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SiR11R12R13, HAHR11RI2FIR13 % [ M7 b2 Ci—CorJit 2  Co—Cro— 7 FE B AR -C1-Ca— Yt 2
RIT\RI2FNR A AR 12 STt 7] A& H 3k« 2,38 L e P 2 BT 2 R L ORI -C o 2 o R BRI
PR A B, BATTEY 51N RS EATII B 25 5 N I8 T 491 40 B R o s b i 2 2 SR 1 Lo
J.F.W.McOmie, "Protective Groups in Organic Chemistry[AHLLF P HI{RIIEH]",
Plenum it 4t (Plenum Press) , /63 MAZ1973,T.W.Greene, "Protective Groups in
Organic Synthesis L& M HITRIEER ], 58 =R, A H ik (Wiley) , 41491999,
The Peptides[fik]” ;%534 (4% E.GrossflJ.Meienhofer) , AR H it (Academic
Press) , /G EU A £)1981, "Methoden der organischen Chemie” (Methods of organic
chemistry) [ ML 7121 , Houben Weyl, 5544, 5515/ 14 , #% B /R M 35 M3 H ikt (Georg
Thieme Verlag) , # & 4 (Stuttgart) 1974,H.-D.JakubkefIH. Jescheit,”
Aminosaduren, Peptide,Proteine” (Amino acids,peptides,proteins) [, Ik, & H
Jii] ,Verlag Chemie,Weinheim,Deerfield Beach, fiBasel 1982, LA JzJochen Lehmann,”
Chemie der Kohlenhydrate:Monosaccharide und Derivate” (Chemistry of
carbohydrates:monosaccharides and derivatives) [Br/KAL-SWIHIAL 2 BREAAT A
Yol ks BURB Mg ik (Georg Thieme Verlag) , Hr&IN%F (Stuttgart) 1974,

(01771 {5110, Ci—Ce—ht 45 1 £, FE LR A FE A Rk Bl Ra ] LA I8 ik K A B 25, 491, E s, (f87) sk
& B A, Bl S EAE) AR AE T, EIE P ) (G an AR EE , an DU SRk IR) FH7K A7 7E
T, 7E0°CE50°C (Blin10°CE30°C) FIRETEH .

[0178] 1@ , X EWRE LW AT “Dry LA T AUl B B AR 5843, R AR5
V42 SHe e 25 ik LLIBEA P ik, T e 4 I SRR A P - Gn SR OR3P BT SR A2 AE M O ik
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K s A BRI o TR I, e 365, 9 0 368, an SRl 5B, e & — MR R ], i SRAREE ROk,
BB — DK AE

(01791 748 S ARYEE BN, EATH R i, SR AL T B 2R B AR R T R
SN BRI IR s B LA Gk , 9140 20 % AR N R4 R T, 2T IX AN D Re , X ) T B8 AR I B
Sy LERNP S e

[0180] =ity

[0181]  WAEERT, DAL B4 B8 EANHL IR 1 WnbL 05 R 1 2 AR F I B an7E AR B3R 5 v By
2 B B TV R

[0182] R TT RIATT R 1-a— LBl RN

[0183]  FEAK BH I 25— J5 1 , AT A St 9 06 A0S 2 43 L 36 7 LA Rl —a i) ik 0 18
C:

[0184] T ZE1-FHc

[0185]
‘ /T\Hz o

[0186] JZEl1-a—+1%c

[0187]
O NH, O

A R R'R'” “R"
[0188]  HAfE T R ZEl-ad ,RES BRI ER .,
[0189] [k, 7ESX 7 TH , AR BHI Kol 2 HA 0 (1D ML &9 ek 2k

OR
[0190] NH,
O (1)

(01911 ik BAG = (T1T-a) 4L &P EH #h i) 7772

[0192]

(I11-a)

[0193] A AP P RIE EBUR B R B ]
[0194]  zJriktudiohe B 0 (V) i S el
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O (IV)

[0196]  HrpREF BRI RIHE] ,

[0197] AR PR AE TS (R) B FF 1 o ~Fea B i 0oy B =0 (TTD 1Y
Ew, Hrp B Q) e &2 B ATD ’fk &kt A = (TTT-a) &%
IR K T50% .

[0198]  fE—ASEhtifI R, S N AER B AE N IEAT

[01991  FEH—ANSEtif o, Rig S BCi—Co e dik , Bl £ 3 o 5 7, RA2 &

[0200]  fE—Asitiflrh, bk A T

NH,
[0201]
Rl Rll

[0202]  JLAR’FAR” A B — A Jih 37 b e HIOARSE 2 Joe 2 L PR BE 0k L e BA e ik | 5 L Bl g 0
B, R AR B B — A2 AN B AR SR A0 ) B B R AT BL SR 7E 45 /4 BT 14 - AH
[F) BAN [F] o £ — 2S5 1, R FAR” AT — A2 B A

[0203] 7 — /NSyt A, Bt o2 JE PP R AR R A Hb , A P R bk B R 4L, %
AL AR JE T HCr—Cr— e % A T Co—Cs— I fe FL % L A T Co—Cro— 75 £ -C1—Cr—ki
e AETECI—Cr— 3t g AIE T S -G Cr- B e IR A T Ce—Cro— 75 3 - — (C1—Cr—
Bef) o A BARS ], AT L AR I Q- , HA T LS R E A H S
ERERE A

[0204]  7E—/NSjtafe] o, A5 F A ARG 2 L -5 - B IR

[0205]  FE—ANStifol o, e U BLAE DL R 25 R A AR (R) - 3R 1 o 3l Lk H
ATA-013.ATA-015.ATA-016 . ATA-025.ATA-032.ATA-033 . ATA-036 . ATA-301 . ATA-303 . ATA-
412 ATA-415 ATA-41758ATA-436 , M Fe il BF LA &), B AT A I, R4 JE N , 56 [ 7
W) AR () an S5 TR R (RT3 AR AR S A 3 1 3h A8 ) DA S (DL ikt ns i 5 - IR
(PLP)) FIAFTE R , TEAIE MV 7 (B K MR BR A — P22 vl , i Hb7EpH 72210, %140
7EpH 8429 (AT 3@ ixf 35 pH{HE SR S8, 9 (3@ 3k % 0 S R A) 5 AR 3 sth 7E A 20°C 2260°C (1
7E20°C 250°C) Fiw FE Tl -

[0206] M EAZ V) b &R G R TID ik &9itigm Aa R (111-a) &9
AL R K T55% B /DZ160% /D AT0% B/ 24180% & /D Z190% L & /b #4195% E /b
£198% H £ /D #199% HH ££100% .

