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JBE HICT) AR 1 25 551 S IR N T A/ B 70 o o RBR N R AE T B 2R A T Rl RE RR EL 52
5 b ATRERZ B BRI AN/ BATART 75 20097 5 AR/ B PR
[0447] E\@‘Zfiii‘ﬂsfﬁﬁﬁ%%QEACF@E/J?*LIE W Ko AT ) N I 2594064, 15
T ER DL N K B A SR 2H 5 38 IS T 1) BT A R SR Bt - s R
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it B 252 A Wy DAAE AL A5 205 4038 FH T 17 2 P sl it FH R A B JE Ny, 9 L e
2 P 2 AT 3 I e S A SR A T A/ B AT IR AP R

[0448]  ACSCHE AR R FA P 18 368 55 T 1) ok 7] &2 B A T X DA T it FH R R 2 45— M SR
I 3 AF O EA P R B H S B VR R AR S B 25 2 W 3 ) PN 58 o X TR o 52
A I BARTEIT A RO E K BT 2 PR R, Bl B 22 B4 BT V6 97 11 9599  Joa e B30
O IE () 7 E A 5 By T AR L AR ORI N BRI s I G BARZH B s 32 (R AR 8 VR
— PR AR AR A Sl AR £ 5 B FH T B AR DK PAY Tl 4 e PR B T e P s A R TR 26 5 v 97
[P Fp 26 18] 5 55 BT B R AR R IA P G 2H & B3I B4 R 25900 5 DA R 2 2 A3k b Ax BT 81 R0 )
FAH

(04491 AR SCHEALA) RIA N B AN &Y mld i 3G (B, IR W B b s ik N L
W BRI BN BN R T O E N AR R B B B N I e (e et
AR VB N/ B ) AR B B E TN AR IS A s il R N SR TR/
BRI N 5 A1/ BAE A T s 55751 B 25 70 R/ B A0 I it FH o — RBESR 50, i 4 1) it s 1%
B H T Z PR 2R, BT IR DR 2 AL G A 18 B IR 97 7 R A0/ 8052 4 IR« 1 AR e A 2
326 1) i AR o AR, A SRS T S Hh , S AT B AN AL T 32 1 MRt FH AR , FF HL R
LG DK A UL P AR/ 8 g it FH 2 AR a2 1 5 A FHASE =K

[0450]  FRUE P ELFELE RIS (a0, B0 k) 82 AlE (i, 2 0k H . a5
de st 7 R, 2 1) 82 A it FH 22 70 & Bl n) 2H 2R B An i 8 22 R R, £ 7 & R AT AR
A EAFEAF B A AR A & A ST R IS4 o fE R e S 77 S, 24 n) 32 30 it
FH B8 7] 2H 23 B8 40 B S FH 22 7 By 1) 5248 75 it FH B3 ) 2 23 B4 B B FH 22 771 R R A3 R R
“HNEREA R A — K7 =R A7 A7 = 57
BREDY JE— 7)o A R L STt 7 S HR , A SCHTIR I 7 (1540 , B3 & Bl 22 5 AT AT 5 )
AL FE0 . Ing 5 1ng 2 [8].0.001mg 50.01mg 2 [A].0.01mg 50. Img 2 [8] 0. Img 5 1mg 2 [H]
Img553mg 2 [8] . 3mg 5 10mg .2 [A] . 10mg 5 30mg 2 [A] . 30mg 5 100mg 2 [A] . 100mg 5 300mg 2 [H]
300mg51,000mg 2 [A] 8% 1 g5 10g [A] (¥ widE) A SRR 4540 -

[0451] L REFEAE , QA SCHTIR B R P B ER A &9 mT 5 — Pk 2 Mg sk 1) 36 97 T PRI 2H
At o R EA N BB S )] 5 — Fhal 2 FhE s 1) va T s PRI R 7E H 2 B e 5 i
— MR, B PR DL T B I 7 B 1R 7R R/ B 1) Tt FH o 3 B BR A L 7R X PP A
155 IR B AMG T 7% PR TR AT AE B — 2 A W — ke it FH B A AS [R] 20 b B ot FH o 72— P
ZE RS P ARE 5 4675 B A R BH BR8-S 80 7RV 977 3 14 7710 ) A 25 1k A/ B B ST B )
WS VRIT AR o — R U, TUHAH A A8 IO A0S A o7 3 18 77 B A58 P 7K S AN e e AT T s i qs
FHII 7K o 7 R e St 7 S8, 2H A48 PR AR T B s FH B 7K

[0452] 7RI BB AN TT 15 PR A A FEE AR T-Pu A 25 B EE 7 R T Bt 7] | me
7R B AR S S AR B AR S AT 2 ) UL IR | G e SR PR R PO e I 5
R BT 2 IR SR AR ) BRI 2 R A VIR T SR 2R VT e RS N E LA T
BN (Elan, anEk AL (CFR) Hr A1 i 56 [ £ i 24 i 8 28 Rk e B A 5 470)
(1NN A= R /NN N 8 N N % = I A N 5 = N 1 S NG - S TN
A RN N T BESE E  RIE FE A% JDNARNA VG T BT R e CEA T
LN S A s it T
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[0453]  FERELCS T Zrh, SO R IT AR R A R R I AE R B EAR T F
BRI W, FER TN CLAER W@, kA% RPN EESE (i, 45 %
WHRERSTAERFDY ZER) REHEE (W0, RN E AR R VA R A) (i
&5 (1 an , 52 77 F v B H AR U E) W DUBA 228 (i an, PUBA &= VDU = VA DU PR 3R
ERR HMA R IR R ZHRER TR LEFR KESLER6- DAV R CKRFIE,
&R LA R ARV R M 2 R PR (B, B ER)) V2 ()
W, RRER ZMER - DRER) ZENEE B, RUER) AER MERNEN
T /IEAE AR (dalfoprisin) (Syndercid™) .

[0454] Ak B IR AR 24 4 (940, 259040)  Frde i 2 & vl LB E AR K B A &4
BOR PR N B AN 2R 2% (5040, /N 2230 I 3 S o A/ Bl 7 e 28 6038, AL & & I A 2% - 7F
FEEe S R, SRR 25 AR IR O B S B AR A TR A AR A E H TR R R IR A
KB 25 W 2H A ORI N TR TR 24 IR 551 o E FEBE S0t 75 28, W T IR 5 48 28 28 2%
W SR LI AR BB 23 A P EOR IR N BRZH G LA B — A B 7R A

[0455] 97 JTiE A A&

[0456] AR 3 FF I AR A FHAS J BRI ORI N R V6 97 IR AL P 5 08 » 91 Gn 30 T A T s B Bl g 2
RO G, FR ST 2 MR O o O TR P4 18R 2 I HS 040 B s M DL Qe b ar AR g . 2 L, il
ClarkZ: N\ ,Bioorganic&Medicinal Chemistry Letters (2000) 10:815-819 FigH A &) ;
FLeeZE A\ ,J .Med.Chem. (2011) 54:2792-2804 (L4 AP A5 A Him ) o 38 O AN A s 2
I PTR GRS I, il inAmsden, Journal of Antimicrobial Chemotherapy (2005)55:
10-21 (P2l & PELRAAE)

[0457]  [RIL, AnAS S — M MERGIR 1, SR A —Fhva y 7 RGP B i I 7 1, HOBLHE ) A 7R 21
AR W A M ER A A TR N BR B 245 % B2 () 881X — Ik mr ik iy (B, Ja
i FH 21 523 SR A (B a0 , 78 599 R A L 2H 2R 840 o 85 R e fi i) 384T . WA SCRT A, R
7R R IR YT VR TT T VR T .

