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Lo —Fh B TR e SE Wb ST AR B 1 1 2% T v, A RR I ™ D3 -
(i) Btk R - FH B B A0 75 3 TR e SR TR 25 1R R IO B2 AR il R S AR 5 S A
IR e, H e M (2) Fros .
O.

: (2)
x (2) 1, X Ny —CH,CH,~ B —CH,CH,CH,—, R N H BUAS A
(i1) 456 R TR NGRS AT ER AT ER CREEBUONE
H &R RO IRERTE R AR AL R ST IR R A B B BT E I o L B Y
IRE AT B GRS B IR ER , Bt (3) P -

(3)

HorH, 7 34 H COCH,« B COCFs;s

(i11) Frid a . B BURA FR LT H b b Mk 75 L U IR B 42 T 45 A3 2D 224y B A
Fo BT b A R T L A IR R A 5

(iv) IKAER L G222l B YR I T i J5e S Tk 77 26 TR 440 B TG 7 0 12k 25 2 T /K A 45 21
Herralifgat (1) 1 B RURFLT B e L mF

St

O LOH |
X (1)

Hor, 2098 () T BIBCOA = ZREintne s 3R (1) A R AL 7 = F ALl 2
Tk 2 S =B L s AP BR (Lv) vh i B9 kIR S8 AL A B L A AL B

2. RIEAURNESR 1 Frik (i 407, HAFEAT AL () B, KR FEF NI Sk
IR G AR, 2 ROk ARREK 1, 4- EINER,

3. MR RURI R 1 Bk (8] & 51, HAREAE T AP (1) P, N HEFIATE
NI == N St W0 s WL

4. IR ER 1 R ] &5 %, R T AEB ] (i) t, o, B BLEAIEE
HE T T e SR Tk 5 TR 0 TR G (VR EE 45 o FH S R D IE CUbE s A Tl S IR Ut 2Tk &
e, LR LBs. CBEB P IS .

5. MR BURIER 1 Bk (81 & 518, HAESEAET AED ] Gv) 1, BTN &
Y OB CBEEAG  FPEE  Z DU AR L 1, 4- SN EUK.
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AR G
[0001] AR BII R ATHLE e S 2 v T AR AU, HARSS e — Al B AU PR L 75 38 be A R 11
SIARIEFE VLR 2T

BEREA

[0002] 7 & (Artemisinin) ;& FHEH 254 T/EE T 20 42 70 4F AR WAL S L dEHE
ME A E B R AR BN A AIUERAY, RN ZEERIUEAY KR £ EI
HEEREM, 2REARZE LA S ILFREMERRE, 2HANKZR
EAE SR 25 K FER I EH. FER LT HTE MBI AL NEE, KiTEMA
— & H & & (Dihydroartemisinin). & F Bk (Artemether) A1 & 38 5 (Artesunate)
S, XA R A RIFMPUERE S, 2 Bl 2 H THRITIEREMNE LAY —
(Sciencel985, 228, 1049-1055 ;Med. Res. Rev. 1987, 7, 29-52)

[0003]  MTA R R, F e R LM CATEY R B A 3 B NIUeiEhss, ic B G
iR PO I H L P S S AR R SR AR TR . B RN S R AT A, JLF B LA
AFERNEEZ, £ Cofr EGIAAFRRBACEE T & — RIS R E R R ATEY
FEREATAH R AP PRI, %07 191 R © H 28 B 2910 RH SIUs A Ao 34 R

[0004]  FETHE M — RINFERATEMRS R, # W R3] Cofor SEARIE B 1 ] 75
B AU ETH S b IR & — R YT & RATEW R EE AR, B ARS8
AFE R ENEATER LRI NEATER -RLRED EREL T BEES —EAeE5mR
IKAEEA R a BURT B AU T 8 b BRI VR & 1) (2957 244, 1981, 16:429-439 ;. Med.
Chem. 2012, 55, 1117-1126) , iZ%& BT IEM SIAREREIEZ, RN =P B AR 3T e
Tk = i B A vy 5 DRI G AR MBS I AR IE AT 71248 31 B AR LT e SR R ) R vk
IR LG ] 5, AR BRAR AL T — P R SR ERR R A R B AR T S BT R T

