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ARIE ) -2- IR IR, ¥ B AEME e AR RS W AT AR T 5 WA e SR Y, #il#53 (B) -3-(3,4- —
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A - (IR, 2R) —2- (3, 4- ZHAEL ) IR AT IR, $5 7ENERE B 2R U770 N 5 W BE AR
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2T (1) —2- 5 -1- (3, 4- A %E ) -1- SEE HESEMNI RN, #ilfF (25)-2-(3,4- —
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T4 A EBE X -2 (3, 4- RS ) BRI LG A LR e R 1 5 v

[0033]  J.Med. Chem. , 55 20 %%, 55 7 #,934-939 7T (1977), AFF T M 1- 5% -3- & -1-H
i il & 1 773 —3— I3E —1- TN v
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[0043] i) FEATTIEALFRECE D B T 15 TR R IR ORI ]

[0044] i) %75 V538G A AE B BB VE AL 2 5 dn Ak Al L 50 TP B L e R & ALY
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[0051] & 1 458X — (IR, 2S) —2- (3, 4— —HIKFE ) IRV L& I A 18 £k R 10 by K
X STt (XRD) K.
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TER R X ATt (XRD) &,

18



CN 103003231 A WO B 8/35 T

[0055] P& 5245 K o — (IR, 28) —2- (3, 4— —HARFE ) IRPNFENE (S) - Wi FEIRE IR 26 (1) Hy
TEZ R AR (DSC) ZERHAHTE .,

[0056] P& 6 S48 i o — (IR, 28) —2- (3, 4- —HARFE ) IR FERE (D) - SF R ER 2R (KRR 1E
AR X BHEfiT s (XRD)

[0057] 7SI - (IR, 29) —2- (3, 4~ R AREL ) IR G (D) - 3R R IR E
ZERAAR R (DSC) ZE R Fn I

[0058] [l 8 /&I S — (IR, 28) —2- (3, 4- —HKEE ) IR FLRLG (D) - FEMNAE R 21
TER R X S EeAiT i (XRD) &

[0059] [ 9 245X - (IR, 28) —2- (3, 4— 4K IE ) IR ILRE (D) - FEMNAE AR £ s
MEZ R AR RS (DSC) ZEaRPnHTE .,

[0060] & 10 &4 - (IR, 28) —2- (3, 4- —H AR ) A R) - () - a - 4K
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FBRER £h, LA RCE o e A B e U A2 2K SR A B S A SR B R SR AL
BT RN B R B ik PR S Tk IR U R R L T AN S TR BRI AR TR, JF HLEE
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38N, FRAIHIAEZ) 0°C 24 100°C R T SEiE2y 2 /N2 10 /NE, I HLSERE 7, 7E2Y)
35°C Y] 80°C I FEiiZy 3 /MR 2 6 /N,
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99. 9wt (2T . PR 2l B i s AR A i (HPLC) I . 40, i@ ik HPLC I 7€
A R B A T ESR AR I B S A R - (IR, 28) —2- (3, 4- 93t ) ML
PR N s R B 2R FE AT A £ 98% A2 99. 95%, BRZ) 99% £ 99. 99%.

[0202]  fE— NSty e, PR (a) Hh AT A I BRIk B BT S IE TN BE 57 A I
STEEIE TEEGRCT B B 5 e R A

[0203] 50, FTIREE VS FE B PR O SR INEE S R A (I HLSE R ) i B s 751 2
L

[0204] AL 3 — (IR, 2S) —2- (3, 4— i IRZE ) IR FE T B0 28 — R D IR ()
ALFENG [ - (IR, 28) —2- (3, 4— A RIE ) BR8N BEUE B i v A A B R, BRMTE SE Ak 3
IR O

[0295] 7 —ANSEHE 7 R, AE 4 0°C F AT AE A% )R 8] IR R E R B R
K —(IR, 29)-2-(3,4- AL ) NI IS AR R B ) op, el b, 745 10° ¢ 24
110° C MR E FEHT, DL R, 7645 20° C 24y 50° C [FIRE Nk T

