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1. 2-[3- Z WL —4-(2- RN ) R ]-4- R -5- M,

2. 2-[3- dk —4-(2- RN ) & ]-4- FE -5- HEM AR,

3. —FMA A, SIS BAMET 99. 0% AR F), S EARE T 0. 5% 1) 2-[3- &
FATEEE —4-(2- SRS ) 755k 14— 3L —5- WEME PR, S AE T 0. 25% 1) 2-[3- &
54— (2- PSR EE ) IR 14— FIFE -5 WEM R R 254 b rT Rz gkl Fod, ik
2 HPLC AR — Ayl e & .

4. WIORCREESK 3 Tk AL &4, 2- [3- 2 FlEHE —4-(2- AN A ) K% ]-4-H

—5-WEME R I & B AN = 0. 2%, 2- [3- R4 —4- (2- AN EAIE ) K3 ] -4- FEL 51k
”%Eﬁ@ﬁzﬁ HEAET0.1%.

5. — Pl il £ 4l B W AR AT m ML g v, b il s Al B R fR AR W S B MK T
99.0%,2-[3- H FELE 4-(2- FEWNAE) K& |4- FRE 5-EMFRNSEAG T
0.5%,2-[3- ¥ —4-(2- ﬁﬂ%ﬁi%&%)z{xﬁj —4- AL -5 rb%ﬂﬁﬁ@&ﬁﬁcﬁfﬁ?o.zs/,
TS AT AT S AR S ISR S 2 I RV ) VR G ) h B A i, Hp, B SRR
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—MEAENER AR ERFTE

B

[0001] Ak W] J& T 25 AL 22 PR GUE, HAR B 2-[3- Wl —4- (2- RN SAE) &
BE 14— L -5 WEM R (FEATR)AR) 1) Al BEAG G LU R & vt 5 AT w7 v,
LUK —Fof & A Bk i 4 B A AT m) AR 25 F R R 2 540 o

BAE=
[0002]  ARATFIMl (Febuxostat) Hb=f44 Ny :2-[3— Uk —4-(2- MEENEIL ) A J-4- 7
B -5- WEMEIR . AL SR N

[0003]
H,C s /COOH
H,C -
N“"NcH,
CN

[0004] AT w2 55— ENGEIG SR A [T A SnEine S AL B I, BE 2 T iR T
PRI AT SR » Qe Ao ARAf ) b AR KR B R L kv, RIS 4 1) SC ] FDA $242 158
[0005] LRI W092/09279 %y VI G &R, Ak TR L T 110 FheEAG w fh 454
R, S A A R SRG T 1%, TENAESE . T JP10-45733 S 44 T ARAG m Al 73 P F 15
R T2 JP6-345724 9 P LLXUEEEIAR R Y & AT 7 Atk IXLER LR T 2
Pl fr BRARAT m) A R 3 AR, IFEROE T S5 HSR UM & T i &R JP10-45733 $24L &k T
2 T RS BREHE S ML 515 (A RAEERIEE ISR OSSR, T 2R E:
w1 O IR = BOE A T DMk Ak . B ARA w A BT 5 BoR P fe im0 IONL A D
HRTB) AR PR A A T 5 P 18] A 405 ) P e 35 A U S5 W IR (19 2 P TR A2 K A B R 2 7
RSB R IN T AR R A 5 53 A, 8 R TR (A o SR 0 L8 % SR A A the m] BE P AR 4
R JRHE N AR F At o DRI, 77 AR AT m) i) BE A7 AE 2 PR (BT BRI AR
A m b )28 TR DL AT 9 e DA T SO IR BRI A A3 — 2 4 iy = A ) ™= ot i i
A R A 25, AR BN CLE R JP10-45733 77 #3614 15 B HEAT 7 4th, JExf H A i
R JRHEAT T ARSE, AEWFSE AR AL A A ) Al Rt - AT = & AR K 2% 5, OF HIZX 2ok
JRAS By S IRAT RS ) 75T R R AR BB 25, ] P 1 D B S5 0 EE 6 o

