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L. — e 3 P v B R ) 5 B ¥ o FLRREAE T, BTk 7 v

D) RIS BRI AL FNAFEAE N, 2-H 36-3-2%-4,5,6, 7- DU &M Wk -4 5 £5 B2 1
Wk 2 2 S W% 1-50°C ~55"C N L, 28 I F5- il 22 390 (B0 9 S I B AR g neh 3 36 2 26 5 I
IRBEE R R, i i R N R R I IR B I 1R,

2) o R R ML) 2-H 33— 2,34, 5,6, T-PU S 5 Wk—4- R , BER & 0040 J5 B3R 1A 1
Efiffd .

2 ARYEBCRNZ Rk 1) 7775, HRFEAE T, i 25 3R 1) i IR A NN & 2 50 B v 77 )
pH{E ~1.5~5.5,

3 ARIERCRZL R 2Pk 1) 7775, HRFAEAE T, Pk 25 3R 1) i IR A NN & 2 450 B v 771 1Y)
pH{E ~N2.5~5.5,

4 ARYERCRNEL R 2Pk 9 7735, HRFAEAE T, i 22 3R 1) i IR A N & 2 450 B v 77 )
pHfE N3.5~4.5,

5. ARIEBCRZL R 2Pk 1) 77 7%, HRFAEAE T, P 25 3R 1) i IR A NN & 2 450 B v 77 )
pH{E N3.5~3.8,

6 . MRIEAUFE R 1T ) 7 v, HARIELE T, Bk D IR D) 0 TR N ER R .

T ARERRNZER TR ) J7 3, AR EAE T, Frid 23R 1) Hh2-H 3s-3-235-4,5,6,7-14
S| W~ A 5 A I B R L R 9 1:4.0~8.0,

8. MRIEAUHNZE R TR ) J7 3, AR EAE T, Frid 23R 1) Hh2-H s-3-235-4,5,6,7-14
M|k -4- 1 SR A EE R N1:5.0~1:7.0.

9 . ARIEAHNZE RSP R ) J7 32, HARFAEAE T, Frid 23R 1) Hh2-H 33— 35-4,5,6,7-14
S| W -4 5 5 7 1) B B L RN 105.5~6.5,

10 ARFERURNZER VT (1) 7725, HAFAEAE T, Frd P 3R 1) R 7E50°C ~55°C N 1 | BB
V) 5 (el A T R A e BB TR) b A1:0.2~1:0.3,

11 ARBERRINEL R AT IR B 775, HARFAELE T, B P IR 1) ) B 18] 95~ 10h.

12 AR ZL R LLFTIR B 7325, FLRFIEAE T, ik P38 1) o ) iR 8] 96.0~8. Oh.

13 AR ZL R 12 TR B 77325, FRFEAE T, ik P 3R 1) o [ SR 8] 96.0~7 . Oh.

14 AR YEAUCR ZER 1T IR 1 7732, HRRAEAE T, Frad 28 95 2) i o A s 3 iR A ¢ s pHARL
N8.0~10.0; BB A, A5 FH B 1012 A 2 /K Bi R S B 7K Vs T o

15 ARIEACR R 14 Bk (8 7735 , FRFAEAE T+, JIT i 25 3R 2) Bt rh A e 87 A R 2% ki pHAEL
N8.0~9.5,

16 . ARFEAUR]E R 15 Fridk i 7735 , HRFAEAE T+, JT i 25 3R 2) Bt rh A s 87 A R 2% ki pHAEL
N8.5~9.0,

17 AR EE SR BT (8 75 3%, FAREAE T, B 7 vt — 2D 4

3) K20 UR2) T4 Bfi i 22 £ T Bl DA R B 465 vt R o 5 R4S s 0 Pl e Rl ot

18 AR ZE K L Pk i i) 2% J73% , FURRAEAE T, Bk 7 2 46 -

1) B 1 BER B 32— F B -3- 2, 54,5, 6, T- DU A M| Wk -4 0 . 1. 3~1. 6 BE /R B &=y
BRI ER IR RN L . 3~ 1. 6 B SR T B 3 A1) 22 5 H I DA S L LG & 1) P B — IR BN I B 25 4
Hh, SR 5 T DA R IR VA T R pHAEL s InEE , 7K FHIR 2250 °C ~55C Jx Sibhr , F T+l 23,
[E]908 [ % 1~ 1. 5hr, 3 FHTLCEHPLCIA Ay 5 [ W 2% p 5 B

