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[0042]  ADIR 4 WA TR, INNEER AL & 1, R 5€ 4% ) W N AL B KT R
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[0047] ¥4 9- Zj il (1.8g, 10mmol) FH7K (7T0mL) AN B B35 1, B de, Mk, &
£ 80-90 “C IS} 46 ¥ I A B AR IR VR A IR (REER AR 4 -7 VR A ) 108 v, [ H X
R 2. 5=4h, JI7K A KRR, #l38, B 45 6 44 B FR B A0 DK I 1R B &5 e 43 31 3 Ad 2% -9 2/ Bl
(1.87g, 83% k),
[0048]  #% 3— fi§HE -9 ZjHi (1.87g) MEEFEEELIL 1 0 50 MBI BLEFH, I
(465mg) T, MAAEIR, NIER, TLC K RHE AL &M 25 O . Vi), b pfkR %
[ 44, ZE VAR NN R 2. B85 100mL ¥ i, A AL A4 #h7K 100mL ¥E 3 K, & IFF L
FH TR TG 1 B8 2T o R B Tk 7 45 Jf B mT 15 B 28 B KT 97 % 1) 3- 25k 9- 7))
By 25 A il 4A (1. 54g,95% ) .
[0049] % 3- & & 9- ZjlR (1.54g) 1 37% W RhIER 50mL IR A5 HI% 0 ~ 5°C, il fiiFkil
TN 35 % P AHBR BN /K AR 30mL, AR FFIRJEAE 0 ~ 5’ CZ A M 1 ~ 1.5 /Nif. SRS 18T
N 40 % B SEBNER 20mL, 58 NGk 72 RS A 3G 0, W se e S R 15min Rk uE, 98T, FE
ITHET . B E RN SR BN B0 5 — TRV TR, 34T U8 S R, 2202 #k, 78 50V F
GE H ARG, R B A, SRR BRI, IR JEAE 130V A A ONE I R] B K, B
B 200 C HE PR ZE H, Ho /KR ZM . oz, KZEH 30ml FOREREL 2 Kk, &
FENZ, WE R E 2 LERZEH, 20 B m AR — %01 3- /) -9- il R EE
FEEN 99.6%, NI 80.5% . kA 3- F —9- Zil 1. 25g.
[0050] % 615mg £F 4. 300mg S AL 7K 10m] ¥ ELER AT 40m1 /K IEA HiFF dmin, FrE . 5%
KW M 40ml 95% B, NN 1. 25g 3= R —9— Z5li, [F1y S B 8h, [ Rk #2 H HEinA
30ml W ERIR, R AHSEEE JT, VoA, HhUE, LM S B 25 0 T8 R 15 A A E AR ) 3- R
A2 0. 93g.
[0051]  (2)2— FRACACRFR N L IR G & A i 1 10mmol 85 N3 10ml ZEEH . 48
JE AN 10mmol ) = — (2- 95K ) — L. RIS 20mmo 1 PRI ), V&AW AE 13 T S b
15 /NI o A3 BN = W4 OKFRREFE LA 2R B, 28BN, 2815 BE = IR 0
J&» F B8 CBEFERUS , T8, iy 2T
[0052]  (3) 10mmol 3- FRZjIEMAE 50ml LWk FF5 10mmol TR EEEH 1. 6M O ey iR
B ARG TEFETL/NET o RIS BE AR (1) — - (2- JK ) — 0 R 3R I M, IF HLIR S 1 4
SR G LA 50m1 7KK Al s NETR A, ABRBRAA T ALAH AR B2 28 9 71, & H
[0053]  (4)20mmol ¥ 3— #Zj — — —(2— K ) — W H AL BR K M ¥ T 50mL Mk, B
£ -78°C, N 20mmol [T HEAR, N5ESE NN Leq KIVUSALES, W IN 2 R 5, IR A i HEid
WG ARG 28 IE R I UL S R A U R Y, A AN, SR T8, I8k G /£ &
TR ABIEN . N T A BIRR VISR, TR ARG IR T AE -30°C 4RI AT 1
BIAHR 3- ]2 — — - (C- R ) - WHEIF L - s,
[0054] &% mPAO & INAE N 0. 8wt %o
[0055]  (SEifsl] 2) 3, 6— FRHUAR 25 N ECAAR K85 4 Je 18 AL 771
[0056]  (1)3,6- —F|EULLI S .
[0057] % 9- Zjiild (1.8g, 10mmol) FIAKFZHEELL 1 ¢ 7 AR RLEE T, Hik, i, 24
BT 2 80-90 °C By H- 46 I BR AN AR BR VR A R (HBRANBR R 8 <2 VA ) 108 3¢, [\IVA
TR 20 /NE, INZK R N, S8, BT 75 44 R AT DK B IR 25 45 &, 1545 3,6 4
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B -9- Zjf (1.35g,50% ) .