[0006] LU, BFXTAIF ST H A HIL AT 8 1) i, A Y N Al 4 H X = 2 B2 2% 5, AT Y
VOISR s 4R T — PR R G G 1 A7 280 B AR s o 2538 = o o i) AR A ) o 44
J7 s RS 5 VAT A B iRy G0 AR AT R At 5 (R IR v 2 B R ol & 25 P R,
DL FRAR IR Hh 2% BI85 2 2, A7 R 3 10500 0 el A R0 22 e R v o

XRAE
[0007]  AZ WIS —A> H R SR —Fh m 2l R ARAT w Atb
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[0008] 24 T SEIRiZ H I, AR BHHRAE T — s 40 B () A A =) ik, 2P HEAT R At 15 2 A
KT 99. 0%, BIEAML T 99. 5%.99. 6% .99. 7% .99. 8%.99. 9%,

[0009] Ak B E— B4R Ak 7 — P 4l B 59 AR A =) Ak, b R AT H] ik R ET&E?
99. 0%, 2-[3- Z FWEIE —4- (2- FEENAEE ) 2R3k 1-4- 3L -5 WEME ARG (FBZA) 19
AE T 0.5%.0.3%.0.2%.0. 15%.0. 1 %8¢ 0. 05 %, 2—-[3- I —4- (2- FILHHEKE) K
5 ]-4- A -5 WEMERIER (FBZB) IS AR T 0. 25%.0. 2%.0. 15%.0. 1% 84 0. 05% .
[0010]  iZ%mmral B HEAR A fth ik — DAL

[0011]  FEAG M & EAME T 99. 5%, 2-[3- & LA -4- (- A NEAL ) KE ]-4-F
JL —5— g Mk TR (FBZA) & A E T 0.5 %.0.4 %.0.3 %.0.2 %.0. 15 %.0. 1 % B}
0.05%,2-[3- JRJE —4-(2- FEFEIRL ) I 1-4- I -5- BEMF R (FBZB) & BA S
T 0.25%.0.2%.0. 15%.0. 1% 5% 0. 05% .

[0012]  FEAT MBI B EAMLT 99. 6%, 2-[3- Z FBEEE 4- - FENESE) FxE]-41-H
B -5 WEME I EE (FBZA) & B AE T 0.4%.0.3%.0.2%.0. 15 %.0. 1 % 5 0. 05 %,
2-[3- e —4- - FRENAR ) A5 1-4- PR -5-WEm IR (FBZB) W& & AR T°0.25% .
0.2%.0.15%.0. 1% 8% 0. 05% .

[0013]  FAEATEMILII B E AL T 99. 7%, 2-[3- = FBEEE —4- - FENEE) FxE]-4-HF
B —5- BEM S (FBZA) IS EAE T 0.3%.0.2%.0.15%.0. 1% 8% 0. 05 %, 2-[3- #&
I -4-(2- RENAERE) K 1-4- B -5-WEMF R (FBZB) WM& EA R T 0. 25%.0. 2%,
0.15%.0. 1% 8% 0. 05%,

[0014]  FEAT MBI & B AL T 99. 8%, 2-[3- Z I BEEE —4- - FEENEE) R ]-4-F
Fe —-5-WEM RS (FBZA) & & AE T0.2%.0. 15%.0. 1% 8% 0. 05%, 2-[3- It —4-(2-
FETR AL ) K3 14— 3k —5— WEM: A% (FBZB) & & A m T 0.2%.0. 15%.0. 1 % &%,
0.05% .

[0015]  AEAG A& BEAMK T 99. 9%, 2-[3- 2 FHEIE —4- (2- FIEN 4L ) KIL 1-4-
i —5- WEMEFER (FBZA) & EAE T 0. 1%, 0. 05%, 2-[3- Ik —4- (- FEFEIL) 7K
F]-4- AL 5 BEMEFR R (FBZB) M-S &= Am T 0. 1%8% 0.05% .