[0206] A3 A AT A () “ IR E ™ S TR R B ) A B8 A0 R0 T [l v sl s TR
[0207]  7E % —szitir &, $2 it i X - (IR, 2S) —2- (3, 4- AL ) B TR JE Machs B i 1
TP IR (a) 36, 7E45 0° C 2 A0 A i 57 16 (M Gaioled B2 PR BE T FE B 1 [R] I, o
[ - (IR, 28) —2- (3, 4- W RTE ) L NGIT B B BT A AR A o 78— ANSEt T =,
E29 10° C Ry 110° CHRE THHERIZH 2D 30 708, FIE Rk, 754 20° C 24
60° C R THFEZ 10 2380240 10 /IS

[0208]  fLIE¥DIR (a) FIRTGFIEE — WM EETFIEAEL) 5° C 2 BT A8 FH w37 ) [ i
FE VRS R HEHE /D 15 230, R B, 764 20° C 22 Bt A 09500 560 Tl Aeae B (LR R
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PEREL) 20 438P 22 8 /BT

[0200] IR (b) T ER W] LA E AT H Bl LL & BTl IR AN & 18 5 0 s v A48 o
TR TR BRI A IE W FIE AR FRE . OB EA R S EE 3 T E T BT R IR
B OB TR P2 S0 R e T 60 L FR G BUT 5l I SR LT S TR T
s LR S TN EE BT 28 L RIS IR 4 BG S Pkt S/ Sk &0 IE ke IE Ot
EBRRE R CUE AR 2R R 2 DY SR e s T8 — S U I SR B TP R R
I N, N— — I AR N, N— —F 3L 2k . — DR, R EY.

[0300] DR (b) AP — W VR B V9 RS IR 1 45 5 A5 3 RO L 24T, 490 2, R 2 — VR
SRTFBOIM AR, BT e, R R I\ B — W VR BRI o IS 9] A i 24 T B

— P IEATE L Z T AT . BERI, AR 00 C & AR AR A TR VAL B (YL R s
WEZAN N, SR, 4640 10° C £ 110° C FSLiiizdsin, 3 Bk B, EHEE N E4
20° CEZ60° C FELMIZBM. 5CRARNNPERG, fE41 0° C 2 A8 A A 370 i 9] i
FE IR S B 5 22 /b 10 20 8h, Fe e 4y 10° € 245 110° C FHHZ 20 43
Bha 2y 25 /N, TR HIHIAEZ) 20° C 245 60° C IR RIS 30 23 Bh £ 8 /M,
TS 58 R TE

[0301]  ALIEHIX DR (b) H3RAF [0 58 W v 0k AT T b 38 B8O ReE s A B o o Ak 38 B3R st
A 38 JE T AR AR P 0 7 R S, 4 s T8 ok RS 40 R AR AL R SR IR AR AR T4 80°C
I TP ZE R AR D 16 8L R I EEL 40° CREAT0O° CIMIRE THHE
B30 B AR E R B R A T R (hyflo) b 38 B 22 R sl i DA SR AT &
- (IR, 28) -2 (3, 4- 5 RTE ) FRASEERLIR N B ER P UEIR o e M, K5 4008 R AL [ Bk 2 1
PEIR o TS BT R ST 40-500 H , DL SR il 60-120 H o

[0302]  ARIE“TEA FEREEFIRTR 2D 50%, Rl 2K T2 80%, SHARE Al M2 K T-47 90%,
P SRR b K T2 99%, JF HascRe b S5 B 5e4s (100%) M R 25 T ¥
[0303]  JBER (c) A ¥ FIBR 220 Wil ik FE A b 58 28 R, IR s s AE M PE AR T
AR, BRI A AT DLE A BBk AP T RN R (1 A 5B o

[0304]  FE—NSEHE 7 A, v DALAE KA R Bd s N SE 28 FralthfEZ4 30° C 24
110° C R T, SERFRIHLAEZ 40° C2Z90° CF, I Hifr i EL4 45° C 24
80° C NSLHliZEiH.