XARR

[0005] AR B AR T HO0L T sty B 254 BT 8 b BRI SO AR e PEVE ] £ TT V5
[0006]  AKEHEE—Tiiit Al B AUFRELT B e R MR A ST AR B PR & TR, A
[0007] (i) BEAb SR « ] B A S AN 55 B MR L S AL T PR 25 1R 1 S R2 AR e 2k B 57
FEPE IR, an  EK (2) PR

[0008]
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R | | R ¥ 8
[0009] X Ay —CH,CH,~+ (IJHZ(!;HCHg CHECHCHCH, (I:HQCHgéHCHZCHg tI:r'~z-2,c‘-"3-HCHZ(':HC‘H2

| | I | I i I I
H,CHC=CHCH, | H,CHyCHC=CHCH,CH, | HpCHoCOECCH,CH, 5y CHaCHCH,CHaCHCH, L

R’ 34 H.NO, F\ C1+ Br I CFy CNy OCH, COOME 5% NHCOCH,;
[0010]  (ii) 4& B PR BT G IR 5 A TE & &= AT & R CIREREL
MEAT & ZE =R ORI AL T ARG B AR B B RO R E M a

B R A IR I T B e S M 5 FE TR A RIS, e b2 (3) B
[0011]

(3
[o012]  H:rr, Z 24 H. COCH,. B, COCF,;
[0013]  (iii) frik a . B BUREGHFHET b ARk 75 2L TG IR ER 42 HE 45 i 19 2D 4 1)
B AR HLTH e ARk 5 B AR IR ER )
[0014]  Civ) ZKMRIM. DGERAERT B AR B TH 15 be AL k05 5 TR Joi PR IR AE Ml 12k 2% 14F R 7K i

RFREPEAAR D 1 B RFRILH E ek Rk
[0015]

CURE

O\X,OH
(1)

[0016]  FEPLLLSKHE B Tk, AL ER Ci) h, J7 Z IR U 1 “ 97 27 FoR AR AL BORAR
R, HAE I Oy B ORFE I FL 25 4 xCrh i R— 375 55 22 P 043 e S0 2R R 48 —NO,. . —COOR ™
~C1.—F.-Br.—=I.-CF;.=CN. —0R”. —R”, -NHCOCH, B f {3 B8 B AR Bl 2 BRAR, Hivpr, R” RN IR
T/NT 5 B EREBGZ RS s BT IR B B IR S0 U AL S AL BRI B, T R
=L L REBREE 5 HLs R A R DA DU SR S SRR BE 1, 2- R A L BRER
1, 4= N
[0017]  FEPLLESKHE B T ik, AL G TR R PRI =R A 2B 54 %
TR DY A B« =3B IR PR B = R IR 5 L S I P VA 7 D D S g 50—
ikt 1, 2- “R e BLLEE
[0018]  FEARIGSEMER v, AR R (111D o, o B ARG KR & b 5Ll o5 2L 0 )
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PR G () KEL 7™ 4 T &5 s VA R O IE e A vk 3R e AT R e AR LB LB W BR
B,

[0019]  FEHLIESEiEW] Jrikh, 7E 20 R Giv) W, Bl S E AL BN TR R B Bk IR BN A A AL
PR AR B IR . s HOP VA O P e SR SRR L LBE . VU SRR
1, 4= 25N K

[0020] AR S —TJ7IHIAE T —Fh B AR B TE T T SR R I ST AR T BRI ] A5 T, B
[0021] (i) BRAL RN « B Ak G W00 52 20 TR 0 9 S PE R 1k 2 1 1 IO AR ol e 2 A

FEIRIRES, 0T SN (2) o
[0022]