2
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SR IC b S BN RO g, B TR R R R 4k 22 pHAEL Y ), 2R J5 MK N 1 JBE 7R I i
BB 4 A S S R 2 3 -3-2.38-4,5,6, T-DU S 5| Mk —4M . 1. 3~ 1. 6B /R Jii & 40 H i 26
PRI IR AL . 3~1. 6B /R LA 201 2 WS s N, /KB THE 2250 ~55C e ¥i5hr , F§ T+l
ZE b, Bl R N1~ 1 . 5hr, 3 FITLCERHPLCVE I 5 SN 25 £

2) RIS JG e IR 20 IR 1) BT A5 S SR BN PR 6 1 19 3 ~ B A AR R B Al Ak K
H AR S LR 2- R 2 -3- 2, 34,5, 6, T- DU A W5 W —A- BT iE A s B 2hr B DL B B2 TS
U, VRIS AR ARR FE 25~ 35 % (1) R A W B 4 2 ~ 3 IR T /K e 28 PR R SOWR T 2% s BT i
YRR VE ARG A S o7 SR} 3 4 P, Bl 3R A R A 6T T I SR R P 2 B B B AT R
il

W R RS S UL ERERE I T IR B AR T, T3k T i 210°C LU R Bk
FK SR R AN /K IS R AT pH 8.0~9.0, BRAb4~5hr 5 it i€ ; B f5- I8 DF AR FIR & 25
~35% HI VAR BEVE 2~ 3R 5 T-55°C~60C &A1 B2 T 2T, BI450D &fifi ;

3) B D UR2) AT 430D Bl T4~ 6 f% B R AR B A L B BRI B R, 0y P R [ AL 0 €2
10~15min, HE L JE, JER T2°C~-5C A T #1455 8~10hr, SR fa i U8 BEss T4,
1330 [ B B 4G &
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— MRS ENER & B TR

RAR G
[0001] A W& T AU 2540 5 AU, B AR B — R ups 44 245 0 e e i 1) 5 10T 5
e

HEEAR
[0002] N Efifl] (Malindone) /& —FhPukgs i m B AR 259, Holm PR b DL L iR £
(Malindone Hydrochloride) FEa= ¥ H, 45 M =00  «

0003
10003] MM%%

[0004] Eauﬁa&ﬂ%n@ﬂaﬁ/\ﬁﬁzﬁ&t BRI TTIEA :US 3,491,093 AFF 7 —Fnd efififi
BRI %7 UL 2- W 3 -3-2.3E-4,5, 6, 7-TU & 15| Wk —4- i A 25 BR ik L 2 R R g N 2
JEVE SN JFR], 75 T8 7K LB BT S M40, SR Ja B 25 e 4 221 R BRI 28 FHAG SRR AE 1, R
&PJ?*M FJE-3-2,38-4,5,6, T- VU A5 Wk —4-B 9 K ANIE D), 0T 285 8RR 25 o ¥4 22 B
VA S KA P VK P SR A0 B R o o P 428 2R R S DA AR O B &5 ot S5 19 3 B P i, B R
E*Ha%ﬁﬂtﬁﬁﬁﬁﬁﬁﬁ U A 56 0% ~58.0% o 1% T VE I A IR ER 25 -

O
o) CHzCHs
CHLH; SR
y Ot [0/ N

[0006]  ZT7 VAN FI AR BRI F RN ) B JE T R NI RIS K s b) 585 B BT i &
52 (ATRER A A S B 1) JEUR} 2 FR -3 2. 3k -4, 5,6, 710 4515 o ) S8 s 25 9% i 8 5 okl i bl
P, A PN 3060 25 () H AR LA IR 78 73V th 75 W B IR 2 IR A B, HAF IR A B AR 2 i
WS AN TR AR A YRR, TR, 3 E IR E) s o) TAE A FHE 1, d) BEE ik 4h
i s e) IR ARG .

