LR,
LR THBHNRREC T 5 KR, MEXENDER XORIFRORN 2T/t -0

MK-0787 @ MBI i% 5% 1 BEREIET 1. 63ug/ml 5 8 49ug/ml i h b0 & sk
X otoo BBIFREER 1 BB Y — 725D, 0.23ug/ml 26 10.64ug/ml LiXbo&HK
A, HEHEBED 2 AL ERED 3HAINALRI.

MK-0791 {3 fEH S Ti13F MK-0787 LEUDfi%km Lichi, MK-0791 D FiH &  flER

FEUTF &5t

EEIRENII A BHYRGEE O I fER L, B2h6, LRBLH3 THEHRK 66.7% ThoTo
BRI, 15 Bkilk 8, B 6, TE1TH-To

FRBRAER 2 BT 5 BIfE AR A D i o 1o i,

Imipenem (MK-0787) Zxh A~k a REHE
thienamycin © F ¥ & T H 5, Thienamycin X P.
aeruginosa ¥ S LINGMHEOEBCHRVWHE NIRRT
@b hTWwic, ¥ 7o B-lactamase FHEEEY BT
HHENETL Do LHRBRRETORELCHELH
D) EhEERADOABRRLOWIERLRIIESL TR
D otoo KE A N 7 HPFFERT T L O FHEAK DO PRI
e h T MK-0787 2B S hic, & DAL thiena-
mycin X Db BEHECIOTS LEHCSWTL Eh
LD Thoto L LEAKEBRET ERCHEET S
dehydropeptidase-I € X - T/KBARTEEIL T h B T
», RAEERENBVC LA R, ¥RBHERTIX
CER X 3B L00FHEELXRI T LIRDLA,
EREADKELMEE S hic?),

Cilastatin sodium (MK-0791) (% dehydropeptidase—

Fig.1 Chemical structure of MK-0787
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Molecular formula: Ci2Hi:N:0S-H-0
Molecular weight : 317.36

9 filrh 3 P IFRABRE B 23 2 b hico

I oEHE LIRS AL, KA Th B RiE
HExZEHHREWA, MK-0787 ¢ RS TACE
¢ dehydropeptidase-I » B¢ KIE H: 2 kb h, MK-0787
BEED ¥ ¥R~ X h B B EWIRPEREL
BoRBTENBDL AT, hi ACEHRRTR
FOPERA X » T MK-0787 o B#EkNBEHRIhBT
EAHENDLRIY,

Zh o MK-0787, MK-0791 %k OftRIEOZL
P d D b BBk TOBKRRR TR AR ORI
BIUORLULICRFTHD LEBEIR T Do

MK-0787 % X t¢ MK-0791 o {b¥##R % Fig.1,
2 TRTe

RAZTH O 1:1 2% THs MK-0787/MK-0791
DR 5 T R RBR Y T 5 & & bRABKE
RFE O BB LCERIRB R, MEFENRR L LERE

Fig. 2 Chemical structure of MK-0791
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Molecular formula: CisH2sN20:SNa
Molecular weight : 380.43
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Lo
I. FEHNOE+hRE

1. HBRIUHE

FEf1 59 422 A OB 60 4£ 8 A ¥ TioiBmAEH
—HEHCABRFR ORRGAE 4 6, EBHEEEC & 25N
H1 005 5 P>\ THRF X BRI 5 L, &R
Bt s LOMFBEXRE Lico TibbEE
v — CERE 3 BRI EEB L kR E flic MK-
0787/MK-0791, 500 mg/500 mg % 30 4}flC At
LEGHI, B5RTH% 15, 2850, 385, 4R,
SEE], 6BFEIC ML — v DRt X h B B R R L
fro MFFICEERT, 1BEM, 2 BER, 4 ReRIEICERIm L
foo BBHE L ICHERE L, MKTMES#EHEY
HRERE Lico RELBERRMG X & H HEFTTH
<, B.subtilis ATCC 12432 »BEE & L, 1% Sod.
citrate #4{s nutrient agar (Difco) * f\ % paper
disc i X % Bioassay i X » T MK-0787 & ff %
WE Lo ¥ 2 BlicDWTit MK-0791 iz 2\~ T %
HPLC-H A b 7 5 AMKEEIC X » THIERTIL - 70