@
\ R | R R R
[0023] X A —CH,CH,~. (IJHZCHCHQ (l')HgCHQCHchg ?HZC-HQ,CHCchHQ ClngCHGHZCHGHz

X

| l | I | I I |
R’ 24 H.NO,. F. Cl. Br. I. CF,. CN. OCH,~ COOME B¥, NHCOCH,,
[0024] (i) 5 B« Fr e fa 2 UGS L I e 5O AT 6 & AT 5 &R L IRBA K
AT &= = LR EE T R YE AT AT SLA R PR A R B BN EE I o

B ARG I T B e BB 07 2L A IR IR, W e M (3) P o
[0025]

«  ErHEn

0" "OH o

R g

(3)
[0026] i, Z 4 H. COCH,BY, COCF
[0027]  (iii) KRN :a . B BVRA HIIRFE T & e L Tk 75 2 TR I IR R 7 Ml 1 25 1 1 7K
AR a | B BUERRILTEE LR AL
[0028]  (iv) a . B MUERRILHEE LTI B4 RA R4 (D 1 B MEREFER
R

i (& 15 AR
[0020] &1 (A FI(B) N B MUFRILTE & 25 Mk 1- RIE TG R ERAZ IR E I s
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[0030] 2K a. B BULFFEE LHERE 1- KL G IRES HPLC K 5 &
[0031] &3 (A) fI(B) A B BURITEE 2 AT AL IRETE SRk .

BiExa N
[0032] AL B AUFRILTE E BT IERE (1) AISTARTFEIERI & I A TRA AT .
[0033]

()
[0034] (i) EYCNEAL N ] ZEEAL &R0 55 3 TR G B SAER PR S5 0F T o W A il #5 J

BT R UM IR IS, 40 B Bk (2) Fross
[0035]

(2)
\ Ry ] B
[0036] b, Xy —CH,CH,— ._CIJHQCHCHZ; (]'JHngHgCHQCHg (IB_HECHZCHCHZCHQ

.

KR -
CH,CHCH2CHCH | | § o I |

| H,CHC=CHCH, _  H;CH,CHC=CHCH,CH, H,CH,CCECCH,CH, g

CH3éHCH2CH2éHCH3’ :/H\:EP R’ j‘j H\ NOZ\ F\ Cl ~ BI\ I\ CF3\ CN\ OCH3\ COOME\ ﬁ NHCOCHgo

[0037] s SEFIT FH 5 22 TR M B S P 11 5 2 7 3R s R SR BB R, LA 5 2 R B R B
H AR TP ) R- FRon 75 ZL TR & H 2R 4 -NO, . —COOR”,—C1.-F.-Br.—1.—CF;.—CN,—-OR”
+ —R”, ~NHCOCH, HUAC AL B AR B 2 BUAR, Hop, R RN/ T 5 I BB R e
[0038] 5z N JIT FH B A0 55 AL AS R T B R BN 0k TR 4 e P 5 SR B8 A s SR B8 A B B TR
BLORRG. OE = ORG

[0039] WAL AT A0 I SLA At T IEAT , A ade thy, s R Hh O B TR s e . — B AL A D ANk
A RIEEREEN 1:2.5 ~ 10:1 ~ 5, RBREN -10°C~ 50°C, H A F ¥ 71 8 Y &R IR
S SE R 2- ZE Ok OB 1, 4- ZE N

[0040]  (ii)SRJEIHATHRA AL BN B I B B 3R S U 5 2L T IR B ER AL
ER@NEATERCRE AT E R =R CREDER MBI EL AR B =)
HESH o B IRAGHIRETE & B AR S HEEIRES, (MR (3) FoR,

