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1.2- (3-8 [BIMEWy —2- L F S —4-9 2K 5L ) -3, 4, b~ =~ = FF Sk Bk —6- = BL 4K
e F - DY A - R - 2B 1 1) g v FURREAE T, 20K 2- (5 IR —2-9R % 28 ) AR JF Iy 75 T
AHIERI, B2 -60~-70°C , FEME SR BUE SRS T, AR 1 S REIBGHE FEAS 15 T—-60°C
(RS T, PRI DNIE T BB IR O i, 95 T -60~-70 CLRIR0 . 5~ 1/N , Z JE N2,
3,4, 6-PU—0—= R B Ak D7 2] W R PN I8 , 3 it 7 v e ) s B2V FEAS 1R T —-60°C , =60
~=T0°C IR N5 ~6/N] , BRI

2 MRAE BRI R BT IR R il 24 77 7%, FRRIEAE T, 2- (5 -2 -3 L ) SR JE Ny L 1E T
BAN2,3,4,6-P4-0—=FF B D4 &) 0 IR N iR Y b 2h22g:0.07875mo : 36. 88

3 MR AR EE R BT IR 1] 4% 7 v, HAFAEAE T, B HLIE 770 T oA DY S0k g AR 2R VR &
W P AR AREE A1 10,

4 KR BRI B R 1T 1 i 46 5 v, FRREAE T, IE T BB A0 N2 . 5mo L /L, H i
RN/

5 HRAE R LR FTIA I il 24 7k, WA IEAE T, (L S W27 T 9 R 5 AT/ N 4k 59
2R 2R o AR AR LE 936.8g: 20mL.

6.(15)-2,3,4,6-PU 2Bt -1, 5- /K -1-[3-(1 -2 FfMEwmy —2— L F L ) —4 -9 R Bk ] -
D— 1L AR R ) o) 2 T i G D IR

(1) # BRBUR) 22 3R 1~ 5 HAE— TP I 1) il & 7 v 1l 4% 2— (3R FF [ B I Wy —2—Jik FF 4
PRI -3, 4, 5= — = F AR -6 = HR IR A e FR - U A I e 2

(2) IINFRAL R, 0~ 10°C 8 16~ 20/, 8 R AL B, 1340 A4

(3) AN GHER I 2 BRBF 5~ 15°C R M.A~ B/ A 44 2 B AL ORE 13-4 B 45 5

(4) INA HER DM = 2352 1t 5, -5~5°C N i in =&AL 28k, 0~10°C N3 ~5/)
I, B B4R, 15 (1) -2, 3,4, 6- VU ZL B A -1, 5- i /K —1-[ 3— (1-Z£ FF ey —2—Fk Ff k) —4-
TR ]-D— 1l B R s S SRR
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ELHER
ZHEAT 2B

g
L o

6 o
7 NRAE BRI ZL RO BT IR 1 il & 77 75, JLRFIEAE T, 2- (5 R -2 -0 L ) JR IRy L IE T
B1.2,3,4,6-PU-0—=H FEREFL-D— 7 &R A IR B AR AR R LRI L = 2 R b L =
FALHN 2. B BCEL 222:0.07875mo1 : 36.8g:18.8g:41.6g:38.5g:39.8g:34.0g.
8. WA AUHI ZE R 6 Fridk (1) fill & 7775 , HRREAE T, P IR (3) R I SR AN = 4, BAR T
VRS AR BB (2) PR S MAR 2 NN = 20 e DMAP (4- — FRZ kb g , 446 7)) Fl 2. BR BT, =
Z.JH JDMAP AN 2, BRIFF (1) i == b 241 .6:1.7:38.5,

9 . R HE BRI E SR 6 Frid (1) ] 4 5 i, FARAEAE T, AR 10, D IR () H A HLIE R T N Z
&, OES = ORI E L 100mL: 39. 8.
10 HE P BURN BLR 6 BT ik 1 1) 46 7 v2% , HASAEAE T, DR (4) i85S H B 1], e B g
AR TN EE R, INEE50~60°C , BRI, R E0~10°C, it fk 2/, i
P8 W T2 D6 /NEF, AL A D6 RE il o
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FRIIEPEFHIZ A