[0305] R, 7EZ) 760mmHg B AR R ), BERE A 7EZ) 400mmHg BEARAI R TR,
FRE L 7EZ) 80mmHg B FEAR IR ) T, I H R AR AEZ) 30 2244 80mmHg 1% ) FRR 23
STl

[0306] HE{EHIE (¢) TS R - (IR, 28) —2- (3, 4— R IEHE ) BRTA I8 n sk 21
IR ARYIAEL 0° C 22 BT AE IO 550 R v 2 RO S R, A A AE 2 20° C 245 110° C
T DU ERRIHAEZ) 25° C B4 80° C N, W BUEIFAE S . 78— NSy %
WL TEZ 20° CRA110° C FHRE T Z M BETR R 2 /D 10 208h, FISERE I Hi7EZ)
25° CRZ80° C MR THHEL 20 738240 10 /A,

[0307]  JPER () "AEH 7M1 55 — W50 B, (EANBR T, 7K T B SR IR I8 TR IS
ik AR MEAE T, KR A . RIEEFIE RS FIR S .

[0308]  fE— /NSl 5 WL KPR, OB IENEE R AR TEOET
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B BT SR S O TR PR LR LS TR AT R AL
MR OBE LR TPHE LR ST NER BT B P IS S IRES IR O Bs. & P & O Al
IERGRE IE Ot IEBERE R Tt AR F 2R DU R . 8B S K — S A K 53 B
TURPE . o RN, N- I B N, N- R AR R R A
[0309]  REJIHE, 55 S5k B DYSURRE . IEHE LMWK — 5 U IE B H P R
R, S IIRAY) s AR R SRR N Tk

[0310]  {EBIR (&) i Esaliil 2B A n kX - (IR, 28) -2 (3, 4- ZHAE ) HNEKIR
PN P GBI A oINS 7 2 e N2 o S o NIl 1 R 1= R E R (5 89
[0311]  HRZ:METRE: mAME B T M E B, & WO A A E1 4, SR 45 o2 TR B
T B4 it o

[0312] ] LLIE b AR 4500 Al o LN TR 7V 5 R B 45 o, W W0V LN S Rl L AR
53 B U U N RS, B A

[0313]  ARIE “Jsii)” 2 4a 1 i N B0 T I O B B PR A2 o (s A T TR 5 o
[0314]  {E—ASEfET &, M AEAK T 30° € BINELE NHekE 2 /D 10 735, Fr 5, /£ 4
0° CAEZ30° C MHFEL 30 /-8 24 20 /NEFAENZ I TR S M5 4 o

[0315]  DIR (d) iy [e] e io i dnck 9 023 Bk g T B0 B A A 1 VR S
FE—AN S 7 2, T LA ok A 5, 0 2, ek e e v - R A T ok ke e i A R
X~ (IR, 25) —2- (3, 4- AL ) HNFEZER.

[0316] -~ A% T oL 252 b nT 82 ¥ 31 n] DUIE i A ST b O 0 i 75 v, T8 b A A Ak 3
A TR SR R - (IR, 29) —2- (3, 4— R RTE ) BT SR IRE b sk 2k LA ven 40 1 1115
[0317] X AR

[0318]  X— &M RKATHT (P-XRD) :

[0319]  X— S 268y R AT 8 1B i 3 CuK a - 5 2 (40kV, 40mA) [¥) X 5 26 Ky AR A7 S A AE
BRUKER axs, DSADVANCE )™ ff X S EATHHAC RN E o 8] LU M XS SH0 Hrkedh &
=3-45° 2-0,35K =0.01579° FU4F I E I A =0. 11 5,

[0320]  ZE/mddffi A (DSO)

[0321]  DSC( ZE/nfAfiE#E) MWEd LR Z A EHGT (Diamond DSC, Perkin—EImer)
LL10° C/ /8P R s AT o EARETA 40ml /min. AF FAHE 9 brUEDIR A 2 IR
FEFIRHL . AR S N A LI B PR L T, B S il DRI 2 B AF ] pyris
PEEATEAR SREFN 537 o

[0322]  HH AR UL BHAS A TFI B 25t DL S AN R DA A 3 8 512 it 491 2 X A 23 i
a3 B PR .