[0016] A% BHIEHR AL T — Fofr v 4 B () B A =) th, o HEAT WA 1) AR T 99. 0%,
2-[3- @ B —4-(2- FEWERE ) K& 1-4- F 5 WEMHFRR (FBZA) W& EAE T
0.5%.0.3%.0.2%.0. 15%.0. 1 %8¢ 0. 05%, 2-[3- JR A= —4- (2- WA NEE) FE]4-7
B —5- WEM RS (FBZB) I & EAE T 0.25%.0.2%.0. 15%.0. 1% 8¢ 0. 05% , 2—[3— FI L
J—4-(2- PREFNAER) K 1-4- R 5- MR (FBZO) & EAE T 0.25%.0. 2%,
0.15%.0.1%5% 0. 05% .

[0017] 4l B i AEAD w) Al idE— P A

[o018]  FAEATEMILI B AL T 99. 5%, 2-[3- A F WL —4- - FENEE) xE]-4-HF
e —5-mE M G (FBZA) IS & AE T 0.5 %.0.4%.0.3 %.0.2 %.0. 15 %.0. 1 % B},
0.05%,2-[3— FJE —4-(2- FILNEEE ) 23 1-4- FIE -5 BEMFIR (FBZB) & &AM
F0.25%.0.2%.0. 15%.0. 1 %8, 0. 05% , 2—[3— FAEFE —4- (2- FENEFL ) KE ] 4- F
JE -5 WEME S (FBZO) MI&EARE T 0.25%.0.2%.0. 15%.0. 1% 8% 0. 05% .

[0019]  FEAG FEML & EAME T 99. 6%, 2-[3— & LA -4- (2- FFL NI ) K3 ]-4-F
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Bk -5- E M AR (FBZA) I & & A 17 0.4%.0.3%.0.2%.0. 15 %.0. 1 % 8% 0. 05 %,

2-[3- I —4- - PERENAIL ) A5 ]-4- FAE -5- M R (FBZB) & & A m 1°0. 25% .

0.2%-0.15%.0. 1% 8% 0. 05%, 2-[3— FELIE —4- (2- AIEENEIE ) &K ]-4- PR 51

MR (FBZC) & EAE T 0.25%.0.2%.0. 15%.0. 1% 8, 0. 05% .

[0020]  HARAT EMLE) & BAME T 99. 7%, 2- [3- & PR —4- (2- FRPFEIL) I ]-4-F

e —5— EmM IS (FBZA) & EAE T2 0.3%.0.2%.0.15%.0. 1 % 87 0. 05 %, 2-[3- &

J—4- (- HENEEE) RE 1-4- T -5 WEMHR (FBZB) & EAR T 0. 25%.0. 2%,

0.15%0. 1% 8% 0. 05%,2-[3- AW —4- (2- FRNELE ) K& 1-4- FEE -5- BEM: IR

(FBZC) & AR T 0.25%.0. 2%.0. 15%.0. 1% 8 0. 05% .

[0021]  FEAGTEMLI B EAMKT 99. 8%, 2-[3- & F WL —4- - FENASE) FE]-4-HF

B -5-EM TR (FBZA) & B AR T°0. 2%.0. 15%.0. 1% 850. 05%, 2-[3- 3L —4- (2- FF

LRI ) ZKIL ]-4- FEE —5- EME R (FBZB) & B T 0.2%.0. 15%.0. 1 % 8%,

0.05%,2-[3— FBEEE —4-(2- FERENAR ) A& ]-4- FE -5 BEWHFRR (FBZC) &=

T 0.2%.0.15%.0.1%5 0. 05% .

