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[ 3% 89 p7 B < % fl o8 13 )

ABEPHEZEMEEEMT (flupirtine) Z # & ¥ &
Yo b FRELERYNHEIEIRBIREPFEZ2HENNY A
AN EEEFAMITIIRBELEERFAEZEEZEEARY TS
AR EEZERERMIT A RLZEYHN T E  URE
ZPHWREZBYRFREBECEEREMRIITOELZHEAKY -
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[ % B #% fiF ]

& 0k 7T ( Katadolone® : 2-f8 H -3-Z EE H IE & -6-(4-8&
FEEEI)MIE=2-KBRE-3-Z28HKEKE -6-(HaAFTEHERKRE)
e ) 2 —EBHRFEFR - FBHFEHNLEBE - ST > XL
EREETHE _EKBX CHEZFHREIANGEEWDIME
R HEALAMHREERERBOERS  B|HE - UERWHRE
B - K DE 4122166 Al H WM IITH I/ B B RIEHER
AR EXEINAREBERIEBEXHEBIEAN © DE 4327516 i
— S REEBLLEWMIITHEERNKBRMDHA@BLKE/LHEEK  DE
19541405 Al EHEBERMTUEBD REHE B S M MAE R
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£ DE 1795858 C2 - DE 3133519 C2+ K DE 3416609 Al
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B % 2 M Y - DE 4319649 Al B2 B & B & it 77 2 7 %
BE MRS B R B KO R AR -

@ BHREHMRITITHLERERZIRE  FHEBUFERLE DL
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BB AENFRMT EEAEABEHEBHLB N KEBRKRMKXE D
4 B ZAEHEE S
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REBITINBAROEZERNEKY » FHEB B LEH
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()

R EANBREEZHEAY -
"THERBHRER () BMARNESRZHRY , EEER

KB BERBEYTEEEZSZHEAY - FEBRAMBE KD
R UM ERERTLLRERBEEMFHA - 7] B FE & L HE
miE XA BEBERNFR EERSITEEEBTBARX

EZEHEHNEE  TRANRERAEBLBEBSBERKFTZHNEN
Ry ETHRHR  HKEBENEERIIODFEEITETLTE -
BB AT EIE WE (first pass effect)
EREBERERBEZEZ2HAYB I EEEIN BBE&KER R
BEw - " X8 % (injections) , % " 9 BB ® 0 2 /0
s E > LHE I E 20ml F - FLULBR - BB RN
b mp B AHE . TEIER K "TERABBA®R ., AKX
Bo100ml BB EKHE - HEHERNELBREREEHIK
W Civ.) ~ LA (im.) ~ LLRERKET (s.c.) &8 - 7 K
NEHEFATLUEEFLMELBREERREELE&ERB
MW EMERDPEEREHEE - FE - MBI ARKEKTEH
Bf - LA ZEEEHBERNKS FH (isohydria) HERMYE - &
e RN X RRAP R
Rt ARZTHEAMEENBAZFR S REZEY A BB I
RBHRABEZHEHRAYWIBEIFAHARIBRBABER -
AR P A REEYWPHEMT ATE BRNEENF
E-BEBRERY A BEAELZBRYWEETEL 100me
FMT HLEERUAMT®KITHE -
WiTZ "4 B8 FHUNEREEMNBKBAEERES
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EREBRMZEFERNFBRENEMTEHERERRA
HIER R B BB REERSHKE -
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B Wil BEK MK O B&KBE K -BEERK - F K-

HHEBRRIWNZCAEBREAME KB =ZHKEK - UERER
Ho-mENSNTRER - 2K - AEK T B KZBE-
A BRE BELOoB- - EBEEEKE- - REODE - BT &=

B R T H_B - RREBETRE _B RFEREE- - FXHEZB-
XEBEE - Y EEWNE - embonic acid - P HE - 2 E K -

&
it

FRHEZHEBEE - Z% BB (ethylenesulphonic acid)
R - BB ZHEE - BEE - KESEE  BHEEB

Ot TR P BREE - ZBKEE - MBEEEE - T — B& KRB
LEE® - MREKRE - EOM EEBRB BT W
B XRTARZ_BSB  NEFEME  FEILEBRE  FFEHB
embonate - H E B E - ZHEEBR®B  XEZIEERB -  Z1%H
BEER A BERE - FEABEE - RBEME - R FBK
B - NEMBE - EREERERREERD, ZAEAEMIEWMITE