B GE
[0001] A BB Jo—RhER 2 rh R4 il 46 7 ik o Jo T B 2 BRI

EREAR

[0002]  (1S)-2,3,4,6-VY LB -1, 5- K -1-[3-(1 -2 Ff MEmy -2 FE L ) -4 -3 R
Fe D1 BB R 2 A A B L Z R (Ipragliflozin L-Proline) oA, f5
T SGLT 24 i 55 B EARR M 254, 2 T2 B PRI VR 9T o

[0003] LFIHIIEEP 210544241 AFF 1 (19)-2,3,4,6-PU 2. BE A -1, 5-k-1-[3-(1-2&

FFMEWY 2Kk B L) —A- ORI D1 L AR R ) — Pl 2% 50, B AR D BB A -
[0004]

tert-butyldimethylsilane

trifluoromethanesulfonic acid

[0005] a4 TTiEAFAE LA T ]

[0006]  (L)FEMIAAEVIBN;, 27 A K ERIFLR A A B4 5

[0007]  (2)7Edle& AW, {1 ke , BN

[0008]  (3)7E M R 48 L il % AL S W6 [ H T =R B4 R , A3 1] e ™= AR 1A% 5 PR 5T, A
& TR 25

[0009] Tk &6 ) 41 2 B sgm T — B il & BT (1S) -1, 5= K -1-C-[3-[ (1-2KFF
WEWy —2— 2 ) FR R ] 4SRRI ] -D- R M B Y 2, i3k i s 28 - M R 2 ) T =

RHAE
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[0010] AR B 52 95 I BRI BRI A 3R AEGEZ 15 b AR il 46 712
[0011]  JNSEI Bk B, AR HRH NIRRT R

[0012]  2-(3-ORFf [BIMEWy —2-JE HH B4Rk 0L ) -3, 4, 5= - = LS -6 = H B ik
A P DY S 2 (Al B4 3) (R il 28 7125 a2 42— (B -2 3 R 4R ) R IF Wy (K&
MO ETANERI, BEEZE-60~-70C, MM ARTU SRS T, 7538 6l MR E A
B T-60° CHIRTHE N, PR INIE T 4880 IE S e, 7 T-60~-70 CIRIE0 . 5~ 1/ i,
ZJETEN2, 3,4, 6-PU—0—=F B Ak B D7 &) B IR P R (Ab S 402) , 3 ik 7 o 4 ) s R v
BEART-60°C,-60~-70C IR N5~6/ b}, RIF5 . e M T

TMSO

n-Bulli, diisopropyl sther ™SO

1 3 &
[0014]  fLHEMH, 2 (5 —2— 2L ) ZRJF MRy L IE T JE4R12, 3,4, 6-PY-0- = FF S RE AL -D-
B RS N BE IO R S22 :0.07875mo1 : 36. 8g.
[0015] DLkl , YEME SR N
[0016] AL, 45 HLIA TR A DY S g AR 2 R VR A, T IR RRLE A2 10,
[0017]  fLiry, 1B T AR 2. 5mo L /L, HiF sk 2 A 37 /75
[0018]  fLIENT, &P 2¥ T H R G 34T 0, AL & P2 R F 2K 1 R & AR R L 936 . 8g
20mL
[0019]  HRIERT , Ak AW 2000 T NI ) A 10~604%f.
[0020]  (1S)-2,3,4,6-VY ZBh5E -1, 5- K -1-[3-(1 -2 Ff MEmy —2—- 3L FE k) -4 -5 R
FE 1D 11 BUREEE (1) 1] 2% 71 AR D IR
[0021] (1) 3% HEHITIA 7 v 42— (3R FE [ BIMEWy —2—JL HE JE 4K 5L ) -3 ,4,5-=-=
ST AR 6= HR L AR A I FR - DU ST 2T (AL B 3)
[0022]  (2)IMANERALF,0~10°C 16~ 20/ , AL A WIS RIS , 1L A4 5
[0023]  (3) N NZHER AN BRHT ,5~15°C R BL4~5/No] , (b & W44 2 B AL S B, 1940 &
Y5
[0024]  (4) IO ANA WA F T A =2 50k b8, —5~5°C T i = ALHN 2., 0~10°C R F23
~5/NI], B R AR, 45 (15)-2,3,4,6- VU Z B -1, 5 /K- 1-[ 3- (1 - IR FF My -2 - F: F
5 ) AR ] -D- I B EE (A 5 06) s I BL AN
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[0025]

e
SR LB

-

6 .
[0026]  fRIEMT, 2-(5—IR-2-5R R ) R IFMENY L IE T 48 .2,3,4,6-V1-0-=F JEm:F-D-
WA NE BEAT AR RS2 . =S M BB N22g -

0.07875mol:36.8g:18.8g:41.6g:38.5g:39.8g:34.0g.