[0207]  7E—susiifa il , 5 2B AL 0% L A S B oA =0 (TTT-b) Ik &0 K F80% .
85% .86% .87% +88% .89% .90% .91 % .92% .93% .94 % .95% .96 % .97 % .98 % .99 % .
99.5 % B AL S A R B B A 0 (V) R &9 CRe 2tk 23— (01, 17 -1
Fe-4-3%) 2- S ARHER) 2 H Ak N BA X TTT) M (T11-a) P~k &4, K Bl AL &)
(R) —3- ([1, 1"~k ] -4-38) —2-H LN R
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o)

¥ “OR
[0208] NH,
O (I11-b)

[0209]  FHRiE H A FRE LRI HEE, B0, 78 5 E M R B ZEAE T, C-Co e 2 , R IE A
[0210]  7E—ANSZji 9 , #4 S i S B AE 3% ATA-013 \ATA-015.ATA-016 . ATA-025 . ATA-
032.ATA-033.ATA-036.ATA-301 . ATA-303 . ATA-412 ATA-415 . ATA-417EATA-436[F] R) —i%k
P o - ABEAAAE N KA FF I RA S OV) K& B AL 1D k&
i BA R J11-a) AL SR AR K T90% I H LU MM BEA R T11-b) Kb &
VIR T85 % B R = A S d Ao & AR A S (T -a) B P2 &9, R 2 AL &9
(R) —3- ([1, 1"~k IE] -4-3) —2-H LN IR .
[0211] 7 —LE LRl b , 75 G 1 BB SR A T A 58 v A FH ) 3% 2 Bl e 8 16 00 IR A ) A7
FE A BN TR 52 M 5 TR B A (IV) #40E E 9 (T11-a) (R, 75— S8 5 i 451
o, T G g RS AR I N R 8 N & /0 %) 1g/L Z15g/L. #110g/L. %120g/L . £130g/L . £]40g/
L #150g/L.#]70g/L.£180g/LEE S L N 73 5 A4 (LV) B R = &4
(I1T-a) X PR INEATI IRAE LI 120/NINF B FE 45 2996 /NS BYBE Ji | 2972 /)N N BB 4 L 4748
ZINESY BB L 24936 /B BB L L B 24 24 /NI BB R L 249 18N B L B AR 1 2N B
) 2 IS ) A SEBILZE /D 250 %  ZE D 2160% E /D) 70% /D280 % B /D £190% B /DY
95% /b #4198 % T Z /b £199 % 5,100 % [ #54k 5 4L .
[0212] A DAAR S % S0 0 9 B2 Bl L A S A IR 7 2 o SRV 57 pHRT / el B 45 3L
T2 2 [ (4] 2% A4 5K 1 3 SE X ARG A 2R 1) 638 IO 6 T SCRI S o gt — 2D A
[0213]  {dfi % S Mg VR4 5 1%
[0214] S TR 7%, PLde fd FH aE A se it RHE A " BL 2% 5 ATA-013 . ATA-015.ATA-016
ATA-25.ATA-032,ATA-033 . ATA-036 . ATA-301 . ATA-303 . ATA-412 ATA-415 . ATA-417 FIATA-
436 (Codex ®ATAG I 1) G (1) — & 73 Btk — P BB o R BBk, ok B el R
A A RGN o —E 2B 5 a0, IX FhBAEAE IR o — % A BRI 76 35 [ % )59, 889, 380
18,293 ,507F19, 133,445, EPE F|5EP2401366 FIPCTHIIEWO 2010/0995017
[0215] 75 24 SC I S it 451 A AN AE S48 HH i BH , o] DUFE 22 07 72 H A P 100 25 s L ) 60 e o
A AR R T 2R A A  pH R FE VSR VA T R G RN E B (2 ) InEk
B P R [V = N sy o VAL 11 N o 7 B NS L B U B M e S U E (= R S D
Gy Ak T S il B SR OR3P (1) % U 7 VI B Al R R AR BT IR IS G AL (HAN IR
TAEWEE , pH, i FE I 75 25 A1 R SIS 36 s 8 2% A 1 A e S il A IS DAL & W fb 5 ELAS D7~ 4
tEY)
[0216]  FEA K B — AN S b, % 2 B A FH A If (FE A SO R R “TPM) AR D iz ik
o 18 1) B S5 A BLHE B LA, R I A2 TPM, FE DA 22 /0250 IMZE 293 0M, 0. 2M & 292 . 5M, &
0. HMZ 2 2MEL 2] IMES 2 2MIP) IR P A7 A o 7 — S8 St ], AL HE AR DL 290 . 1ML 0. 2M. 0. 3M,
0.4M.0.5M.0.6M.0.7M.0.8M.1.0M.1.5M.2.0M.2.5MER3 . OMIKI ¥ & A7 28 o AT LA FH o8 vy ok J3
[ e (At A 451 G TPNCKRE~F- 4887 % 1) i 2 D T e o
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[0217]  &3& ) S o7 % 38 I R B R o 2 — /NSt 9 b il IR R ML P i -5 — B IR
FE— L STt (5], 5 Rl 7 PLP R SRA7AE T 2R M & X o 9 HLANTR 240 78 o 7E HoAh S it 451 o
BT 1) S5 B S A 455 A 0 1) Il e 87 VG 5 4 ) A L1 4 a2 A FH 5 o A 1) B A A 1)
TR BRIN o 5 1E 1) S B S A TT R HE A7 AE 5 R e PLP , FOKR BE N 290 1g/L&E2910g/L 4
0.2g/LEZ15g/L.210.5g/LEZ12.5g/L 1E— L5yt 5 vh , e v 2 F L FEZ10. 1g/LE B AR
0.2g/LEEEAK.0.5g/LE K 1g/LELBE{K. 2. 5g/LEk B A% . 5g/L Bk B ik . 5 10g/L B B AKX
PLPY JE o #5 — S8 S5t 451, 4l DR AT DA AE SN AR INE A AN / B 7E S 2 It R s in 3 A1 i)
L PSR

[0218] & f& 25 4n e 75 7= WAk & W &, JES A AR 5 S0 I v 1A ) 2 e, i s . 25 A R 1Y)
FaE M, UL SR EALA = E o b, RBR G B A = QV) R E PR B AT
PAARA, o 7E— Le St 451 1, 38 1) e B2k A B HE 22 /0 290 . 5g /LA 291008 /L 1g/LAE £190g/L
5g/LAEZ180g/LZI10E £170g/L.20g/LE £160g/L8%£130g /L2 21508/ LIF A& ¥ in s,
o fE— LS, A I8 1 R N AL 2 /D 290 5g /L B A1 g /L B D Z g /L B DY
10g/L &/ #15g/L. & /0#4120g/L. & /0 %)30g/L. & /D %)50g /L. & /b Z75g/L B E /DY)
80g/LIM A Tk = .

