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Activity in vivo . , : : . T
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20 Manni t ol - ' o : % | r}%)
20 ng-Talc . ' .

15my Moyams um st ear ate

2 mg 20 1Aoompoundofthegeneralformula - T

- 557 ng 20 CLAIM5 1. A conpound of the general formula [err] in which
X represents the 1 ,2,5,6-tetrahydro-2-fnetdyl -5, 6- di oxo-as-tri azi n- 3-yl

group or the 25 ' corre_srfﬂ??d gy ic formthereof, thet -
2, 5- di hydr o- 6- hydr oxy- 2- et hyl - o- a6~ IWAAZTH-3Y1 25 group as well as
~readily -hydrol- ysabl e ester/et and sal tceouof this conpounds and hydrat es

of the cogﬁ@ - of foré %&faﬂir%% /et her§ arkgrsa ts. t,

un N ) 3 h
f.omg r:)étp E’B frﬁ h.-IS rrerlc mpre om na %‘h 35
30 3. as weII as readlly hydrolysable ester/ethers and salts of this compounds and hydrates of the compounds
( 6R, 7R)of fbrrhila (sdd afitsivstedfethérs amidalyd. ) - 2 ( Z- met hoxyi mi no) acet ani do] - 3-/[ (2, 5-di
hydr o- 6- hydl Asep pound as claimed in cla|m1 mtheformofthesyn-lsomerorm the form of a mixture in

©2- nﬁﬂhwhl }%fa 'r' fa Ryedpr 'r gée
- —a —4—th - = - c -6-hyd
- azabi (\ZYC rlazm o]- g ja<1 -a ‘gim‘?i ggig
. compou ,sq,t,m sa“ ysabl e
ester/ et e.i %e ..y |¢semve4w%tr@ 5 farerasu.lnaodnas (5Bt forth aaiauy aﬁ%faé.mg haims 1
- 35 t3p 4o 495 Wl ds s@its of thbdeostaf/ethéie sk Wﬂiafé’sbehbhél’esmﬁétﬂerhyrdfsahes of these 38§
est er / et heb. Methylenet8R ZR)-7-12- (8-5mt'no—4—thlazolyl)-2—(Z-methoxy|m|no)acetamldo]-3 {/12,5-
I\/Et h | @médre@ %}oct 2 enelg pualgiioximeshonyl-astiesjn-3 -¥chflzmmll}r§>og¢-ﬁrt hieylacet ani do] - 3

zablcvcl -carboxylate pivalate as well as salts of this compound and hydrates of this

d| hy c?°'§" ] t hi o/ - ggt hy
ﬂé)ggb byl 151)41 - aza f?ﬁ@%%{% %ijf)oct (Eb(r?]gye] s 't%'!):(es %ap‘ég’cpt)%al ate as
vvel | as saj.teR, m‘)-mbuz»aemammmbw:zi(jnmshhatymnaicefamd‘ol-aqm)wmldramhyaa,w-s 40
-~ 6. Con2eetbg-5axo-metriazio3tilthial- mmlwlkﬁaexoeﬁ-th{al-HamMIcldI{)Z.B]oi:m-enask-caboxyﬂc
- phar mra@eides well 4 altscof thasecomn@nsl@b@mmw this compound and saits for use as
( 6R 4ERph ’g‘z‘ '?-'& tive,substanges 7 o| )f (7 Blhoxyi i noj acet ani do] - 3-/ [ 2, 35d| h
dr o- 6- hk}' poun s as set forth in any orie o claims T to 5 for use’as p armaceuttca yactuv
y sulistancés’for the treatment and prophylaxis of infectious diseases.
9. (6R,7R)-7-[2-(2-aming-4-thiazolyl)-2-(Z-methoxyimino)acetamidol-3-{[(2, 5—d|hydro-6 -hydroxy-
2-methyl-5-oxo-as-triazin-3-yljthio]-methyl/-8-oxo-5-thia- 1-azabicyclo[4.2.0]oct-2-ene-2- carboxylic
50 acid as well as salts of this compound and hydrates of this compound and salts for use as o 50
a pharmaceutically active substances for the treatment and prophylaxis of infectious diseases.