ST

[0323] St 1

[0324] 4 3, 4- —H AR LM
[0325]

40



CN 103003231 A WO B 30/35 7

o

F

[0326] % AL — R SR IRAL W (7T1g,0.2111mol), 1, 8- — & 4% W [5.4.0] + —
W —7- 4% (35.37g,0.2311mol) AIFFZE (75ml) N TR T4 S NS B o F 40-45° C
TMAAR B FRE W, FEEDE 30 738, UL BRSPS I 3, 4- R
(15g, 0. 1055mo1) , FEAE [FIVHVRE R In#GZ [ NIR G4, G AR T 4E5r 6 /DI o SR 5E
B B A HIR 25-30° C, B HK (2x250m1) Peisk. 133 W) RAE R R T 7648, [F
IR FHREAE 50° C LAUR LIRS 3, 4- AR Lo

[0327]  SEJtifs] 2

[0328]  7EFFZRH & ERIEE LR LIEH

[0329]
N'Q:Nf,.é\n/a\,/

O
42

[0330] 25° C T W Al B2 &% (13g, 0. 188mol) M A B # # 1) VU W B2 4 + K & 4
(2.48g, 0. 0065mo1) ¥I7K (50ml) ¥, BE M H 2R S ERER IR £ (258, 0. 179mol) o 58
B AR E AR NN (60ml) , FFA73 2R XUHIR SV #1422 0° Co BB AE 30 47
PREB TR Y, AR BN TR IIN 2% (w/w) FRIREBR K B0, [T 4ERpR B AE 20° CLLR, B
2 pH B A 3.7 & 4.5 Z [A] (I 90ml 4331 3. 95 [ pHDo 73 B =, AR JG HZK (25ml) Hi
8% (w/w) Ik B E MK (2X50ml) FHARBEGRANUZ . H 20wt% IR KA - LG I
[RIZKPEVEIR, FF 558 fER TR — DR A1, A VUEAE 10° ¢ MR .

[0331]  SZjfafs) 3

[0332] 4% (IR, 2R) - X —2- (3, 4- —HAH ) -1- AL IR L I

[0333]

[0334] i (FESHE] 1 EP%?E%»EI’J) 3, 4= IR L TR AR TRUBUNTE TR TR I S B
B BRSNS (PR AESE) 57 (D 5249 (1g) A (S,9)-2,6- X
(4= SN2 -2- WEMROR —2- 3% ) mEnE (1g) . E50 - 55° C MIBVRRIRIW, HFEAE 8-10
/NI ERTIS TB) P DN (FESEJEAP) 2 P 3RAT D T RUHE LR LR 2R [ I OR = UL R A
50-55° C ZIal. SEMERINDZ R )G, RN YIRLIE—D4E 50-55° C RHEPE L /N, Bl 7%
H15 25-30° Co [V AN B NARL R K (100mL) , BEJSBERE 5 738l 73 85)=, IF H
(100m1) ZEHUK)Z « G I TR, #35 HIK (100m1) FIFEZK (100m1) HH) 50% ZEREF
(100m1) PEEGIFHIPERIR o FEME T 28K R R DISRARLIN (IR, 2R) - ;e -2-(3, 4- —
WAREE ) -1- MSE TR ClE (19. 5g) , ek, HEEMH T T — 2%,

[0335] sty 4
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[0336] 4% (IR, 2R) - ¢ X —2-(3, 4- —HARE ) -1- MR TR

