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1. —F 44 2- Q-R-4-FHRBEA-FXTB) R TR-1, 3-—WeiH
RBARERGTE, ANELAT, ARZAERTARARIARI; UL
R FBEGAERAMENK 2-Q-R-4-FHBL-XFB) KT~
L,3-—Mu e RERTIEE RS,

2. RAIZR1F%, A¥EAT, MAEANPRARR 2-TH.

3. RAIBR L&) Fik, AHEAT, MMEANBEITR. LB 2-
A B,

4, BRAIZR 1 WF%k, AHEAET, FEEARA LSRN
pHAEHRFH 2.7,

5. MAIER 1~4 Z—#F%k, AREET, KEEFWEMNG
¥ w/w) > FRIZGH R EEY 10%,
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A3 BB BAREN T %

BAR AR

RE A BR G E KR A AR AR A ) AR R, A
FRUEBFHEGRERPARINLHAAREARETSHE . Al
TR R AR IR 7 k.

¥EFHAKL

EMMBE SRR TRERL. TEF Lol yAEAREF
TE. Ok, XEANWHRA—F HEEHAL, TH—% @FHHE
F R MA_REBHEMALE (FHFHEEXIK Modifikationen)
MATA). ERABEEARGHKED, QRHADELEHR, FHERL
MAFRTH, RABMEGANERABHRRATARRTSY.

C4e, sHXE S BVBEN, FABIXECREA—FFELERS
HEABERBAGR I FREA, RES —EHHRERY, A%
—ARFIAREIMX AL AERHRTE, ART HHELTRUIHRE
B, #HHIATAABMSFLERERREY. I—FTEHAFLENRKE
AL FEAE), REMNRFRERARHFREGER, uF
HEREZHEE N2 EARHA G LERTHREEZNGDHE.
AR - FRD A FLRRT KRR I LI EH RATH X
R, ZRAEAFABETEAGBREILLE, RUZLERETAATAA
ABALFATRARARTHRSG., BA, ERANEREKINBIEEHTY
HAFERLZRTHSY, M AEZRMNAEAL KA RN ZILTHEBTHE
KERETHE, —BXTEHNHRERBRAAFFHIFXENGIA
Regszik T W% F J. Bernstein, R.J. Davey, J. 0. Henck, {Angew.
Chem. Int. Ed.) 1999, 38, 3440 ~ 3461.

Cdo, BRTATHEREH R, RELERIAZLE T H &%
HFREBOGBHARR., £ THHFREERGHRTAERHGT A
T B R AREEF “BEBRA” SR KUANAKEL, Bk &H
A IEAREEM &G B F A — & fee T 45 BRIE ) 4G B ) A 45 3
HAFRE, T He—%Ckeds]lF J. Bernstein FAHL
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(AL LEB) Pt AN TALETEARTRERTARLFZ M,
HAAFERWFERA. TRHRTORAENRELEK (TLR) 7]
ARG EFMTEAELEF S, R, BF. ERXEAPNE, Hekid
BRAEBHHEM., $F 0B HFH%KE (. Halebian, W. McCrone,
€ J. Pharm. Sci.) 58(1969)911).

HEFHG—AMHFRL 2-Q2-R-4-FTHRBEA-XTH) KK~
1,3-=®8, vATF# sulcotrione, BAREMMAHA FAEERIERN.
%4 sulcotrione, AR EXREFLA (XTFX—5, £L&EE+ A
10152459.5, ARAXKMEREH PIFMG—FS) . HEREHKR, AT
FrAEEAR (D), AP EP-A2-0 186 117 T e e —Fr & Fikdy
Fh., A TFRATEERZERYG, ©ReB2 REFHES AT E LY
RHAEF. BY. BAEREHR.