[0041]
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i

e

(3)
[0042]  H.d1, Z ¥y H. COCH,. BY COCF;,
[0043] P& PEARE AL EFEEA R T = /AL L TEL 54 0 R ER L VU &AL 2 — B
TR FR R B = 3R R T R
[0044] NHFHNAFTER GENEATER LR NEATE R =R LRED . RIS
TR A TR R AN ER PR AL R = 2 0 I BE AR LA 1:0.5 ~ 5:0. 01 ~ 1, JR B JE N —20°C ~
50°C, AT VAR N YA RRIE &0 &R .1, 2- & ke LRk,
[0045] o . B IEEWH B BEYHEE S 90% UL E,
[oo46]  (iii) HLM KR o, B ANRGHRET S b AL mE 0T 5 A IR Ba AL ™ M) 45
mfFEDEF AL B AR T B b AR S AL UG IR ER . FAg kb, ML M 7E =R T BT A N
IR, g6, 8, 1R AR BT R BT T b LR 5 B A R IR, b, AH RLE SRR
AR TIECGE . A MBI O OBk SR b AR O BR O BB .
[0047]  Civ) ZKMRIM SR P B AL TS 8 fn B Tk 7 ik TR s IR s AE Bl ME 2% A B AK A5
B B BRI ETH S GRERE, 1 B (4) PR -
[0048]

(4)
[0040]  Jrft, “Bil” AFHAHAPR T B RN ik PR 0 S AN LR VBRI B . IO
B RS FLTE W b ALK T HE AR IR IR S BE R EE o 101 ~ 10, [IRBLIEE N 0°C~ 60°C, P
SR AR QB B &5 P QB VUSRI 1, 4- R K.
[0050]  Y34b, BARA R BHSEREHI A o « B AUBA YIS E 45 5 A KRN T 22,
B m] DURH S /K 5 P o 45 i A9 B A P2 I i 2%, o] DA A 5 R0 1 2 26 h A )
SR K T 2 A 45 i T2
[0051] A B IEE DA SEA it — 22 B R, AHL IR AS BRI AR 2 BH ()98 [
[0052]  SEf— :
[0053] (i) e fiFEaR -
[0054]
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O

. ; _ AR N Et:N
HO~on + CI 3
THF

[0055] S MNAEAE :500mL s R AR NN 20 % (200mmo 1), THF (PUERIE) (200mL) Fl
= % (60mmo ), PKAK I T B 1 AN NI, A i i 2R TR A I S (50mmo 1) g /Y S Pk R
CLOOML )AL, 7 1IN 58 M2 S5 RS2 P 10 AS/NE, SR S5 I 28 BR Va7, AR PN 50mL 2, R
ZRAT 200mL 7K, BEFEBIS)E 43 )2, LR CERREBUKAE, A A HUH I A FE K AR BR 85 T 1,
P 2% BR VA AR, BB T T — P .

[0056]  (ii) M TR -

[0057]

o8 O/\\/OH

[0058]  MiEEME XUATHHE & (40mmol) AT (i) Frg I NYET 200mL & A5+, TIK
K RHEHE 20 2 8h 5, S8 I = FALHH Z.BE2 A9 0. bmL, 058 B 5 T 210 N 4k s i -
10 AN/INEF, SR 5NN 100mL AR R EH VA TR V4 KR L, 5 B 93 /2 Ja 0 B A LA, A ATLAE A
IKTR RN T4, WE Z5BRVE R, 13 a o B IRARIET HE LR |- RERGIRE, 1 B &5
a PRIIEH R 92.6:7. 4, WIHIE 2.

[0059]  CiiiyKBREGiiPTE o B IBARETEE R - ARFAHRETZETET
50mL 1E kT /bmL S e, §EE 45 i UE, 15 0 R 15, 04g, B AT E = 99. 9%,
LR 82%, AZ R IR AV S i WLFH I 1

[0060] 'H-NMR (400MHz, CDC1,) :7. 71 (1H, d, J=16Hz), 7. 53 (2H, m), 7. 40 (3H, m) , 6. 46 (1H,
d, J=16Hz), 5. 48 (1H, s), 4. 87 (1H, d, J=3. 6Hz), 4. 45 (1H, m), 4. 34 (1H, m), 4. 13 (1H, m), 3. 72
(1H,m), 2. 64 (1H, m), 2. 36 (1H, m), 2. 03 (1H, m), 1. 78 (3H,m), 1. 58 (1H, m), 1. 45 (3H, s), 1. 42
(2H, m), 1. 25 (2H, m), 0. 93 (3H, d, J=7. 2Hz), 0. 89 (1H, m), 0. 85 (3H, d, J=6. OHz) .