[0007] V.I.ShvedowZ: A\ (New method of synthesizing molindone and its
analogs.Pharmaceutic Chem.Jour.1972,6(9) ,587~589) 2 JTH /7 vk & LUK 2 B8 A 1
GHEAERF) , N2 B JE ik 52— F 5k -3- 2, 35-4,5,6, 7- DY &5 Wk~ 4-f T-60°C ~70°C 4%
PR R ARG BB, A B B I R 26 o SR 5 R B RV AE K AT AL B, I it i B 25 AR s I )
8 JFRE o BRI VA S K BEAL, , A5 1 B R ot DTUE BT HY o SR 5 FEREL 0V T4 3R 1R, 5 FHA 0K
BRAL— R s AT SR A1) B i, 72 3 : 250 % oM. P. 104~105°C . B & H A St 7 i fs
7 B R NAT % ~50% A S 292 % ~93 % (JH—1kidk) o« — RS il 5 4l fE97 . 0% ~
99.0% 1% T VLR & B 26N -
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0 CHOH CHCH;
[0008] N o & vogn Aam @ \ He
N Gt QR 0'CC, st N CHs
H

00091 %75 V5 M0 15312 5 I 456« 4% R L (LS B B4 50 155 25 B
AT L LI BRI PR (12 18) {2 o AEAEE BT 72 2 0 2 S R PRV J A B
FERE BRI L

(00101 [R] tk, 47 06 TS BFF G FF 42 thy— B AT 68 28 5 9 B2 3 A9 0 M B LK) 2 7
.

EZRAR

(00111 EF X DA bR v 8, O 1 e 8 1 e R ) 5 1 ¥ » AN H g Nl it K = 30 7
SRR T AR IR B SO ) N B 1R T V2 AN R BH I T VL

[0012] 1) 7EREV 7R BR AL FRIAFAE T, 2- F E-3- 2. 284, 5,6, T- DU S W —4- 1 5 25
PR Wk % 22 5% FR S T-50°C ~55°C 22 B3 1 S B 2% A T it A7 0 FF 228 I I R 2 Rl e e 6 12
Eh.

[0013]  2) 3t AR MR 2-FR -3 2. -4, 5,6, T-DU S WL il , B 204k, J5 B 3k 5 g
Efifi o

[0014]  VEASLIE T R —, AR TR S ED HH BRE NN & A BEE I pH{E N 1.5
~5. 5 E N R — ik N2.5~5.5:E L T Rz —, it — PRk N:3.5~4.5;
YERSET R — et :3.5~3.8,

[0015]  VESNSEHE T R — AR BHFTIA S IR ) 0 BR N Eh R B R sl i R, fL i v 2k
7

[0016]  VEASLHE T Rz —, AR BRI 1) i BEIA 8 B R LB sk R I I, B e
EREMAEY, R EE.

[0017]  fE AL T R —, ARPFTR SR ho-FE-3-235-4,5,6, 7- P S 05| be—4-
i SR A A EE LR N1:4.0~8.0;IEVERE1:5.0~1:7.0; V5 : 1:5.5~6.5,
[0018]  E St 7 Rz —, AR ATk 5 1) A E50°C ~55°C s N [8] 5 [0 978 il P Ui
TR MR B 1:0.2~1:0.3,

[0019]  YENSEi Rz — , AR FTIR D BRL) A e BT (8] 5 ~10h, {6 . 0~8. Oh;
fEJEH:6.0~7.0h.

[0020] YRSt /7 G2 — , AN WA BTl 20 B 2) Wi, o R Js 97 1) 2% s pHAEL A8 . 0~10. 05
kil :8.0~9.5; ] :8.5~9.0,

[0021] YRR T R — AR AR DR 2) o I /K Bk B S ANV 7K -

[0022]  YEASLIE T R —, AR FTIER J7 vkt — DA FE : 3) ¥ 5 YR 2) A £ 1 Efi i (K 2% i
15 P B AT 20 T M LA B — 2 R VR B Vs 70 vh L 4

[0023] RSt )T S —, ik A2 R 2) AT 45 nd Bl 28 £ B Bl P4 B — 0 BB 45 i K ), B A4S
e 0P T S

[0024] VR NSi T &2 — , AR ATk 7 i3 45
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0 0 oyl
A KitHERARE (\Nm
[0025] ‘ + (CHo CHs + el
ﬁﬁ\’n\&% + 0 MKl + (CHOn " o) ; )