[0219]  &iEMI R M AFEFEL0.01g/LE 2508/ L; £90.05g/LE 2508 /L; £90. 1g/LE %]
40g/L;Z)1g/LE2140g/L; 2)2g/L & #140g/L ; Z)5g/L &2 %)40g/L; 15 /LA £)30g/L; 210.1g/
L&EZ)10g/1L;290.5g/LEZ)10g/L; £)1g/LE2110g/L; £)0. 1g/LE £15g/L; £]0.5g/LE #15g/
L;BRZ10. 1g/LE L) 2g /LI 5 R BFIR FE o 76— Be st (5] b , 3% Ik 9 £90.01g/L.0.05g/
L.0.1g/L.0.2g/L.0.5g/L.1g/L.2g/L.5g/L.10g/L.15g/L.20g/L.25g/L.30g/L.35g/L.
40g/L8%50g/L.

[0220]  fERE NIRRT, S BTR S VIR pH ] A2 R A A8 Ak . T DL I VR & 40 1) pH 4
FFELE BT 75 14 pHE BT 75 16 pHYE P o 3 ] L 3E Ik 7 s 2 38 2 2 A R0/ 35 1] V% o B AR ¢
Fi o T B AR, T DA 3 {5 FH 22 1 Sk 48 ) pH o 8 — M5 S i A7), -5 368 1R S 25 A A5V
pH, pHNZI6 = Z112, pHN A TR ZI11, pHNAITE L9, pH LIS EL)10, pHALITE A9, BipH A
ZI8 % 419 7F — e st ol , [ N 245 £16.6.5.7.7.5.8.8.5.9.9.5.10.0.10.5.11.
11. 581 2/ ¥ WipH..

[0221]  [RIL, 75— LE STt 5 2 IV 25 A B0 45 2% R o DR 5 BT 75 pHYE BBl 1K A 38 2% vl e A
Ak 2L, o HAARS B AE AR T, TR AL ARER &1 BEIR £h . = L WERG 2 M &S 71— 1
SR R % R TR & o FEAZ T VA — e STt A I RO 2% R A R IR Eh 2% i
T, ForP B IR AR T B 9290 . 00 IMZE £90. 4M, 0. 0IMZE £70. 2M, 0. 05MZE £50.. 1M, BE£J0. 05ME &
0. IM. 7F— e S {5, e B 2 A6 290 01M. 0. 02M. 0. 03M- 0. 04M. 0. 05M. 0. 07M~ 0. 08M.
0.09M.0.1M.0.12M.0.14M.0.16M.0. 18M.0.2M.0. 3550 . AMFK) i R 6 IR JiF o 7E — BL sz ] o
SRS A AE KA E A 1E BE R AFAEZ T

[0222]  FEALE 7V S o) , AT DA S 5 T OB 6 A, i, 5 R AR AR e i
N 2R T R () 1 RN g S TRD S5 RD T AV o DRI I, E e St A5 o, B ) S N S AE LS
ZI0CELTOC ZI10°CELI65C L4115 CELI60°C 2120 CEZI60°C £120°CEZ155°C 4
30°C & Z)55°C B £140°C B 2150 C I & o 7E — L STt ol , A& I R N 26 AR ELFEZ110°C
15°C.20°C.25°C.30°C.35°C.40°C .45°C .50°C \55°C \60°C .65 °CEL70°C ] JE . 7E — LS it
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B eb, WA s 2 A ] P 3L B mT AR A S BT R P AR B e — e IR o 7 — S St 451+, A
S H 6 (13 5 AT A e B 3o A R DA — s i P R Y

[0223]  AH & (1) 77 V08 AR I AT o A @ VA T 5 /K LK P 25 v B HLIE 7
AW/ B ) R, ol w AL KPR A WLV AN/ B A A K
OKBK 1 IL5 71 2R 48) 7T LA A2 pHEGZ i I BTG B2 1M ) o 76— S S5 v, % 2 il 07 V508 7
IKMEILE TR R G AT, BTk KA T R G 8 & B YA (B, L8 7R EE (TPA) . —
H L E AR (DMSO) « 4R 4B LR T 6 1—2F I Bl o« AR T Bk (MTBE) 2R %%)
BT BRI R (9, 1 2, F -4 F K M $45 DU GeURIT IR 6 L 1T 28-3R SR e 545 DU S
Eh 1T R -3 R R I B N U R 2 L H O IR 4 ) AR — STl R R T DL
WA R 490 0 22 el — FR 2 AR, DMS OB ARG 5 B o 7K P L35 751 ZR e 11 A /K P R 3 5540 4y
A5 KM A VR, PRI R — VA , BURT 5 7K M 4H 0 38 4 VR I BANIR I, 3R BE PN 7
B B AR M L ) R e T A5 KR — bl 22 e B A LI 791 AR 7 N 22 o e v A A
VTR o R KM SR R RS T2 53, (B A4S B AE OS5 A AN 2 AN b A 2 S il
SRV o T8 sk ) FE B A 0 5 v (A a4 S BT PR TS A N R V%) A Y 551 R 4 R P A e 1)
H A eI R e B B S V1T DA 2 L 58 8 B & I I R R G

[0224]  FE1% 5 V210 — e STt 5] , G 1) s B2k AR ELR K SR 7 o A e g £
TCIEVE TR, o ) I o B ) 22 JOIEI 77 0 SE AL, A HANR T, SR G =l VR & %
HE — 2 B WK — 2 Il W BERI SR T I o 7 — L S ) A, 7K SR R 7 2R
O B, KT LA R B 43 7 B3R AT Rl A I 2 BUR 0 21 8, fliPEG200 &
PEG600 . [ I , 7 — £ STt 5, 7K PR L B35 291 % 22940 % v/ v 291 % B Z140% v/ v; £
2% B 2140% v/ v 215% 2 2140% v/ v 2% 2 2£)30% v/ v 5% £ Z4)30% v/ v 1 £ 2)20% v/ v Z]
2% EL120% /v ZA15% EL120% v/ v L1 % EL10% v/ v £12% £ 2910 % v/ vIFPEG200 . £F
— s 4 b, Al ) R N R S A 491 %.2% 5% . 10% . 15% .20% :25% ;30 % ;
35% 535 % 52940 % v/ v PEG200H] 7K P H 45 7] o L3 AN FH L 71