[0458]  FEFEECSLE 7 R, A A E IR IT A AR N, 7R R S T SR, ik 7 R
G252 W IR G M5 (1) o e o AE RS St T v, ik 7 VR G AR IR MR 1) 32
BRI o AE R STt 7T 22, 2R3 BB B A A R SR PR 55

[0459]  FEFEECSL T7 R, A A E N T A R N, 7R SR St T SR, ik 7 ik
577 B B AR SR e P 1 T e, 8, FE R S T R, Bk T i R A 7 A 2
Jite FH 2 D P87 20 R B e 1A 3 9 1 R R M 1) R 1) A R B ORI PN i o 7B e STt T e, 52
TR AL T I Gt s ) KU R (s 248 5 5 T FE A BE AL B DA IR S S At s 1) 5 — 32
RH B 2 2 5 T BN N B R T JRAK) o

[0460]  F—ANTgrH, SR 4t 7 e JFAAR A K AR AR 7 v, AR E AR AR B R
AN B 595 A (91, 200 B e B L T B T AR ) 7 2 R R ik

(04611 4nATSCHT FH, “IRGe e 3™ A1 Bt AR Wy I g™ ] B354, FF 2 8 08 B A Gn L TR
AP B AT AR UK R G o 7R SRS STt T 2, RGP 5 s R oS At YR T B2 1 ) R
A 51 o A L STt 7 S, SRS PE I 6 R 22 24T 52 1t BT ) i SR A4 51 kS, 4914, Rk et
Y59 HH AR HAR YR IT A AE B DL R BUE At v T 1) 45 SR BE AN AR KA BE T 1 98 Ji 4k 5
it
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[0462]  7F HEEE Szt g 2 H , IR 2 5 S AT TR JBS L o I G, AE R S T R, $R i —Fh
TBIT A B RGN T, AL ) A 75 ) 2 i P A A N A K I R N R 252 F
AR

[0463]  FEFELCSL it 77 28, RIR A 6 5% T4 18 48 11 43 5 R A 1)~ S5 4 ik B2 (MTC) /T
50ug/mL/MF25ug/mL./NF20ug/mL . /NF10ug/mL /> F5ug/mLEY /N T 1ug/mL.

[0464]  {EREELs 7 R, 4B 20 B AR AN B R IA N B iR &5 5 25 MR R L 2
FIEE R A 2 IR e 3 S HUR (B0, G [ B7) BE St 7B S LSt 77 S8, 4R TR 43 B ik
X FIR IR N B BLME o 9, 7E R e S 7 R, B N AL R =Pt (BR) o 78R40 HAh S
Tt 77 S, Bk 40 B R A 8 2= Pt (AR) o

[0465]  fFHEALL ST T S Hh , A TR B g0t HoAthpr A= 2 (1 4n, JE R AN BR) 97 VA Bt . 51
i, FE RS 7 S, R AR N T B R P (VR) o AEREEE S 77 S b, i B AR H 41U T
MRAUIE (MR) , 1, 78 5= e Syt 77 S vh , 4 TR J86 G o 58 P AR 0 1 40 0 €0 9 & 3R R
(S.aureus) B4 MRSAIKYY) o 7EF LSt 7 Z2 M, 9 R A4 e a BBt i (QR) o 78 L L8 S 7
Zh e JEAR R BB (FR) S

[0466]  fERELESL T ZEH , 4B 7 B AR B A AME (5140, mef \mst) PRI o 75 5 H0 St 77
F, gl B ARG (B, erm) 2 R A8 SRS 7 S v, AT 20 B Pk B A R 3
DRI Y o 7E FE L S 77 22, ZH e 0 S vk B mT 5 3 2 R A

(04671 745 14 20 B J e E B AR AN PR T+ DL 4R ER 5 | ES ) Je e < 5 22 TG BH M 4 el (31 2, 7
2 H1] (Actinobacteria)  JEBER ] (Firmicutes) BUAEEEE | 7] (Tenericutes)) ; 2= K FH
PEANEE (B, P2 /K E ] (Aquificae) 35 BREE - R ] (Deinococcus-Thermus) £ 4EFT
B 1] (Fibrobacteres) /4t # ] (Chlorobi) /fUAF ] (Bacteroidetes) (FCB) AR AT [
(Fusobacteria) . B U E ] (Gemmatimonadest) \Ntrospirae ¥ % I | ]
(Planctomycetes) /HEHlF |1 (Verrucomicrobia) /4K JE44 ] (Chlamydiae) (PVC) &K H B[]
(Proteobacteria) JBRJiE/A[] (Spirochaetes) 8L H. 771 [ ] (Synergistetes)) ; B¢ H Ath 40 &
(a0, BRAF 5T (Acidobacteria) 4 1] (Chlroflexi) ;74| ] (Chrystiogenetes) .
W] (Cyanobacteria) AT # ] Deferrubacteres) W5 [T Dictyoglomi)  #
AT B 1] (Thermodesulfobacteria) Bi#H I ] (Thermotogae) ) »

[0468] 7 RLeLsIyi 7 ZEH , 20 B B L g ot =2 I P A T R SR 4

[0469]  7ERLELSTE 5 A, 22 I RH PR 4 TR A JE B B D 1) 4 B

[0470]  fERELLSIT 7 S H , 41 TR A JEERE B ) RNl 2K B B 1) i 07, B, 200 B JE 4% D M B R
g BIME A ERE A AR EAR T 7K E E.aviun) R EIRE . durans) FE7EK
(E.faecalis) JRIHEKH (E.faecium) \E9HERE (E.gallinarum) I 7 i EK &
(E.solitarius) E&2EmEREE (E. casseliflavus) FIEFHEZERE (B.raffinosus) o

[0471]  FERESLSIE 77 ZEH , 41 B O SR EE A ) A0 R 6 BR TR A I s 1, B, 4T R J L R i ) BK
PRI GY o 7 19114 ) 26 BK A A T 0 A (AN PR TR 2R SRR AT &) BR B (S arlettae) 40 (0 &)
BREE H B & BRE (S.auricularis) kAR & EKE (S.capitis) 13 & Bk H
(S.caprae) WA & EKH (S.carnous) ;=05 & BRH (S.chromogenes) . FL I 5 & ER H
(S.cohii) EETHHEIH & BKH (S.condimenti) .S.croceolyticus. K % Bk 5
(S.delphini) fHEIK % & EREH (S.devriesei) R X I BRI (S.epidermis) < 5 B & & B #

108



CN 113573779 A ﬁﬁ HH :I:; 85/255 1L

(S.equorum) A B & BREE (S.felis) \S.fluroettii X9 & BREE (S.gallinarum) &I
& BRE (S.haemolyticus) « N & & EKEE (S.hominis) JE i & BR A (S.hyicus) 5[] % %
BREE (S.intermedius) LKA & BRF (S.kloosii) .S.leei.S.lenus. B 5 % & B E
(S.lugdunesis) /KM% & ERE (S.lutrae) S.lyticans. 5 F& M 4 BRH
(S.massiliensis) . H & EKH (S.microti) AR % & BRIE (S.muscae) « JB VH /K5 & Bk
(S.nepalensis) K & BRI (S.pasteuri) .S.penttenkoferi. % g i & BRH
(S.piscifermentans) {8 [E] % & BRI (S.psuedointermedius) 08 B 5 % % BR H
(S.psudolugdensis) - IK A BRI (S.pulvereri) .S.rostri . fFEHHE & 4 BRH
(S.saccharolyticus) JEAH & BR 1 (S.saprophyticus) «Jifi (S % % BRF (S.schleiferi) .
AR A2 BRI (S.sciuri) IR BRI (S.simiae) AEA 4% BRIA (S. simulans)  H K 6 %)
BRI (S.stepanovicii) «BEIAM & BRI (S.succinus) /NERE BRI (S.vitulinus) YN
H1 % PR (S.warneri) FIAKEH A BRTE (S.xylosus) o fERLL ST 7 M, M &1 BR B G A
S T R ) BR B S o 7R R S Ty SR, v B R AT ER TR L A ANEE (B W1, me £ ams ) A
B AR LL S Ty S, 4 0 A BRI B A BR AL (140, erm) R DRI A