[0027] Pl , P58 (2) W I BRAL AR IR IR , HAK T 1502 AF BRI B, a2 3R (1)
B I REAR 8 HR AR KON FR BE R BRI , 2218 H I 22 0~ 10°C OB s FF B AR IR IR 1) P = L
N8T:18.8,

[0028] L1, D BR(2) P M ER AL AR R IR , B AR T 152« AN (E A RIE X
), A A2 B8 (1) FrAS S B 2 i ARk I B B R0 8 — 30 IR B R , 2218 - & -5~-15°C,
B NHE S ORI ) , TN Z8 5 IR BRER , 0~ 10°C I R 5 FE B L 55— 505 70 R I B R 28
TER A WBR R I B2 8T :4:14.8.

[0029]  Ht— D HLIERT, BT IR IRBRBR T BT &= 2 HUN98 % .

[0030]  fLIERT, PR (3) HH Y AR N =2 i , BARTT V2 1AL D BR (2) FT 3 I R A& & H i
AN =% DMAP (4— " FF Z FE L g , 1AL 7)) A1 2 BRI, = 2 1% DMAP AN 2 BREEF 1) R &= Lb A
41.6:1.7:38.5,

[0031]  fRiEM, PB(AHFMAEVIBER N AL, LFE = LR R BRE N
100mL:39.8g.

[0032]  fRIERT, D IR (4) IS BFERE DR, &b S er S I 2B, In# 250~
60°C, HitFE /NI, IR 20~ 10°C , FEHE 2/, 1 8, 98 T-05 2 /D6 /Nt , 1546 B 10645 1l
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Mo
[0033]  HE—BARIER AL S 6L 5 B B =R FEL 20g:100mL .
[0034] — BRI, RS TR 2% 50 ~60°C BLAE -0 . 09Mpa b | o

[0035] zli?iﬁﬂﬁﬁﬁ R T
[0036] 1 DER(L) AL EMIRULA W2 BLH] &AL A PD3H T RE T, 27 AEF AR AT AU 24
i, 24 1"]3:@11?

[0038] ﬂﬁﬁ%mrﬁmmr“ T SET60° CHIETHR T, B Y S PR N IR T 28, HRg ok 22
AR GIAE3TG/FD , 55 Bl 2 A W e, FOKAE 7= I 5 W NS 1) 7] 3 2 S K o J8 3 700 I ] 4
(R FR I 1 A AT N S S MR 5 T T S22 11 378 3k 8 A, s B R R T, (E R AE AR K
AR R TR T R DT R R R, B AR B BN P A R AR D, AE SRR BRI TR T
FLE R BARAR I o N 2473 B A2 A0 B3P AR A7 BRACHY 81l 7= 4 %2 05 SR AH R A BT 494L
A ARFARA BRI B =M %, B TALA Y3 b B TMSIR B 3k 3 ARG 5 L ZEHPLCKS: I3 72
Ty B AR L, AR EP@%DIMJ@/\%LE@HPL%% Hon] E B S WA A 31 25 B OO o Je
STALA WA HPLCAS IR DA R B, 2 iy 1E T 48 1 30 0 52, RN P AR B &I =4 i bk
B FH 25 % B 422% o

[0039] 2. BBR(2), BAL Ml s AL A 4ARS , e 8 T IR - T B4R R, BRI A A F ERR-2
& BT BEAR RS Ty ¥ R R BRI ARG B 1) ]

[0040]  3.IR(3), L BHAL B &AL A5 , K FH = 2 B e N e 77, AR T Bk

[0041] 4 P ER(4), & H A R OB il 540 & eIt , SR F = Al 2Tk - = 2 ik be i R
SIAEAFL A8 H = A0 2 T A8 = 50H il 8 n] DA 0 gt A wE R, = 2 B b
R RUT He — PR IR e th BB BRI A

[0042] 5. 7F J L FE A 25 B b, w7 A BT AR A7 BRAR K B 7= i i e A kg 25, B
B T B n TS S e i AL B M6 I R B K .