[0225]  7E1% 5 V21— e STt ], 3 1) s L 2% A LR K 1 SR 7], e SR A AL 4
1% Z2180% (v/v) ZINEZT0% (v/v) \Z12% £ 2160% (v/v) \Z15% £ 2140% (v/v) . 10%
E2140% (v/v) 10% E2930% (v/v) JELZI10% £ 2920% (v/v) BIDMSO . £E1% J7 V] — L se
WA, I ) R N IR S E B L1% 5% . 10% .15% . 20% . 25% .30% . 35% .
40% \45% .50% +55% 60% 65% . 70% .75% EL80% (v/v) AIDMSOR 7K 14 3L 5] o

[0226]  7E—Resiji il , o TR G i v] 5 A R TS T 7 o

[0227]  FEALE S N H A8 FH 1) S S 4001 2 06 5 AR 40 B 75 F= 0 i i AR AL, AR BE 1 F I %
SR B BT AR A o A ST I RN UK 45 B BR AR U e] 2 A2 X 6 1 DS e AT T3 B 77
(1) A = S K P R P2 RS

[0228] 75—t Syt 451 H 5 S S22 PR NN H A B L o S S 40 mT LA ) B 8 3 771 (46
n, BAHVE R, AUAHZK M LI R R 55) Hh L B ) 8 AR, — 28 e B 4] DL S I, o HL
— L f7 NI AT DAAE AN [R] (9 B TR] s — A2 78 0o 1 2, ] DL 2K 4 IR 1 7 Ul AN 2 B S
TN

[0229] [ ) W24 (4610 , T 3 55) W] LA i oAS ] R R AR IO, LT A R (B8,
T S 25 TR A VAR LR BT S o AT DA A AR A 1l AR N G2 L e v

30



CN 110088079 A ﬁﬁ HH :F; 23/44 1

V2% 2% ) PR 0% 25 - S S o 5, 7T DA B 1 S TR DA /NS IR PR AE-80 °C A e
SRIGISINBITA G =+, R =

[0230]  Jhy 1 7EAE A /K M LA 71 RGeS 3 R VR A R0, ] DL B e T I = i ANl ] 1 90K
FORA BIK A ARG 0T LR INE WL IR A SR G IS InFE R B4 - 0, B =B K mT
PATE NN K AH Z BT FE A HLA A TR A

[0231] 385 o Vi U SR AT T 28 I JE A2 ) Ji = 0 ) 3t — 0 F A A i e 92 i) S 3 78
b, BN, IEAER LA IR /D F10% , BOEEB RS AL I IR /D F-5%6 o 75— B st {51 v,
RN AT B2 A 56 A B S8 A A R PR Ik  mT DA ASE FH L e v e A S FR/
SRR IS A R P B e A o 38 ) T VR LRGSR € HPLC S o 78 I MR A e A
()T M B = A R 3B R T 24950 % , T BLK T 2960 % , ] LUK F2970% , th T BAK
T-£980% , AT LA K T90% , 3F HidH K T-2197% .

[0232] JEH, EA G RBIEAE T, H 2R RO AT 29120/ N B 4G, 2996 /N B 45,
272/ NI B RE R, 2948/ NI BYCRE J, 2936 /NI B ., £ 24/IN BB A, 2491 8/INF BCRE R, B
241 2/|NF BYRE P S SIS (]

[0233]  FE et o) 1 , 76 A3 0 RO SR A o e Ui 4 B =X (1D Ak &0
A (111-a) I AW 5155 BITE L148/INF 555 5, 2936 /Ni B3 4, 224 /N B 4
218/)N i Bl B K, Bl EL A B AT B A) N A4S &2 /0299096 .919%6.929%.93% .94 % .95 %
96 % 97 % 98 % 99 % BX 5 % K HHJEE A (il an , B =0 (V) 4 &9) 5 A g P-4k
A (B EA R 1D MABRES (11-a) MAEYD) -

[0234] 75— NSt , A3 0 RO Sk A LA ) S S VR R IR 4G A, S8 I A8
L5 S A o 2% S S — D AN SR BSOS IR BE R T LA & b 2 1g/L/h, &
b 2y2g/L/h, BDZAg/L/h B Z6g/ L/ Ml i I AR 0. TR I AR H X S A& 1
SRS B R B NN B B 2 /D Z120g/1L.30g/LE40g /LA AT UG JEE 4 I &V i T
SR JE VS NS B, SR 5 LA 292¢/L/h dg/L/hEk6g/L/hif) 3 3 [q) Vi SE S8 N 7 AR e
B Ak F E D %130g/L.40g/L.50g/L.60g/L.70g/L.100g/L150g/L.200g/LE% 5 & (1] i &
JERAIINECE: o PR, 7R %7 VA — B8 St 9, & 0d B S B R R R A s I 2 AR &
b #)20g/1..30g/LEA0g/ LI HI UG N = i+, 2R 5 LL292¢/1L/h4g/L/hB6g/L/h
[P TR [ 0 S I R A ) IR B &2k 31130g /1. 40g /1., 50g /L. 60g/L. 70g /L. 100g /LEY 5
1o TR B TR I o 12 S 78 S I 2% A1 o VI S B B8 v 1 JER A0 I 28k &2, [) B (R R B IS 420
4] J& PR 22 /0 2990 % 91 % .92 % .93 % .94 % .95 % .96 % .97 % . 98 % . 99 % BR B /5 ) 15
M Z AEZ TV — B St A5 R, IS I 53 A B A R AR B S T B L R R TR TG PR VS T
b, W N B /D250 . 5ML B /D L)1 OM F /D212 5ML B /D215 0ML E /D Z7 . 5M. /04710 0Ms
[0235]  FEiZJiAM—Sesi b, B 2 N T G DL R A& I N 2 F () IR In#R &
#)5g/L%100g/L; (b) £10.1g/L250g/LII R (c) £90. IMEAMTI 5 IZ (TPW) 5 (d) £
0.1g/L&E10g/LEI BRI IS B (PLP) %K 75 (e) pHIEZI6210; A1 (F) I E£130260°C .