H S0°C~ElikiRAE, 6~8hr
[0026] 1) ¥ 1E/R R B2 3 -3-243-4,5,6, 7-DU S M5 Wk —4 07 . 1. 3~1. 6B /K i
A AU R R IR R L. 3~ 1. 6 BE /R o & 43 B 1) 22 5 R I LA JZ IR LG B 1) PR RS — IR PN RO
R SR JE T I ER B A VS TR PHAELYE ] o e, KV iR 2250 ~55°C & N 5hr , B TR
Zh, B RN 1~1.5hrbd b, 3 FHTLCERHPLCVE i 5E S B 2% A B
[0027]  Jef4FCbl S 1 FHEE RN S BLER T, IR Eh IR IR AL 2= PHAE Y6 [l L SR S5 AR I 1 BE IR
JR B AR E 45 S B JFOR) - F i -3- 2. FE -4, 5,6, T-DU S0 -4 . 1. 3~1 . 6 B /R ot B4y 3
(1) ER RN MR AT 1. 3~ 1. 6 B R i = f0 4R 1) 22 5 W I 5 Tn s, /K 1+l 2250 ~55°C R B 5hr, i§
Fhi 2, Bl N 1~1. 5hrlh b, I FHTLCERHPLCYZE i 18 f B 2%
[0028]  2) R BiZEoR a2 K A2 IR 1) P45 S SR 3N PR 1 4 1 3 ~ B A A AR B ) 4l Ak,
IKH A AR R B 2- F 3 -3- 2,384, 5,6, T- DY AW Wk —A-BRUT e AT . B 2hr DA B SR R
I PE PRI FARFRIR B R25 %6 ~ 35 %6 I B VA R A T K P 28 W I SRR Y 2, i
PGV ARG A SN Sk B 5245 R, B B A5 N BT SR i 0T FH 2 e 5 A A £
[0029] ¥ LR HEBEPRIRI S FIRRER A I T RN AR F, TR R mBA 2 10°CBL R
() e 7K B R R A AN K IS P FIZEPHS . 0~9. 0 Ak 4 ~5hr J5 3 3K s JE U FIAFR M R
25% ~35 % I B VA TR eI 2~ 3IR AR J5 F55°C ~60 C 46 N B TR E T, I3 Bl ,
ARF95~97% , Hr 4l #:89.0~91.0% .
[0030]  3) 420 9R2) Fr it efi i i T4 ~ 6 £ H fE A B A O BE BT I A, Jnvd P 2R [B] I
10~ 15min, HAEHGL I JEM T-2°C ~ -5 C A A HI45 58~ 10hr ARG 1 UE P ik T
W, 45 31 0D BB 4G i o LA 2-H 3 -3- 2 554, 5,6, T-PU AW —4-BH T, 454 RS ], i
RIKT9.0~81.0% , 4 F =>99% (HPLCIE) .
[0031] Ak B 71 Bl T % 58 I 2% A5 TCL B HPLCYZ: ¥4 g A 4535k s 0L A4 I 77 92 , A 49
AR 3R] DAARHE AR BH B AR AT 7 €
[0032] P Id Z P 24 Js I8 7 2 [ AR 0 FH T e 2 4 ) -5 P e A 4] L At 1 e — 4~ il 255
B WA R BT id H A i - 4- 254k & P S E AR T

o R 0 R 0 R,
ngmﬁz Omﬂz B I:;::]q mRI
0 Ry o Ry o Ry
[0033] VN/\]i‘jl\/&Rz @m% C/N,\ﬂ}f\g"qz
N N N
H H H
O R
N A\
H

[0034]  FiR&E#ER T, Ri=-CHs.~CHoCHoCH3E5H ; Ro = —CH2CHs —~CH2CH2CH3 B H ; BER1 =R
=—CH3+—CH2CH3—CH2CH2CH3E% H)
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[0035] A BH7E I 77 R DD ON & B0 R AR A 2 R A S IR AR A 711, A Ji Ak 2— R -3
4. 5:-4,5,6, T-DU S M| W—4-HH (A) 55 5 RR Embk A1 22 58 H I 7E 50 °C ~55°C 22 A1 3 ) Ml B2 T
R AEJE I TB] A 4 A (e R Ak T 87 BT 28 o AR5 T HUE ik T B 4% s S LRI N B i
(R 7K R, A A I S 1 S ) 2— R B —3- 2, 8 -4, 5,6, 7— DU S W5 | W B — YR M L UE AT 1, HE 2 5 g
B 2 (LU FH 20 B B PN BDRG fh— I i o] R ke 4 B R 73 1|1 T 4520 ) o FLUE 4 H
A K — RBRAL S5 15 21 b 3 T A REL ot o P28 2 T 8 PR DA 1) — R (SR A5 28] o 4 B RN v e 2R
P W 3 8t