XA FHREIEERAGTERAHNE LY FRI RIS Y
g, AR EDNSHRBHEN T ELEL (FILW0 97/49681 A1), i H#
LEM, AERAREKSRABRERZIMAG A/ XS0 FALE Hitse
TS WG R, AR B R HAKLEHGH R (N Bladgen.
« Powder Technology) ,121(2001)46 ~52;R.J. Davey FA, (&
A ¥E5EtY, 1(1), (2001)59~65;US5,959,108;US 5, 939,555).
Hldo, £ WO 01/64672 A1 PRAET —HHRERZ TR F k. S&E,
HERBEERERETE/ KA DT, MEMANR. B XGRS
A, WHFXLERAEAGEMNER S HHEALTER FRATomT
R BT RGTFEE, ABRRAEZBRRBEAAGHFWH®E, i, TX
BABRENIOCHERERSHEEMNTLL. A, WEEFEF
THERFMHEMAAIKE .

F-HEEY O R WAL RELEHNTE ARG LT ER,
1% F B8 “24)” oA (B. Staab F A, {Adv. Mater. »2(1990)40),
WA 47 FhAGB QLR YAREL B EERZ N MNER S/
KESTFELBRABRTFLEELWHOHAUAREEZRBEEH QT & (4]
oL, US 5,716,445A)., “Z &7 BhAOHERARS FLEHE 2
MBS FeaM ey 3RS £ K (conformance) HE M. RAF “2
$” FhoHls EREEALGRELET, TURRATRAKERN, Kh
I T EFARRENE. R, AFAHANERAELEPEEIEH
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SFE TG BMBERE BN, XEFAFLEANTTHRRAE
e IRAERRS.

EPAE

Bt, REAHEFEARB/—FHENTEANTE, TRATFH
B AR AL Z R, B, KEXAGESAREE—FH
BREGEG TR, EXBREBREMNP/RETLH.

EXRZAY, X—BHERAEIRAKRFGFREAGE AL E
T RETERGHB RN, XEF AN ELEEUANHEE o T H%
BRGENFTEERXHA, BRTESEMN T ER/ XKML
®,

REER, REFHEMNSFRANNES LA/ AT RE & PIRE
ANE BN BR AN HEERHBRGERN. SARTHE, KK
BREXZ RV DRGEFARETERFEIRATARELBLERE KBA
R TR, BT A M XBRAT,

Fa MMM E+ BRI DO LA R REEH G R E R

FP BRI A B RE SR B A AE A e R & i E A UK
B da ik

A “Fhof” AEALPHRGRRAINAEHFERT W
A, P mEhf MW/ WRHESTFAESRTHFLAYG R
F. KR, FhANGAEAT0.1~20%, s TFHRRDFEGHE
ME;HRRE I~ 1% AFE, LEZ1~5% XE, ZFmMmA
AR BERY XA TEERMANF AR FhoH XS A TN GEERT
HT .

B, REPAHEHRE—FEEE HABWAORLZBEEERGF
, QHEBRIBPFKEVTMENFETAARERBXFEN S
o A 4 R 69 3k P TR o 4 R SR A

TRATARALXAFEGBRAREANACFEAGZRIAK. THEA
MBREIE, Hlide, UM, AR, MRAERKR., TREAYKRCIE, 4
4=, REH. REAM. RN ER AR,

5
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TARKAF &P AT AFER TR GG R 3A B 658 M 8 K
EMEMARE, A48, Fle, FH., ZHX 2-A%, A48, 4
do, ABANR 2-TH, 1-4 AKBETFHHRR, #l, TH, &, b,
—AE, UESAHATEARTASM, BB TEH, ZRLEAT
& TRy, RIREdeve, T, i, —FRTHER N-FLaed
ERX-—FTATR, KEKAXRSHABAXE ARBELA 110 A%
BT, ik 1~SABBRTHMEers, KERARERNAIE RN
EA3I~10ABEF, KL I~ SAMAHERTHAMLN,

KR MM GHERAE, B, EXRAFHIFLELTFRAHGIR
MAR, AF, BMELT—HidteftHl, ELERTERERY
Tik, wRitthfed XARBLITEECEH, HFEREGERFFTALR
I, Bk, AAKERANERNUS SRR EZEE, AN
Fol 6T R RMERREAN—HS. TR, RAAHBGR—FAE
E 3 ERMBHRT BEEAN T E, OEARIRPRELE IE
FAEETERIHATAKERTAENZ AT HROBILTHFE
ga R Ak,

BARS AR TAG: HRE (FLEF)XITR/ AN HH
WEREEBY, ATAEFERHRGEGKERER MM . Fin
AF AT F ey B R R A B B AT pHAE. LS RAMideien, RIET
ERAEREERG BT,

Bk, AEAHBOLEE —Fo LARA >3 R[BBHRGHL
BATAGFR, OO REDANEGRKERE S KM A
B, EEHE, RFHRSDT OARRE.