2. B

@BohiclEtd & X 0V & B % Tablel % X O°
Fig.3,4 iR Lz, BTy X UM & & Bl 1
KHEBRCE O i, BIHPBEZBEAZLNK XA
MEEE Tt X hic 2] (Cased,5) & HLBSAYIELLES
TH-1-3%] (Casel,2,3) Lichhhic,

HEMEBELRE S hic No. 4 1o\ T 1 BRI
10.64 pg/ml, 2 Refdlt% 3.61 pg/ml, 3 BSR4 1.81 pgf
ml, 4 Btk 1,12 pg/ml L{ET Lico No.5 Tix 1 B
% 8.61 pg/ml, 2 B¥RI#% 3.53 pg/ml, 3B ] % 2.96
pgfml, 4 B5fREH% 1.30 pg/ml LETF Lc,

—7, WEBHIEIREE TH » 1= No. 1 Tl 1 BRI 2. 11

Table 1

Bile and serum levels of MK-0787

Fig. 3 Bile levels of MK-0787

pg ml

—
(=
T

MK-0787/MK-0791 500mg,’500mg
r 30min d. i.

Concentration
—_ D W B O N 0 W
T

Time after end of administration(hr!

Fig. 4 Serum levels of MK-0787

xg'ml

9l MK 0787 MK 0791
500mg 500myg

8r 30min d.i.
7t
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£ st
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pg/ml, 2 K§fEE 1.53 pg/ml, 3 EEEI4 0.83 pg/ml, 4
K170, 67 pg/ml % R L7z, No.2 Ti%1BRI% 2.18

(pg ml
Case Before 1hr 2 hrs 3hrs 4 hrs 5 hrs 6 hrs
H.S. | Bile 0 2.11 1.53 0.83 0.67 0.23 0.24

UM [Sem| 0 | 163 | o | 048 | -
M.I. | Bile 0 2.18 0.88 0.58 0.27 0.21 0.18

2 o Serum ..... AO. 6.05 ....... 094 ................ 061 Y TSR ST
M.T. | Bile 0 0.23 0.44 0.17 [<0.10 N.D N.D.

3 o p Serum ,_,0. - 311 0:97, ........ . 024 [OOSR S
M.F. | Bile 0 10.64 3.61 1.81 1.12 0.77 0.61
Yo senm| o [Tsas |5 | ovse | o
_ H.S. | Bile 0 8.61 3.53 2.96 1.30 0.71 0.42

5 . Se”rum . 590 ..... 194 .............. e e T
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Table 2 Bile levels of MK-0787 and MK-0791 (ug/ml)

Case 1hr 2 hrs 3hrs 4 hrs 5hrs 6 hrs
MK-0787 | 10.64 3.61 1.81 1.12 0.77 0.61

4 MF.
MK-0791 8.90 1.28 0.29 N.D. N.D. N.D.
Hs MK-0787 8.61 3.53 2.96 1.30 0.71 0.42

5 .
MK-0791 9.22 3.58 0.37 N.D. N.D. N.D.
pgiml, 2 B§REH% 0.88 pg/ml, 3 BERHIE 0.58 pg/ml, 4 Fig. 5 Bile levels of MK-0787 and MK-0791

5RsIE% 0. 27 pg/ml LEMETH » 7o No.3 ¥ \» TR

1 BsfE1%% 0. 23 pg/ml, 2 BRE#E 0. 44 pg/ml, 3 BF R ££
0.17 pg/ml, 4 BERI% T2 0. 10 pg/ml AT LD, b -
EHEBRER IR LIS,

MK-0791 1z2>\~Tik No. 4,5 D2 fEFTHE L 7=
(Table 2, Fig.5), No.4 T 1% 8.90 pg/ml, 2
Byt 1,28 pg/ml, 3 BEfEE 0.29 pg/ml T, No.5 T
(1 BRI 9. 22 pg/ml, 2 BRI 3.58 pg/ml, 3 REREIER
0.37 pgiml TH -~ foo WEFIE b 4 FFRICITER A
fELLTF &7t 7co

s> MK-0787 513 1 B fET 1. 63 pg/ml 2 5
8.49 pg/ml DRI HF L, ES 2 EnE LV VTR
1 B RRIBE 28 Lo