[0043] 6. AR FHA IR TR RARL , & T Dol A A

B AR

[0044] B AsEt 1 A0 8 (2) il % AL A 4RI HPLCK 5
[0045] ]2yt ) 2] 2% Fr A3 AL A VD6 T HPLC 5
[0046] W3 AR LL A9 12D (2) fill &AL & P4 HPLCH 5
[0047] B4R Lb A5 220 B (2) fill &4k S P4 HPLCH

BRI

[0048] "R I &S A SKHE IR AR I BEATH — DR L, ROAZ IR 2, MR T
SEREA ], FEAS T A B BEATIR 2

[0049]  SLjifa i1 -
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[0050]  (1S)-2,3,4,6-V4ZBh5 -1, 5- i K-1-[3- (12 H e Wy —2—J FF L ) -4 -3 oA
J 1-D— Ll B R (1) 1] £ T AR D IR

(00511 (1)) e MR IN N DY Sk Mg 22mL  FF 2 220mL , #dE T 5 I 2— (5—{R—2— 3 2 ) oK
FEEWY (L &5901)22.0g o B SNV IR 2 -70°C , AR RN 1E T 240 1E O e iE i
(2.5mol/L)31.5mL, 4 il S MR FE A i/ T -60°C , 3 Il 233 / F0, £95minifg e, —70 C IR
T/

[0052]  #%2,3,4,6-PY-0-=FF Sk B -D—74] & B R N 8 (fL & 42) 36 . 8g¥A T R 20mL ,
I3 iRk R b, 356 OSBRSS T -60°C , 29 10miniig b, (RIR-70°C T 4k 42 5 6 /)N
i, AL 593

[0053]  (2)[a] e Rifds & s RN R8T g Ik B R4 . 0g , 2212 FHIEL 22 -5 °C o TN N IR R IR
14.8g, fRIEO0C , Gk B2 N 167N, 1346 544

[0054]  ZEHPLCA I (B 1), PR BLARIM B M & &2 % (b B WA E67% , PIRE S &
30% , RHEIZRFTL % o Horr, Hh A G (0 2% 5T, 1 SR A ] [ AT A gk B4k ik 544, i
ASKERCET 7], tH 23 75 J 2 S R 36 A0 R B AR T= 4, AN 2 B R

[0055]  [a Je WA 22 NN 20 R 2L 6 200mlL , A 7 472 2 A BRI L T 42 13 I N B PR S 9 7 VAL
(#4528 8ghk B A ANVE T-400mLK o , BUE Bk PR SV BNV HUAIE D) , T FE 202093, 5 &L, 0l A
BLJZ AR 0V ANk R S BNV 9 9 Om L AN P R0 4 R /K 90m L e % & » 40 ¥ o k1 ¥R 4 2260 ~
80mL (50~60°C , 725 F2-0.09Mpald F) R J5 I A ZK100mL , FF 4 42 2160~ 80mL , F HL
IR IR E5C o

[0056]  (3) AN FF ZK200mL, SR JG KN = 2. %41 .6g . DMAP 1.7g. ZFRET38. 5g, 1RiE5
‘C I Bi5/Nef , BRA34 5405

[0057]  fRIE15°C T AN BTE H 43 b 20 %6 B R 7K VR 300mL (5 3% 5 82 H An N (B ) , 434
2043 B, 0 B, W A AILZ F AR PR SN A TR L 80mL e 5%, F P RN £ SR /K 90mL ¥ 5% « A1
HUAHIR S 45 260 ~80mL (50 ~60°C \E 4% F-0.09Mpald F).

[0058]  (4)NANZJEL00mL =2, FhE4e39. 8, BEIR £ -5~5°C, M M =F AL B 2. Bk34 . 0g,
WEEE  $5 i N IR0~ 10°C 4k B Bib /N .

[0059]  (5)#&IE0~10°C R INIABRER S ANA W (57 . Sglk IR S BA T 700mLK H , B Tk
PR S AN T R ) 5 B H 44, 1ok 9%, B 55mL /K 634 , I 50mL 20 BE ek , 15 24k &6 , B
(15)-2,3,4,6-VU B -1, 5- 7K —1-[3- (1R ME Wy —2—- B F1 L ) —4 - o Ot ]-D— 1L A
PEEEAE o

[0060] AN\ Z. B 100mLANFT 13 FIAL A6 405, INFAE50~60°C , it dk /N, PR 220~
10°C, Bth 2/, 5k 98, 980 15 22 206 /NBf (50~60°C L .25 -0. 09Mpabh 1) , 181k 546
Rl 18.0g, 1A, 21598, 96 % , BE JRINHH46 %