MR REOTINEHR: ARFHTOAAE L EFRIARIE L T
MLB, EBKE, HETARNBEFGRSDTIASSBHRGE
& KR

R EEEARIE S ABRF TORPNAFT RN E, RREE
WA AERY, FARRASHEWAGEGRKERFTEHT
B /s, BN 90, SR EMALLSHMAEERE RSB pl
16 % R R K e &) &4 F H#AT.

AERPFEFHAGHARERTFEH S XD RAAEZAKEY
By hak, TEARTCHALWA, A GRS pH 4E TXH 8 L35

6



03811988. 9 o Es/10m|

R BEZASHIR pH A TALPF QIR HFEBELFRATEIK
244 pH 1R,

AEAR AN ERAL AT A FORETARRE AT, Kk
Ay FAast FRE BB FEQ 10% w/w) M, #3040% 0 F 1% R
#, B TERAXTF 10%49%FMmA.

AERAAGZHETRETRZEANMF YK FIRHLTEARCEA
ik, KRR Y FAT FREBRZE 10%(w/w), FHAEDS T
1% R, £ ThRAKXTF 104, EF ELTERRARFFGHERLT E®,
Yo R mA B R B E.

Rk £ FEABKT 100CHBRE FEERTH., ENARRGHAR
REMBRREFXNGBECEALLES, CEHREREARK. #
ZHEEREHE —FACHEGTAIRGHTETRARRBRBELR
ARCIHFRXAZ. HEELER, —HBRHHANERBELEZET)
RFEHHBRE., AAZTIHCLHTARINGHEE, #, HHE
R ERRE, THLS IS EEXFEL BN T GHEE K H R
k., ELREANT, AREARE—FENFHEME B KL
B, BRALTREXANEIAFEARTEINER. ERXAFTH
T, #HANCEGEZRAEBTZRG AR IR EEINACHANTHAZ
A e E S I0CA LR E, B, EBEZRNBEAEARESFEAMLE
HAEGEARZMGFAHTEREGBERREINKEY. K5 EELT
EREFEHEAFEHT I0CTHERET K.

B/ AER S AEDFYGENKERRE —HABRF T AR
RASHFTHRNERTRARETFTHAEKZGSHHFE . HXABRGR
B, G ERTAERMNGES. Rf, MARBRTEREER
AEL, BFAHGPARRTRAGLEFTX AR, RE, TEHRAE
HHERARE, AE, LAEAEMAGT X, i, TN HAH
MO KERINAA RN, FEHALXEGTIH (EHH
W) . AR AT A A RSSO BH R AT,

BHETRATEMA—REAEIAREIFSRTAHANENS HE
ABALSH, e, BHRNGH,. Bk, 524K EL, ©
MAEREE T GG EERG pHEE.

¥FHLSHEAEINYERELZEARBKATHRL 2 MK
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FR, BAsh, 2 RARKLSBHLOERBEREE XF 10 wth, £
ik Ak F 20 wt%, BEEKXTF 30 wt%, FINAERORZRETAY
B EARAE DHME Fho EATEKREIE T S wih, EHRENTF 1 wth,
BT 0.1 wth,

WH kR AU 0<pH<14, RBIthik & 1<pH<13 REAKER
REGEFERBERE YRGBT . b EH B R T RETH X
ERBR, Hlie, EHHHARAAREETE PR GIARL,

Est, £ LEC28#76 sulcotrione ¥ EHF, TRAKRLH
F k¥4 sulcotrione ¥ BE4AIT IR S HARIL, BitmA Bk
.

RERAF O BYEAMERER I LR EK#AE F sulcotrione
B RARTIN F k.

o EFFiR, RTHEFUN, ETACHARETEIZERK
KAFTHERATFAREVANBAHAET. BIA, dF5%k, RTHBZY
s, LTRASMACHERRERX, EF ke THRERILR
AEBAFE PR ERATER. B, FMEFGEEmAZEMAL
HPRZEBE sulcotrione B96]F, FHARMEAKAEEHBRE.