[0058]  #% 3- fiHdk —9- Zj R (1.35g) FIZEEIZE RN 1 0 5 AR MESF, A
(2mmo 1) T, INAREI, AR, TLC il FBHE B B9 25 CLEaid . A, ik Eke %
[ 14, 78 T NN 8 2,16 100mL ¥& @, A AU A AT #E7K 100mL 3 3 K, & AL
M, FERATERELIEET. BROEAMREL ST E R4 KT 97% 1 3,6- —&
5 9- Zj ik s A E 4 (0. 958,90% ) .

[0059] 5 3,6- %k 9- 2l (950mg) F 37 %R EhMVE A GV A & 0 ~ 5°C, i FEdumn
N 35 % RS PRAN K VAW, AR FFIRJEAE 0 ~ 5 CZIA M 1 ~ 1.5 /N . SRS 22180 40 %
() S R 5 YR 0o R RS R B 3N, I e B S i HE 15min L v, pET, T B
RN R SR N B 5 — TR 0 VU O, 34T RE R L, S22 #, 15 50V F46 '8 H
Ji » $RRA M I, SRR s FE RN B, T REAE 130V 24 ORI TR) B K, B IR 200°C B
MR 75, O KR M. o 2, K2 30ml H2RAEEY 2 IR, B IFANLE,
TR 2 E R TR, &S0 A A IH—E IS 3, 6- ZH -9- iR EE &=
N 99.6%, WZIL 80.5% . FEhAN 3,6- 5 —9- Zil (700mg, 72% ) .

[0060] 4% 3. 15g &8y 1. 5g FAAK - 10m] IKERERA 20m] KR A HEFE Smin, i E . K
T, AN 20ml 95% B, M 700mg 3, 6— 9 —9— Z5E, R A 8h, [ ML FE 43tk
A 16ml R ERER, RAESE G, WA, #hu, A QBB A, TR 58 B B EE ) 3,
6— - HEULZT 523mg.

[0061]  (2) = —(2- F oK ) — W RRBR I A 006 i, [RISE it 1 A28 (2) .

[0062]  (3) 10mmol 3, 6— 2 VAMRAE 50ml 2Pk 35 10mmol 1E T ZE4H 1. 6M CeiE
R A SR HERE LN o AR INERBE R I — - (2 00K ) — W AR R R 0 (A ) R HIRA
RIS . SRJE LA 50m] ZK K g s LV A4, AR BRAN T AT HLAH FF 75 5 25 T 28057,
#H

[0063]  (4)20mmol 3,6, 325 — — —(2- AR ) - WHIEIRK ZMHEE T 50ml LR, B
B2 -78°C, W 20mmol [T AR, INSESGEIN Leq MIPYEALES, MINSE Y5, TR AW
TS5 SR JE 2 RV A9 DA SR B AR B R, A A VLA, B BN T4, 1 9B S AR
BRI T Al ¥R RS AR b, A R 8 AR -30°C 45 sm R AT
BRI 3,6- 925 — — —(2- R ) - W R M - &L

[0064] &% mPAO &M E N 5. 0wt %o

[0065]  ( sEifafhl 3) 3— ZAEHUAR A AELAR K5 48 4k 771

[0066] (1) 3— ZEEEACZ A ks

[0067] ¥ 9- Zjilli (1.8g, 10mmol) F/KIZE ELL 1 o 7 MANTBIBL A, Hiidk, ik, 24
BEF 5 80-90 C R H I INIHER AR R VR 5 1R (FHIRAIIRIR 8 :2 JRA ) 108 3¢, [Hl
TR 20 /NET IR R RONE, S8, BT 44 B R B AT DK B e 5 45 &, T8 3,6 i
B -9- Zjf (1.35g,50% ) .