[0472]  FERESLSIE 7 22 H , 1B N JEEE B ) AN 2 AT TR I s 0, B, 4 BR1 JB%  R ZF F AT
BB o 7 49118 2 A T 40 T B F5 AHAN R TR B 28 /AT 3 (B.alcalophilus) i b5 2F flufT
(B.alvei) W AT H (B.aminovorans) fAEIERT 2 AT (B.amyloliquefaciens) .
flr i Z 2 5F AT & (B.aneurinolyticus) ARIEZF MIAFE (B.anthracis) /K MU &
(B.aquaemaris) «Z4i AT 5 (B.atrophaeus) FEMIZE AT % (B.boroniphilus) 45 2
T (B.brevis) YA ZEAT R (B.caldolyticus) -5 855 ZE 4T & (B.centrosporus) . i
RZFAIFFH (B. cereus) IR ZFAAFH B.circulans) (4 2T (B. coagulans) IR 5H
AR B. firmus) B HEEATE B. flavothermus) HUIR ZEFUAT I (B. fusiformis) <BRK
I B.globigii) IRZZEHUATE (B. infernus) 4 ZEMATE (B. larvae) lfE 2F 1
T (B.laterosporus) -IRZZ 2E A (B. lentus) <ML A ZEfEAT I (B. licheniformis) «E
RIZHAE (B.megaterium) . HERZEZF I (B.mesentericus) & i 4F AT B
(B.mucilaginosus) ERZEMIATE (B.mycoides) 4N S ZE AT B (B.natto) V= IR 2 f0AT 4
(B.pantothenticus) « Z ¥ ZF AT (B.polymyxa) RRIEF B (B.pseudoanthracis) 54
/NZEFEAF R (B.pumilus) IS ZE AT (B.schlegelii) (ERIE ZEHIFT# (B. sphaericus) .
it 4 ZE AT B (B. sporothermodurans) P& EEMIAT I (B. stearothermophilus) - 5 2F 1
B (B.subtilis) #\E BB 2 fa4F 5 (B. thermoglucosidasius) 7 = & 4 fAAF &
(B.thuringiensis) B.vulgatisf=H K % ffT 5 (B.weihenstephanensis) o {F 4 L6 5L fifi /7
ZEHR, ZF AU TR B G O i R 2 AT R R Y o AR R S T SR, A R 2 AT B R A AN (1
u,mef msr) FE R Y 7RG STl 7 2, Al R SR AOAT R B A R AL (140, erm) FEDRI Y
[0473]  fERELLSI 7 S M, S0 TR A JEEBE B [ FNEE 2K B B 10 i 01, B, 200 B JE 4% Do il o T U6
G o 7 M) o R T T L AR R BR T B FLBEBR 1A (S.agalactiae) FH IR 4 B 2R B
(S.anginosus) ZFEEBREE (S.bovis) REEERE (S.canis)  EBEFEERE (S.constellatus) «
1ZFBEBRE (S.dysgalactiae) - LEEBREE (S.equinus) EKBEERH (S.iniae) «H[H]) BEBR
(S.intermedius) FIZZHEERE (S.mitis) A HEEERE (S.mutans) I EEER H
(S.oralis) EIMEEEKE (S.parasanguinis) 2 I IEEEERE (S.peroris) il 48 B ER B
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(S.pneumoniae) \HLHKEEER A (S.pyogenes) E I HEER A (S.ratti) - ME R B% 2R
(S.salivarius) FEHEEEREE (S.thermophilus) .S.sanguinis L& EEERF (S. sobrinus) .
FEEERRE (S.suis) JFLBEEBREE (S.uberis) AT EBEERH (S.vestibularis) (EEEk L EE BRI
(S.viridans) FIEZEEERR A (S.zooepidemicus) o £F - 852 7 R, BEBR 7 [BYL AL e 1
FEER B GY o 7 T LE STt 7 S b, BE R B B Y il 98 BE IR TR S Y o 7R SRS St 7 SRR, il 2%
FEER B B A SN (140, mef smst) FE PRI AL FE R EL S 7 2, Wil 9% B Bk TR B FH SR AL (1)
i, erm) HpRI Y,

[0474]  FERESLSE 7 Z2HR AU N TR B [ AN 0 BT TR I s 1, B, 4 B8 JB% 4 9 o0 AT
BB G o 7 91 0 T R A B B FE RSB TS5 4% 70 BAF B (M. tuberculosis) S0 BT B
M.avium) KK HAFE M. gordonae) (HEGE 70 XA B (M. kansasi) « LB B A B
(M.nonchromogenicum) M/ FiAF 5 (M. terrae) <z 0 B AF & (M. ulcerans) &0 B A
(M.simiae) KX B AT B (M. leprae) <RI 2> B AT B (M. abscessus) 7 B AT B
(M.chelonae) R BAT B (M. fortuitum) « =RV B A B M. mucogenicum) - BIfBIR 5>
F A (M. parafortuitum) B34 56 (M. vaccae) -

[0475]  FERLMLSI 7 S, 20 R IR g o =2 I 9 1k T R U 4

[0476]  FrHELCSIRf T Z v, A 2= I P A B AR T R 1) AN A5 T T a8 1) 4 T - BRI, 48 UK
Pe NI A IR TR G o 7 1 PR 122 2 IR T 4 ] BB RN R T AR IR IR A IR (E.albertii) .
IR A5 G B (BE.blattae) KA E (E.coli) M AR A K H (E. fergusonii) HFK
B H (E.hermannii) I TR AR B (B.vulneris) o E R EE 527 2 b, e 7 IR ROAL Ay
K B G

[0477] R RELCSIRf T Z 4, A 22 I P A0 B D AR T TR 1) A LA 17 Ja8 1) 4 7 - BRI, 4 UK
GL W AT 1 G o 7 PR I AT T 20 o B4 (AN T 422 LB AT 78 (H. aegyptius) JFEIK
W& M AT (H.aphrophilus) « & MATE H.avium) A 5FE MATE H.ducreyi) JHFE IMAT
(H.felis) VAIMFEIMAF B (H.haemolyticus) Yt /EFEIMAF B (H. influenzae) B /&g
MAF®#E (H.parainfluenzae) Bl %P IMAF B (H.paracuniculus) « &l ¥ Il W M AT #
(H.parahaemolyticus) \ JZIKWE AT (H.pittmaniae) {5 EFE AT (Haemophilus
segnis) FHHERRIE AT B (H. somnus) o 7E R LSl 77 S0, W AT B Sk L D9 it Jemg T A T ek
[0478]  FrEHELESIRf T Z 4, 2= TG P A B AR T B T T RS S 17 J8 ) 4 T - R, 48 7 UK
P RNA BT R I G o 7= B PEAS S A 1R 20 B B FE AR T80 IR A AT B (A baumanii) I I
HEAZIFE (A haemolyticus) FIE R AZIFE (A. lwof fii) o fEFLLsLit 7 Brh , A B H
JERGL A i [ AN BT TR IR