2- met Byl - 5- gxo-as-triazin-3-yl)thio]- thyI/ 8- oxo-5-thia=t— =
_azab'cyc@z A oct - 2- ene- 2- car boxyl i ¢ aci ﬂ,ﬂl”m" ms of this
conpogind ydrates of this conmpound and ;1

ceutveal |y active substances. 45 8. Oo mfouhds® ass set’ forth in any
claims 1 to 5 for use as pharnmaceutically active substances for the
t rreat nent and_s_p,r_g_p_héd_ayl s..of infectious diseases. 9. GB 2 022 090 B
(8R, 7TR) - 7-[ 2- ( 2- ami no- 4-t hi azol yl ) - 2- (Z- met hoxyi mi no) acet am do| - 3-/[ (2 —
5-{di hydr o- 6- hy dexaPLER net hyl - 5- oxo- as-tri azi n-3-yl ) thi o] - met hyl
/ -18-oxo0-5-thia-1 Maabiaciytelao o afpQiesdor-idrapnaedlaraaminiBiytionc 50 acid as wel |
as| salts of this 'HEF‘% d M@QlumﬁaQM(ﬁR D202 chmimeld-stadzbiyl)-2aE- use
asl 50 phar c@ﬁ 55 Pysiroxy-Remethyk-Gt oxeras-triagig-3-ylithiolmethyl/-8-

priophyl axi s O oxo ? . éga -en carboxyluc acid is prepared in the usual manner and filled
GB > 022 090 B & 5 5‘ itk "ci'r‘“ea?’r?ﬁ'biﬁagés‘r'ﬁ’“ YR 2k ¥ 3128 aqueous

admnistration: A Iyoph| | isate of 1 g of the di sodium salt of

(6R, 7R) - 7- [ 2- ( 2EXANRLEBL- t hi azol yl ) - 2- ( Z-

net hoxyi m no) acet atntertopkiss gefatip capsuleheadh mmwﬂhehﬂe@mgmbhyienﬁa@)hﬁhnaﬁcﬁxfeu&iihe

- 3-yl ) t hi o] Het ¥yphmagners

x05th|a1azab|c,w %[: 6%”(}; _ene car oxylic acid is prepared in
g e

he usual nanner a or to the adm nistration,
he lyophilisate i snemye@.t, 6 \biv _ag. % aqueous | i docai ne

ydrochl ori de_sol utrdaein-3-yiliid/ithethyi}-d -atoesimy:iu ng gel atin capsul es each

ntai ni ng the f ol kasbicyripl4.Agloou?-em-2-carbexylareamiNained ured in the 10 usualspo mg
nner: Methyl ene- Y@"PNTE‘?G WMotk watesrselpkle olyviry mywdligibre) 2- 20 mg

P

- met hoxyi m no) - a 5 'do] - 3-{/[ 2, 5- di hydr o- 2- : 32"‘9
t hyl - 5- oxo- 6- [ ( pigygh t hoxy] - as- : mg
azin-3-yl]thiol- rf%t%){{"fg{%&%go 5-thia-1 - 15 . ' 2 mg

bi cycl o[ 4o@. 0] oct - 2- ene- 2- car boxyl ate pival ate - 557 mg
ng Luvi skol (Trade Mark water-sol ubl e pol yvi nyl pyrrolidone)

mg Manni t ol

ng Tal c CLAIMS

my l\/agne5| um st eé}cgfné;ound of the general formula

7 gy "2 CLAIMB 1. Acorrpound %g‘r’ fornula in which X
[ d asgltfiazin-3-yl group

presents the 1 ,2,5,6-tetrahydro- 2 ? @ As
[

t he 25 correspondl ng tautomer rma hergof, “the |

5- di hydr o- 6- hydr oxy- 2- net hyl - 5- oxo- azin-3-9™ 2 group as vveII as

adi |y hydrol ysabphehihixaédredei e ﬁi‘ﬁs&é‘&éh?dreiz-&»&hﬁ 560 w&i 2 a{#ﬂé QU o

t he conpeends odorrbspotdihgitalitomBiit fofim theRofothe @(5-dihyded-6-h bh yl- s-tnazm-3-y| :
mpound as cl ai neatoimn claim 1, in the formof the syn-isoner or |nt e

rmof a nmixt @8 well ap reglily quiwah'h@tgfspﬂterswmlts@f thisrcampoundsaridritadrates of the compounds
3 . of formula | and of its ester/ethers and salts.