[0022]  FAEATEMIBI B R AL T 99. 9%, 2-[3- A FBEEE —4- - FENEE) FxE]-4-HF

He-5-BEM ARG (FBZA) & BEARE T 0. 1%8 0. 05%, 2-[3- A& —4-(2- FEFEI) 2K

e 1-4- L 5- BEME R (FBZB) & B&A R T 0. 1%8% 0. 05%,2-[3~ FEEEE —4-(2- FF

FEAEEE ) AL 1-4- ML —5- BEM G (FBZC) IS BAE T 0.1%8(0.05%,

[0023] A HIIRIEE A H g fe it — b bk iy 4l e AT w AR K 24 77 7%

[0024] 4 T SEILiZ H K, AR AL T —FhaAEAm wR R A4k 7732, 07 A FE AT AT )

Aty E 5 T b sl DL VR SV EE A

[0025] %4tk ik HARELEE -

[0026] (1) #f 2-[3— (5 —4-(2- EENAIE ) AR5 ] -4- AL -5 WEME TR (HEAR =) 4th)

TEVRA VI IR 5

[0027]  (2) AHITE:

[0028]  (3) i yEERE O BHT HI ) 2 [3- 3% —4- (2- AN AL ) R0 ] -4- AL —5- Ik

MR (AR EAl) 5

[0020]  (4) fFiLf), IRAR AL ERE R Lk P IR

[0030]  (5) ATIEI, XF 73 B ) 7= b b AT Tk

[0031]  FIR&EAL 7 b VR A 2 D B AR I S 4IRS 28 L R S VKSR L i AUbE e

(R, FLrP AR IR BESE (S  BESS R 2L IR o TR IRAN b, VRS R ] DAL H5 — 28 HoAh

FARIRPE T, bl K BERGSS (TIR 5

[0032]  FREEREEHIKE FEE OB INEE RN EE IE T e 7 T B8 s AR R )

6 VU SR :fnﬁ%ﬂ%ﬂ% sBERVEFIN SR LW LT8R I ERSE 5 128 9 T Bl 26 Ol 55 .

tb/:.\ﬁ?‘JEF‘@? NI R — M 10 0 1~ 1 ¢ 10(CfHRBIEL ), EALE 10 @ 2 ~
: B(TZM/\HS)D

[0033] IRAA TP IR (1) IR G R A B 1 A B R A S A ) At I PR IR R ) 1B 4%

FEAF ARG — A, Ry 7493 BV i i A A, — A FH 488 2D 2 (RS R 282 e TR

FER vt ARAT m b VSR E— o AN E R E Rl & 1Ay, RIERIF R E 2L & 0.5
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£ VS RIS — MRGE RV R e RE 1 — 2 22 ASORL AL, AR B LR

[0034]  FIR4EAL 7R (1) ThAEAEAD "M 5 2 5, W TR ud sE VR bR £
R — S AES E AR

[0035]  LIR4AL 700 (2) HhyAEIT b v LU B RE AT d, Rl 2 iR BT d o BTl i 4
BE—e 20C 2 =R, Lk 5 CRER.

[0036]  biR4fifk Ty PR (3) th—Mud S H — e SIS BN (g s n sl rh i —
Bl ) Pk o g R R

[0037]  biRafifb 77k PR (5) TR E—M R 50 ~ 150°C, fLiE 70 ~ 90°C s B85 —fik
0~ 0. 098MPa, ik 0. 08 ~ 0. 095MPa ; T4 s} [A] — &ﬁZNZMﬁT%ﬁSdeﬁT
[0038] %Ak Ty R A BRI BRAK B 25 AEAT w) Ath s i T R 2 o == o an, ISR/ 9%
Hﬁ@mﬁﬂ%w#ﬁﬁwm%%w#ﬁim$%m ﬁb@ﬂi%mm H=AN0.5%
Zifi FBZC &84 0. 5% o4y, B FZ IR A H I i I / DU (ARG 5/1) B4
bb U TR I HEAT =) 4t i FBZA FBZB. FBZC K & RE4 MK T 0. 2%.0. 1%6.0. 1%,
HEMRET WA T 0. 1% o #54% TR 7 A4 AEAT m) fih, 75 45 5 2 IR RER1S 4l fT 4%
AR A ) Ak, X S EGE SRR BAE, Tk A KRB . B, 4<% B 4L 1 AR A 7
M2l 7 — MR TE , 3w, & T DA EAT m b a4k 37 72