[0036] A B ORI Bt 4 J2 1 B PR 8], FE A VS I FH B R £ 1 B, DU R o WAk 1 5 4
BG UKW o B R, DR T i e Al B I 2 B iy, AR B D RSB E B SR Rk
F79.0~81.0% , 4% =99% (HPLCVZ) ; HIFBE AU AEF]

[0037] AR BH 5 ¥ BH S 50 ) % (A7) BRBR , R BERR AR 1 K R SR 25 640
PR, G A Tk 7=,

B A

[0038] DL F st fo FH Tt — 20 e iR AR B AR DIATART (1) 77 20 BR il A % BH (1) A R )
[0039] Syt fsi1

[0040] 1) 4545 [ v

[0041]  1000m1 S S A AN 715m1 HI B, FFh 4, PR R <F 1n] i 92 22 3 Ik 2R 1R
FH T ER I pHE 2£3.5~3. 8. Inke, 444 F-omin, H 2 E WAL IR G IKIKIMABY. bg
Fralio. 5mol) ) JEkl2-F F-3-2.%£-4,5,6, 7-DU S 5| Wk -4 .81 . 15g (1410 65mol) ¥ £
FRNS bk A122 . 75g (LLF T, 0. 75mol) 2 R HI ) , hnke, KB R 250°C, I 550~55C LR
TRAEFE I N 5h, BRI 20, [ S B . 25hr, BIIE [ W 2% 55 (HPLCYE i 5E) o

[0042]  2) /KHT

[0043] [ M5 TR JE , T4 T Rk I RN 2550m 1 ¥ TR 7K H o 4k SR 45 10min , 5
B ohAf R N JE R - F B -3- 2 3 -4,5,6, T- DY S5 Wk -4 7840 T HH o SR S5 1 0k, BB
FH25 % #i F B WRBE 4 34k (50+35+25m1) , P FHAEAL 7K e % 22 i AU VH 2% o B PR R 0t
B SERRA IR E#H-

[0044]  KHBIEDET50C~60°CHM T BT TR T, 153118, 21gH E M AR RIS i J5
Bl-2-H J-3-2.3-4,5,6, T-PUE 5| Wk —4-{ . 4l 5 . 96. 1% o JR R} 2-F He-3- 2, %-4,5,6,7-
Y & 5| -4 HT 4l R R : 19.75% .

[0045]  3) BEifk

[0046] ¥ ik & I BEA (5 FF B R0 RINBRAL S B A, T 36 2 28 I ivd 2
10°C LT KR ZK , NG PR pHZE8 . 75 . 4k 245 10min, B 2 pHE E AL, FT-15°C~20
CHA FMEAL4 . 5hro AR 5 B A5 L U8, I FH25 % FH R VA TR e AR DE3 IR (100+70+50m]) « 784
T EET0C~60CE&HtTNTESTIRET S E1102. 28g 1 0 Bfi FiH 5 45 & - 20 %
96.8% o4& IR MR (Hral) :89.26% (FIFR A ) b JE R & J , LA R AHE) .

[0047]  4) ¥

[0048] #4100 . 0g )" Efi FiH it A1635m1 o 7K L BEFRE A 1000m LK i, $ R T 7K i o4
ZAW, N0 . Al 1 R J5 4k 22 iR 223 , H [F1 30 10min o 82 AR I8 25 IRV A R TR E1 21
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C~-2°C, FFFrAb8hr, JERR BER G FIA B E/K L BE S IE V3 IR (75+50+35m1) , £ J5 T-50°C
~60°CkH NEZT THEET 15387, 28g (A €61 Efi i J9ki 45 & oM. P: 180.6°C~181.5C, &
7:99.63% (HPLCYE) o —IAEHIULE :90. 16 % 48 & 5 HLEULE :80.48% .