[0479]  FEIELCSTRf 7 S, == TG P A B A2 T 1 1) AN o 75 A1 UK B s X 4 R o B, 4 R
8!y I (S N AN P S 17 e = R N AN e e R S e (S I N S Rl S I e = (E S
(K.granulomatis) ;7R 7 B fHIK I K. oxytoca) B #HUIR v 5 AKX (K.michiganensis) .
fiii 9 52 7 fHEC B (K. pneumoniae) M % 5 & fHIK I (K. quasipneumoniae) AIAE M 5 & {1
IR (K.variicola) o fEHEEESIHE T S, bl B A0 IK B RS G il 4% o B A1 IR R U

[0480]  7F B LL Sl 77 2 H , A =2 UG I P 0 B D A8 TR T 1) ARV R 7 JaB 1) 4 T - BRI, 4 7 UK
Y B B A TR S G o s 19 P AR B A TR 4 R L FER AR AN PR T SR BB B (P aeruginosa) HH
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KRB (P.oryzihabitans) A& AR HEAEE (P.plecoglissicida) v T &FR A E
(P.syringae) &R ARFEHIE (P.putida) FI G B ME (P. fluoroscens) o £F - L5 5L jifi 77
ZErb B A TR SR N R SR AR B B R U

[0481]  FER-SbsIf &, A AR AN G, B, BEAS 2 5 2 I BH R4l , A 222
B PEAN S -

[0482]  FERELES T SEHR , B L MR R A A HUBCGL () B gy o (Rt , 7E FE S8 st 7
PR —Fhya T 27 A UG 7, HAHE ) A 77 R 52 Tt A AR I A R B R BR A
B H 2% ErT Rz

[0483]  fERLLE S 7 Serh , KPR A BR AR T4 E 27 2E HUAI 1C,, (ub) /N T-50uM . /N F-250M
/NTF20uM /N F10uM 7N T 5uMEk /N T TuM,

[0484] IR 5l 1t B A= BB FEH AR T #E U g (Trypanosoma spp.) (140, 5o (G HE
(Trypanosoma cruzi) A&k & (Trypansosoma brucei)) Flf = i 41 )& (Leishmania
spp.) A EMEE R JE (Giardia spp.) i HJ& (Trichomonas spp.) [ KE HJE
(Entamoeba spp.) -ifif#% B J& (Naegleria spp.) B KE J& (Acanthamoeba spp.) - I
diJ& (Schistosoma spp.) JEJR B )& (Plasmodium spp.) (0, &M e 7 &
(P.flaciparum)) .21 7 HJ& (Crytosporidium spp.) ZEfEkd 8 (Isospora spp.) &
S )E Balantidium spp.) 224 J& (Loa Loa) L5k i (Ascarislumbricoides) .
KLzt (Dirofilaria immitis) A5 2 )& (Toxoplasmaspp.) (Bl anWiih 5 # &
(T.gondii)) o

[0485] WA SC— M MERGIR ), A A TR IR AL — FiE T RUEIROL J7 32, HAaHE m A 7 2
(1) 52383 Tt A B A A TR IR A B 245 % B2 1 3h o iX — 7k ml ik iy (B, 1
T it F 2152 30 BAR A (B, 76 5998 SR AR L 2H 21 B4 it 55 2 B fi i) b 4T . AR SCRT A
YRIT IR S5 16T VR T ATRBT R IE YT

[0486]  FEHELCSLE T7 R, A B IR T A A N, 7R FE S 7 SR, ik 7 R
G252 A s DL IR 3E R o A8 LS STt 77 S8R, BTl J7 v s S R AR L ) 32 1
T o FE L STt 7 22, 5213 A B A A oA ) R s O o

[0487]  FEFELCSLE TT R, A A E N TR A R N, 7R SR S T SR, ik 7 i
B77 B8R AR 2 1 S L mT e A, 491 G, AE B L STt 7 SR, BT IR 7 VA A3 [n) A 75 2L 1) 52 i 3 it
FH 2 UL P87 55 R ARG 288 P4 903 0 P R 2 ) 8 ) A R BH O ER TN i o 7 Rl st 7 R, 3210
Ab T 28 PR 1 1 RS

[0488]  7E 55— ANT7IH A, $& A —FhiG T KL DL A N T7 v, Ho A FE ARG 2 I A K B
RINA BiE55 % P 4 B 15 2 e fi

[0489]  RIE “H MR HL” e LA O, >k B A FW) B 7= A F s 42 0 30 Rk 34 (1)
B,k B IMERFTK) VKA (R (rubor) , 2k A L& &7 5k AL ) ik O, ok B ik
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THI5-107077 A &, L B 2% SRl 7 o bk B 20 S AN (“5- 107045957387 o AERE LK
Tt 7 S A S 2% 07 N B IR R T A 95 R AP AR AL 1- 43R 2% SR 11K 5 - 87T 95 R
R, R A J R T % BB (“B-8TC AR TT AR AEREME S R, AT A
HAT AR S5 RE 7 A AR PR L 1- 43R 28 1 (15 - 6807 IR &, Herp 420 J 7
AL R IR (“5-6I0 AR TT L) AERELESl T SR, 5-6 0 A U AR B -3 Ik H AL
SRR (1) P % J 7 o AE L BE S 7 S8, 5- 670 2% 05 B AT 1- 24 1k | 480 SEU R 1) 20 2% SR
T AR ST S, 5-6T0 4% U7 2 B 1A B A& SRR IR SRR T BR AR A AMIE L
YUJ 25% 57 5 1) 5 Aol 1 D00 A S 3t R R BUACER) CR BB 2% 557 287 B — > el 22 A AR LAY
() BRI 895 2E7) o RS EE S T S P, 205 N AR BN 5- 1470 9% 95 2k o A8 L8 St 7
i, 207 ORI G- 1472507 2,

[0520] R 91k (25 LA 2% 5 570 2% 57 A0 375 {ELAN PR - AL i ik L IR g R A iy I o
BIVER & A2 % IR T 570 2% 97 Sk AL AR A AN R - DK e | bt e it R WA B | S A L W e
BEANFE MR oS IR 5 A 3N A SR T A 570 2% 05 S A AR (E AN R - = A I e L N
TMEEE RIS A A IR R TR 570 2% 07 B AR AE AR DY ML R B A 1A AR
T 6707557 H R EANR T e 5 on BIVE I & 2 IR R 76 2k 07 SR AR H AR T
Uik g e e ik TINEL R 32 o T (9 1R ) 25 A7 S B84 2% JBL 1 1) 6 7 2 07 2 70 | B (BN ER T+ =g
S ANPY IR I o 7 PR IR 35 A7 LA B B0 T 2 07 SR A A B AN IR T S0 30 R = 0 2 L S 30
P = A B BRE  PA BE = Af BE TR GI 1R 15, 6 - XU 2% 075 o G 475 A AN B T Mg P e | S i e | g
PR IR L ROy B S R Ry e IR IDR I L AR SRR i TR IR R
FFWE I R SRR S IR IR I TR R SRR e R I I |
HEAMNENS TR IR RI6 , 6 XU A 57 He A0 3R AELAN PR T~ 280 Ak L ME0GE ke L IR | S bR e L 4
PR i | e R R R i AT AR AR i o 735 81 P PR = 24 2% 57 S B0 FR (B AN PR - JE e . ATk
PR e L RIS LIV Wy IR R L Wy IR B ATy IR L