II. B K e &

1. MR IVHEHE

IBF1 59 £ 1 A5 6 A OMICEMAESE—EHTA
Bz L7- 38 b 76 BMOWMA, B 7, k2 D9
BIONBHEORRPFECAFIAE A L fco 1 BRI MK-
0787 & LT 1,000mg 8fl, 1,500mg 1 I CTHEBH
E5HAMHIH, RIEERITI S5 B 98 THoto, ¥
BT RTHBO A b v EEAER 100 mD) &g
W/EEIZ X -7

2. BRARERRFFE LE

BERHDROHTEELIRDELD & L

27 . HEMNRTROME, BT ROER Ll IO
EAEOBRMALDVLTRLA 5 ALUNCERE D b h o
Ao

Hah: LRIEEDOS L 2HARKHESD 5 VX EF
1t, B R ShcH A,

22E%): L 3EBOS B L HBRHE, L,
(EUR ANy (et 72 N

B4 LR3BEBHOVTRIIHELALRT, Fi
(T LIcB A

3. A

G RIES D —F5 % Table 3 1R L,

fEF 1 K. T, 45 %, M, MiRAIRRY,

FFREERIED T2 2 Fflin b & & & E¥REH, TWEERK

#g/ml
11
10F c . ——MK-0787 (Bioassay)
ol 2% MK-0791(HPLC)
8l MK-0787'MK-0791 500mg/500mg
= . .
S qb 30min d.i.
E
s 6
3
g s
=3
O 4t
3...
2_.
1._

Time after end of administration(hr)

fe LT fopd, BRfn 58 4 11 A PTCD %L, &
Exnb, OobLREM 59 £2 AFNBETRA, KRBT
BEYAR YT L, WEARRO»3 A 13 Ax
&, MK-0787/MK-0791 % MK-0787 & L 1 [§ 500mg
¥1H2E7 AMER L. AR WSO
oL MBS K. oxytoca (H), P.vulgaris (41,
P.morganii (1) Th 1, FERE L P.oulgaris
(+), P.morganii (4b2) LBREFIEED B ¥
ZEdt, ¥ BRI WMORL, FEmoRkt
ENBB R, Ao

G 2 H Y, 76 3%, M, REAKYR.

B CREM 59 4£2 A 16 HEYIBMELT, HA1L
RS WmB D, 2 8238 H»06 5 HEEHEY MK-0787
L LT1ME 500mg * 1B 2 EABRS Lo, BXEOD
SEEI IR 5 DU DK, BIOFRIENAD
NEBIEA Lo AR EHE L

FE®H 3 M.S, 55 &%, M, fAIRK.

FFflafE IR 59 464 B 10 HIFAE Ss KRV
WfF Licst, ©bIESAL ) BESWHY R EDR K
#l% MK-0787 & L 118 500mg % 1 A 2@ 5 AMEK
L, SANHE LEBABISMEL Bl olo LR
LB b2 ORI 2 h, LeRHLHUEL
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£l 4 R.T, 38 1%, F, WIBHEEERE.

FRF1 38 fEic mEYIBR % R 12, MR 48 Finic s
TFMAMEDCEBEYRLCL, Lol ABRRLEN,
TOHL LELERBCERLATR LI, 59F2 A7 H
Rt L RIEEREY S TRAFLZTBRL oo M
SWEHHFEE P. aeruginosa ZHRH Lico &H 5 HH
DERETEEORY, EFOHEL BFOBRIKLIZR
wico Hiho

JEB 5 Y. M, 42 5%, M. EBEERRS.

FRAD 45 ERFFBERELEREA T wic, B 58
FREMREOFELEM RFE 12 Akl Liernit
B97c b BEh Lo 59 48 4 A 10 B RBEEM % 1T
%, BEYV — v bBRESEYHEE, B.fragilis
FRHE Lo XAX I BMERALERXEALL, EbKE

DWHEL, ERENEE, CRP oETh i i Ll
BREHE Lo

EBl 6 T.H, 70 &%, M, WEREEARSE.