[0030] AU BIILHEfE T ARAT w) At A ) AT < 2-[3- 2 FBESE —4- (2- FAENAUE ) K
e ]-4- PIEE -5 BEMEF R (FBZA) , 2-[3— 3L —4-(2- LN IE ) Z53E 1-4- 3L —5- I
MR (FBZB) , 2—-[3— FRELIE —4-(2- RN ) 2R3 1-4- 3L -5 HEME IR (FBZO) .
[0040]

>}_ﬁ\ s COOH
-
N
H,NOC
FBZA
>>__\ s COOH
(O
N
HOOC
FBZB

>>__\ COOH
FBZC
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[0041] A BHERALAIX =R, LAl AMET 90 %, LIEAMK T 95% .

[0042] AR BH AN 4L 13X =Rl S 7

[0043] AR EHEEME T — Pl & 2-[3- A P ML 4-Q- FRNAE) £E ]4-F
55— WEME TR (FBZA) [ 515, & i i 64 2- [3- 2 —4- - AN ) R ]-4-F
B -5 EM: S 2 BE s G (AT 4% JP10-45733 k77 4% ) 1R S A ML IR S
T A KA, K i SE e fg FHER PR, 20, Tk T = sl B g gl — b alifh . P,
WL S EA N S EAC K W R 0.5 ~ 5. 0mo 1 /L, IR E N 2 ~ 3mol /L sHHL
P FILIE VU R PR T 5 S ML FE L3 70 ~ 80°C s /KA [R] 2 18 ~ 36 /i,
PRIk 20 ~ 30 /B s R ERIUIE ER IR s EE 45 i ] 3 I . OB S s TR S — Bk 50 ~
150°C, ik 70 ~ 90°C ;A —M N 0 ~ 0. 098MPa, flLik 0. 08 ~ 0. 095MPa.

[0044]  ARBHEEME T —Fhifil & 2-[3- 2 —4-(2- FREWAE ) R ]-4- FH 5 mEm:
IR (FBZB) 17775, i B 2-[3- #2E —4- (2- FENELE ) K& ]-4- P 51
MR CREER PR (AT 4% JP10-45733 7 iEHI4 ) S e A IR RS 3
HOK g, KR SE e G FHER R, 20 38, T e =M @\ i — b aitk. o,
P S AN SE A KL W 0.5 ~ 5. 0mo 1 /L, ARIEIRE A 2 ~ 3mol /L s HLHS
T DY SRR P ST TR 5 S IR AR I 80 ~ 90°C s /KA I IR] Ay 36 ~ 72 /i,
LIk 44 ~ 52 /B s R BRI SRR s 45 Al ik I . OB S s TR — Mk 50 ~
150°C, 53k 70 ~ 90°C s E—M M 0 ~ 0. 098MPa, {1k 0. 08 ~ 0. 095MPa.

[0045] AR BHERAL T —Fhil & 2-[3- LR —4- (2- RERNALRE ) 5 ]-4- P55 1
M FR % (FBZC) () J7 1%, % 7 AL 45 8 2-[3- IR —4-(2- RN AL ) K& J4- 7
Bk -5- WEM G Z BB Ek G (] 4% JP10-45733 Tt 774 ) S AET TR S5 MLV TR
G KR, KR E S G IR Th A, 43 85, T e T g il —Paith . Hr,
BB e A B AL ALV, WK R 0.5 ~ 5. Omo L /L, PRIEWEE 2 ~ 3mol/L ;A HL
WL USRI TR SE TR W 5 SN BE R 60 ~ 90°C s /KRR TAI A 0.5 ~ 20 /N,
IE |~ 6 /NI s I BRI IE R IR 5 s 45 Rk IR Ol R O %S s TR e —
M 50 ~ 150°C, ik 70 ~ 90°C s LA A 0 ~ 0. 098MPa, {1k 0. 08 ~ 0. 095MPa.
[00461 A% BH Hh b B IR A AT =) A A0 L rb 2 0 1) 7 12 s B i (HPLC, A 1<
£ 220nm) AR A — 750052 1, SRR AME T 0. 02%, & & FRAME T 0. 05% . FBZALFBZB
I FBZC F 40 -t 2 i i i A (3 (HPLC, R i K24 220nm) (AR A — A2 1. &
T Al R A A A PO & NS