[0521]  “J%37 e dk™ N ke k™ i) 748 , OF HAE Fa 4 77 SE U B Bt , e P e g i A2 e ik
i ko

[0522]  CRES5 7 “NE” B N2 5E B _E R oR ik B A AR g3 B, S ek ek i) Ay
[P /S R o N 1107 O 28/ X o N 107 O 3 78 /N B A B S e
93 WARNG TN ARG T 1) & 00 5 ML ABRIE D A BRIE IR A0 38 73, WA A 9 e A ik [ —
Wil s WAL ZR RS AN B 73, W55 He D57 B 1) A, HL 28557 39 2% 55 3L 14

ya
A\ 37
ez

-

—
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[0523]  BRAE 55 4B st g 43 , 75 U3k O AR R BRI e B 52 48 9 B
BUAR BT o E R LS i 7 S, e i M AR R AR e L AR R L R BRI L R IA
B 57 BN T ORI BRI » R BURH” 2 48 Al 9 BURER BRI 6 BT (B4, “HRAR
A7 8RB e dit - “HURHT™ B R BURR™ 2k - BT B R B ™ Bk L “BUAR
97 B R IR Aot die  “HRUARIRY™ BRI Al 2 “HUARKD” B3R BRI A bl |
BT BCAR U BRI L “BOCH” R BURR” Z38 5 L U™ BRI 95
S ol BN B ARIURIN™ 2895 25) o — R, ARTE “BURIN” 98 2E R EAF AR 2D — A
S SCVRIHUEE B, B i BRI ] an AR 7 A2 e e AL &40 1 i AN v dn i id =k
AL T R BEA SN A A AR A AL S P R B o BR AR 55 A B, 75 0 “HOA R 2
A P i 3 [T 8 — A s AN T B 7 B B B, OF H SRR 45 %8 i S5 i iR U T
Z T ML BN, BUREEAE B2 B AR R BUAS[F] 1 o BEAEARTE “BURH)” s AL &
Yory B e v B BRI B, OF ELA 5 3 BUR BURE 2 4 & WD A ST I8 AT ] OGS - A%
W ABAE AT AN AT X AR 4L 5 LSRG AR € AL 9 AR W B IR, 2% 57 3
A S IO R/ B a2 2% SR B A 540 I 51 kS A # 20 AOHE FCEK) WA ST i (R A Al 5
E IR o A AN 15 A5 DU i) 75 332 AR ST A 7 1 P AR PR

[0524] o5 B2 B g S AR B AELAN PR T i 3% (7 ) - -CN -NO, N, -S0,H . - SO, H -
OH+-OR*™.-ON (R") ,~-N (R") ,~-N (R*") ;"X "< -N (OR“) R"".-SH. - SR™ . -SSR** . -C (=0) R** -
CO,H+ -CHO- -C (OR*) ,~-CO,R™. -0C (=0) R**.-0CO,R™-C (=0) N R") ,~-0C (=0) N R™) -
NR™C (=0) R*. -NR""CO,R™ . -NR"C (=0) N R™) ,~-C (=NR"") R**.-C (=NR") OR* -0C (=NR"")
R*.-0C (=NR") OR*™.-C (=NR") N R™) ,~-0C (=NR") N R"™) ,»-NR"’C (=NR™)N (R™) ,+-C (=
0) NR”S0,R™. -NR*’SO,R™, -S0,N R™) .+ -S0,R™. -S0,0R™. -0S0,R™. -S (=0) R**,-0S (=0)
R*.-Si R™) ;2 -0Si R™) ,-C(=S)NR™) ,.-C (=0) SR*.-C (=8) SR*™.-SC (=) SR™*.-SC (=
0) SR**.-0C (=0) SR*.-SC (=0) OR™.-SC (=0) R**.-P (=0) ,R**, -0P (=0) ,R**.-P (=0)
R™) ,+-0P (=0) (R™),+-0P(=0) (OR*°) ,»-P (=0) N(R"") ,.-0P (=0) N(R"") ,.-P (=0)
(NR™) ,+-OP (=0) (NR™) ,»-NR"P (=0) (OR*) ,»-NR"’P (=0) (NR™) ,»-P (R°*) ,~-P (R*) ,+-OP
(R™) ,«-OP (R*) ,+-B (R™) ,+ B (OR™) ,+-BR™ (OR*) .C, i .C, , ArdfUkidk C, Mk,
Cy IREEVIRC | BEdE IRC, | JdE ARC, | WRIEC, | BRIRHE 3- 140 B HE L C, |, 75 BE RIS -
1470% 75 5k , Fer B etk Mt PR EE IR BB ORI I L R VB IR B L 2R A T B AT O
7 MO0 1,23 485 RS AT ;

[0525]  mic# R T bR P ML =0, =S =NN R") ,. =NNR"’C (=0) R**. =NNR""C
(=0) OR™, =NNR"S (=0) ,R**, =NR"’B{ =NOR** & #t;

[0526]  RO“HAE RIS EIC, | BEdE.C, AR AREREEC, JRHE.C,  BBE JKC,
Wk (O, | JAHEZRC,  JRFELC,  BRIREE3- 14T AR C, | FFIEMIS- 1470475 56 , B
ARTEEBEHE A Y B3 - 1470 AP IE 85 - 14704 07 HE IR , H AN e e M BBt L At ik |
TR A R BRIAIE R 55 BRI 5 FE AT M 70 1.2, 3 4BR5 R L LA
(05271 RPfy4F P Bl ST M 1 L - OHL -OR™ . -N (R°®) ,» -CN. -C (=0) R*,-C (=0) N
(R°) 5+ ~COR™,~SO,R™ ~C (=NR®) OR™. -C (=NR") N (R°*) ,» ~SO,N (R*) ,~ ~SO,R* . ~S0,0R*“ , -
SOR™.-C (=S)N(R**) ,»-C (=0) SR*°,~C (=8) SR, -P (=0) ,R**.-P (=0) R™),.-P (=0) N
R™) ,+-P(=0) (NR*) ,.C,_ JedC, 2 ke d C, | Mtk C, | JFREEIRC, | hedk 28C,
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JEE VJRC, | JHRFECy BRIREE 3- 14TC A IR EE | J5BERI5- 1470 4095 55, BB AR 2 1 i
LML 3 - 14T AR IR BI5 - 1470 2% 55 S 3R, JL R A e 2 Ik BRI L e ik L 0 ik L 2%
BROE BRIRIE  J PRI 57 HE R 57 FEA ST A0 1.2, 3, 4805 MR HE FH EUAR

[0528]  REHEEAME LU F 2.C)  Fidk C | Axpd bEdEC, | ik C, | BRIE 2%
C,_ o hbedk AC, | JRHEIKC, | RIEC, | BRIAEE 3- 147008388 (C, | J7 BN - 14702807 2,
B AR HE AR LAY B3 - 14T0 A4 PR R 55 - 140044 95 3 3R, JL P A e i M6 356 ot 4
Bt B\ AU S A RS VRRPR B L JR IR 55 BRI 55 HO S i 400 1.2 3 45 AR L T
%