R 7R) - 7- [ zm@gm’ic‘i‘v’n- f«sz@m &'%hn“m‘%fgd?ﬂm%@%’rﬁ'dy Srept ?ﬁtﬁ: ..
ro- 6-hydroxy- 2, 17:[2:-(924 R4 thiaz6ii)-21 R iRd1adbedmid 95%itdbo 8- -
zabi cycl o[ 4. 2- rﬂétm-&oeﬂmaimca:%\sﬂ)hﬁdq%étﬁyvee;b% !ﬁ-&udﬂélaiaab%%l (fz 4 ? l&g rb?:!yhcxy
npound and hyddat\edlasfsaltsmfm-m mnddnamhraeddfmuso@mpBﬁMnuyaliaydroI ysabl e
ter/ethers of tHe bxsmlvselple me(ﬁmeas qfﬂy@pmhmlwfiomtamwemah fang bifd oTBlafins 1

to 4 as3Re ‘14%?“’ '@ff@ts ¢'8 Ancthydeates 2& ter/athers aed safthese :
ter/ethers a ﬂ terl.eé )i( - -' -8"’";!0-4'-: |a]zolvl) (Z—me oxyimino)acetamido]-3-{/[2, 5-
dr6L2 methyl- -[(pivaloyloxy)met
t:hyl ene- (6R, 48 rchk{[ez ?dcﬁﬂ]eﬂélzpll:ar% n)’a?lg sz lﬂ‘gmm'ﬁﬁlﬁ?ggf%ﬁi ra es o%thls
li[ 2, 5- compound and salts.

Hydr o- 2- nﬂOhyI 5ﬁwoptﬁm@{qslsvﬁbwmfanw()mfhﬁm-11a5fdrnsea§slphar&ayédt'&hly@énv%t hy 4
8- 0x0- 5- thl&“sﬁz c cIo 4.2.0]oct-2-ene-2-carboxylate pivalate as well

salts of this hyl § taﬁ T ’% ?'@fz‘%msth;et’ﬂ gﬂé%ﬂstam?@@ @. gzdumgm-sbhvd;oxv-
Corrpounds agqid 5 1y 5 -ene-2-carboxylic
\dr maceut i QQ fﬁ% rgéﬁvelzlﬁ' célly t égl%ﬁg und and hydrates of this compoun ‘?ts r use as )

8. Compounds as set forth in any one of claims 1 to 5 for use as pharmaceutically active
substances for the treatment and prophylaxis of infectious diseases.
9. {6R,7R)-7-{2-(2-amino-4-thiazolyl)-2-(Z-methoxyimino)acetamido]-3-/{(2,5-dihydro-6-hydroxy-
2-methyl-5-oxo-as-triazin-3-yl)thio}-methyl/-8-oxo-5-thia- 1 -azabicyclo[4.2.0)oct-2-ene-2-carboxylic
50 acid as well as salts of this compound and hydrates of this compound and salts for use as 5
pharmaceutically active substances for the treatment and prophylaxis of infectious diseases.




(76R 7R)-7-[2-(2-am no4-thiazol yl)- Ziﬂﬂm&m’ﬂ ﬂl’acet ani dol - 3- [[(2,5-di k@

ydr o- 6- hydr oxy- 2-met hyl - 5- oxo- as-t nmet hyl / - 8- oxo-5-thi a-
1 \azabigycl 0[4 2.01] ct-2-ene-2-car boxyl ic acid as well as @@Izt gzgfog‘ohbs 9
corrpound—ana hydrates of thi s conmpoumd—and—satts—for—use~as—45

phar maceutical |y active substances.

4 8. Corrpoundéoa%p*?é'{‘a%‘l“’?'rP’?H?’aélﬂ'yWB'ﬁ'éc%‘fa"ElaéP??EW_[‘dPB‘“SQ?WSP'fGS*%”'*hs
pharmaceutical ly active substances for the, tt,r eat ment and prophyl axi s of

‘infectious diseases. 9. (6R 7 i
R) - 7- 2- ( 2- ani no- 4- t hi azol yl ) - 2- (Z5%& oxy{;ﬁ@a_gg:_gn;do] 3-/[ (2, 5-dilhydr o-
6- hydr oxy- 2-met hyl - 5- oxo- as- tr|a2|h- t hi nét hyl / - 8- oxo-5-thia- 1