[0236]  FEiZ AN — e st b , B R N T LG DL R A& I N 2 F : (a) R In#R &
#)10g/LEZ180g/L; (b) £10.5g/L&25g /LI ; (c) £10. IME M 55 A FZ (IPM) 5 (d) £
0.1g/LE 1g/LEIBERRIL S 1 (PLP) A F; (o) pHEZISE10; () I L40FE 55T, Ml (g) &
IS (6] 187N 223678 &
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[0237]  fEAZTTHER) —Be s b, e s ST B HE DL Gl ) S SR« () SR InEk &=
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(1701, 77 42) WO 2011/035569 (FHT- 57K M, 554-5151) FIW0 2013/026773 (J7 %1, 2
) 7 G AT 5 FHIEAARSD  BA (V) BAGE Y /K BiEER-OHAL 75 21 B A
=X (VITD L&

[0396]  4nRRZE BT 2 F AN HCACHE , T AARYE bSO i 26 51 AR FE R[]
[0397]  Jx N5 bk

0 0
A OR O OR
[0398] HN_ _O HN_ _O
( Lo 4
R1 R1
(Vi) (1X)
[0399] ik
0
X OR
[0400] HN_ O
R1
(Vi) (1X-a)

[0401]  HAHRIZAFEHEACHICi1—Cr—l L . Co—Cro—75 FE B Ce—Cro— 75 F—C1—Cr—ki &L, JF HR
EEBR AR EA,
[0402] s id Jii e ., e HR AR A AR A0S 2 N 1 77 v DA S A an ik T-Adv . Synth. Catal . [&
R AL 3 2 12003 ,345,308-323.W0 02/04466.W0 2009/090251 (2 45B.3.38(C.2) WO
2011/035569 (22 ¥&b) FIWO 2013/026773 (TEMEALFIAELE T 18 AR FREAL) F 771 O H
G FHIEAARSD , BA K VITD B46E Yaid 7 BL o3l = A4 B =X (TX) AL &4 A
FH (Ix-a) FILED
[0403] g w5 B bk

0 0
OR OR
[0404] O HN\fO e NH,
b“‘ O
R1

(1X) (1
[0405]  flidkih
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[0406]

(1X-a) (Il-a)

[0407] AR ZEATHEH BRI C1—Cr— e \ Co—Cro— 7% R BY Co—Cro— 7% 25 -C1—Cr—Je 2, FF HR
e AR ER L], Lk Ci-Crhi £,

[0408]  FUHFHSR 5 R4 A ST A RN 77 75 PA Sl a0 ik T-Adv . Synth. Catal . [F B 5L
BEF%12003, 345, 308-323 FCN101362708AH Jy ik CRHLIE T 51 IR AATO) Br £tk &4 (1X)
(R BEEE DL = AR A& W (TTT) Wi & 2 2

[0409] 1% [ MG AE LA Sf AT i AT - FE /K PETCHLER (W40, S B2, 3R L) fFE T, £
& 2 1 R B VR A (9 T e R B, sk N L, 4- —RE R, BORIER N LR, F1/80K) H
FEO0°C 2 [ MR & P A [l e T B Y A 1 DI ade 3R B2 (491 6 AL 20°C 21100°C) F s B LR (31
o, B R G0 R, 76 2 1A ) () e R RS o, #E50°C 28 s SETRA 0 ) [t it P
N EIALE IR (B8 R60°CHI70°C) T s

[0410]  J7 Z4MNT7 F4-arh 1) N A BRd (R R ORI EERRa 5 A A TTD K&
PA A B =0 (TD) B4 &) 23 i) 5 40 T B8V 40 58 I HL G0 el 78 AR S5 2 4 S
(77 Z2 077 Z22-arp () NP SR AAH A

[0411]  J7 R4AMTT Fd-ah i) e P Be (BRI RA X I K&V RIREEIEJE v HA
(D) W32 R4 B R EE S Y) 23 ) 540 b T 58 VR A3 1K) 7 S22 M0 T7 Ze2-a P i) [ BB
FReHH[R] . £EWO 2008/138561 (3536 70) (R Hd i 51 I AATSD iR 1 ALK SN o
[0412]  J7 ZRAMNT7 Ze4—arh i) S AR BRE MR J 1) 0 B8 (RLKE B =0 (D) 132 DR 2 R 1
&Py A AR LR A 20 (VIT) () % JERE S5 % A INEPHI R 24 b -~ A ith) 2300 5
Tl BV 4 M i IR 5 BTG AR ane] AR AR U R A2 A IR T 5317 58 3—arh BT 1) s B AH
[] o

[0413] i S5t 41«

[0414]  FEARHETT 1 B 4-al{Ef] Bk T7iEd, £ — > SERt ], R1AZ i H LR TR &R
L[] : C1—Co—ft 2t , HoAE AR U B ——Cr—Co—Joe I H A ot B C 1 —Cr— e AU AR B AR L X
AR Co—Cro— 75 25 s BRI 4], Hoog BB 2 AN JE DL K L A BA7 H ik FN
0.S.S(0) 5LS (0) 21 2 JR T B FRER L “IRER = 3R 38 R 40 s Horp iz o5 SRz 8 0 L (A1 2 R B
AR B — S PN B = AN IR UAR, 1R R e B DA & TAH R 2H - Co—Cr—hi ik e
Ci—Cr—hr a2k \ Co—Co— Y I He—2A 0k« (X1 = T 2k 3 L FICF 5

[0415]  Co—Cro— 75 FE—C1—Co— e B IE I s C1—Cro— M B L IR IE s Cr—Co— e F R 3 Co—Cro— 75 2
B s C1—Co— b S JE 3L 5 Co—Cro— 75 2 —Ci-Co— B SR JE 0 22k 5 I TR 2% 5 RO 268 5 A 228 5 I Tt Pt
B s BRIV e A P A e

[0416]  Hr B AN HI LT AL & SiR1IR12R1 356 (4], ForhR11 \R12HMR1 348 b b 37 1l 2 C1—Cr—He
Hk Co—Cro— 75 FL B HL—C1-Co—Fi ik o

[0417]  FEILACIER L7, R1Z Cr-Cre S ke s , JUHZ AT A e (Boc) -

[0418]  FEAFAT ik e Wi J7 ZeH , AT RAE R s F FH - MO B S A A4 VR & 4 (i e 44%) h 4
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G350 R S R AR P R 7 4 A e ik DA R B LR R e B i (91 G e gk S B S A AR )
£h) BT SRR AR AR BT 3RS 1 AR 85 71 2 2 1 Bk iR - b ¥ A A B AR A BY ) F- 1A S )
(D) (ID . AID « (VID A (IX) Fror AR B (T-a) « (I1-a) « (I11-a) « (VII-a) 5L
(TX—a) B AT S A o e SR VAR A U3 A 2RI

[0419] s

[0420] DA S50 RA 1 AR K B T ANBR il L

[0421]  {sfi IR K 15 -

[0422] Aq..aq. IR
[0423] Ac s
[0424] Bu T
[0425]  CDI N, N-$ 3L — ke
[0426] Et L F
[0427] h AN
[0428]  Me 2
[0429] min Gl
[0430] Ph RIE
[0431]  HEIRT