[0061]  “C-NMR (100MHz, CDC1,):12.93, 20. 23, 24. 42, 24. 65, 26. 18, 30. 84, 34. 60, 36. 43,
37.51, 44. 42, 52. 45, 63. 49, 65. 84, 81. 10, 87. 91, 102. 00, 104. 09. 117. 90, 128. 08, 128. 89,
130. 37, 134. 35, 144. 97, 166. 67+

[0062]  (iv) KM TFER :
[0063]
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BV 50mL FEHERE 12 AN/, S8 5 5 B 4 B A AL, A B TE KB B A T 8, 8 78
BAETS B HBRIEEE ZBES &= 99. 9%, LUEBIRER XA FE R, RS ERIGEN
78. 2%, B RIFRILTE E L BE I REIL IR A TS R et WL 3.
[0065]  'H-NMR (400MHz, CDC1,) : & 0. 93 (3H, d, J=8. 8Hz), 0. 97 (3H, d, J=5. 6Hz), 0. 97 (1H, m
), 1.33(2H, m), 1. 43 (3H, s), 1. 49 (2H, m), 1. 63 (1H, m), 1. 77 (2H, m), 1. 82 (1H, m), 2. 06 (1H, m
), 2. 19(1H, s), 2. 38 (1H, m), 2. 67 (1H, m), 3. 66 (1H, m), 3. 75 (2H, m), 3. 88 (1H, s), 4. 85 (1H, d
, J=3.6Hz), 5. 45 (1H, s)
[0066] "“C-NMR (100MHz, CDC1,):13. 05, 20. 32, 24. 59, 24. 66, 26. 11, 30. 89, 34. 56, 36. 37,
37. 45, 44. 33, 52. 49, 62. 35, 70. 68, 81. 02, 87. 98, 102. 58, 104. 20,
[0067]  SEfs] — -
[oo68] (i) kM rFEal -
[0069]

O @]

e AL EtsN . s M
|llii“., ey SN Illi!K/§§?xu\O/w\\//~w3H
] ether

[0070] S NHEAE :500mL [ SRR F NN TR —B¥ (200mmol ), ether (Z.k) (200mL)FI =2,
fi (60mmo 1), UK /K S HEHE AN, 225 0 1 - RS (50mmol) [ 2.7 (100mL)
VTR, TN SE KR Ja 4k SR FE 10 AS/INBT, S8 J5 08 s Z8 BRVE AR, AR N 50mL — &0 fe i
200mL 7K, $EFEI S G )2, SR SRR RUKAE, & A AU I FH TC K IR BRBE T8, Dk 25 B
FERSHCIRYY, AT T —H =M.

[0071]  (ii) RMTFER -

[0072]
- i CFAC00H
+ llllfﬁ%t”ﬂ‘O’“\/’\oH .

[0073]  MEEAE AT E & LBRER (40mmo 1) MR (i) Frif I M7 T 200mL & F
Ferh, T R 20 045, 218 I =3 L1 0. 5mL, F N 5c B Ja T =5 N 4R et H: 10
AN SRIFIRAN 100mL YRR IR S AN R KOS, 6 .0 = i 7 B A AU A AL B
IKBRIR BN T, 8 2R BRIA ), 153 a o B IR G FREETT S A AERE 1- FREL M IR R, 1 B 165

9
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a PRETEEBI 94. 1:5. 9,

[0074]  (iii) FRIEFTS o B IRAAET 50mL Al /oml 28 ZBREWH, #8, 45
g, pris A G Ey B4R 17. 19g, B AR = 99. 9%, I3 90. 9%.