FE i3 sulcotrione B FFEBI FHA T, 12CHEEZLAF
EARIINAE, BAFREERRETLEABR ;AR ARITEREER
BREA—FPHRAT TR, 2B, RAKKAF—H, HiEH FIR
HERIINBEAREAT K. S mERFY Tk, it kasdd
TR LESA TFTREATKIIGHER, Kb, SMORHEIK. £
W, EdBifi, HHANRLBRLE. AW PR TAMUZ
N-FPRUBREMEAAE AT ERIIG B RGESRAHERA, Kok
2, eMNHFHIP AR FLRRABEM—E,

A# 4o sulcotrione EAKIINE >, BWBAHAKERFLBE
e pH AFH T FAMARTERERLE. pRERTHFiTsoh,
W) 4K i RN g #P 69°T G4, 3t F R ATERENEZ pHIEH
2.7, BAAE pHEATFTAREARMEH. X F, WwEMR, REFAE
MR RTHBAHETETE, XA SEREREBSR SR ER,
BFEAEGSENREEB T HIEANAKREEGHALT. 29 0.15 Wke
MET GRS H RN, S HE KD ART MK B
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A, HRHBBEE TG ELENS,

B4k 36 F X,
M
xEHl1
2-Q-R-4-Fom A -XT8) X THR-1,3-—% (sulcotrione) ¥ #&
Z s (RARID B id A3 GRinl: 23R 85418

—# - Q-R-A-FHBEA-XTHR)KTR-1,3-— ¥ =ki
T RETFKR, BBt B 3-RA-HRO-1- A - Q-R-4-F5
PR X FEREE) 6 FH R F AR (KN BP-A2-186 117), EHMAAXE
AREL 0.2 mol 2-R-4-FHRBRA-XTRALSFEILEHRTE-
L3-—HRAFTEPAN SU SR LBRALETHBBERLSANY. &
FEREFHRE 500 g AR (4 wt%) £ 45CHRA 30 nin, AEH
7, A, EMARKMTHMEFTLE . BYEUE, &
WHMAKERRFA 45C. GUHBHARERAMEREL R =W
MRZBEER (RKRIDAREY, ZFRELHFNN. XFAESREKEZ
YEFHF EEATFERERAAD (ERD . Bb, AEABEZSFHRAS g
i E] 90 g RMAKA 15 g BRI HFF b A G EHA0.75 n'/g),
BRAZETHEBEHFBZ ALY 0.15 Wkg &b R A HATHIE A £ 12
CTRAEFH. IR ERE pHEATE pH=2.7 UE, Hix&EHAK
PA 1 g/min 69k R SH BB KE R, AskiE B it 4] T e
AT withdE B pHAERHER A pi=2.7, BESHELE 12CH#A
BESHERABRFEZAE 0.15 Wkg, X @F XA ERMIA2T 89
RitmB fdm b, X FFHBitidR, HF4E 50C. AF Fitsr
T, PHOBEEAELALERE T FHEMA [cn']:

3175, 3096, 3083, 3067, 3002, 2965, 2948, 2918, 2900, 2874, 1660, 1589, 1543,
1458, 1422, 1397, 1358, 1337, 1322, 1310, 1283, 1266, 1247, 1228, 1152, 1117,
1050, 992, 958, 935, 845, 779, 752, 718, 676, 660, 613, 594, 578, 560, 513, 503, 476,
460, 447, 429, 415, 371, 346, 328, 280, 236, 227,

RERZTAITGHEMER (FLEE S A $H 10152459.5) .
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x£H12
2-(2-F-4-FoB A - X FB) KT HK-1,3-—% (sulcotrione) ¥4
Rk (FAIDETFRARE (Bl 8) H4E
BEMFXNEHREH 1 FRHBGEFRARED FRoHLAE LR
BT M h A R RER KT 2- Q- R 4-FHB - X Fit)
RTHE~L, I- AR R AR M (BEARID . Aot K F e ks
MAEH 1 FRBGHETE X RARIE. AR, AEFHENE
XTI