[0061]  SEjifh2

[0062]  (1S)-2,3,4,6-V4ZBh5 31,5 K-1-[3-(1-2% H e Wy -2 FF L ) —4 -3 oK
B 1-D— Ll AR I () 1) 2 T AR AP IR

[0063] (1)) s SR N VY Sk HRg 22mL B 248 220mL , 350 T I 2— (5—1R —2- 5/ R 45 ) oK
FEEWY (L &¥01)22.0g o K SN VR IR 2 -60°C , USRS R In1E T 240 1IE O B i
(2.5mol/L)31.5mL, % il S MR FE A 15 T -60°C , i I 233 / F0, £95minifg He , —60 C 1R
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H1/NE)

[0064]  4%2,3,4,6-PY-0-=FF B At LD & B G P 8 (fb & 492) 36 . 8g i T HF 2R 20mL , i

I3 iRk b 35 SN R FEASE T-60°C , 29 10miniig B, AR5 -60°C T 4k 42 5 M5/

I, 134543

[0065]  (2) A e Ak R AR IR I R BE 87 g IR IR R4 . Og , 218 FHIL 22 -15°C o I IR IR IR

14.8g ,ARIR10°C , kR N 2120/, 134544

[0066] [ fz RiAA B b I\ 20 PR 2. B 200mL , - 2245 I N B 1 AN T TR CF5 28 . Sg ik IR AU AN

- T400mL7K ) , BEFELI20 73 B, 50 B, 539 o A AL P R P AR RN e B S AV VL9 Om L 1 A1
EhKIOmLFE I S5 B

[0067]  J k4 4260 ~80mL(50~60°C . E ¥ E-0.09Mpalk ) 48 5 I F 28 100mL , 3

WA £160~80mL, FHFHE —IR SR RMFFEE15C.

[0068]  (3)HN AR ZE200mL, SR 5 IR NN =2, %41 .62 .DMAP 1.7g.Z FRET38.5g, {415

‘C IR BL5/NET 1L A5

[0069]  {RiE35°C AN TR H 51k 20 %6 B EL /KA 300mL , Fit 120 75-8F , 5 B, - A AL

J2 P R R SV VA 1 8OmL e 4% » B A AN 4 2R /K 90mL e ¥4 o A3 ML AHTBL T 34 4 2260 ~80mL

(50~60°C . EAE-0.09Mpall 1),

[0070]  (4)MAZFEL00mL ., = 234239 . 8g, [RIR £ -5°C, N =FALM L T34 . 0g .

Be, Fa i IR0 °C 4k 42 [ N4/ o

[0071]  (5)=IE10°C T MABKER S ANE R (157 . bk B S AMVE T-700mL7K ) , By H [l 44 o it

I8, HI55mLK Pk  F FH50mL £ B S % 13 B4 A406, B (15)-2, 3,4, 6- VU Z B A -1, 5t

IK=1-[ 3= (12K MR Wy —2 -3 F 3 ) 4~ 2K 2 D1 AL R B R o

[0072] SN ZEE10OmLAET IS4k S 64, IR AR 60°C , fi e 1/, BRI 220°C L 4

FE2/NIE 1 UE RS TR 2 D6 /N (50~60°C VE A E-0.09Mpa bl |) , 34k & 16K il

21g, AR A A, 4159850 % ([&]2) , FE SRk #2453 % .

[0073]  SEjifh3

[0074]  (1S)-2,3,4,6-VY Z B -1, 5- K -1-[3-(1 -2 Ff MEmy —2—-JL FE k) -4 - R

HT-D— 11 BUREEE (1) 1] 2% 071 AR D IR

[0075] (1) fa) e RN DU SR 2. 2L FF 2R 221, Fit e R, I 2- (5—R -2 35 5k ) 2R 9F

EWY (fh A1) 22008 5 S MR PR IR E-70°C , BUSAR R INIE T 280 E 2 SR

(2.5mo1/L)3150mL , 4 fill K NV E AN T—60°C , W ME R 3T /70, 4 LN B , R IR -

60°C J BL1ZINB

[0076]  ¥%2,3,4,6-PU-0—=H FERERE-D- & B IR N s (L& 49)2) 368078 T F 2 2L, i N

B bR Ak 2, 5 SONVR IR E A B T-60°C , 4 L/ B2 L AR 1570 °C T 4k 22 2 N6 /N

B EW3.