[0049]  JTTEDHT

[0050] it+%&{H: C.69.53%; H8.75%; NI10.14%. 011.58%

[0051]  Z;#frfE: C69.54.%; H8.77%;: NI10.12%. 011.56%

[0052]  sizjiifs2 (b Ak P sz f3il)

[0053] 1) J 8%« L 45 [E ik v4 8%  PHE 2R A WU 4 11T 200 L 48 39 18§ ) W 5 HH — IR 3% A\ 115kg
I, O T B8 VR YR 1 O 58 PN 2 2 T IR 3R R 5 38 IR N PHAEL IS 3] 3 . 658 457 11 35
I, 4k SR 10min, B 2 & MIPHE AR R 1k ARG — IR A [ B 28 4% A 17 9kg (100. Omol .)
2-HH-3-2,2-4,5,6,7-PU% 5| W:-4-H87,16.85kg (135.mol) h & upk F14 . 55kg
(151.5mol) ZEEHEE B, /KB THE ZE50° ~52 CHiHE S B 6hr , i THE 23 , 8171 M
1.75hr, 3f FHHPLCEE i 8 2% 5.

[0054]  2) KA KR 2% : IR 5 RS R RN BUKIE, B ARFF IR 222960 C IR 323 A Tl
S C N A50L AL K I TO0OL /K Mt H , il 5 , 4k 2R 45 1 15min, Ff B4 . Ohr, {4 s 87 1) i
Kl2-H H-3-24k-4,5,6, 7- DY S5 Wk DY i 78 53 DT s d o SR ) 2500 FRLJE  IEUF & FH25 %6 /Y
BV R 3K, T FH A K ) E phidle , B2 ISR T 2k K T IS I JE U E T-55~60°C
KT B TR T A3 303, 99%kg K A oy RAR2-H HE-3- 2 FE-4,5, 6, 7-PU S 15[ Y i [
W, VRAHAE 295 .96 % , T 4l Al it %821 .6 %

[0055]  3) Bidds « Keg b JR B 0 AP0 FE e 00 3% O 25 i N TR A PHITE 46 0 0 88 () 2501 Je B g
TR S RE N E 2 N G IS E10°C LN IR E K, N SN I PHEES . 75+
0.1, 4k& P 10min, HEPHE MIAAL % B 6hr, Jo 550 FUE . B PHE 125 % A FF I VA TG
BRI, R BT EETH5C~60CH% M4 T AT TR T A32119. 7T6kg 1 N B fiAH & . 4l
f596.6% (HPLCYE) - 46 [ S % : 88.09%

[0056]  4) il

[0057]  “¥$19.0Kg )t efi fi AH A1 25LTE /K B N 20014 il A , 41 T KW a4
W, IO, 075g & M IR J5 4k 22 HIR 22 ok , 4k 22 A1 20mi n o i HE B 23 R I8 5 T & P 8 VR s
AN200L45 g , T2 it pt Nl e &R H 7 N8R HIE1°C ~-2C, HFR1L10. Ohr,
W PR E T 50U L UE , JERR RS A TE/K S BE SR IEDE3IR (15-F10+7L) oK
MEIEDHE N L2 T, 7 T50°C ~60°C 264 T H 25 T2 1, 45 21 [ €00 nth & i F0k 45
F P 16.57kg M. P:180.6°~181.5°C, 4l :99.49% (HPLCYZE) o — K AEHIN K :90.43% .
i KSR :79.66 %

[0058] iz jit 51]:3 (SI it 9] 1 HH 114 S I 4 408 ) FEL43])

[0059] ¥ szt ] 1+ ) R M B I X oA 5 AR R L AH ) PHAEL PO R P TE /K LI, S s il S N it
FE B T0°C~ Rl B, B it DLAME HoAd fir G T 202644 5 521 58 AR ], P3R4 R R
7 SR B A A i R0 2 B — IR B A S e R A A R R

[0060] 1) [AIWie 2 1 €k AR oK S B s BE —2—- R R -3- 2, -4, 5,6, 7 DY & W] Wk — 4 - i
24.2g, 41 :95.6% Pr4li K :26.1% .

[0061]  2) Z /KA )G J5 3K 387 . 9g I ta M Bfi e Ry , S 2 :96. 1% , 45 &5 R B
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82.7%.

[0062]  3) HUHH 84 . 5g, FF MK MASI A 1 1 77v FHOC /K L BE B 45 i — IR 19 8174 1g A (4l
B RV BT 25 5 oML PL 2 180.1°C~181.6°C, & 8:99.2% , — K k5 I % :90.5%  4i &5
LRI R 74.85% .