[0337]
F : ‘M‘Ag/w

F
[0338]  #% (19.5g, fESLHEME] 3 H3RAANT ) (IR, 2R) - X —2- (3, 4- 5K EE ) -1- A
IR IR R (130m1) AN 30% IS AL BN /KB (20. 858) TNTH VR I S N 36 B .
1E 60-65° C T MAVREWIFAET R T 4ERERIN 2 /NI TR TR GE15 2 KE-S ), b
JE AN ZE (100ml) FI7K (50ml) o FHMRERIR BRI IR A LAV T pH /N T 1. 5. 7 BSA ML
2, AR (100ml) ZEHUKE . GHEAFRZIHAAK (100ml) $EE. A HLEH IR
T AR T W4 LLSRAT (IR, 2R) — el —2- (3, 4— a3t ) —1- b8 IR, Hoad it
EF AR HIE (S)- () - FEFEE I mME— Dok, AR LI (IR, 2R) - &
K —2-(3,4- ZHAEHE) -1- AT (11e) .
[0339] 'H-NMR(CDCl,, 8):1.33(1H, m),1.64(1H, m),1.82(1H, m),2.55(1H, m),
6. 82 (2H, m), 7. 03 (1H, m) , 10. 0 (1H, &) ;J5if [M-H]:196. 60,
[0340]  SCJEfH) 5
[0341]  Hi]4 3, 4- AR LK
[0342] % FF2E = LS4 (251. 31g,0.7037mol) , 1, 8— — A 2L W EF [6.4.0] +—
ik —7- 4 (117.84g,0. 7741mol) F1 H < (250m1) A T F T R M3 &P, 1E
40-45° C F IR RIFIR G, B BHE 30 20 8h. [ZPWER P BN 3, 4- s
g (50g, 0. 3518mol) , F-AE I T InHuZ R NVIREY), A 1E NG 4i%s 5 /DI, &
N SE R B RVA E1 4 25-30°  C, B FH/K (2x250m1) Phisk. HH15 2 YR AE R T 7%
T, AR ERRELE 50° C LN LIRS 3, 4- KL
[0343]  SLjitafs 6
[0344]  TEFAZKHS ERIE LR LI
[0345] 25° C F 4 WA EREN (25.82g, 0.3742mol) AN B B £ 11 VU A B8 4l 1+ 7K & )
(4. 876g,0.0127mol) [¥J7K (100ml) ¥, #E A H AR L8R R & (50g, 0. 3581mol) »
TERIS ARG, B I 28 (116ml) , FRRE A3 BRI XGRS YA H1 2 00 Co B 1E 30
SRR TR, T A3 B TR NN 2% (w/w) BB BR KIS, [ IN e R B E 20° C AR,
HE pH A2 3.7 £ 4.5 Z A I 140ml 753 3. 99 1 pHD. 7382, 2R )5 /K (50m1)
FT 8% (w/w) FIBRER SN K IR (2X 100ml) AHZEPERAHLZE . F 20wt% HIBEIR /K ¥ i Al
G IR SRR, I 555 . ZANEERE T RS E P H TH AL
[0346]  SCjfe] 7
[0347] 4 (IR, 2R)— = —2-(3, 4- - AE ) —1- RN P L 4 fg
[0348]  F (FESZHEM] 5 HERIFID 3, 4- 02K Ml T 2 BN IR 72 A5 1 s 1 2he
B EEEHRE T IMAZR CFRERNER) £ (1D Z524% (2.58) 1 (S,9)-2,6- R
(4- SN 5L —2— WEmenpk —2- %) mibig (2.5g) o 7E 50 -55° C T M#AFS B, ¥E 17E
8-10 /NI (YIS H) Py BN (FESE A9 6 Hh 3RAF 1)) TR L CWE ) FF 2R R PR EFIRL
FELE 50-55° C BLFo S8 INJGE, RIVYIEIE 50-55° C N iE—4itE 10 /i, bl f5 74
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HIA 25-30° Co [MAEI R NPEFIAIK (200ml) , EHFE 5 8. 8=, FHF
2% (200ml1) ZHUKE . GIFMA PR, b5 HZK (300ml) , 767K (300m1) HH 50% £ F¥#s
W (300ml) AHARPEG: . FEWE T 28k P22 LIRS A (IR, 2R) - e o —2- (3, 4- —H&
1) -1- B IR CEE (50g) , PR, HERZ A T — P&,

[0349]  SCjfifs] 8

[0350] il (IR, 2R)— X —2- (3, 4— 54 ) —1- AT IR

[0351] % (40g, 7ESLHERH] 7 A ) (IR, 2R) - Je X —2-(3, 4- Z 2R3 ) —1- RS F
& IR FPEE (267ml) FEAN 30% HIE AL BRI (42. T7g) TANTH R R VB D o 78
60-65° C T INFREY TSR T UEHRR 2 /DI o R N IR RIRKREY), BEfE A/
25 (200m1) FA7K (100m1) o FHIKERRIRAIZIR AW LAY pH /DT 1. 5. 2 EHHZ, FFH
28 (200ml) ZEHUKE . A IFMAFZRZEFFHIK (200ml) ¥Evk. AALEHWR R T30
IR N IRYA . WA R RS AEAE S INEE (200m1) H, B A (S)-(-)—a - FEFRE
ffz (10.5g) « 13 BIFEREHFEE A, B uE. 7R N TRzt T BiF
7E7K (100m1) A, Fifi fm 8k n AR ER IR EZ AL LAY pH &2 2 IR . AT AP S (100m1) ZEHUIS 2
HI R PV, B35 FHZK (100m1) B3 R <2 o A K 2 F AR R AN T 15 4R S5 (R Dl T R 48, )75
gy (IR, 2R) - 3k —2- (3, 4- W AE ) -1- M F IR (10g) »