[0075]  'H-NMR (400MHz, CDC1,) :7. 70 (1H, d, J=16Hz), 7. 68 (2H, m), 7. 55 (3H, m), 6. 46 (1H,
d, J=16Hz), 5. 42 (1H, s), 4. 81 (1H, d, J=3. 2Hz), 4. 25 (2H, m), 3. 91 (1H, m), 3. 44 (1H, m), 2. 65
(1H,m), 2. 37 (1H, m), 2. 05 (1H, m), 1. 89 (1H, m), L. 78 (3H, m), 1. 69 (2H, m), 1. 65 (1H, m), 1. 45
(3H,s), 1. 34 (1H, m), 1. 25 (1H,m), 0. 94 (1H, m), 0. 95 (3H, d, J=7. 2Hz), 0. 94 (1H, m), 0. 93 (3H
,d, J=7. 6Hz)

[0076]  "C-NMR (100MHz, CDC1;):12. 91, 20. 23, 24. 40, 24. 69, 26. 17, 29. 3830. 86, 34. 60, 3
6. 47, 37. 51, 44. 46, 52. 45, 63. 51, 65. 84, 81. 11, 87. 93, 101. 87, 104. 01. 117. 90, 128. 08, 12
8. 89, 130. 36, 134. 31, 144. 95, 166. 61

[0077]  Civ) MR .
[0078]

[0079]  MHRAE AR (i) PrfR BB EMA R 100mL 2088 L ERVER IS IN 20% HIHRER
BNIEV H0mL FEARFE 12 AN/INIF, SR 5 B 9 B A MU, A AR T KB BRAN T4, I8k 28 i
FE1E B BRI IEHFE AR, &&= 99. 9%, LU FRINEA T & SREG T, SN EFE/R
seZ Hy 88. 2%,
[0080]  'H-NMR (400MHz, CDC1,) : & 0. 94 (3H, d, J=8. 8Hz), 0. 97 (3H, d, J=5. 6Hz), 0. 97 (1H, m
), 1.33(2H,m), 1. 42(3H, s), 1. 49 (2H, m), 1. 65 (3H, m), 1. 78 (2H, m), 1. 82 (1H, m), 2. 05 (1H, m
), 2. 19(1H, s), 2. 39 (1H, m), 2. 61 (1H, m), 3. 64 (1H, m), 3. 76 (2H, m), 3. 88 (1H, s), 4. 84 (1H, d
, J=3.6Hz), 5. 45 (1H, s)
[0081]  "C-NMR (100MHz, CDC1,):13. 04, 20. 33, 24. 59, 24. 67, 25. 11, 26. 14, 30. 86, 34. 57,
36. 37, 37. 45, 44. 32, 52. 49, 62. 36, 70. 66, 81. 01, 87. 99, 102. 58, 104. 21,
[0082] S = -
[0083] (i) M TFER -
[0084]

O

~ Ao ridine ;
CHCl,
ON" O

[0085]  Jx W # {E :500mL [ e B2 i A A = B (200mmol ), PY & T Hi (200mL) Al

Pyridine (HERE) (60mmol), KK T it HE A /NI, S5 AN 1- X AH A 2R 2 7 A

(50mmo1) FXJPY KNG CLOOMLOVAVAL, 1 1 56 2 Ja Ak SE it 10 AN/NIT, SR J5 9 He 28 BR VA 771, %

RPN 50mL 2R Z. B R 200mL 7K, $FEBI S G 2, LR CBEFEEUKA, A FE A HUH I
10
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FH K B BB 1158, D 2% BRya SR YD, B T T — 2 b
[0086]  (ii) RN JTFER :
[0087]

e oS

[0088] S NiHEME A TFHE R =M LIRES (40mmol) FIEER () Fra e MvET 200mL &
P, FUKAK R HiRE 20 2050 5 , 2N =R/ L8R 0. 5mL, F N 5e 55 T = F gkee it 10
AN/INE S SR FE NN 100mL VRN R FR SV BNVA W R KON, 8 B o0 2 Je e S A N, AN A
IR BN T8, R ZZ BRI 15 a o B IRARAET ERERE |- FENGIRES, H B A5
a RITELEI Y 93. 4:6. 6.

[0089]  (iii) FIEPIE a B RAEE T 50mL Ayhimk /oml PYS AR T, B8, 45
e, B AGiEiEN B 4K 16.39g, B A E= 99. 9%, U 79. 17%.