[05291 R4 Al Bi AT 3% 19 4 -CN -NO,~ N, -SO,H. -SO,H- -OH. -OR™ . -ON R"") , -N
R, -NR™) ;X L -N(OR) R\ -SH. SR -SSR™ -C (=0) R°* -CO,H. -CO,R* . -0C (=0)
R°°.-0CO,R™.-C(=0)NR") ,~-0C (=0)NR") ,-NR"'C (=0) R -NR""CO,R*\ -NR""C (=0) N
R™) ,+-C(=NR") OR**,-0C (=NR") R°*-0C (=NR"") OR**, -C (=NR") N R") ,»-0C (=NR") N
R™) ,~-NR"'C (=NR")NR") ,~-NR"'SOR* . -SO,N (R") ,» ~SO,R* -SO,0R*" . ~0SO,R™ -S (=0)
R*\-Si (R*) 3.-081 R™) ;+-C(=S)NR') ,»~C(=0) SR**+-C (=8) SR™.~SC (=S) SR**,-P (=
0) R\ -P(=0) R™) ,+-0P (=0) R™),-0P (=0) (0R™),.C, ik .C AR RbidE C, M
3 C, JSRFE IRC) e dE IRC, JFE IKC, JBRIEC, | BRIAIE 3-10TC A FE LC, 77 HE 510
TOA TG R, FoA AR A e e I I | e lon ik | I L A BRE BRIR A R FRIE | 5 RE AN AT
FOT M40 1.2, 3 ABRSANREEE A HUAR , 0 R B S I3 LU =05 =S

[0530]  R°“MA &R P& ARSI I C, S dE \C A ARIE R L C, JAHE (C, Btk JC  Je
B G, MRFEIRC, JRFEC, | BRINEELC, T HE 3100 AR IR FEANB- 1000 %07 5, Horp A
et A R TR BE R R AR L R BRI IR 7 B AN O BT M40 1.2,
3 AEEMR¥HE A HUAR

(05311 Rl e T e 0. C, o hidE C) A ARBEHE \C, JRE C, BRIE JkC
sk (4, JREEJLC, JREEC, | FRIFEE 3- 10TLAIRIE Cy | FFHEMI5-10T6 4 F5 3 , B
RYHEFE R DAY 3 - 1070 2R FE 5 - 10704405 BE R , Horh B AMBe e 6 L ik L Ao | %
WL AR R IR D7 BRI DT FOMOST A0, 1.2. 3 ABRS MR E IR OF L
[0532]  RE“) 43 Al il AT i A % - CN -NO,,« - N, - SO,H- - SO,HL -OH. -0C,_ Jtd& . -ON (C,
BEHE) 5+ N (C,_BEdE) ,«-N(C) b dE) ;' X -NH(C, Kt dE) , X +-NH, (C,_KedE) X -NH, X \-N
(0C, JEH) (C, ) .-N(OH) (C, L) . -NH (OH) -SH.-SC, JidE.-SS(C, Jidk) .-C(=
0) (C, gkedk) -COH.-CO, (C,_KtHk) -0C (=0) (C, JtF) .-0C0, (C, JHeFE) .-C(=0)NH,.-C
(=0)N(C,_ktHE) ,«-0C (=0) NH (C,_FEdE) -NHC (=0) (C, JidE) .-N(C, i) C(=0) (C,
Fedk) L -NHCO, (C,_kidE) «-NHC (=0)N(C,_kiHk) ,» -NHC (=0) NH (C,_ k&) «-NHC (=0) NH, -
C (=NH) 0 (C,_ ki) «-0C (=NH) (C,_Jik:) .-0C (=NH) 0C,_Jidk.-C(=NH)N(C, Ji %) ,\-C
(=NH) NH (C,_;}¢FE) - -C (=NH) NH, . -0C (=NH) N (C,_%¢3E) ,--0C (NH) NH (C,  b¢FE) -0C (NH)
NH, - -NHC (NH) N (C,_ $t%E) , -NHC (=NH) NH, » -NHSO, (C, %t %) «-SON (C,_ Jt %), -SO,NH
(C,_gkedk) -SONH,~-S0,C, bedk.-S0,0C, Hikk.-0S0,C, (Fidk.-SOC, Hedk.-Si (C,_ be
), -0S1 (C_bedE) ,-C (=) N(C,_Jtdk) ,.C(=S)NH (C,_(HidE) .C(=S)NH,.-C(=0)S(C,
Fe k) -C(=5) SC, Kk -SC(=S) SC, Kk -P(=0),(C, i) .-P(=0) (C,_JiHk),.-0P
(=0) (C, HtFh) ,.-0P (=0) (0C, JtdE) ,.C, JedE.C, A flbedk C, JiKE.C, JhIE It
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C, FiHE JC, JHE JC, HHEC, | RFRIE C, | 95353 10T0AFRAE 5~ 10704495 5 ; o
AMERCHUAREE T R LU =08 =S ; Hrh X N5 es 1.

[0533] R “pq 5E7 Bl R R 2 FR IR (AR L -F) VR (EUEE L -CL) VIR (LR L -Br) Bt (A
B.-D

[0534]  RiE “$22k (hydroxyl) " B “F2 4k (hydroxy) ™ 2 85 B - OH. AT “HUACH) F2 2t
(substituted hydroxyl)” B¢ “BUARHI#24E (substituted hydroxyl) " i@y BREfEH A H
PROE 1 B B 7y 7 1 U T bR A 2 A 2k I BORC R e, O HLAA 38 8 5 -OR™ L -ON
(R™) ,+-0C (=0) SR™.-0C (=0) R**.-0CO,R™.-0C (=0) N R™) ,~-0C (=NR") R**, -0C (=NR"")
OR*.-0C (=NR") N (R™) ,~-0S (=0) R**,-0S0,R**.-081 (R**) ,+-OP (R™) 2, -OP (R*) ;»-OP (=
0) ,R**.-0P (=0) (R™),+-OP (=0) (0R*) ,»-OP (=0) N R™) JFI-OP (=0) (NR™) [y 3L , H
R R FIR A ST 5E 3o

[0535] R4l G AL fE fi5 H ] - NH, o RIE “HURH &3 @ 3 et e s B 2 A — L
AR 3k B = AR 23k o AR 2 S S U7 S v U & 28 D S BOACR aU3 B — BUAR Y
CE N

[0536] AT “HLHUAR &AL & 17 e b B 2 2 A T 1) BUR T8 — DS — R
A2 AMO B ERI Z 3 I FALEE E -NHR™) L -NHC (=0) R*. -NHCO,R™, -NHC (=0) N
(R™) ,~ -NHC (=NR™) N (R™) .~ -NHSO,R*. -NHP (=0) (OR*) ,FI-NHP (=0) (NR™) {13 4], Hrh
R\ RPHIR 1A SC T 5 3L, I HLAL A 3L T -NH R™) IR AN Ry L

[0537] R “ “HUA &AL & i b B 52 2 BHA 7 7 1) BUR T A BR 2 HM
HEH AR R, I AR E -N R™) ,~-NR™C (=0) R™, -NR"CO,R™ . -NR"°C (=0) N R") , . -
NR”°C (=NR™) N R™) ,+-NR"’SOR™, -NR""P (=0) (OR*) ,F1-NR"P (=0) (NR™") ,f{j &[] , H
R R RIR U A SCHT 5 S, 2112 BB B B RHA 2 F I U F A g B

[0538] AT “=HUAUH &AL 2 7 e b B 12 2 B 7 7 1 U T4 = A Jk B
SR, IR HAFEEE -N R™) A1-N R™) X AR RIX A ST RE S

(05391 GA ST fi B AR T “R Jk e k™ 2 4R o A ST 5 SCH Joe i B 422 B BEAA 73 78
Ir B UNAS SCRIT E SR Rk » B 2 e ™ L AR e e ik B 422 30 B 79738 70 B A 3L
FIT 7€ SCH AR 2 B g 3 B = AR A B o Pk 2 A ) e 2 38 0 R O BOARC
BB -