[0068]  #% 3-fiHdk —9- ZjH (1.35g) FIZEEIZE RN 1 @ 5 AR MEH, A
(2mmo 1) T, INFREI, AR, TLC Rl RMEE AL B W) 25 O . A, ik Eke %
[l 44, 28 TV . TN PR B8R 100mL ¥, A AL FH AT £ 37K 100mL 38 3 ¥k, & FFA L
M, FERA TG 1 98 28T . 2R TR0 ok F 45 i RO T A3 B 26 KT 97 %6 19 3, 6- 2 ik

10
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9- Zjj ik g i 44 (0. 958, 90% )

[0069] % 3- &I 9- Zil (1. 95g) M1 37 iR ELIRIB GGV HIE 0 ~ 5°C, i mA

35 % WS FREN 7K VAT, AR FFIRJEAE O ~ 5 CZ AL 1 ~ 1.5 /NI o ARG RIS TN IRIR

058 SRR N S BRAL PR, FHE 2 = S R E 50°C BN NE . TLC BoR

RN 5EEE . A5 ON . T ERR L EA . I ZBR CBEAEEL 100mL AT AEEL 3 . S AL

Mo TERATEE, IR LT T M= LR LB bk AT 5 45 i n] 15

1t 3- ¥1 -9- Zj 44 (2. 33%,90/0)0

[0070] %% 877mg 4K .405mg Sk 7K . 20m] K EL R AT 40m1 /KA HE £ dmin, Fr'E . 5

I AN 40ml 95% 2B, N 2. 33g 3— ¥R -9- Zj i, [RIi e B2 8h, J ik 2 H -t im A

30ml W ELFR, RAHSEEE J , Vo AL, Hh9E, KW B B A G, TS 1S AR A 3- IR

B2 1. 87g, 772 85% .

[0071] 4% 3- IR Zj[EME (1.87g) VAT 50 ZFA K VUERRIE, TN 1. 1 {E&K 8K 200mg

R AL B B, FHE, SN 5) R G 4k s inf s v 2 /N R, A, i 815 2R =GR T A

R VA TR . FIEEWNIR 0°C -5°C, RGN CE IR VAR . s R EAEE RIR NN

4 /NI o TLC BRI A T4 IS IS AKIE B R M. H 25 2Tt LR O BR %

U3 R, AV AU BR800 s 2850 & TEAl. Ml R

CERAIA A B 4G i . BRI AT/ 3 8 3— 2244 (889mg, 60% ) .

[0072]  (2) [FIsEjEfsl 1 D5 (2)

[0073]  (3)10mmol 3— ZIEZ5¥ARAE 50ml Z W 35 10mmol 1E T ZEBH 1. 6M CUbEiE R

BA, AREHHETLINE . BINERERE - (2- F2K ) - R FLIR R 4, IF IR AWk

. ARG UL 50ml KK B MLV, CABR BREN T MUAH AR B2 &AL & H

[0074]  (4)20mmol 3— ZHEZj — — —(2— R ) — W HF B3R R 0 F9¥E T 50mL 2Tk, Bt

F -78°C, N 20mmol (1T FEEL, N5 /G E N Lleq RIDYEALES, M NsE e 5, ISR S HiHE

I, ARG Z& A R I DL S R B R RV AR Y, S A VLA, S0 BN T8, 1L ERE S R
TRARIEN . N T A IR R VBRI, IR ARG IR IR AE -30°C 4 Rl AT 45
BIAHRL 3— £ — = - (2- FOR ) - WH R R T - &S

[0075] & E% mPAO 2 MAEN 6. 2wt % o

[0076]  (sjifafs] 4) 3— FREAR T N BCAR BIEK 4 1 A7)

[0077] (1) 3— FHURZI WA B [t 1 205 (1) .

[0078]  (2) — -(2- K ) WHERF L AN AR 4 10mmol 44/ N E] 10ml ZEEH .