B AT A &E W R B

ABFPRREHZIER T RLZBREDEEERZTEW T
oA D EL 100mg MR 60mg £ 650mg - U
200mg £ 400mg & & £ -

FAZAN - EBHREEDP  EHITHSERZSEYE
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R EEBFORELNBEEEL>TELE HEHMEESR

WS  FEBERECPHNBAERALYH B - RFEHRE

MmMus iy pHMBEPRRNAALENFER -
EF—REFREREEP  ABHIZIAMTHSRLZEYS

I]

FomBESMEINEONBESHALE - UALEELRR

BARMITH R BEYWPa 2L 100mg EOMITEHHE 0.5mg

£ 10mg- LA 2mg E Smg B ¥ & -

EAFHY X —BKMEE EREK C BT EEZBRY

EEEL—EHFRE - "HEERER, EBEEBREXEELEY
H 7 B & B % v & - & B ¥ % - W &

(ampholytic) -~ HWIF B FHEEHB  HREHITLTEBEABDE

m i

HE oWz BEHETFABEEATIEZRNFEER
( preservatives) B v & Bl ( disinfectants) - H @ & % &
e A W/O B O/W B S it& - HEE -BEBER BKE
ZEE - BHBEHEE - HEHBEFENFBRERNZERDNRERN
EEBRBRBEZAESDPR AKERBEREENAZHEKN (KA
EFRERETHMMEEMEBYEBENME ) L LK HLB fE » # IR
MEBESRE LR UREE -

T —BREBBEBER P
BEMRBIERFEFEBTERESL RIFBEMBERI ZMKE 1

S

BRI ERLZBEYWERRZ

Bt

RIERMNRESEY  mEHLBE-RIWNEBERFALED F K /NK
HFRHRESDOHNER RZIHFEEUBEEIERLEHEE
RERKPLUEEBEERER (NWEHE - ZFBEF) 2F
B s MENSE - E£AXABFHES - FEE (XEZRZEEM
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B EmiEE - REAEE - T -BEEREREBET > FTERMB
Mm REZBRYEARWT @ E KRB It 2 ot 7T #R B
FTHERBARALULANAE AR MT T ERHEBY H HEIZ
ke -

EAZHAN -—BREERBEERD > LBHANE B H M T ®
MAKENTBNMKKEBRNMBEIESREZRAZIEE » I £ F
MZARBITEBIAEFTEZIRE HEEMB IR  FiE
ROUMITMAMBEN AAKENTEELBTE - £ — 8B 8 S
o FBKENEMBE 30CE 90CHEE - L 70C £
BHE - SHRBITINANBKENTERT - HEBH® B I
AT EEBRER L -

gEEERLESARCHMEO AWM T BERMUBE > &
FHE > LEFEBABEBEE 02 pm WREXRERE - Rk

(i

ERREABEMEEHRBRITHBERENRSREZEMRE  BHE
MmMEEZBREELE  EHREZEBMBRE BN -45CT T HFEZE
THE®®S&E -

AZEHANEBRBSREZEBEE X ER B (main drying)
DA R 1% 5 % (after-drying) - fF —®REBHRBEZ P » T B
SR EHRE -37TCE-23CzmER 10 £ 100mbar #9 BB 5 T
T - E-—BEEREREEY  BKEZ2REZBREAE 27C -
0.000Imbar B T HEIT - W EREZBIR HEHEIZERB
N, RABREAEALERATHZEEEAEMITARERYH KT
T EEH M -

AZHITERFLEREFORBEBEZHEALY  H
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ERAZHNBEMRTHREEDES -
BHHUTERRAFARRAARH -