&I
el 5 A ) Feho B F (2) AR 4L My
2(4) 7 & 5 KAII
2 (B) 2-T# |5 BRI
k4] 3

2-2-F-4-FRABE-FXFB) KT H-1,3-—8 (sulcotrione) #5544
kst (EARID Bt AR (Hhok: 8) K4 &

BRI T XNEHEKS 1 FREGGIEF 2 0h EFF R B BEAE A B H)
VAR B 488 iR 8 i at R B K IE R KA 2- 2-R-4-F B A -
EPB) K-, 3- W AESH (KR . M RKF
s MAEd 1| PLEGHFELE R BHRIE. FTAK. AEf
TR TAIL

&II
% 4 7 0 ) B BE () | AksH
3 (4) ik 5 EAKII
3(B) 4. 2 5 ERII
3(0) -A B 5 RA&II
% ¥ 4

2-(2-RA-FAABA-XFB) K THK-1, 3-—# (sulcotrione) ¥4

10
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TR (BRI AR A St BB 6 &

BEAMFXEHAEH IFTREGFTH BoA: 8 AE LB
AR A EAKEREF2-QQ-R-4-FHABRE-ZXTH) KT
~1, 3-SR RAEMN (RAID, AT CHAEFRTFAIIL A
et EAF G RAREMA TS | FAENHFEEEA#ANE. AE
Fo L B RE T AIIL

AII1
5 ¥ &5 Jpa Bhoh g E (g) | s
4 (A) .. 2.2 KA4RII
4 (B) 4. 0.5 RARII
% g.l 5

B RGHFEMMAE (250 g Fof) G548 A M E

BB 1P REGFTXEE 2-Q-R-4-FTHABRE-XTH)KT
B-1, 3-— M HHEAKER, ATUARERAR T EFERZFGRE
DKM (EARID, EEEEBFTHAN 250 Toif 22 g RAIINH
HGABER0.75 0'/g), RASBTHEBFEZALY 0.15 Wke
b R A TR AP EREL C. EHSA LR pHERD
2| pH=2.7 A, Mk &F4 P A 4 g/min &g ik B B i B4
Kk, AsFpREdas T 37 wihd B pH (ERFBTA
pH=2.7, BAHFEEZA LTHARFSHRBRALFELE 0.15
W/kg. X @mFXABEAMART G AWM MB A G E, b RFHG T
pititsk, & SOCHEBE. AT THATFR. 4 1 AEBE T 0
IR oK AF ) R EKRIL

£ 41 6
A MGEEEE KA R TR T RETARE RGN

i

BEREAMT LA 1 PRHEYFXHE 2- Q-R-4-FARE-XT
B ROR-1, - AKER., HTUABRARAN T KFEZ
B E AR (EAID, EREZBTHAANS g, 90 g %

11
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KA 15 g TARIIG AN ERWE pHERAF 2 pH=2.7. ME, 5 &
HARAS B E 2 nin, EAFLERGE, EFE4KU 0.15 Wk i
HRBAG R AR BHAEAREEAT A 12C, ME, HBARE
Bk 2.5 g/min 9 NE RS FH B FEEARP, AP EitR
BTN 3T wiki BRI pHAA M BT £ pli=2.7, BREH BT A 12
CHARIFBARMAGRHELE 0.15 Wkeg., XBF KM EERMIE
ey AR mB k& E., AT 320 ¢ BBHAKERULE, 44k
ASBAMELE S nin, ME, L 2.5 g/ning RANMERERE pH
BT FABHEAAE RGN, b BB EHmititA, #F4 50T,
AT THAATR. £6] 1 FAEEE A HMBIRE o EFHZHET
4KI1,

P B ) &
B 1 277 sulcotrione ¢k BRI F A #. HIER K EEd

frkdad.
A 2 B sulcotrione @K BRITEE L. HIER KM

wiF k8L,

12
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i M B M

#1/2 1

1.8
1.6+
1.4+
1.2
1.0~
0.84
0,6~
0.4

0.2+

0.0
3500
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1.4 i
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0.6 ‘ J' l
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3500 3000 2500 2000 1500 1000 500
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