[0540] R “BEEIE” R E -SON R™) - SO,R™ A1-S0,0R™ I ] , HecprR* IR A 5
FIrsE 3

[0541] R “WEMmEMEHE" Sk 4] -S (=0) R™, H A R™ A ST E X o

[0542]  ARIE “BhIE" R4 HA L MBI ER : -C (=0)R".-C(=0) 0R".-C(=0) -0-C(=
0O R".-C(=0)SR".-C(=0)NR®R") ,.-C(=9)R".-C(=)NR") ,F1-C(=9)SR") .-C (=
NR*) RY . -C (=NR") OR™, -C (=NR™) SR™ F1-C (=NR*") N R") ,, AR A 5 2% iAok
BOARHFR 3 U ER U BRI 5 BOAQBR B 23 5 B EIOAR A 42 s MR B
IH S BOR AR U SCALERAR STA IR R 3 ; PR B TC A ) B BOR B SCA IR S AL
Al G s ORI A S AR B SEAE BR S Bt s MR BTE A L AR B
B SCARERAR ST AR - BUARER B e i « BB U 57 2k 3 B ECR BUAR ) 44 5
SN DR SN D R SN IR SN SR N SR NS 2R N D R TR
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(aliphaticthioxy) 4 IR EHR S 2E ot LM A AL | ARt S AL 2L L O R i U L L 405 i 41
BRI RSB R R R I IR R S B 2 R R L A R R S B e R
BB R B e b S R L A T R R A S R R A B S S R R S T A
s BT AR S AR T RS B 6 TT 443 o 5 M (A I LA S (- CHO) IR R (-CO,H) I - I
I TR P R R TG 2 S R R I R o Tk S B S L RS (BRI T A S AT i S B0E
JI AR S 0 BOATATT BRI (o, AR R 3 L Joe 3 M Ok o 3 L A IR R I L IR S L O 3 L ATy
BB VARSI R RIS R R R SRR A R IR R
R I I PR R I e SR R A A R T FE RS 40T R B R O A S R e
FE R AR R R I A 2 e RS L ARt SR L 5 A L R O R L R R AR L AR IR R A
ot SO AR AL | e FE R AR L T BRI A L AT R A IR AR AR, L AT oy e AT R Dyt
— U

[0543]  Rif “FRELE B R FR LA -S1 R™) ,, HAR™ A LA sE Lo

[0544]  ARiF “EAIE 2T EH =0, I HARLE “BiftEE (thiooxo) ” & 1EHEH] =S,

[0545] G F1EAL G A FoVr i v 9 B B BRI, 9F BAHE AT A BRI R AR T
{7 AR AL R (RS BR T - OHL - OR™ L -N (R™) ,« -CNL -C (=0) R™.-C (=0) N
(R) ,~-CO,R™ . -SOR™ . -C (=NR") R*™,-C (=NR°*) OR™ -C (=NR*) N (R*) ,~-SO,N (R*°) ,+ -
SO,R™\-S0,0R“, -SOR™, -C (=S) N (R*) ,~ -C (=0) SR, -C (=S) SR**.-P (=0) ,R**.-P (=0)
R™) ,+-P(=0) NR™) ,+-P (=0) (\R™) ,.C, | Ftdk C,_ApaAlibedt \C,  JhFk C, | hRIE
C,_ o kedk AC, | JiHEIKC, | RIEC, | BRIAEE 3- 14700838 \C, | J7 BN - 14702807 2,
B AN B BN T IR S P B AT J3 - 14 70 22 PR L 5 - 1470 4 75 JL 35, Hoh A AN 3
JHE IR L IR | I B | bR CBRIA I L RS L 5 RN A O AT 041,23, 4885
ANRYEEF EUAR , 7 LI AR R R AR F i X

[0546]  FEIEUEs 7 rp, BUR T L AR BRI 2 AR 3 (TEA ST AR “R SR
PE”) AR AFEARRR F -0 -0R™ -N R™) ,+-C (=0) R*™*,-C (=0) N R™) ,» -CO,R™. -
SO,R™,-C (=NR*) R™,-C (=NR*°) OR*™. -C (=NR“) N (R*) ,~ -SO,N (R°°) ,~ ~SO,R*° ~S0,0R*" , -
SOR™.-C(=S)NR™) ,~-C(=0) SR*\-C(=5) SR“.C,_, Fidk (Blln, 7 hedE T k) C, |,
MiBe C, | JEEIRC, | FidEIRC, | JEEIRC,  JREEC,  RIFEE3- 1403k \C, | 0T
FN5- 14704275 3 , Fo R R AN e M IS SRR L e L 0 2 | bR St VBPR B L IR L 5 e
B AN T B 0. 1.2, 3 4B AR B AR, I B AR R CRCFIR i A 3L
T 58 S o PR 7 5 78 AR U3 A A BT R0 i, B FE AE BL B I 5 RN AR S
Protecting Groups in Organic Synthesis,T.W.GreenefIP.G.M.Wuts, 553/, John
Wiley&Sons, 19997 41 i) AR LL

[0547] {40, BUARAP R ANk R RE ] (9140, -C (=0) R™) A dFE AR T H BE ik . 2 BE g 5 2
Pk s = 5 TN « = G LB it « T ik 2 T e 3 - 248 35 DR T M « e e TR e « 3 - Pk g 6 2 Tk e N -
2 F Tt 35 A R TR I R AT A2 0 2 P I xR R R g 45 e 5 i 2 T e L AT i 2 K
ARG OB B RE (N - AR F U O RS Wil 3 - O PR ORI DA ot e
3- (ARAY L 2R HE) TR I 2 - 2 - 2- (AR AR 2E) TR I 2 - R 3 - 2- (AT R R R AR
B PIME NG A - S0 T MR 3- R L - 3- Al 6 T e e« AT 2 PR AR I fie WIN - L T 6 R B U IR AVT 2R
W) IR DR PR TR Jre AN 418 - (O R o 2 0 R L) 2R B