[0432]

1 2
O Boc,0, NaOH
ATA-415
OH
‘ 4 K,HPO,, PLP TrFFR
C
4
3
o N- ek 1BUOCOCI
THF
4 J& NaBH O e =
P ¥ =4 4 \|
THF/H,0 HN\(O
O'Bu
5 6

[0433] Sl (7) —4— ([1,1° —BkIRFE ] -4-FE Y FF 3E) —2— B FEMEmE—5 (4H) —fd 207 )i
[0434] WG HCARIE-4-H S 1 (9 G 7 4% 3 R4 B 23 8 ] (Sigma—Aldrich) , H 3% 5B34680,
CAS53218-36-8) (25.1g,135.0mmol) \N-Z B HZ K (16.2g,138. 3mmol) FITE/K £ FREN
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(11.1g,135.3mmol) 7£ Z R HF (250mL) HH B IF NI AR 110°C-120 CHAEZIRE N HE10
/N 4%50“ REVAHZ5C, 3 HiE T fﬁﬁﬁlﬂzls R B = R N R GE %, 7 HAES0°C R
HAETER S22, B AE K (36.5g, B &) RIS = i it — b At B v H
TTF— Mﬂeo

[0435]  'H-NMR (400MHz , DMS0-d6) : Sppm 2.42 (s,3H) ,7.28 (s, 1H) ,7.37-7.45 (m,2H) ,
7.47-7.54 (m,2H) ,7.73-7.79 (m,2H) ,7.83 (m,2H) ,8.28 (m, 2H) ppm.

[0436]  sf512:3- ([1,1°-FpROREE ] -4-38) —2- AR R 31 it

[0437] % (Z) -4 ([1, 17 -BRAR IR ] -4 2L 0 H JE) -2 FF S mEmk -5 (4H) -2 (20.0g,
75.96mmol) 7F 2.8 (60mL) F137 % HC1/K VAR (140mL) H () B IFBUIN#E80°C-100C H-1£ 1%
T BE T R0/ o ﬂfriir“ RGP H B, ARG INK (200mL) o 8 H T3E H I 44, A
IKEEBRFAESOC N BT, 15 2 2 AR =43 (9.83g,53. 9% UL ) o

[0438]  'H-NMR (4OOMHZ ,DMS0-d6) :86.45 (s, 1H) ,7.33-7.40 (m, 1H) ,7.46 (m,2H) ,7.64-
7.73 (n,4H) ,7.85 (m,2H) ,9.34 (s, 1H) ,13.23 (br.s, IH) ppm;MS (ES-API) : IFEAE258. 1 [M+

NH4] s MS (ES-API) : f1A% 239, 2[M-H] .

[0439]  sEf3: (R) —3— ([1, 1" -FoRJE] —4-0%) —2-S L N R4

[0440]  ZARfAa)

[0441] B RPIREERER L (19.95¢,208.8mmol) ¥ T-67mM KoHPO4/K ¥ W (210mL; pH 9.39)
B, SR JE I NI RS %5 — B R (PLP) (54mg) o383 Vs I 57 A e ¥ pHAE 1A 15 2 pH 9.653- ([1,
1 -BER L] -4-55) —2-F AR A R3 (1.00g,4. 167mmol) &% T-200mLi% 2 MyA T 4, 3 4E40°C
A1180rpm FHR% 57 &b - Vs s Z BEATA-415 (34mg ; A T it BH A =], 55 AR 48, N A AE
JENE AN, SEE ) 5 350 [ MV S ITE IR TR 187N h/tmfr%u P[] A B K
(5mL) R FF I8 o A1 2 20 ] 44 T R 49 3 S A B e T B AR B B 1K 04 (1. 13,
90 % ULH) .

[0442]  'H-NMR (400MHz ,DMSO-d6) : 63.18 (d,2H) ,4.21 (br.t,1H) ,7.34-7.41 (n, 3H) ,
7.44-7.51 (m,2H) ,7.61-7.70 (m,4H) ,8.46 (br.s,3H) ,13.41-14.37 (m, 1H) ppm (LA £ 1% 25 &
M) 5 KW A A4 BT (HPLC) :>99.

[0443]  AR{Ab)

[0444] 3 PIREEEER £ (19.95g,208.8mmol) ¥ T67mM KoHPO4/K VAR (105mL; pH 9.39)
WL SR SRS NI S 5~ B R (PLP) (27mg) ol i ¥ I 57 PR Bk pHAEL YR 5 Z2pH 9, 15 B 22 My
WAKE3- ([1,17-BAR 3 ] -4-38) -2~ 5 AR L3 (80mg, 0. 333mmo1) 7% T 2mLLE i A
FAEA0°C N IR 1043 % o 3@ LI 0 57 A e pHAEL TR 15 22 pH 8. 15 4% ¢ I ig #h iR £k (4. 75¢,

49.70mmo1) FHMLPE [ES — R R (PLP) (6.25mg) ¥ T°0. IM= Z &g phifk (25mL;pH 7.0) 1,73
B G2 M TEB o B 3% A BFATA-032 (6. 4mg s A M vt BHE A W] 15 1) 3 T 22 P VB (640uL)
H, 7E30°C AR5 A1 T 50 O TR IS S BEATA-032 (100uL) YAV , JH ¥ I N VR A IHE40°C
FH180rpm MR 1T/ o 18 IFHPLC /3 AT [ TR & 1R BH 100 % AL R F1>99 % ee .

[0445] WP AL A W AR Aa)

[0446]  ARfAc)

[0447] #4598 % BiFR (45.0g,450mmol,0.54 2 &) ZE18 A K (300g) H , 4R J5 45 INK2HPO, ©
3H20 (47 .5g,208mmol , 0. 254 &) Afk&43 (200g,832mmol , 1.0024 &) . [A) 15 3| i) BV i
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WRIN70% S KW (147 .6g,1748mmol,2. 1024 8) . I#E45°CJ5 , B pHi T ZpH 8.8-
8.9, R JG ¥ Nk I (Tween) 20 (30.0g) HI7K (70.0g) ¥ W . AN IPLP— /K &9 (1.68g,
6.80mmol,0.0084 %) , SR 5T ZEpH 8.5-8.6. 7 IMATA-032 (2.00g) fEpH S8ZE AR
(40mL , FHK2HPO4 * SH20FH7K i1l 48) HH A B0, HERs R BEVR G WIAEALC R i 187N o ¥
IMBRER /K I (1270g) , - HLBE J5 K S SR S P N/ 2295 C F- TR 1R FE R AR FF L0/ o ¥4 2]
Z25°C )G, pEH Ak, 3F B 4980 /K (1400mL) , 1% K2HPO4 3H207K ¥k (1400mL) A2 f
(320g) TR B WL K 2- T Wi (640g) Peisk , SR Ja T-18 , 1 B A 4.