SRIGENIN 10mmol 1) 2— B 2K L. SRJG N 20mmol BR % — 4, Ve &AL R R HitEE 15 /)

o 3B M3E DOKRRBE I LU B, 285 AN, BB SN S, H

IR CBEAFRS, T, IR T

[0079]  (3) 10mmol 3- FRZjIEMAE 50ml LTk FFS 10mmol TET HEEEK 1. 6M O ey iR

G ARG TEFETL/NES o ISR BE IR ) — - (2- F R ) — W R IR I 4, FF FLIR A Fd 4

SR LA 50m1 7KK AR s SR A, CABRBREA T A AL JE7E B 2 28 305 71, % H

[0080]  (4)20mmol ) 3— 27 — — —(2— /K ) W H ELEF I =44 T 50mL ZMEP 53

£ -78°C, N 20mmol [T AL, INSESE NN leq BIVUSALER, W N B )a, IR A i FEIT

B, S8 G ZABVERIF UL SRR R, & IEA N, RN T, Mﬁﬁﬁﬁ_iaf,ﬁﬁ
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DAEBIEN N T A, BRI AL b IR AR RO BRI AE -30°C 45 bR BRI A 15 3
FHRLI 3- 92 — — — (2 R ) W R )d - & fbEk.

[0081]  (SZifafsl 5) 3, 6— —FRHUAR 25 N ECAAR KBk 4 J 1 AL 711

[0082]  (1)3, 6— —FHUXZI G R, [FISLifsl] 2 25 (1) .

[0083]  (2) — —(2- K ) - W H IR L IR 1A B, FISLiEE 4 P (2).

[0084]  (3) 10mmol 3,6— —FZjVAMELE 50ml Z Bkt 5 10mmol 1E T ZE4HM 1. 6M C4eia
IR A, SR HERE LN o NSRRI — - (2- FR ) WHEIRAR % (FA L) i HRA
MRS . SRS DA 50m1 ZK K fif S5 LV A, AR BRAM T3 HLAH I 72 B 25 R &A1,
#H

[0085]  (4)20mmo13,6— 3 2j — — —(2— F|A ) — WAL VAT 50ml 2Rk, %
HZ -78°C, W0 20mmol { TR, INSEE AN Leq BIVUSULER, N TE ), IR &M+
IR, ARG ZE A R I DL S R R R AU AR Y, A A VA, SR ERAN T8, 1ok ERE S5 R
TR ARIEN . N T AL BIRR SRR, TR ARG IR T AE -30°C 4RI AT 4
BIAERL 3,6 5 — — - (2- FOK ) - W M - SR

[0086] &l mPAO AN E N 3. 4wt %,

[0087]  (sEjfafsl 6) 3— ZAEHUAC A7 AR KBk 48 11k 771

[o088] (1) 3- ZHEHUARZ], [FIsLitts] 3 238 (1) .

[0089]  (2) — —(2- /K ) WP HEIRN GG FISLiefl] 4 f2P 3R (2) .

[0090]  (3)10mmol 3— ZJEZ5 ¥ ARAE 50ml Z M 315 10mmol 1E T JEBH 1. 6M CUbEiE
IBA SRR HRE LN . BINEEER I = - (2- K ) W R IEIR R 0, I HIR S Wi Fkd
o SRIE LA 50m] AR S SETR G4, DATR R T8 A LA FF A8 B 23 TR 28 B0 711, 2 H .
[0091]  (4)20mmol [ 3— 22 — — — (2- /R ) WHEEM K ZMHE T 50mL Mk, B
F -78°C, WM 20mmol [T AL, NSESE NN Lleq MIVUSALER, W E R )G, IR AW FEL
B ARG B EE R UL S R R R, & IFA N, S5 BRT15, oL pE b 572 52
NABIEN N T AL, KRR IE AL ST IR AR BRI AE -30°C 4 fm RP R] 15 2
FHRLI 83— 2087 — — - (2- R ) W H AR o - —&AbAK.

[0092]  (skifafs] 7) 3— SREUAR 7 N BCAR B4S 4 fE AL 7

[0093] (1) 3- SHURZI WA B [t 1 205 (1) .

[0094]  (2) = -(2- oK) WA EBAN M 1A B 4% 10mmol 448 iNE] 10ml ZEEH . 44
JE AN 10mmol (4 2- SR TAER . 4RGN 20mmol BRI 0%, VRS WILE IR FHikE 15 /i),
12BN = WA DKW B T DURBE 2 B, 2 3 AN, AMGRETE0H G, A 2
M CERARUS, TR, AT

[0095]  (3) 10mmol 3- FRZjIEMAE 50ml LTk FF5 10mmol TR HEEEK 1. 6M CLei iR
G ARETEFETL/NET o ISR R R B = — (2- /ORI 4, I HIR G Hd 4
SR 5 LA 50m1 KK A s SR A, CABRBREA T A AL JE7E B 2 28 305 71, % H

[0096]  (4)20mmol [ 3— 325 — — — (2— A ) W AL FF K MG VE T 50mL Lk, [ iR
£ -78°C, N 20mmol [T HEAL, INSESEININ leq MIVUSEALER, TN R)G, IR A FEL
B8 0E Z&BVE RIS R RERR AR, &I AN, LB T8, S e AR
NAEBIEN N T A, R R YE AL I IR AR BRI AE -30°C 45 fm BP Al 15 3
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FHRLI 3- 92 — — —(2- /R ) W AR L )h - &bk .