[0077]  (2) 1] R BEAR Z HR AR IR IO S . The IR ERR 4008 , Z2 12 IR £ -5°C o IIAIKTRIE

1.5kg, TRIEOC , 4k Lk S N 2120/, fHL A4

[0078] ) R ML RN 2R 2L B 201 , B2 18 N B IR S B4 R (-2 . 88k Bk FR L BNV

T40LIK) , FiHE L1207 B, 5 B, 73V o A AL AR FH R AR i S8 AT VRO LA i AT 26 7K

ILBEER G » WL
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[0079]  Jal ¢4 226 ~8L(50~60°C « E. 43 fE-0.09Mpalh |) AR E MR ZR10L, FEk4a 2
296~8L, HERE —IRIJRRBIFERER15C,

[0080]  (3) A FFZR20L, SR JGHKIK INN =2 f%4 . 16kg JDMAP 170g. Z. FRET3 . 85ke , fRiE.15
‘C I S5/, 1A 5

[0081]  fRILLSC N IIABTE H 73 Lb 20 %6 B R K VA W30L , $ 204 8, 0 B, W AN Z
FH b A5k P B R L BLe % » T FH VU RN 43 2R /K OL e 5% o A ML AH sk 1 94 45 326 ~8L (50 ~60
"CVEZSE-0.09Mpall ).

[0082]  (4)INANZBEIOL. = Z Rk HES. 98ke, BRI £ -5°C, i I = FAL TN 2 k3 . 40kg - 7
Ve i) P TR0 °C 4k 4 S N5/

[0083]  (5) 4= 0C T M ABKER SN VA TR CH45 . Tokg ik FR S AMIE T T0LAK) , A H [ 44 o it
J€, 5. 50LK ¥, H FISLZ Sk , 13 2L &6 , B1 (1S5)-2,3,4,6-VU Z B 361,51t
IK=1-[ 312K MR Wy —2-JE F 3 ) 4~ 2R 3 D1 AL R BRI o

[0084] AN ZBEE1OL, AL S WTHLA , INFRE60°C, BiFE 1/NET , FEFEIR 20°C, BihE 2/ o it
P& PR T A D6 /N (55°C A E-0. 09Mpabh b)), 340 E P06 il it 2000g, PR N A
o, 4175991 % , BEIRUL R N51 % o

[0085]  xfEL 451

[0086]  (1S)-2,3,4,6-VYZBhaE -1 ,5-AK-1-[3-(1-RFFMEm —2-JL FF L) —4-FR
B 1D 1L BURERE () ] 24 75 AR D IR

[0087]  (1)[]32.5mLH ZRAN25mL 3 A TR IS . 0g 2-(5—{R-2-F R 5L ) 2R Em (b &
Y1), —40°CEINIE T 341 IE T B A (1. 6mol /L) 10mL , i MIE 220 . 53 /50 (R 0k i 2
S L ~3/1/5) , 2130mini EE , N 58 A HE 1 Omin, fEIR 2 -75°C . 148.0g 2,3,4,6-14-
O— = B Ak L -D- A & WERR N B (b & 2) ¥ T 17 omL AR 2R, i N2 B g 2R, JEHi 6/
I, 134543

[0088]  (2)FHIEZEOC, A EE25mL Al 4mo 1 /LI $hEE 2. 18 2. B VAR T . SmL o $t b 1 T/,
A EHPLCK I (E13) , AL A A S ERT0% , B8 & N25% ,5% RATZR T
[0089]  JNA1.29gHRFRBH35mLIK VAR , £.FR L BEZE X, 43 Y8, 7K AH FH 20mL A 28K 10mL 2, iR
EEREEL A A A I 5 , We4s 2 40mL , NN 25mLFF 25, iR 4 = 40mL, E — K.

[0090]  3°CF (] _IRAK RANNT . 39gMEWE , 19mg DMAP, 7. 94g 2, BRI , it 1 2/ o

[0091]  fHA50mL 2mol /L) EEERIEVR , 53V, A ATLAH FH 75mL BT & 25 %6 1 i R S M 1A W
Vg, SR FHB0mL 25 % VRIS » SR G Wi 22 16mL

[0092]  (3)IMAN1OMLZJE , MG ,0°C LA B4, 67 = FEER 3. 62g 8T
HE TR VA T 20mL £ BV T RS /INR o I TOmL PY SR I | 25mL R 2R . 2. 8g ik IR
B b EAENIE T-30mL A, N a4k &, 5 FE N5 °C S8 5 FHIR 2 30°C W A HLAH
25mL 25 % (K6 Sh K BEis , & 5 2818 25 55mL , v J1 30 °C Hit 50 /N o 36 , 81 44 FH SmL 298k 9%
8302, 3gih A6, 498 . 1% , BE /R 2825 .8% .