[0448]  WyEE AL A W AT Aa)

[0449]  szf4: R) —3— ([1, 1" oKL ] -4-3%) —2- (GRUT S FEHFE) &I -HRR5H i
[0450] 7R W R) -3-([1, 17 - A ] -4-58) -2-Z H R4 (0.9g,2.996mmo 1 s {E N
L P S5 P9 i S A e £6) 7F DY SR (9mL) AN7K (9mL) o B i 0 H AR InBoc B2 T (0.91g,
4.103mmol) 7EPY Sk (2mL) H1 IR, SR e Vs I A AL 4 (335mg, 8. 206mmo1) 7E7K (2mL)
o VAT 5 B VTS T AL S IR N 1 RE 18/, AR 5 R 10 %6 HC 1 /K VA7 LA pHAE 8 15
ZpH 4. AR AN, 3 B 5 KRR Y H G R LB A A A HLZ FMgS04
T, ok I WG, 15 B 2K A E R 2405 (1. 28g, )€ ) »

[0451]  'H-NMR (400MHz ,DMSO-d6) :81.32 (s,9H) ,2.87 (dd, 1H) ,3.06 (dd, 1H) ,4.13 (ddd,
1H),7.15(d,1H) ,7.31-7.39 (m,3H) ,7.45 (m,2H) ,7.58 (m,2H) ,7.64 (m,2H) ,12.63 (br.s,
1H) »

[0452]  sEfg5: (R) —FU T 28 (- ([0, 17 -JcoR L] -4-08) -3- R B i b -2 J) 20 FH IR TR 6 11
Hillig

[0453]  #E-15C I, (R) —3— ([1,1 -] -4-58) —2- (GRUT S A AL) &) - TN L5
(1.28g, HH24T2.996mmo1) 7 VY & LM (8mL) F1 AR T s IS W /R 5 1 g (539mg,
3.749mmol) , %R J5 Vs INN-H Lk (402mg, 3.937mmol) o JE R IE , £E-15°C R Hi #3044
J&i 5 VE R UTIE Y, AR 5 FHTHR S IE D . £E0°C R, B I8 & 1 /NI 5 in 21 i & AL B (296meg
7.499mmol) 7E7K (4mL) H B K S SR A IR0 C R FiE £k LN, SR JE 8 ik (15mL)
TR SRS Y G IR CBRAE W& FE B A HLZ FMg S04 # , 1o 8 I 305 Wk 4, 15 2
P I i (RER, BRbe/ B8 . T8) 24k, 13 31 2 1 AR B =906 (0. T4g, B ICR
75%) .

[0454]  'H-NMR (400MHz ,DMSO-d6) : 81.32 (s,9H) ,2.60 (dd, 1H) ,2.86 (dd, 1H) ,3.24-3.31
(m,1H) ,3.33-3.42 (m, 1H) ,3.52-3.70 (m, 1H) ,4.72 (t,1H) ,6.56-6.71 (m,1H) ,7.28 (m,2H) ,
7.30-7.38 (m,1H) ,7.44 (m,2H) ,7.56 (m,2H) ,7.60-7.66 (m,2H) ;MS (ES-API) : IF & TRz,
350.3[M+Na] ",

[0455]  REIRTI
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[0456]

H,0, H,S04

OH OMe

80020, NE‘;

[0457] 5246 () —4- ([1,1°—FcIRIE ] —4-FE Y FF L) —2 -~ LM -5 (4H) —FH3H & B :
[0458] ¥4 [1,1 -BEZEFE]-4-HIE1 (90.0g,493.9mmol, 1.04 ) 27 H R & & 2. R 2
(106.2g,592.7mmol,1.24 &) . LR (19.4¢,197. Tmmo1,0.44 &) FNH 2 (720mL) I
N gs I N A IR S5 C-65°C, AR G & L/INI VS I BRI (32 6mL, 345 . 8mmo1 ,0.6
i), FBULM A G2 /N G K R NG P4 LN 74 #1 2245°C-55C o I N
i PR S RONIR G P FF R EE LN o 2 2/NB I IR 22 1 L BRIEF (107 . 2mL, 113 . 6mmol , 2. 424
) 5 ARG I EE6 /N Bl S5 2422 . 5 /NI I BT SV EI 32 15°C-25°C , I HLJE H [ 44 o K
JETF 2R (90mL, PR IK) Bedk, S8 Ja T R B & 43

[0459]  sizfg7.3— ([1, 17 -RIR AL ] -4-55) 2RI R4 & B :

[0460]  ¥4ALEH3.68% Wil K W (803mL,8.85mol,18. 04 &, LT &1) F 2.1
(576mL) NN N 38 1 o B e N VR A W I E 95 C 105 °C I B4 BE 107N o B8 J5 285 /N
SRR G IV H1 22 2925°C o G2/ NI V8 0 BB T JE I (778mL) , HK I MLV A 0 -4 3]
I o it A4, I ELB U A /K (500mL) , 0.2 % MR A — A1 /K iAW (300mL) Al7K (300mL) &
v E TR 3 2L E 4.

[0461] =48 (R) —3— ([1, 17 —HIRIE] —4-3) —2-F FL N FRB I & s

[0462]  #598% iR (45.0g,450mmol ,0. 544 5) 2218 I A 7K (300g) H, SR JG ¥ INK2HPO,
3H20 (47 .5g,208mmol , 0. 254 5) AL A44 (200g,832mmol , 1.0024 ) . [A] 15 21| i) BV W
TRIN70% S KIS W (147 .6g,1748mmol, 2. 1024 8) . I E45°C )5, HpHi T ZpH 8.8-
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8.9, AR JE ¥ Nt 120 (30. 0g) HI7K (70.0g) ¥R - s IIPLP—7K&4%) (1.68g,6.80mmo1,0.008
M8 R HTTEpH 8.5-8.6. N INATA-032 (2.00g) EpH 8% iAWk (40mL , HK2HPO,
3H2OFH K i 28) A =277 30, HoKs IR SV S D TEA1°C R BEHE 18 7INIT o 8 I IMAR R 7K ¥
(1270g) , 7+ HLBE J5 ¥ [ MR A P I E 95 °CHEZIR E N IR 10/ A EIE25°C 5, BE
W AR, I B BT 7K (1400mL) 5 1% K2HPO4 * 3H207K ¥A TR (1400mL) A12-T F (320g) fIE
E UL J2-"T i (640g) BEds, AR 5 T8, 15 246 545