[0097] A% mPAO R INAEN 7. 8wt %o

[0098]  (sEjtafsl 8) 3, 6~ FHENAC 25 AE A4S 4 JE AL

[0099] (1) 3, 6— —FHURZI G R, Rl sEiatsl] 2 B3R (1) .

[0100]  (2) = —(2- HOR) W FF BRI M 2 (A A = 10mmo 1 BN N2 10ml LB
SRIGERIN 10mmol (K] 2- K . ARJG N 20mmol 41 0, VR AW AE [ T Hit#E 15 /)
o 13BN 3E DOKRRE I LU B, Z8 5 A I , 2818l S R 5, H
IR CBEARG , T, 92T

[0101]  (3) 10mmol 3, 6— —FRZjVAMELE 50ml 2kt 35 10mmol 1E T ZE4EH 1. 6M C4eiE
IR A SR BRI o BN INZEBE IR — - (2- ) - WHER R % (FE) i HRA
MRS . SR JE DA 50m1 ZK K B s LV A4 > AR BRAM T8 HLAH JF 75 B 25 TR Z& A 5,
#H

[0102]  (4)20mmol [ 3,6- 41 — — - (2- &) WHEIL K HET 50ml 28, B&
W -78°C, W0 20mmol [T R, INSEE AN Lleq BIVUSALES, W N TE ), IR G
I, ARG ZE A R I L S R R R AU AR Y, S A VA, SR BN T8, ok ERE S5 AR
TR ABIEN . N T A BIRR SRR, TR A BOL IR T AE -30°C & Rl AT 4
BIAERL 3,6 55 — — - (2- FOR ) WHEN L G - Sk

[0103] &% mPAO & IMAEN 8. 2wt % o

[0104]  (sZjifafsl] 9) 3— 2R Z) ATCAR K56 4R ik 771

[0105] (1) 3- ZEHUAZ), [FIsLiEfs 3 28R (1) .

[0106]  (2) = -(2- oK) WH R M HA K 4% 10mmol 448 iM% 10ml ZEEH . 24
JEERIN 10mmol [¥) 2- S IKE Z B . ARG N 20mmol FR IR M, VRS WIAE IR T HiHE 15 /N
R BN = W42 DOKFRREFE LA 28 5L, 28 AN, &Ml |3 R A dt 5, A
LR CBRARG , T8, i IR 2T

[0107]  (3)10mmol 3— ZIEZVEARAE 50ml Z Wk 355 10mmol 1E T JEEH(K) 1. 6M b
TRE, ARG HERETL/NE . RINEEEE R I — — (2— 8 ) — W FEBR IR — 4, I IR AWt dkid
o R JE LA 50ml AK KA BNLVR A, AR BRAA T A MU, TR B2 R &AL & H
[0108]  (4)20mmol [ 3— 2,27 — — - (2- HOR ) — W R EIN L M5V T 50ml ZFkH, B
F -78°C, AN 20mmol [T I, NS ST ANIN Leq MIVIELLES, Wt n , IR A VB FE
B, S8 G A FIEFIFF UL SR e R BUR R, & AN, SRR T8, IR o /£ B 25
TABIEN N T A, BRI b ISR AR BRI AE -30°C 45 GBI A 15 2
FHRLI 3- 23827 — — - (2- R ) WHE - M - 5.

[0109] &% mPAO R IMAZEN 9. 0wt %o

[0110] DL E Pk 9 B AR SR B, % AR B B R T7 A a8 JUR 3T T i — D 1F
UL, BT BIR AR )2, DA BT A AR B B B AR S 9] i 2 A T BRI A R B, N
TE AR R B RS A R S5 00 2 P T A AT A2 e 23 (D 95 8 et 2, 389 2, 55 70 A R ) (1) 4%
a2 .
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