BHRO 1 afagBiTIHRLZEYHRSE
¥ 7.81 ¢ WAEHER d-REEB N 70ml K F - K%M
E 70°C - EZRE THEHZIEE > &0 3.33 g & M7 I
BHEIT2EAEBERL EBRESTABSIOVESY E BT
MEE 02 ym WAESIMUEE - BREK  BHBEREA
BEEBEREANILEAEENS REBEERE - B8 787K
MA45CT THEEREYH R B REZEBRENDETEZBZ E -
37C E-23C B E R 100 £ 10mbar B B 73 T 3
£ 27°C -~ 0.0001mbar T # 17 & 52 & - §2 & & ¥

BERR S ABRERRATHMB -

BERS 2 ERAMITIHRLZBETHNESE

W o7.81 ¢ WEMER d-AEBB N 70ml K4 K& MNA
F70°C - EZBETEHZIRAE > F1 40 e HBEREER
333 ¢ ARMITEHEBPEIMANALCEDTETERER L - B

K AT ABENREYWERAMFAEE 0.2 pm 898 8 25 I
D@a®-@B8% BEREASHKRLZBEBRAILMEEE NN

REBREZER - EBETEBRR 4ASCTHEEAFDH K -

HEEBRENEIBZEZRREAE -37CE -23CZBEER 100

Z 10mbar B9 JJ T #1717 » K& & 27C ~ 0.000Imbar F i
m

THEZKB RBRESFELZEREIEIR  ABRERZAKT
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i1 R -

BEA 3: &M TZHEREZEYH HE

W o7.81 ¢ WA EE d-WBEEW N 70ml gk F o Ktk 0 ER
£ 70C - EZBRETHH 2R - AN 7.5 g@EME - 0.4
R Z % HE ot igog 88 ( MW % 11500 : collidone PF17
BASF) R 3.33 g & 0M7J - B ZBREIFMABNYE
PHEEBLE - EBAESTABINVNESCWERALABEE 0.2
pm KR E ML AR - BEEZ  BEBERE A AEER
AT BRBEEMNDRERLEBREEGT - BBEFERK -45T T &
HRNEYWAEHE HREBEVWIEEREE -37CE -23
CZBE KR 100 £ 10mbar B9 B J7 T #1T » R%B £ 27C
0.000Imbar THEITHIZE  LEREKDSRLZBESZSBER R
KBEERRRTHMA -

BB 4 BT HREZBEYHEK
— P EER
100.00mg % O 77
257.85mg & T 1E B

300.00mg 1 & ¥E B2

BREH S HEOITwEREREYHEK
— MR T E AR

100.00mg & O 47
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B~ P XERAHE

MR REFRBREBEEEAR YRR - BR
ARMITZHEBREAEZEHERYM T AT E - AR
FRAMT A RERYH T E - URERBZ® R

KB LM &yl (flupirtine) 2 o iF & % &

AHEHEERRSBAMT W EREZEY - I w1

Bt

&

L
=

d

P
it an

*

pi

5

KR ZEBRAMITHEZHEKD -

ME s R X AR

BT 2 Injectable dosage form of flupirtine

The invention relates to a flupirtine-containing
lyophilisate, to the wuse of the 1lyophilisate for
producing a pharmaceutical composition for parenteral
administration, to a process for producing a
flupirtine-containing pharmaceutical composition for
parenteral administration, to a process for producing
the flupirtine-containing 1lyophilisate, and to the
flupirtine-containing pharmaceutical composition

produced using the lyophilisate.
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M¥ 4 3: 093117391 SR iRBEERIEH EREE 99 F 12 831 HEBLE

®) N N
BIEH) EERTAREEYFHEEL 100mg & W 7T 3
B 10mg £ 150mg > Ll 10mg £ SOmg B % & -

AZHAEREZEFAUT IR RERYEREEL
BRERFEE2HRY AR  TEUESHEEZBRBYREIER
BRERAZEZ2HRAYE  FHEINEZBREYDERKENE
K/ EABRBHE MBI KBREAELEZHRY -
BEIKLEN  ATREZFBRTEBRBISHERLZEY - XFHFAA
AAKMENEREER K FEEREHBEMHRAK  XHRHS5Z
—EHEKRERAEENRBREAREBARENE S X -8