[0063]  sEjiidsil4 (FH PR AR St s 1 1) 2 AR VA 1)

[0064]  K;80gH NS Eff ERAH i (%58 :96.76%) FA1600m]1 . PIEHFE AN 1000m A& S, FEHE ~
IR ININE A, IINO . 323 MR J5 4k S+ 22 9 , FF R €241 0mi n o J2 AR I8 25 RV
BIEA H 2 0°C~-2°C, HFRA8hr , JERR BER 5 FHV B TN B e 4 JE DF 34k (65+450+35m1) ,
B JET50°C~60°C&M T EZTTHRET 13570, 42g H 4005 Bfi fi FUkL 45 it M. P: 180.3°C ~
181.5°C, 4l :99.59% (HPLCVE) . — kS #IUL % :90.97% .

[0065] iz jif 1] (S it 5] 1 P A 2% A4 %o} HEL48)

[0066] g Szt 51 1+ A & /K B AL 2% S5 PHAE B R 9. 75, H HAh— P T & 44 FAb H# it 72
AR AL BB AHDRAR 1 . 28 . AR A I B - 82.26% , 4l iF:94.91% 4

[0067]  HUHL 93 . Og , 42 M S it 491 1 () 77 v B 45— IR, 45 3] 1 B0 2ROy A IR 1l e il 45 4
Y14 7g. A JE :97.6% . — UG HINCR Frdl) :84.11%,

[0068]  HX— k&I T4 . bg . Mk B — VRS il 5 VA TR 1l — K, 19 31 3 R B — IRk 45
fm i, P2 E66.9g. ,M.P.:180.2°C~181.8°C,4liJ¥:99.41% , IR HIER :91.64% . Jlk
% .63.4% .

[0069] St f5l6 (AN InHE AT A R JE A0 S 56 HE £31])

[0070] 1) J 8% « K- St 451 1 A P R WAk R I L5 g S AR R PR R 8 TR A ) R s 711, JH Al il e
FOAL B PR LU A 0 S R E 2 5 S A8 LA [RD 81008 S I 2% s B 114D S5 I R T 468 SIZ i 481 1 4aE
7. 5hr o AHEE ST 7R K A% -

[0071]  HW L3k e MRSV TR o, — 58 265 B S S S 191 1 25 5 B K BB S5 » KT
VI ARAR D, U, SR FHGHEE SR LR VA Rl Ab B

[0072]  2) ¥4 - K £ 55 I MLV B T oK L S IRGE 2T, 13 210241 . 5g IR 4 i v
[0073]  3) i £k R AL I « I 4 kA 28 FH TSI e 4511 6 94 P& A I 1) SR R — /K TR B VA 7 F 2 L —
WG s TR AR D, T8 FHA ST — IR SEHGH S AR FR40 % 11 35 1R /K TR AV 71 T 4
L — IR ARG A FF 2R P HGE FE FR I AN M R v, 28 PR 28 P 1 s 78 /D 8 B B v —
KBRS TERETHEIRA GH ARRE G ER-2-F HE-3-23-4,5,6, 7-PU S|k i
28.15g,41iJ%93.80% , JE Rl 2-H 3E-3-2.%-4,5,6, 7-PU S5 WEBH 21U %29 .5 % .

[0074] & FE2R MR FE B , FIVA Z K /N 0o FI 22 PHS . T0EF B 2hr Je W I8 . JE 2 FH 28 ~
30% B4 H BEPEER3IX (100+70+50m1) 7840 41 5 B T-50~60C 2644 T H 2 T8 515 2|
82.70gg . K oISy ACIR M T HR K T &5 & Al fF - 93.94 % % M aliit, B B A I MR -
75.65% (FHBR A S B f JEoR} 2 FA 3 -3~ 2,564, 5,6, T- DU & 15| e il f)

[0075] &l : HU65. Og L iR KL i A1485m1 JE /K Z B N E1000m 1K R, F /K% L4t HE
A, IINO . A5G M % 5 FHR 29, FEZ2 R 30 1 0min, R ¥4 J5 1 JERR Ik K 8R4 E1 22 1
~—1C, ERF R FE & B 8hr J5 1L I8 , JEFF 28 VA IS /K L BEWR A 31K (60+45+35ml) , FeJa T
50~60Co&MF T HZ T2 T,50.35gF E M AR Efi B UL 45 & M. P.:179.8C~
181.4°C, 4l :98.75% (HPLCVE) , &I % : 82.35% A& K il LS %2 : 62. 30,
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[0076]  SEjitfs|7 (US3,491 , 093 S jii f5i)