[0090] 'H-NMR (400MHz, CDC1,) :7. 76 (1H, d, J=16Hz), 7. 72 (2H, m), 7. 65 (2H, m) , 6. 56 (1H,
d, J=16Hz), 5. 44 (1H, s) , 4. 85 (1H, d, J=3. 2Hz), 4. 25 (2H, m), 3. 90 (1H, m), 3. 44 (1H, m), 2. 65
(1H,m), 2. 35 (1H, m), 2. 05 (1H, m), 1. 85 (1H, m), 1. 78 (3H, m), 1. 70 (2H, m), 1. 65 (1H, m), 1. 45
(3H,s), 1. 35(1H, m), 1. 25 (1H, m), 0. 95 (1H, m), 0. 95 (3H, d, J=7. 2Hz), 0. 94 (1H, m), 0. 94 (3H
,d, J=7. 6Hz) »

[0091]  "“C-NMR (100MHz, CDC1,):12. 91, 20. 23, 24. 40, 24. 69, 26. 17, 29. 3830. 86, 34. 60, 3
6.47,37. 51, 44. 46, 52. 45, 63. 51, 65. 84, 81. 11, 87. 93, 101. 87, 104. 01. 117. 90, 128. 08, 12
8. 89, 130. 36, 134. 31, 144. 95. 166. 64.

[0092]  (iv) M 7FEER .
[0093]

¥

O
[0094] SR RHEAE S PR GLiiD Frfg A ElEAR 100mL &R FEE M S M 10% A
ARENE I 50mL FEBEFE 12 AN/NET, SR FE B 2 B A WA, A HUE T KB R AN T8, 980 7%
VARG B MR E IR, &= 09, 9%, LRI FE N A F SR =R OBET, N
SR IR A 76. 8%,
[0095] S5 -

[0096] (i) e iRt .
[0097]

11
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o o
~ Na,CO . ‘
H‘O/\/\OH + o \ ? Cl L,. SR, N O/\\/}(‘\OH

1,4-dioxane |

[0098]  Jx¢ S #E4E :500mL [ e S2IE I N T8 B (200mmol), 1, 4-dioxane (1, 4- %
ZNER) (200mL) AR ER AH (60mmo 1), KK M T 4 2 AN /NI, G218 58 01— 2% 3 P s e
(50mmo1) [ 2.k CLOOmL VAV, 5 N 58 52 J AR AR HE: 10 AN /NI, SR s 26 BRVE 771 ol R4
HOIN 50mL SR e 200mL K, i HEIE A5 43 2, AR BRASBUKA, A A VIAE I
KR B EE T8, Yk 28 B AR, B T — 2 OB

[0099]  (ii) iRk -

[0100]

[0101]  MHEEE DA &2 (40mmo 1) AP IR (1) FrfS R BAVE T 200mL1, 2- —& L4t
W, FUKOK T HERE 20 5% 5, 2185 I = 48R 0. 5ml, i Inse B /5 T =18 N gkeedi bt 10 4
/NS SR E RN 100mL VAN e B S BN VA TR KOS, #4028 0 B A AL B ATLAE A e K
TR T8, W R 2R BRVAT, 19 a L B IR RET SR |- FEFHRE, £ 8 A5 o
PRI LB 91. 5:8. 5,

[0102]  (iii) RN :

[0103]

O~ 0O A Ph 3
SN Y\/ O\/\/OH
o ,

[0104]  SMiERME D ER(L11) Fr/ =M H] 100ml 2R L ERVE R 5 NN 20% FOBKER BN VA
W 50mL JFHERE 12 AN/, SR A B B AT AU, A7 B U oA R RN T8, DU 2% A R R
3 o, B AT E LR,

[0105]  Civ) HA TR a . B IRGHET E AR E T 50mL A7 i B /5ml. — 5 F e
VAR R, A5 g, TR B Ay B R R N RERESL 11,85, H B RS E
= 99. 9%, LI RN AT B &R T, RORLE BRI 86. 5%,

12
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