HMEKRESREZEBRBYWERK/ BEERESYI R KZIERE
BREZ2EKRY -

AZHLT AR BARHEESTARURTIERE & A
AREZ2ERYYAE  EPBEAFHESEARBRTH S KL
BYMBEKRKENER /N ERBHEMS 2 AJRAEKEHD
BWREREZHERKY -

AFHOBAERITHHREZEYVEEZR THERE & — &
EFERERY  FBRABJBHEHOBABR TS REZBYWEEK
# AHEHEEHFERAKE  F8& AU BHERBTSELZR
MBEERBEBRPRBEK " BRBRBRSEWE -

FIEARMEREATEANBEBEIAENEN B KR K
A - ERUEUERKRBEEZHEHRY I TAREEZENDMFIE
REwHEZBEY LDUERERESAEEBERMNIURE » K I H#®
AHEH S REZBRBYHENWAXFIRAETHBAEABRDZE T
EH - MEEMABRHUASCITAFERBRABHEBVES

il
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{4 3: 093117391 3EERBAERBIEEH RE 9% 12 831 HELE

(10)

# B BB(OERREA
w . 99 12 3 17(

FIRASZHAERBIHERECBREAEZHEHKD AR
EHABE HAREBEELUHFRATHKREA . AIEEEA
100mg FM TS REBRYWEE 3 F 20ml (L 9 £ 15ml
BERE) WEHBAK BEBRIK / BHEEYE -
BEHRHBREEUNAEHKZAE  BIIBEEEH 100mg &
MITHW R EEZBREYERE 3ml W EHKHAK - 8 HB BRI K
SERHEEAEYAE  ABH -—BEEBRERF > ZEKB K
HRHEZZ2HRYFABRBABE

FARHALEH " BERARNRUNEAFHAESHFETRABRITZH R
R STE > BB
A FEHBEARABTHEMNAAENEELEELABETRE SR A
MITHE® > UK
) ERBIT ARG ELZRE -

FEPHFEE - STREREBEBE NN E BT B HE
EFAENEE  NMREHBEHNEAVBITHSEERYRESE
TREHNHEBITH  MNZIEABRBTBREIBENK  LEEFEHRK
AK MREHBORUTHARAERYVEESFLEEmMR
HERWLITE MNBZEUWTHAEEASTEO KBRS
ZTHEREEANEER BEK 2B -NE--T_®E- - 8Z
- 9L®- - BARER #EER BEER VEMLE - ETH
— B ORTHE_-_B - REETHE_BE "NEBE XEZ
B - XEHEBE - HAEEYWBE - embonic acid FHE - 2
B -REZER - ZFHER RDFEHKR PFREBR - ZH

-14 -
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B 3: 093117391 SR iRBAE R ErE REYE 12831 HEE

(14) $ l f( ERHRR
B

257.85mg @@1&5@
225.00mg [ ¥

12.00mg RZ G E WK g B ( Kollidon 17 PF,

BASF)

BB 6: FMITHARZEYMERK
— P ER
100.00mg % Mt 7T
257.85mg # & ¥ B
120.00mg H % ¥& B2

4.50mg 50 BF B & &M

B 7 RMTHREZEREYHEK
— T aEH
100.00mg 4 Mt 77
257.85mg # & % &

207.00mg H & ¥ B2

HRp 8 MEEEHMAYOKRSE

B 3ml WEHBRABKNMASGEEBDE 70 RELZEBEYD
mFE EEWATHABR  NH | 2ERNBHBEES
W LAKEBHBESKR » 980mosmol/kg °

BRA 9 REEEHAYHY KRG

-18 -
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Mt 3: 093117391 5REREAZMETEEH EREERI9E 128 31 HELE

(18) | B RBOESHEE
L9312 31 ‘ v

B Oml B EHBRAKMASEEERS 7THREZERVH
MTE ENETEREY £ | 2BRIAIBSIZEEFBER

HAKRESE L% % » 305mosmol/kg -

-19-
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}
e KL 4 1 msiEk
o= 99. 12 31 F