-azabi cycl o[ 4. 2. 0] oct - 2- ene 2- caf lic 50 %d as wel |l as salts of this

conpound and h grrea S o;en ?ﬁégp ddra glmst Al _floro_u§te aSa 1 ar

phar maceut | cal %eésﬁ it &ib S LA -zﬁﬂ;wﬁﬁoﬁﬂgtr@m_ ~
ap 5

2 022 090 & areadily h;&rdﬁabwes}wmﬂmeuw@adh dcuoﬁaarrﬂtowmm 6%a cOMPéLMY BEfoRnula |

conpound odr of ireesterfathecdr séiothanabfa [err] wherein X represents the 1

2,5, 6- tetrah y dr AoptRrmaecetticel epgratipmacgordiog tq ¢laimi1Q-wihiohlconsaing AGRIR)-T-R=(2-amino-4-

| I ) fl(2, d d -2- hyl-5-oxo0-as-~ -3-
-EorSr SISE %J%]E[gg yl/- -'i:P)E_leE% 1:% ic l% ?c{cdg‘ g grg?— -Zarg:zyllcr:::d%a;;;%slttaﬁmaﬁyzmmpound 10
6 or area "X %56 QE&E&&%&B ﬁ@ﬁf& Qb
hydr at e of coﬂtaﬁ@'ﬁ"ﬁ@rﬂﬁ&lnﬂﬁf tf\@ﬁéﬁd}aﬂfo muld | aé%w&ﬁ'n@ﬁfn%f éhyg’! i ettt

& re meﬁVdr&ﬁ Eleé fefHat or
1. A phar nmtefifuck akonyoapdisrathydrateat & Contbontd dfformliail 67 of On s¥tdrethecarizhifinB@of.

(6R, 7TR)157-[ 2- (la-ﬁa)hanmcéutlcal preparation according to claim 12 which coritains a compound as claimed 15
t hi azol yl")io glai rret hoxyi m no) acet am do] - 3-11( 2, 5- di hydr o- 6- hydr oxy- 2- net hyl.
-5- OX0- as- trr": | % prgze:g_ ’:%pgaptmx‘étfre ﬁgpﬁ%ppalgspgwbdaqutmzs(feg_form in‘any one of claims 1
-azabi cycl o[4 Q und 10
or a hyatr q;eeb,& nt; |a§:,g92m gnﬁmg?og ﬁYJnd %gl{ geé?geooafaca%%%}pr%emt"g?%ucgut ?caY 20
preparation for the treatnment and prophyl axis of infectious diseases which
contains a conpound of the general formul a f as giveninclaiml or a

readi |y hydrol ysabl e ester/ et herowph=8akiwm-d h a conpound or a hydhate-of
a conmpound of forrmula | or of an e r/et gis—x hereof . 15 13.
A pharneceutical preparation accgEAigrg to clalm 12 whi ch contains a

conpound as cl ai ned 15 inclaim3. 14. A pr%”(':'ess for the manufacture of
t he cephal os pwhtfrﬂn Heas tha signiiecaneeedivehn by dldimi1nR eepyesavies ddavatiieprowctingtgmoup andihe ch
process corrprgz’ rgé‘tqné)aweﬁ@twnrmeq@ fPecti ng group R and i f -desired,

ur er/
? thO ggﬁ ar bg) erme carbox gmsﬁj rﬁan enol‘gﬁformlgl Izt%, a corres@o %lng esiz:'lflcatlon/etheg anuwnﬂdr Ce)gf%

X has t he 5' 9(&1 %Pﬁ@%ﬁufﬂ!’t%@&daﬁs &'lh%rmeg-oftﬁ dopbénitorméla Pérﬁ%@tgé al? readily
pr ot ect it nGhyaroRpsEpleBRr/bthérs 61082l ¥ohverting ihe 66 pdARd SHTEIFRIAL intdla Mtk %P&ﬁor ijbEl oOr
(b) for tHedmepi$treadile hgfrolgsable ester/ephebytsalitsysabl e ester/ et her of the

conpourd® of _f b¥-fainpounds gaxlairgedip envtdf plgimsdrte Scwirdnevey brieparertrcdording wrtheprotesnf 30
formula | clasmed "(‘,‘EJP'F‘eE"pondl ng esterification/etherification, 25 or (c} for
the manufacture of salts or hydﬁt-es—of—t-he—ccn'ptrmm—of formula | or

hydrat es. of s he Sy ey g LSRR SRR S DO g« he
gconmpound of formula I 0 a sa or rate or i'nto a hydrate of said
readi ly hydrol ysabl e ester/et hers or saits. 30, 15. Conpounds as
claimed in any of clains 1 to 5, whenever prepared according to the process
30 claimed in claim14. Printed for Her Majesty's Stationery Ofice by the
Courier Press, Leam ngton Spa, 1982. Published by the Patent Ofice 25 :
Sout hanpt on Bui | di'ngs, London. WC2A 1AY, from which copies nmay be obtai ned