REEFIME CRM 59 F£3 A1 HELmME, MR
ixRdico FOBBE v —vhbBESWHIHE
o DEEXI NI P.aeruginosa 2AK|5 B oBET
=D 2B Lo SUYHORY, BHIERE

DBV ER ZINEB OB N Tl ohHL
E#IJiLTCo

fEF 7 T.M, 69 3%, M. WHIBER, AL,

FRF0 58 4F 12 AREANHEL, FEHREEL LR
59 4£1 A48 PTCD 2573 h, 3 AEERS,
RIS VU — SRBT LR, Alh 6 REESByH
B Y a-Streptococcus, E.faecalis HHRHTh, B
» 6k E. faecalis, Acinetobacter nBHEhiz, &
Fles AMERAL, AIRERLL, Bito@gs E
Sfaecalis 13 14%, Acinetobacter ZEEK LB Liz,
BIREOBAL S DV AR EHEL

fEf 8 Y.M, 41 %, F, FHREER, AIRE.

TRBABEEE HRM 59 £6 A7 BRE+Z
EBYIBRBIT Lico MEBEEAS X VRIRRDID6 A
21 B b&H%Z 5 AREAL o HAMBH»S E
faecalis, E.aerogenes, P.aeruginosa ¥ L=
{EfR% E.aerogenes (3144, P.aeruginosa i3,
E. faecalis X RETHolco Blb SEES Rl P
putida X RE T hico BHREHILH 25 CRP(1+)
—=(=) LETEE AT, R°EF R,

% 9 F.S, 72 &%, M, ZILMEEL,

FRFn 59 481 B 30 BB 1A TIMA L R L

Table 4 Laboratory findings of clinical cases

S-GOT | S-GPT | AI'P | »-GTP | LDH | BUN |Creatinine
Case WBC ~40 ~35 |2.7-10.0| 0-60 | 150-450 | 8-20 | 0.4-1.4
(K-U) | (K-U) |(KA-U) |(mU/mD|(Wrobl-U)| (mg/dl) | (mg/dl)
| gk B| 390 60 56 48.2 | 1,144 229 7 0.7
A | 5.000 70 49 43.4 1,404 303 8 0.7
, uy, B 650 9 7 6.0 32 243 10 1.0
Al 5,000 17 14 6.0 28 297 14 0.9
s as. B 2500 | 160 93 12.1 76 353 20 1.2
M A ] 3700 52 42 9.7 63 344 20 1.2
. rT B| 360 16 8 5.3 31 172 16 0.9
Al 5,200 25 18 7.0 40. 172 18 1.0
s vy B 620 149 84 12.6 104 501 13 0.9
A 7,100 50 19 10.1 85 669 13 1.0
6 T B 170 25 37 7.3 34 296 15 0.8
A 6,300 24 27 6.7 41 330 18 0.8
; 1y B 16:90 20 19 19.5 251 210 10 0.7
A | 11,100 37 25 40.5 520 312 7 0.7
o Yf B| 6,000 | 38 50 10.6 120 | 340 12 0.7
Nal 5,200 52 59 8.2 82 325 1 1 0.7
g p& B 1030 99 91 7.2 246 435 16 D14
SO0 A 7,200 43 36 8.8 205 425 34 1.4

B : Before A After
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Bllo MELTREOEI, MUK RLDI, &
2Pk, BMEYVvF - CHTULERRYER L, Fiirk
UK bR Lic E coli &ML, T#, B
NEREOBAL LBV HFRHE Lico

111. ElER, BEREERE

FHC X » TRZ » &2 b5 B EABRKRER
¥RETAHTEEFRERR LB A LD s -7,

AFE AT RS IR A fE% Table 4 TR L1

Casel T GOT 7% 60—26—70, GPT (% 56—26—49,
% 7- Alkaline phosphatase {3 48. 2—36.7—43. 4, y-GTP
it 1144511061404 LZEF LA, ) A+ LS
-0.9-1.7 LEBH LI, ThORFFH/MEIZ X % Ik
EZODDOEEEFH X T,

Case 7 TiL Alkaline phosphatase 19.5—40.5, y-
GTP 251520 k& {E% R LT\ %\ IR DO E FI T
BIEROBERETREBCIDEHEEZ LR, WTTh
LAK E DREBRILILNEE LTS,

Case 2, Case5, Case 6 O 3 il CHEARRIEL %R DT,
Fichb Case2 TIXAFERRIFEARR 4% v {FAFI
9% (FH 440) Lich, 138tk 2% E{ET LS