Bt 4 sa :550931173915% B FH HF & EE E K
EE994 12831 HEIE

+ - FFEAHNEE

. " EnREZBRY HESEHEAXNELHEWR
BERY E M AR 0 & 7T ( flupirtine) HA AR EEHELB
RE R EZEHAKY -

2. WHFHENGHRF I HCEEZREY  HEBSLEE
— & B 8 Bl ( cake-forming agent)

3. WHFHNGBEIHZIwREZEY  HEEEE
— & k& -

4. MHE FHENGEBRE2HE LA REZEY  HEGLZE
— A kA -

5. B FEMNGEEIH A EEZREYY  HEBERE
R Bl

6. WHFEHENTEBE2HEH W REZRY  HEEEE
R Al

7. MHEFEHEN@EBEEIEA I ELZRY  HEEZLEF
& Al -

8. MHPFHENGBBEFEIAE LA RERLZRY  HEREE
RE -

9. MHEFHAEBEFEIZESEFMFE —BHZIAELZRY
B EEA100mgZ & BT o

10. MHEFENGEERSIZESEPEIT -—BHZIHREZERY
’E¢?&§Iim§ﬁ%%.ﬂﬁiT%MbﬂﬁZ%°
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1. M FHAGTEBEIOHZAESGRY > HbhzE
WEBESOFREEHATETER B8 2B WBE T_-K
CRZE® A ERE O EBELOE EBEER AZEMODK -
BT % B  KRT#H _8& KLEBETHE _-_EK - "BEE - X
HZBE - XHE - HKEHNEK - embonic acid ~ B % & -
Z B REZMEE - Z1EE (ethylenesulphonic acid
)  HEBEEKE - BFErBERK - ZFBEE BHEER RKRa&BKA

® MOk B B A -

12. MHEFHEMNBBEIOCBEZSAREEY  HB B
ZEEOE S ELL100mgHE BT 5 S 60mgE 650mg -

13. M FHENMNEBBINBEZSRLZBEY  HP &8
BB MO ERELLIOOmgE M 7T 5 B 200mgE 400mg -

4. MHE FHEMNBEBB2ESEHPE -—HIHRELZRY
CHP RGBS EEE - ERE RHEE -

15. MEFHFNGEERE2EHEHFRE -—BHIHREZRY

@ HTERHMHEETHELI00megH W IT S 10mg=E 1000mg

16, WHFHFNBEEISHZSHERLZRY  HAPZK
Bt Al By & 2 LL100mgH B /T 5 B 30mgE 300mg -

17. WA FHENGCEBIEZESETEI B IHERELZRY
 Hp AL B SRR KRS e E mEE -

18, M FHEMNEBEIESEFRE-—HIKRLZBEY
HF ZR A LB RS EDI00mgHE BT 38 0.5mg=E

l10mg -
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19. 20 B 38 H M & B % 1810 & % & #2 &

ey > H &N

AABE T ELI00mgHE HTEH B 2megE Smg -
200 WHFHENEEBESESEHFRE -—BHIHWERLZRY

 HP ZFEREBRSRIEE M E R -

21, WHFHEMNEEHBESESEHPE-—BHIS
c HP X FEREBENEZELI00mgHE W 7T

22, 40 B

FEHMNEES21 B EEZBEY

REZBRY

iP5 10mg®E 150mg

% b %

REWZELL100mgamE BT H10mgE 50mg -

23. U0 H G
CHPRREEBERERACES
R&E® -
24, — T WM H FF
WMEREZBRYH AR
Y/

 RAREE

25. MHEFHNGEES24HZ A&

YMREBRKKENTER /B HEBE S
RERANEZHKY -

26. WM FHAGEEFE 2B Z H &
MERBEBEREHFBEABKF -

27. MHEFEMNEEFRE2SHZIHZR
MEBBERNBEHEBERF -

28. WMEHFHEINEEE 2B Z A7

MIBEBRNAK/ BERESYWH -

HMN@EREFEIZESEPE-—HIZIS
MR EHABRKIE R

R B ES
L EEY 4"