[0352] 'H-NMR(CDCl,, 6):1.33(1H, m),1.65(1H, m),1.83(1H, m),2.56(1H, m),
6.83(2H,m) , 7. 04 (1H, m) ;[R]*)= - 257.6° (cl1, CHCI,) »

[0353]  SEjifsl 9

[0354] ]2 S 2 - (IR, 2S) —2- (3, 4- 5 KHL ) M NFEN%

[0355] ¥4 (IR, 2R) - Jxa{ —2-(3, 4- 9 R3E ) - 1- BRAFEF IR (5g,0. 0252mo 1 , 7 SL i)
4 8% 8 AR ) M ZEELBEIEEL B ALY (7. 64g,0. 27Tmol) ¥EMEAE T ZE (50ml) , [Ai%%
WA =% (5. 1g, 0. 0505mo1) , A /LM IH (125° O FHiHE 1 /dfe R T
Wi [ NAR G Y LASRAT R B S % IR RS VI IRAE 1, 4- Ikt (44ml) ,
WS IAZK (22m1) R ERER (22ml) , SRS FEMG INFA (B50° O TFHiH: 2 /hite BlJS, %
MRS IAIK Goml), HFHFZE (2x50ml) PR izIREW. H 30% A B AL B KIS
EVKAH FHERRKZR pH Y2 10-11, 28 H T 25 (2x50m1) 2KHL. AR 357K
(50m1) ¥EFANLZ, HIC/KDRRRE T4, AR5 108 7EJUE IR 4a 8 L3R4S 2. 5g 4l )z
K (IR, 28) —2- (3, 4- R AKE ) MINTENG, HoR ke m (i o

[0356] 'H-NMR(CDCl,, 6):0.88(1H,m),1.05(1H, m),1.70(2H, bs), 1. 83 (1H, m),
2.49 (11, m),6.72(2H, m) ,6. 97 (1H, m) ;#1 [R]*°)=-91.6° (cl, CHCl,) .

[0357]  SEjfs) 10

[0358]  #ill#& o — (IR, 2R) —2- (3, 4— 5 AR ) -N- FRIE A A bt Bt i

[0359]
F . NH
:I:]“ OH

O
F
[0360]  HF (IR, 2R) - 3\ —2- (3, 4- AT ) -1- A HE TR (2, 0. 0101mo1) FTPY Mk

g (16ml) KIVREWAHIE 0-5° C, EEMAN=2M (1.083g,0. 10Tmol) o M5B HITEESY
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22 I NG IR S T IR (1. 448g, 0. 106ml) [KIVU SR (4ml) YV, [FIINHE 5 AR
0-5° C, EWPE 1 /NN o FZIREW N 50% [ FE N KSR, BTl 22 3L i K v v i it
M= (20m1) HhAT 50% (1) KR FE M Eh IR £h (9. 05g) , Bl S 7E 5-10° € R HiHk 20 434%h
Sl s . BE, W RNREW R IAK (oml) , 3 28 28 (50ml F1 20ml) ZEEUZIRS
Yo AHZEHWRIEK (20ml) BE¥, FJGKIRBRE T8, ARG ik . 7EmUE k46 8 LA
45 2. 14g B - (IR, 2R) —2— (3, 4— —JRAHE ) -N- FRILER A bt LM
[0361] Jiide [M-H]:212.0
[0362]  SEjifsl] 11
[0363]  fill&& X — (IR, 2R) -N-( ZWEAEEE ) —2- (3, 4- AL ) M AL e
[0364]

0

F \“‘M NH~ JK
1
F

[0365] ¥k — (IR, 2R) —2- (3, 4- A% ) -N- BRI L FlERZ (2. 1g, 0. 00985mol)
FIPYE e (1oml) VRG-S NERE (1. 043g, 0. 0132mol) R A, 8 & 1Z H I A\ LR I
(1. 066g, 0. 0104mol) , [N 4ERFE AL AEZ) 25-30°  C, SR 5 AEAH A IR B T HiH: 20 7389 58
BN TN IR LTg (50m1) AN £hER (10ml) , bl f5 54T )23 5. H 4R 4B (50m1)
FHUKZE . HMAERK (10ml) HRBRE WK (10ml) PERANLE, B H LK RN T
B, NG I8 (R T IR AADEE LASRAT 2¢ 1 [l — (IR, 2R) -N-( LB ) -2-(3,4- —
AT ) IR R .