Case 5 TWAKERF 7% LCRBETH » 720,
P 10% (760) (2N L, KA TH 5.9% ET
L7z

Case 6 T3\ TG 5% Th-1h#T1HE
14.99% (940) wHgHN L D HELHICHD Lo

Z O 3FTRAKEAPEM UK THETRLTED,
TUAF—HO—BEEEMTH Y, KELOEFEIHD
HhEhienEEL T 5,

1v. # ®

MK-0787 (¥ B-lactam g% £ f-lactam H|TH 5
7%, penam 3R, cephen R EILEARANTILE: FE3E & St
IZLT¥s b calbapenen FEMiENDHo LIRTA B i
HEOXRHoZ Enmb T o thienamycin & N-
formimidoyl FHE A TH 5o

T DIKNTEBE AR SRR T MK-0791 Lo A AL
LTHREIRIEE T » FIOEWTIE MK-0787 (3BT
FADBTIEHR LR - fcht MK-0791 (34 50% »°
BHFEBITLCLBEINRTV DY,

bhbhide Mkl 5 A F S EHERDO M FRE 3
IOMEHFREEZRE Lo

BB DOV T 5 AT XTT 1Rk v — 7 3
ZENBENEDOEBETIIISDOEN H Y K HIEL Case
1 o 1.63 ug/ml 254 &L Case 4 0 8.49 ug/ml
hico TWbo FIEGIDEEK # % % Table 5 12/
Lo

BBHFEEIEENSEBECHRE S Cased, 5 &

Table 5 Laboratory findings of cases for biliary excretion

Case GOT | GPT | Al-P |»-GTP| LDH | Bilirubinlmg'dl) | BUN | Creatinine
(K-U) | (K-U) [(KA-U)|(mU/ml)| (Wrobl-U) | Direct | Total |(mg/dl)| (mg/dl)
1 34 27 11.9 37 286 0.2 0.3 12 0.9
2 54 13 30.3 | 288 285 2.6 4.0 12 0.7
3 | 12 7 4.0 23 241 0.1 0.3 19 0.6
1 28 17 155 | 2 247 1.9 2.2 10 0.8
5 12 59 1.3 85 214 0.8 1.1 27 1.2

Table 6 Bacteriological effect of MK 0787 MK 0791

Strains Eradicated Decreased Unchanged

a-Streptococcus 1 1
E. faecalis 3 2 1
E. coli 1 1
K. oxytoca 1 1
E. aerogenes 1 1
P. vulgaris 1 1
P. morganii 1 1
Acinetobacter 1 1
P. aeruginosa 3 3
P. putida 1 1
B. fragilis 1 1

Total 15 8 6 1




1038

CHEMOTHERAPY

NOV. 1985

B EERE T » 72 Case 1,2, 3 ihh i rl Gk
HE & OB ALY, BAZENELVWEEZLD
h5,

¥ 42 2 il T (Case 4,5) MK-0787 + MK-0791
DO RE R B Lico BEX SR TIuaT
VR 1SR EEY & Lk AR AT MK-
0791 D HAE=eH: 4 TR HIIL 2 & b RE R F (&
LATF & 7 »7c (Table2, Fig.5), Tibhbe b iC kit
Db OB TR EH I MK-0787 OB FIL 45
NiehoTcl N5 59 bRBTH LD EIXRRD, &
D 2 FNTITIEELDOBHFEER R Lo TDRIDN
TRFECHRFAYEDERELELDD EEX DR D,

LaLigaib e MERWTHMOHE I HEH® S
MK-0787 135 b MiRE % /R L1z Case 4 T 1B5RE
10.64 pg/ml THYH, TORRHFEREIX cephen FRIEH
DR TR TR L TRV XV 2 7evs CEZ o
fEHRBE A TS T b0 AFIORHFEIT R L Ius
LWVWHIRETHA D,

FEIRBRET D 7o D A K" S EHORGIEWCE A Lico i
HERKY 3, BRIBMIEEERE 1, BEREARY 2, %I
EIek TORIRES 2, BILMEERRZ 1 DF 9 fITH -
Too BBV OWTILAR) 2, R°FX 1, JEEERIE
B, EEHEEMIEL 1, 2B 1, HiEEE
LMAEHTH LTRAR) 1, oRER 1, Mg
LBATALEZD 1 RREHRKSRE B Tiebhb 9 fid
B 6, RRHER 3, BFLEK 66.7% ThHotco HEE
BE D 7eny, Bx ORETILE ST OREIECH L F
HHREDTED, SHRRRIEIC ST 5 BRI i
Hk2EHFLEZELOND,

