,qre3e446FTg N H2ZN ~3 2. CH3S03_ wherein Ris Cl.~ alkyl or Cl.~
hal oal ky| P32 174—Rﬁ1? ARt hyl - 3- met hoxyi ni nopyrrol i dini um di nﬂ“lmmmﬁmmmmm te.
10 3. A compound of forrmula (1) as claimed in claim1 which

4- am nomet hyl - 3net hoxyi m nopyrrol i di ni um di net hanesul fonate. 4. «fsps0Ccess
for the production of a conpound of fornula (1) as defined in 15 claim1 or
3 which conprises reaction of a conpound of fornmula (In: OR N P1N NHP2

wi th et h&deAIMS oni ¢ acid, 20 wherein Ris as defined for f

Pl and P2, which may be the same or different, are am no pr wmﬂm‘wmﬁ
5. The prqcess acgh uBQoYf‘feruﬁi('ﬁ“ wherein Pl and Pz are bot

t but yl oxycar bonyl . . The process accordl ng to claim4 or 5 Vi®P22i n t he
anount of net hanesulfonl c acid used to ef="ect the deprotection of the
conmpound of forrmula (I)] is 2 to 4 equiv nts. 30 7. The process according
to any one of clains 4 to 6 wherein the {jeaction is carried out at a

t enper at ure between about 10C and 0C. 8. The process according to
any one of clainms 4 to 7 vvherell_g he rleaction is carried P32412 - Feb
2002 out in a solvent being net et hanol . i sopropanol, n-propanol,

di chl oronet hane, acetonitrile, ace ne NW; iso-butyl ketone, DVE, THF,
tert-butyl methyl ether, dioxane, %yélﬂ tate, or a mxture of any of
these. 55 9. The process according t &c(gne of clains 4 to 7 wherein the
reaction is carried out in a solvent being nethanol. 10. The procegs
according to an f. ein the reaction is carried out
in a solvent, xvc}]%\a%?e;kellsa‘f‘ro &éllﬁh%%\gné;'lijl valents to 10 equival ents by
vol une of the 10 sol vent are used. 11. Aprocess for the production of a
conpound @& f or deAmiromethyl-Jamethopnarinenyenelidipairn dimetbapselfimtesal t and/ or
hydr atte thereof: RO N 15

3. A compound of formula (I) as claimed in claim 1 which is 4-aminomethyl-3-
methoxyiminopyrrolidinium dimethanesulfonate.

4. A process for the production of a compound of formula (I) as defined in
15  claim 1 or 3 which comprises reaction of a compound of formula (II):

(l)R
N

PN

NHP,

(I

with methanesulfonic acid,
20 wherein R is as defined for formula (I); and P; and P,, which may be the
same or different, are amino protecting groups.

5. The process according to claim 4 wherein P, and P; are both t-
butyloxycarbonyl.

25
6. The process according to claim 4 or 5 wherein the amount of

methanesulfonic acid used to effect the deprotection of the compound of formula (1)
is 2 to 4 equivalents.

30 7. The process according to any one of claims 4 to 6 wherein the reaction is carried
out at a temperature between about 10°C and about 50°C.

8. The process according to any one of claims 4 to 7 wherein the reaction is carried
-7



wherein Ris as defined for formula ()7 in claim1 or 3, which conprises
reaction 6’1‘3251%6??‘5‘2)391‘@ of fornmula (17 as defined in claiml or 3, with a
conmpound of forrmula (IV): 20 OF OOH X N N wherein Xis a |leaving group;
and optionally form ng a pharmaceutically acceptable salt and/or hydrate
thereof. 25 12. The process according to claim 11l wherein the reaction of

t he conpound, of formula (17 and the conpound of forrrul a (IV) is conducted
in a sol veut injasolveat peing apethangk, ethapelsisopropanpd, n-mropany] oliekieromethangi ng t o
clai m 11 arcetdditrilbcaceionethethglismbutytiketbnd, ©®ME] BHF,gert-butyRi@h$letherFdibx 2002 ( ~
I'S ethyl acetate, oramlxture of any of these.

(R S)-7-(3-am nonet hyl - syn met hoxyi m no- pyrrolidin-1-yl)-1-cycl opropyl 6-f
| uor o- 4- oxo- 1, 4-di hydr o- 1, 8- napht hyri di pe-3-car boxylic acid

met hanésul% onat éfhepr%?ewartd@& ey gpe of @amﬁmoﬂ{wylmw heaypotion is carried

(#. #. 88xx dukinaxsebventheipg nizthanaBp<x ppp<88<x ?xxxx<88<8xpx8<8pxp| pp8<88<pxp??~
><<?7<<<<88x<< 8 8p8pp8p8pxp<" 8" 8p8p8p8p8p8p8p8<p88p8xp808888888888888888888

88888888x§@8888§$§§g&§%8%géﬂ9% io R RIS ,}Eic)@élzﬁ(o?(xs)é A X ?<?<~
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29299~ 79~~|°u£%99"9§43§183‘§1 ersii G 47@ igalens fo 1), lgnts) %mg #1¥388x 0~
0~?78108~3glvetarguscgdy ~ ~8| 88~ 8'78'7'77787878888888888888888888888888888888888807
7-2-2>G=7' 9U

| wrthe”Y] gg) cal &ﬁli‘:aa(]o o‘ﬁﬁl spiorRlLaeRb gl cal cal cal cal cal
cal ca] ca] C:

"%dcﬁ‘é G 35‘1 CQE? gg’f ?ﬁ’&tﬁ] S1fh] ca] ca] ca] ca] ca] ca] ca] ca] ca]
ca] ca] c] ca] ca] ca] caD] ca] ca] ca] ca]

| wr mhc”™Y] &
| S"10%b& ()-1!y10%0b0b& () - Mfle%& O-m O
#10%0b&' () - 3#10%& () - 10%& ()- CdB} ! Dy _10%h& ()
109%& () - @OYDE ()-310%& ()- 910%& N R
1094 b{b& ()-" y) 10%m& () f&F(SlO%)' s 9l O%)b& () M :
9l 109& () - |vr.>$ty& ouj _@BYlOL}Qn& () N

b& ()7 010%& ()-9U[<j _@ 10%

10b31 : M 10%& () - !\ 6#10% bvDE )
-1 L#lO%Ah&' ()-'! SE#109%h& ()-, 3! 10%

1& ()- 2! F9109% (f (& ()-- 3, 10% h&
h& () -

15 2
(1)
wherein R is as defined for formula (I) in claim 1 or 3, which comprises reaction
of a compound of formula (I) as defined in claim 1 or 3, with a compound of formula

av):
20
0O
OOH
F ‘ X
Pu
X N Z
av)
wherein X is a leaving group; and optionally forming a pharmaceutically
acceptable salt and/or hydrate thereof.
25
12. The process according to claim 11 wherein the reaction of the compound of

formula (I) and the compound of formula (IV) is conducted in a solvent in the
presence of a base.

30 13. The process according to claim 11 or 12 wherein the compound of formula
-8-
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