[0366] JiiE [M-H]:254.1

[0367]  SEjfsl] 12

[0368] il &3 — (IR, 28) -2- (3, 4- G ) N ENL

[0369]  H#fJe i — (IR, 2R) -N-( ZWR4EEE ) -2 (3, 4- R ZR3E ) IR Be FEIZ (1. 8g) FIPY
ZKmE (21ml) WRAWINAZE 40-45° C,#HE MAK (1. 91ml) o K [ NAEHE R =
% 50-55° C,EHEMA 1, 8- “EILWIR [5. 4. 0] bkt -7- 45 (DBU) (1. 43g) . #1533
(FVR -GN IR TR 4ERR 5 /Mo e NG, 3 I VA EI 22 25-30° C, B
IS8 5 G (50ml) FIHA E AL (20ml) o 43 BS99 212, bl fa TR IR S4B
F (20ml) , 7K (20ml) YEFANIZE . BRIKANZE KM R T8, ARt ig. 7fEmk
TWRAGIETR LIRS 1. 4g R - (IR, 2S) —2- (3, 4- AR ) AR,

[0370]  SEjEfH] 13

[0371] 4% o — (IR, 2S) —2— (3, 4— R ZRFE ) FRINFE LI A TR h

[0372]  # 25-30° C F¥ ek - (IR, 28)-2-(3, 4- " HKKL ) MMARENE (20) WA LB
(5ml) H, B 7E 20-25° C LRI LA 1R (1. 78g) I LEE (25ml) H - 7E 20-25° C
N RE R 30 4. Ik PR DTIE Y, T I (Bml) PRk, ARG TR, L3R
73 2.9¢ (o — (1R, 2S) -2 (3, 4- ZHAKIE ) RIS IGH A TR L

[0373]  SEjsfs] 14

[0374] il X — (IR, 28) —2- (3, 4- ZHARIE ) FRAIENZ — - X 2K B A TR £k
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[0375]  #F 25-30° C F¥ ek - (IR, 28) -2-(3, 4- " H KK ) MMAFRENE (20) WEfAAr LB
(5ml) W, BEAE 25-30° C PRI - X REE -L- W AR (4.5) KILEE (25ml) %
o {E25-30° C FHFHZKWE 1 /AT, i g DIRE ™= 5, H OB (5ml) PRk, 4R
Ja T4, LL3EAS 5. 5g it — (IR, 2S) —2- (3, 4— IR ZRFE ) FRTAFEME — — X FF A BE A1 1R
th

[0376] St 15

[0377] 4% ;o - (IR, 2S) —2- (3, 4- AL ) AL (S) - FiFEIRER h

[0378] 7 25-30° C F#/ 2 - (IR, 28) -2-(3, 4- —JRZ<3E ) FRPIENE (0. 88g) WRAE L
B (3ml) 1, BEJSAE 25-30° C NZEIB A (S)-(+) - BiZEIRER (0. 95¢) M LEE (Tml) ¥
7E 25-30° C FHHZIEM 30 r%h. ik pEICER U 7= i, AR5 T, LL3RAR 0. 5g 1
A - (IR, 28) —2- (3, 4 5 RHEE ) HRAEENE (S) - MiFETRIR £

[0379]  sEjfs] 16

[0380]  #il#% ok — (IR, 25) -2~ (3, 4— a3k ) M AN (D) - FERR

[0381]  # 25-30° C N¥ ek - (IR, 28)-2-(3, 4- " H KK ) MMARENE (20) WA LB
(5ml) 1, BAETE 25-30° C FEEIEIMA D)-(H) - FRER (1.58g) MLEE (15ml) ¥l 7E
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