[0077] 1) )3/ W45 :89.5g (374688.61g.0.5mol) 2-H F-3-2,%:-4,5,6, 7-PU & 15| Mk —4-
fiid,93.9¢g (0.75mol) TEFRMLIKAI22 . 5g (0. 75mol .) Z R HEE 51 . 25LIK TE/K L EEIR & Ja Ik
2, FEEI R SIAOhr . o FRR R NI S 2R BT, 9 511243 g . [P G TR

[0078] 27 ThER AL BN IR 4R R 28 FHO75m1 . I N 2mol /L. s SR BR it PR BN — IR . B Tk
B % % IR IR FE TR A VA 7RI 50 % F135 %6 R AL 1 B R B 2K o & FE R SIR AN A M
Wi, 22 FK T b 1 5 D EA B — IR R S TR AT 32128 G ARK
SN LG JEORE -2 F 36 -3~ 2,98 -4,5,6, T- DU & 5| Wk —4-Hi28 . g . , B &:92.16 % , J Rl 2-
H2E-3-2,05-4,5,6, - DU S M| Wk 3T 26 115 % : 29.64% .

[0079] &I HIRFEERFE IR , FHA K/ AT PHS . 5~9. 0, F 1k 2hr . [ JE . SE D%
BT Imol /LA R IR , YRR D B A B 5 F A ZKAE Z WAL, JUIE A 525 T e 15
F82. 3g. I3 A 0 2y AR B EARH o, 400 - 93.57 % Frdliit, B B A NI :79.20%
[0080]  —y/oke ol : HY b 3R KH 5180.0g. FH685m1 . K 5 45 i — Ik, 153162 5g . [ 258 AR
N B — VR 25 S ML P 0 178.2°C~180.4°C, 4l J¥ :97.57% , k5 It % : 81 .46 % .

[0081] ORI« HU— VRS 1 5460 . 0g, FHA75m] . S P EEAE IR B 45 5 . 155151 .8g. A1
B bR P BT 45 oML PL 2 180.1°C ~181.3°C, 4l :99.29% , 5 HI K : 88.49% . 4 &  H il
SR 57.09% .

[0082]  sZjfify8 (Pharmaceutic Chem.Jour ) J7v5:)

[0083]  444.75g. (#74li44.3g,0.25mol.) 2-H HE-3-2 %K-4,5,6, 7-PU & 15| Wk —4-BHHE N\
F750ml . VK Z R H, THERE T /KIS I E64~67°C , 4R Jo H M 0R =1 5] S S N 15 40
JH67.13g. (0.375mol .) N-¥2 F SER bk . ke , 4k 22 1 [FE T Hi 4% e 825 . bhr . 28 J5 158 14
PN S SRR 3000m] . A K, B E2hr . JE L BE , SEUFE FE K ik EPIMEREA AL 5
HATBRET, 8216, 4g. 8 E G AR S B 1 L 46 [ -2-H 35-3- 2, 38-4,5,6, 7-1/Y
S5 W—A-JR , 46 F . 92.76 % , E AR SRR B K : 34,34 %

[0084] Ky FHYA I /K B Ak Z=PHS . 5~9.0, ¥ 1k 2hr J5 1 8 , JEDF A /K EPHIE AR
AR R T 43 532 8g . R M AR B R & o 2ERE - 92.06 % o i A [ MWL
66.53% (FHE AU A 2—FF e -3-2. %64, 5,6, T- DU & 18| Ws—4—Fil J)

[0085]  — I #4530, 0g . FH VA T-485m1. 0. 5mol /LFG 2R G i , JEFR B0 N B J5 i H
AR K FAEPHS . 5~9.0, Ff ik 2hr 51 JE , JEPHE K PE B PHEE A AT JFIE R 2 T4,
33020, 7g . R AS 1] i A 598,68 % K : 73.96 % . DAL IG Rk 2-H -3~ 2,364, 5,
6, 7- VU SRR T, S :49.20% .
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