[0047]  ARBAMF— BRI ME—FEH LR mai e n i A5 .

[0048] & T SEHRIZ H P, AR BHERAE T — P & bk sl B AR AT w4 A0 25 FH Al R 24 5
Yo

[0049] AN BHICFRAL T bk iy 4l B 4 A ) Aih 78 i3 TS BA 7 5 R BRI R A R
W 23 B R g, P Uk )5 PR T s A DG IR 2 B e 1 PR R v g AR R A e AR
JEATT 5 S I ey I PR PR 5 LA B A i PR R It v PRI i o

[0050] A % BH IR B AL (1) 20 0 1A ol 350 0 2K 8 P ) 15 3 R A ] A B 488 245 W il 5], L
L DRIE 7)o 3 3R AT SR FH AR A — A A AN 53 23 SRR A . R L5 SR FH A Y2 R 2 801 1)
25 & H AT o
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[0051] A< BH Ik B4 =l A i) At R 7300 25 A S 78500 6 6 700 o gt 3 v 00 S U 31 5 Pk
FRIE S50 A ol it 2T 4 3% SR  PIUBRAL B« H I Sk« (o A b ) — b s VR S A HT
FCALTE DAy FUBE e £ 4 2% 5 BTk 1) o At ) 0 2 IO P 2 £ 4 A AR IR IV R £ 4
B AL UE R ATHR SR YE I P — Al el TR ST s P AT IR AL 2T 4 34 s AR W P
T PR R 70 g SR R TR T T LT A SR BB R A A s DU A A 2T ¢
B AR BT R 7 A B R IR R A o AR W BT R AR AT =) A R SRR DR s T2
25 I 0 VR DR TR RO R K 2 R

BAKLHERS

[0052] TN S48 2 25 48] i BH AR R BH 5 ELAS N 2 B A Ay 2 0T A B 19 ] 1 B o6
[0053] St 1

[0054]  2-[3- 2 FHIELIE —4- (2- L NAEE ) K% 1-4- 3L —5- WEME AR (FBZA) Il #&
[0055]  7F 500ml ¥ =30, I, 2-[3- 0k —4- (2- IR AL ) R0k 1-4- 2L -5 1
I B R 2,5 20. 0g+ 10 % S AL 4N 200m1 5 i 0 PU SHe iR 70ml, T+ 75 ~ 80°CHiHE R N 4
24h, Vo H), R EETR, 1 pH 22 3 iy, M B4, 108, DEUF KBS IE , F PEEE 45 4,
ot PN Y, JEVFAE 80 ~ 85°C Tl L (-0. 085 ~ —0. 090MPa) T4, 3 2-[3- 2 F Bk
-4 (2- MENASR ) a3 1-4- I 5 MR (FBZA) 9. 4g, HItadh k. HPLC 41/ .
98% ., IR(KBr) :3464,3399, 3190, 2963, 1693, 1646, 1598, 1505, 1411, 1256, 1161, 1016cm .
"H-NMR (500MHz , DMSO-d;) 8 (ppm) :8. 342 ~ 8. 346 (1H, d),8. 013 ~ 8. 035 (1H, m) , 7. 255 ~
7. 273 (1H, d),3.972 ~ 3.985(2H, d),2.095 ~ 2.148(1H, s),2.656 (3H, m),0. 997 ~
1. 010 (6H, d) .