MESR R Table6 R LI, 7 HIASKH X
hic 15 R S hic b D 8 Bk, A Lizd D 6k
RYE1Thh 1o E. faecalis 3 X O P. aeruginosa \3.%
NFEN 3 Bex Dl Lichy, E. faecalis oo\ Tt R
2, R"E1THY, P. aeruginosa TiL 3 B+ XTEKD
Wb 2tco FOfh E.coli, K.oxytoca, E. aerogenes,
P twtida. B, frapilis. & 1, PRIy BB X Pouulearis.. ..,

P. morganii, Acinetobacter % 1RIIER DB »2
oo —BRHENEDYHR Y TN EBHAFHRE L2
DRTWAEERS S FHSh T b db by,
NG OMBEEMNLDRNZS R 2, ZOFEH,
5 3 S B RRSE N DERIRTENC 313 5 (£ 2 B0 i
kBLEZ2 %o
FLARERC X BEREREETHEIER IO
Tedsotehy, 9 Bid 3 Bl — @tk DIFMERE LN Z S h
<o
X [N
1) KAHAN, J. S.; F.M. KAHAN, R. GEOGELMAN,
S. A. CURRIE, M. JACKSON, E.O. STAPLEY, T.
W. MILLER, A. K. MILLER, D. HENDLIN, §.
MOCHALES, S. HERNANDEZ, H. B. WOODRUFF &
J. BIRNBAUM : Thienamycin, a new B-lactam
antibiotic. I. Discovery, taxonomy, isolation
and physical properties. J. Antibiotics 32:
1~12, 1979
2) KROPP, H.; J. G. SUNDELOF, R.HAJDU & F.M.
KAHAN : Metabolism of Thienamycin and
related carbapenem antibiotics by the renal
dipeptidase, dehydropeptidase I. Antimicrob.
Agents Chemother. 22 :62~70, 1982
3) NORRBY, S.R.; K. ALESTIG, F.FERBER, J.L.
HUBER, K. H.JONES, F.M.KAHAN, M. A.P.
MEISINGER & J. D. ROGERS : Pharmacokinetics
and tolerance of N-formimidoyl Thienamy-
cin (MK-0787) in humans. Antimicrob.
Agents Chemother. 23 :293~299, 1983
4) NORRBY, S. R.; K. ALESTIG, B. BJORNEGARD, L.
A. BURMAN, F. FERBER, J.L. HUBER, K. H.
JONES, F.M.KAHAN, J.S.KAHAN, H.KROPP,
M. A. P. MEISINGER & J. G. SUNDELOF : Urinary
recovery of N-formimidoyl Thienamycin
(MK-0787) as affected by coadministration
of N-formimidoyl Thienamycin Dehydropep-
tidase  Inhibitors. Antimicrob.  Agents
Chemother. 23 : 300~307, 1983
5) HAEA V7 BAEKR LM, BEERLKASHE:
MK-0787/MK-0791 #%E, VI-21, 1984
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FUNDAMENTAL AND CLINICAL STUDIES ON
IMIPENEM/CILASTATIN SODIUM

Hirosur Yamamoro, Kamesasuro Kitano and HipeHiko SHiMukra

The First Department of Surgery, School of Medicine, Fukuoka University

Imipenem/Cilastatin sodium (MK-0787/MK-0791) is a formulation consisting of MK-0787, a deri-
vative of thienamycin, and MK-0791, a newly developed dehydropeptidase-I inhibitor, in ratio 1:1.

Biliary excretion of MK-0787/MK-0791 and its clinical evaluation in surgical infection were studied.

1) Biliary excretion

MK-0787/MK-0791 was administered intravenously in drip to five cases in a dose of 500 mg/500 mg.
In all case biliary levels attained to the peak at 1 hour after end of administration. The maximum
level were 0.23, 2.11, 2.18, 8.61 and 10.64 pug/ml.

2) Clinical evaluation

MK-0787/MK-0791 was administered to nine patients with wound infection (3 patients), abdominal
wall abscess (1), postoperative intra-abdominal infection (2), postoperative cholangitis (2) and perfora-
tion peritonitis (1). The result was good in 6 and fair in 3.

3) Eosinophilia was observed in 3 patients.