[0093] bt 512

[0094]  (1S)-2,3,4,6-VY B4 -1, 5-K-1-[3-(1-RFfMEmy —2—-JL F L) -4 - OR
J DLl B (1) 1] £ 5 AR D IR

[0095] (1)) e SR NN DY Sk pg 22mL « B 248 220mL , $5HE T I 2— (5-1R —2- 5/ K 45 ) O

10



CN 107540706 A w Bg B 8/8 T

FEBEWY (fb & 101)22. 0g o 45 IRV IR 2 -T0°C 2245 , /AR R Nl T 4800 I 2 b v

W (2.5mol/L)31 . 6mL, $5 il ie BLEE BEAS i T--60°C , i IIE 220 . 535 /F0 (i 00k A2 S i

BI1~3[1/5) , 2130mindi 5, —70°C 2L A AR LN &

[0096]  K£2,3,4,6-V4—0—=H EfikJ—-D—Hi &) Bl B2 N iR (AL 54402) 36 . 8g ¥4 T F 2% 20mL , ¥

INE) R AR R, 3501 S SRR E AN = T —-60°C , 29 10miniig B , AR16.-70 °C A2 A5 4k 482 S B 6]

i, 3L A 3.

[0097]  (2) 1) I RAAAR R AR IR NN FR B8 T g IR IR R4 . Og , B2 FHIR -5~ 15C o IR

14, 8g, fRIA0~10°C, 2k R B2 16/, 134 B4  BHPLCRS I (B 4) , (b B4 5 & N

86% , B =M & EN12% ,2% RENZE .

[0098] [ jz MifAk B b I\ 20 PR 2. B 200mL , B 2245 I\ % 2 AN T VR CF 28 . Sg i B AU AN

FET400mL7K ) , FEFEL120 938, 50 B, 0 W o A L2 FEARIR PR R0k B2 2V BN ¥ VL9 OmL A1 v A
o CIUN IR =

[0099]  J k4 4260 ~80mL(50~60°C . E ¥ E-0.09Mpalk ) 48 5 I F 28 100mL , 3

W4E 2 £160~80mL, HHEE — IR IRARWIEE T 15°C.

[0100]  (3) AN AR ZE200mL, SR 5 IR NN =2, %41 .62 .DMAP 1.7g.Z FRET38.5g, {415

‘C I L5 /NI, 1L A5

[0101]  {RiE25°C RN B & H 4 bk 20 % W ER /K ¥ M 300mL , it #1207 %f , &, i A AL

J2 PR RR i R SV A 1 8OmL e 4% » B FH L AN 4 2R 7K 90mL e 4% o A3 ML AHIBL s 3¢ 4 2260 ~80mL

(50~60°C . HAE-0.09Mpall 1),

[0102]  (4)MAZFEL00mL ., = 23439 . 8g, IR 2 -5°C, i I = FALI 2. k34 . 0g . 7

Be | P 6l N TR0 °C 4k 48 S B4 /N

[0103]  (5) &I 10°C N IR R EANTE TR (57 . 5l R 2V T-700mL7K ) , Bt [l 4 o i

I8, HI55mLK Pk  F FH50mL £ BE P % 13 B4 A406, B (15)-2, 3,4, 6- VU Z B -1, 5t

IK=1-[3=(1 2R - MEmy —2— 3 B 3 ) 4~ 0K 2 1 -D— 1 AL R R

[0104]  fN AN ZEE100mLAFT 1S 1L S 6L, AR ER60°C , itk LN, FERE IR 20°C , #iF

FR2/NEF 198, 9 TR 2 /D6 /BT (50~60°C .25 5 -0. 09Mpabh ) , 43 4L & 16K il &b

12g, RN B, 41 BE97.9% , BE IR 24306 %

[0105] ik B AR ) A BH I AR S it 75 SRR AT 1 6 0A , AEL I JE 00 A R B AR B 9 ] 1 PR

il , 7E AR BB T7 SRR Bl b, AR TIEE AR A 75 245 O3 1 55 3 B A it 79 2%

PGB T AT E AR B R ARG BA Y

11
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