[0056]  SCjitifs] 2

[0057]  2-[3- &k —4-(2- FEENAEE ) A5 14— 3L —5- WEME IR (FBZB) Il
[0058]  7E 500ml [ =S P, 2-[3- F( 5 —4- Q- FENHEE) KA ]-4- FE 51
e B PR £ 1 22. 0g+ 10 % S0 5 AL 4l 220m ] 75 it A1 DY S0 IR 80m L, it F4 &2 il 24 (9] AL, Je B
29 48 /NI, A5 A Ik YA AL, SRR N R IR, YT pH & 3 A A, M R L AE, HhE, SE
gk R PG, fhT . SRV oK STEE S, #hiE, YRR 75 ~ 85°C TR TR
(=0. 090 ~ —0. 095MPa) 1§ 2-[3- &2 —4-(2- FHENEIKE ) KE 1-4- FIH -5 B F IR
(FBZB) 8. 7g, X A tA[f 14, HPLC 4li/F :98% ., IR(KBr) :3396,2959, 2874, 1692, 1604, 1508,
1422,1377,1293,1252,1223,1167,1111,1092,1017,825cm ' 'H-NMR (500MHz, DMSO—d,)
8 (ppm) :8.185 ~ 8. 181 (1H, d),7.958 ~ 7.938 (11, m),7. 125 ~ 7. 107 (1H, d), 3. 825 ~
3.812(2H, d),2. 614 (3H, ), 2. 031 ~ 1. 979 (1H, m) ,0. 971 ~ 0. 958 (6H, d) »

[0059]  SjEfe] 3

[0060]  2-[3- FIMLIAE —4-(2- FIEPNAESEE ) -3 1-4- F3E -5 BEM AR (FBZCO) 1%
[0061]  7F 500ml [ = S, oA\ 2-[3- F B 4-C-FERENAE) £E]1-4-HF
e —5— WEME FI R 2015 28. 0g. 10 % A AL AN 280m1 YA AI L 90m1, T+ 80°C A2 4 itk e .
29 4h, 151 RN, YA HL, AR N ERIR, W pH 22 3, Mt B Ll ARl U8, SR KSR, il
o UEUFH SR LB E 45 i, i U, JEUHAE 70 ~ 75°C Rk (0. 080 ~ —0. 085MPa) T+
73 2-[3- A BEIE —4-(2- AN ) R J-4- T I -5- BEM R (FBZC) 11. 2g, H

8
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im K. HPLC 4l FF 99 %. IR(KBr) :3432,2966,2871, 1679, 1652, 1605, 1513, 1447, 1427,
1371,1179,1111, 1014cm ™ "H-NMR (500MHz, DMSO-d,) & (ppm) :13. 360 (1H, s), 10. 397 (1H,
s),8.191 ~ 8.153(2H, m),7. 337 ~ 7. 319 (1H, d),3.990 ~ 3.977 (2H, d),2. 659 (3H, s),
2. 163 ~ 2. 084 (1H, s), 1. 045 ~ 1. 031 (6H, d) .

[o062]  SZjfEfs] 4

[0063] a4l A A EAT v Ath 1) il £

[0064]  7F 1L Sz M i AN AEAG m) AdokH y (HPLC :98. 1%, R [A] ) 70g. FFEE 480m1 A1 P4 &
AR 95ml o A RIALH R, A2 P 8, SRR BT &, A A AR AT, g EUFER
T4 (80 ~ 85°C. —0. 080 ~ 0. 090MPa) 8h LA I, 15 It df 14 59. 6g. HPLC :99. 9%, FBZA :
0.02%, FBZB :0. 03%, FBZC :0. 03% .