RE BT

FlE B £ 1E23HFE —~HZHA M
EREBE®RHEMBNERE

R 5 5

H g &Zm &R

HP W R B
H R 5
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29, M FHHGEE B EEPE—EZHE 0 K
TER R RYRNER T E®E -

30, —BARNESARAMT 2 AREREAE 2
RMMAE RO HE#HIAGE S IE2ERE—E2
SERBTHARGERYERKENER /KB HE D
A E THNEE AR EEREARY -

31, M HHAGEEEIE L AE 0 £ %h

@ I I H WA A

32 MR E A G EEIOEZ HE 0 KR KA K YR
YR W R KR Vs R -

33. MAHEAMEEBIOEL Ak B R EA R R
WHRBEBR A/ BRBESY S

3. B FEAGEEEIOEINEGE —FHZ FE > &
FEHARERYRNEZBTER -

35. MEEEAEESIOEIEGE —HZ HE 0 K

@ TUNEBRAFMIEEARY D EH M E® -

36, MEHEAGEEISEZ AE > PR EH AE
WA LR IR A A R R R

37 MEBAEAEESEICEZ FE o EH R EE R
WRBERIB20mIZ E B WA AR » U EZTUHIRA
FOE R AR

38, M HEABESICHEL HE > Hh B E G R
VIR R OF 15mlz v 8 W A KT - LUB 6 R T LL R R
v R AR I

il(i
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39 WMHFHEMNGEEISHZ Ak HEZFEHHAB
WA LA T &'

40. MHBFHNBEEEIOEZAE  HP 2B EHEREZB
MBRERIMIERBEB KD > DEBFEZTUNLAF A K
By xS HBE® -

4. M HFHENEEBIOEIIHEFE-BZ L& H
TEZIIEIRERAACESZHRYB B RABE -

42, — AR ERFENEEEIE23H P F — 8
LERBABITZIMERERYH T & > BE

a. FHEHBAERBLIT®EMAKRKENEELEXEZNE
hEmMRBEBARMBITER UK

b. B GHEABITERSREZRE -

43. R FEHENGEFNREZLHE  HPFZXARAHRTE
RE2EKS & HE -

44, MHEFHNGEBF2EZ A E > HPZXHARBRTE
BMEAEBKBBEST HME -

45. W FHINBGEFIIBEZ HE  HP ZBBERZ
RFEHRKREEBHTORER  FH B -FB--T K- X
LB B BERBR EEOE EBER SEOEK-IET
T RTHE-E REETHE-EK WEE FEZ
B AHE - HEEYWHE - embonic acid - FHEHE - £ &
B REZHER JFBER SFBER BEBERK - FE
B R RSERFARBEENRBSEKEFRRMBM
KBS -
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46. MW FHAMBEEI2HZ it HIPBZHRE

. EBEMITENAKENENREZEENRZEZIBRE » REHM

&0t vT EE e

47. WHFHMNGEF46H Z HF & HP B ZAMEN
BMBAEIOCEIOCCZEE -

48. MHBEFHFENHEBEBEB4THE A E >  HFHFZKEN
BMEET0°C -

49, WMHFHEMNGEBREFNRBE L A HPHEZHE BT
mIMAZEEEREMBENVNKENEERIERSE - I F#
HERER -

50, WHFHMNBEBEEI2HZ A HPEHHEEZR
ZEH O BESHARURTABERMLULARE -

51, M FHMNGEERFESOHZ i HFFHAKRE
Fo2umZz B EBNETZRE -

52, MHEFHEANGEEFEFINREZAE  EPEAE &
CERARBMITABRSIEI wHRZBRBE  BHXWHRLZBRMA

53, WHFHEMNMBERAEIRHZAE HPFZHEBRITE
BWREAE-45C T I F -

54. WM HAEFHENBGEFEIRRESISEFE-~HZHE  H
PESEZBRBAETIEZREAKEZR -

55. B FEMNBGEESIEZCTE  HPZ X Bk
BR-3TCE-23CZBE » 102 100mbarZ B 77 T # 17

56. M HEFHINBEESIEZL F¥ - Hb ZR®EZEGK

-6-
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R27CZE@E ~ 0.000Imbarz BB JJ T # 17 -

57. MHFHENEEFIZESIHPE-—HZ & &
PEMEEZRE REARATHHEZEEASHERELZBRYY
i

58 — EBARFRBREZSEARTHREBEZH
Y Hui#FsagPFENBEEEIZEIEFE-—HZS
FAaBITHwHRERBY MU BEEMHESG -
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