[0463]  52f19: (R) -3— ([1,1 -BAIRIE] 4-38) —2- (T EIEFRIL) =L AR FF LR THY
[0464] M54k A45 (20.00g,82.9mmol, 1.0 5) FHEE (160mL) HIN S 2 #% HH o 44 BT A5 2
FRINFAZE50°C , 2R JE 7E30 7B P ¥ I A e 4 (12.82g,107 . 7mmo , 1. 324 &) . £50°C-55
C IR FE10/NT , SR S5 7ER0°C RIS = 2 % (29.36g,290. 1mmo1, 3. 54 1) , B v N
HAZR (100mL) o383 7ES0°C T 28 TR AE FL 5 T B 25 I O I TR B 0% 21 2220°C, 2R JE i
BocFRIF (19.9g,91.2mmol, 1. 14 &) , ¥ IR MAE20°C T @E— B4 2/ o 8 ik R hn10 %
NaC17KIE W (100mL) ¥ K N, I 57 55 & AH A HLJZ 10 % NaCl /KR (50mL) Peidk , 28 5
o We4g FEAES0°C T FHBEbEZe 43 (120mL) ks o F I MR G225/ N A2 H1 22 10°C , 7 HjE
TR R [ 44, I BEbE 2R 43 (20mL) ek T4, 15 2k -& 7.

[0465]  'H-NMR (400MHz ,DMS0-d6) :61.32 (s,9H) ,2.89 (dd, 1H) ,3.04 (dd, 1H) ,3.63 (s,
3H) ,4.21(ddd, 1H) ,7.29-7.38 (m,4H) ,7.41-7.47 (m,2H) ,7.55-7.61 (m,2H) ,7.61-7.67 (m,
2H) ;MS (ES-APT) : IE B F#58x0356 . 4 [M+H]

[0466]  sf10: (R) -4 T 2 (1- ([1, 17 BRI ] -4-58) -3-JR L e —2-2%) — (24 H IR 118
[ B

[0467] [ 4k & 97 (1.00g,2.81mmol,1.0024 %) 7E F JE-THF (5. 0mL) F ) 7E0 °C H 7
WRINAE0-5C I B A4k 4M (319mg, 8. 43mmol , 3. 0024 5) LAHR At () 10 B V21K - Z2 18 Vs i HH B
(0.7mL,17.3mmol,6.154 &) , FECARIR H W R NIRGWSAE R 220°C-25°C , A5 1E
ZIR T NI E B A B R NREA HIE0C, AR G B 158 40 % ¥ 5 BR /K VA TR
(6.0mL) , FERIZIE SRR o 43 85540, FE H A HUAH K (3. 0mL) Pk - 4% 71 A8 A F
2 (5.0mL) , ARSI INBEEL 3 (5. 0mL) LAYTIE AL 48 - 38 H P24, FH BERE 4 73 Wedds 3 F T4,
REMLE8.

[0468]  MEIRIII
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[0469]

Boc,0, NEt;

CH,Cl,

12 6
[0470]  SEA11. (R) —FHHE3- ([1, 1" —ROR AL | —4-k) -2 B P R HYRARR R 1 1 A0 i3

[0471]  7E40°C K R —H 33— ([1, 1" -BLIRIE ] -4-3E) —2- Z WE G 2 N R R 10 (0. 190g,
0.639mmo1) 7 (1. 2mL) 7 1BV FH H R (0.070g,1.078mmol) AbHE . 5 e VR &
IR (B A2 IR B T AR 21N A HI 2 50°C 5, R N7 AT B e 1 - 1 (10mL) HVE &
Y, SBOE A GIUTIE RN IR S HI 2 0°C, U8 B AR I SR A R B L 1R
AIRBWIEE - 7E50°C BLZS T4, A3 B 2R S AR F 74911 (0.150g,67 % UHK) .

[0472]  'H-NMR (400MHz ,DMSO-d6) :62.30 (d,4H) ,3.14 (m,2H) ,3.73 (s,3H) ,4.39 (¢, 1H) ,
7.32(m,2H) ,7.38 (m,1H) ,7.44-7.52 (m,2H) ,7.63-7.71 (m,4H) ,8.41 (br.s,3H) ;MS (ES-
APT) : IR B A X256. 2 [M+H] 7,

[0473]  sEfpl12: (R —H2E3- ([0, 17 -BEFRIE ] -4-38) —2- (T Ak &30 NIREg 12
) il i

[0474] R N (R) -F 33— ([1, 17 -BRORHE ] —4-08) —2-Z L A IR I Fe e 11 (0. 136g,
0.378mmol) £ G M ft (2mL) T )& H s I = £ % (0. 054mL, 0. 395mmo1) , #R 5 #&Boc
PRI (0.093mL,0.401mmol) o ¥ I MIR-G W AE30°C T In#h4 . 5ho ¥ o e A& Ak 4 7K ¥
(5mL) F1Z. B8 .15 (5mL) J& , 73 &5 %% M- Jﬂkﬁﬁﬁﬁaﬁgz%ﬁﬂi HHKEHFMEIEHH
NaoSOs 5% , i JiE I LSRG, 13 217412 (0. 148g, 'E &) , K L4

[0475]  'H-NMR (400MHz , DMSO-d6) :61.32 (s, 9H) ,2.85-2.93 (m, 1H) ,3.00-3.08 (m, 1H) ,
3.63(s,3H) ,4.16-4.25 (m,1H) ,7.27-7.38 (m,4H) ,7.40-7.49 (m,2H) ,7.58 (m, 2H) ,7.62-
7.68 (m,2H) ;MS (ES-APT) : IF & 71530356 . 3 [M+H] .

[0476] S48 (R) - T 28 (- ([1, 17 -JRoR L] -4-08) -3 B b -2 J) 2k FH IR TR 6 1)
Hillit

[0477]  FEZIR T, M (R) —FEE3- ([0, 17 -t ] -4-38) —2—- (GRUT AR L) — =58 IR
fig12 (0.140g,mmol) 7F L BEFIPU SRR 1 : 1R &40 (2mL) BV TR H s I &AL LK &9
(0.183g,mmol) , SR JG TR INANA ALY (0. 109g ,mmol) ¥ [ MRS WITE25°C T it 7h. 44 %
VA CBEAT DY SRR 1 2 1AV S PR R , I8 4 9 F B AT DY kR 1 2 LIRS 4
ek G TIB PR TR B 25 W4 , 13- 2 7246 (0. 080g , AP IR 67 %) »
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[0478]  xtFortrdide , Z WML AL & W55 AL & 46 -
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