[o065]  SEJfEfd] 5

[oo66] a4 A AT v Ath 1) il £

[0067]  7F 200m1 Je NI A I FEAT = AR i 10g - FPEE 60m 1 FH VU SR 24m1 o A Bl
fift, R U8, JEE B FEAT &, U8 . JEUFSIE TR (75 ~ 80°C . —0. 090 ~ —0. 095MPa) 15h
LI, BBt iiA 7. 91g. HPLC :99. 9%, FBZA :0. 02%, FBZB :0. 01%, FBZC :0. 02% .

[oo68] S Jitifs] 6

[0069] a4 A AT v fth (1) il £

[0070]  7E 200m1 Je SR A 0 AN AEAT w] A 10 LT 80m1 FHPUZMERG 20ml o Nk nl
W, R HIETE 2 0 ~ 5°C, ik gk, PR LT (70 ~ 75°C. -0. 08 ~ —0. 09MPa) 8h LI
b, A f ik 7. 54g. HPLC :99. 8%, FBZA :0. 04%, FBZB :0. 06 %, FBZC :0. 06 % .

[0071]  SEjidsl] 7

[0072] Ry AT R IR il £

[0073]  7F 100m1 e A A I FEAG B A 10 AR 50m1 FH PSRRI 15ml . i aliE
WA eI Y8, BEFEAEI9EW 5 ~ 10°C, i 38. H /DR N EVEIETE, JE DR T4 (85 ~
90°C+~-0. 085 ~ —0. 095MPa) 9h LA I, 15 It i 1A 7. 25g. HPLC :99. 6%, FBZA :0. 15%,FBZB :
0. 08%, FBZC :0. 12% .,

[0074]  SCjf5] 8

[0075] ey A AT v Ath 1) il £

[0076]  #F 200m1 Sz WS A i N 3EAG B At LAY 10g FFEE 50m1 . 7K 10m1 1 PY S0 IR 24m1 o
ARl g, 2 Ao 38, v F VBV Uk, b = PR IR U, eV s TR (70 ~
75°C. 0. 080 ~ 0. 085MPa) 16h UL |, 15 H 4 & 1k 8. 11g, HPLC :99. 5%, FBZA :0. 30 %,
FBZB :0. 11%, FBZC :0. 07% .

[0077]  SEJEfH] 9

[0078]  ay 4 A AT ) Ath (1) il £

[0079]  7E 200m1 Je S A 0 A AEAT w] A & 10g I 60m] R PR £ 30ml . fn#knly
W, e PGt 38, R HIEW, vk SRR R T (80 ~ 85°C . 0. 085 ~ —0. 095MPa) 10h
UL E, BB fdhig 7. 89g. HPLC :99. 7%, FBZA :0. 12%, FBZB :0. 07%, FBZC :0. 10%

[0080]  SEjifs 10

[0081] R4l dEAR w4t
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[0082]  AbJ7 -
[0083]
e alfh (HPLC :> 99. 7%, FBZA < 0. 1%, FBZB < 0. 1%, FBZC < 0. 1%. ) 80mg
FLvE 160mg
MR YER 40mg
THCIR PR AT 4 R 10mg (70% Py b )
T MR PR 3mg
1% F2 TR 41 4k 2 KR EE

[0084]  Hil£& T2 -

[0085] 1 K5 AEAm ml A A AL A ki 7204 0 ~ 10w m, % F

[0086] 2. 73 A FLHE ol i £ 4 35 AC IO AR R A1 i s Al IR IR B ek 80 H i 26 H
[0087] 3 KfFRTA AT 4 5 FHAAL /KL 1% Ik 46 H

[0088] 4. AEAf ) At FLBH B 4T 4 2 R0 P IR 2 A IR IR 4T 4 VR & 3940,
NEEEFHIEHR, A 20 H 5 7R, 78 50°C ~ 60°C T4, ¥ ki i i 88k, i ATl g
FREEFNAMINATIC A AR R 4T Y 3 VR ST, 19 Bt o D & i, TR o ARPR PRl & & i
R EE A RIS
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