pusl |

H
hir=|
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[0548] AR IE UG F FH R IR R ] (6140, -C (=0) OR™) W HEIEAPR T & 25 H /R H g . &
IR IR FE TR -2 2 H s (Fmoce) VR L HI RO - (2-feadd) 77 S IR V& 2L RO - (2,
T-ZR) Zp R VR AR RS, T- RT3 - [9- (10,10- =5 AK-10,10,10, 10- PY S HEM
%5) JH s (DBD-Tmoc) 283k HH R4 - H A8 L 2K H B L IS (Phenoc) VEEHIR2,2,2- =R L1
(Troc) &k R2- = F S FR i be 3L 218 (Teoc) VR IEH BR2- K IL 218 (W7) JE FE R -
(-4 NIkEHE) -1-H 3 418 (Adpoe) VR AEFIRL, 1- —H A -2- 1RO fs & EEH R, 1- = H
$-2,2- R B8 (DB-t-BOC) V& EHERL, 1- —HJE-2,2,2- =& £ fi5 (TCBOC) & L HI g1 -
AL -1- (4-BKR5E) 48 (Bpoe) v ZEFIRL- (3,5- - BUT ) -1-HELMS (t-
Bumeoc) 2 FEHIR2- (27 -F14” -MEE L) 48 (Pyoc) VEIEHR2- (N, N- 3 2 HH Bk fi )
G VR FE R AT T (BOCEBoc) 2 JE FH R 1 - Wil ki fis (Adoc) 2 0k FH R 2 s (Voc) V&,
FEH RGP R (Alloc) VRIEH IR - R N M TN R (Tpaoc) & IR AR (Coc) & B H
P4 - i BE P AERE (Noc) 22 2 R RS - W BRI . 25 FFY BN - 2 L IR Mg T - (22 PP R bt 2 — AR
i« G 2 Y % 2K H T (Cbz) 2 22 FR NS FR AR 2 2K HR T (Moz) 2 22 HR T ) i 22 % P g L A 2
FH I X YR A Y T 2 R R N R R i = P R 2, 4 - SR G L 2 IR 4 - R L T it e
FORHIE Msz) V2RI - AL H R 2 AL IR — R R W iR Vs R 2 - R O iR L 2 2t
H R 2 - H R R £ PR R TR R 2 - O PR e ) R VR R R [2- (1, 3- ki) |
F i (Dmoc) 2 & R4 - B 22 K 8 (Mtpe) & FEH ER2, 4- — F JEMEW; i (Bmpe) & 2% FF R
2-THE O lE (Peoc) \aJEHIR2 - — R AL B 5 IR (Ppoc) VEEHIIRL, 1- —HI A -2-F I L
1« e i P T 1) 0 T A 35 2 R g U3 R R ) - (R I 3) 25 R i L 3 RS - 5 9 ¢
W L B G R IR 2 - (LU 8) -6 - (Al FF G (Teroc) 24 22 FF IR ) Al 2 K T 2 2 P G
3,5- “HIEBEIR G B IR AT A R R VR A RS, 4- AR - 6- R H g &
FE IR OR I (QPAH AR R L) F RIS L 2028 F R SO IR i AR 25 Y R S - 2K A i L 2 2 FH R X 3
TR A i U R A T & R A O B L 0 P R I I 0 P TR A 1A 2 Y G L = 3
R N 22 S PR GV R IR 2, 2- R A R A £ 0 i 02 R AT - (N N-
Tk B ) 2R FA G VR LR L, 1- —H -3 (N, N- PG L P e ) TS VR L R, 1- —
FH D BT e IR — (2- Mk ) R G L (28 P R 2 - W R S F S L R R P IR 2 - T AL TR W
IR FUK AR 2T IR R T BE 2 R S e R 2 T iRp- (o7 - AR R R0
RS R IR - TS R R - H IR R R SR R - R - - PR R
FEFIRL-FEE-1- Q,5- “HEMERE) 4 EEFRL-FE-1- RIBEE R o
g B LR - -1 -2l R I R - F - 1- (4- Wk dE) 20 200 IR A G L &
BB - CREBE) KSR IR, 4,6- = - BT EOERS G L R4 - (= B4
FH G 5 3 FR R 2, 4, 6- = FR 3 25 FR G

[0549]  ZARA HE ANRE Ik i B A (B2, - S (=0) R™) B G EANPR F % B B i (Ts) VK
TR 2,3, 6- = H 3 -4- AR R R FF RS OMtr) 22,4, 6- = H A R RS LG (Mth) .2,6- —
FH O -4 - FE S DR G i (Pme) 2,3, 5,6 - DY FH 3 -4 - FE AR 2R It i (Mte) 4 - FR AR 2 2R T
W% (Mbs) 2,4 ,6- = F BE R ERZ (Mts) <2, 6- — F 4 JE-4- LSRRI % (iMds) .2,2,5,
7,8~ 11 FF B €00 - 6 - WL % (Pme) < FHRSTE R (Ms) B~ = HF 3 H ek e 3k 2 B i (SES) L9 - 1
TR i 4 - (47,87 - H AR R 25 05k FH R DR 9 fie (DNMBSS) 4% R R s Bk e  — 90 e il 1 fi
IR HH P FH L A O e
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[0550]  HAth AR 3 S AL FEAEANER Ty MR 5L - (10) -BRIEATAEY N - X F SR 19 S 22
FERTAYD N - SR SR SRS AT A2 0 N - 2% R S 2R 25 T U 2 107 AR 0 N - U BE R B UR
FTAEW) 4, 5- 2R J - 3- WM bR - 2 - ) N - 200 2K FF I W fi N - AT EA e P ik (Dts) WN-2,
3- R RE TSR N-2,5- —FRRAEME N-1,1,4,4- PU P2 — P kb L U R IR b &
¥) (STABASE) \5-HUACHI1,3- “H3E-1,3,5- =& 4 -2-FR . 5- BRI 1, 3- - 3E-1,
3,5 R -2-H 1 - HUARI3, 5- RH3E -4 - nH e B N - F B NS0 T L WN- [2- (=3
HTE e ) <08 ] % (SEM) WN-3- P S8 2 A i N - (1 - 3 PN - 4 - i 2 - 2- AR - 3 - ik g
Wbk -3-2) i 2= N- R B i N- = (4- B R IE) W i WN-5- R IR IR Pl N- — R
HZ (Tr) WN- [ (4- FAR R SE) 2R AL ] % (WMTr) WN-9- 2K 52 1% (PhF) N-2,7- &
9- 777 KV FF i JN- ek J PR 0L (Fem) WN-2- Mg B8N - 240 WN-1, 1- —HIERR A
FF e JN- 230 B e NS B ARG R 2 0 B e DN - 2R L W PR e ON- [ (2- itk e 3) PR R g L ) I PP
fiie N- (N7 N7 - G0 R 3E) e NN - 310 S8 7R 3 e JN- Ko il 35 2 E FR e DN - S 7K B
[z N-5- K 8 N- (5- 3 -2- FR LR IE) IR FLE H | N- PR O % WN- (5, 5- k-3~
AR - IR CUAREE) B2 N- T AT 2R N- R SERIRR AT AR 4 WN- [ (o S ml ) I A ]
it JN-AE A N - BEEE A ) N - RS 3 i N - S0 A B BN - B AR . R SRR (Dpp) - - FF
FEBRACHEIEZ Mpt) « AR IEBRACBE G % (Ppt) & LSRR e L IiE & L IR — 2R Y 2L 8
IR R IG R DR E A% AT AN 5 2K W AR A (Nps) 2, 4- N 2K W e A  HL &R
il T e« 2 - i ik - 4 - R 4 35 % 0 e T i  — 2% 35 P L IV A T e A0 3 - i 56 Lt v I i 7 e
(Npys) -

[0551]  FERLdbsiifir Rvp, AR T B AR BURE N AR5 (R ST ko “R R4
) AR EAFEEAR T RN R™) . -C(=0) SR™,-C (=0) R**. -CO,R™.-C (=0)N
R™) ,+-C(=NR™) R™.-C (=NR") OR*™, -C (=NR™) N (R™) ,~-S (=0) R™,-SO,R™.-Si (R™) ,»-P
(R%) ,+ P (R®) 4+ -P (=0) ,R**.-P (=0) R™) ,~-P(=0) (OR™) ,+-P (=0) NR™) ,he-P (=0)
(NR) , , LR (R IR A ST 5 S o SR 3735 2 A 4535 A% BT J 00 14 3 L AL 45 72 A 5
B NI AR LK Protecting Groups in Organic Synthesis,T.W.Greenefll
P.G.M.Wuts, 283/, John Wiley&Sons, 1999 HiiA ] AT LL

[0552]  JRAGIE G AR B 2 AR (E R PR - R 3 L R A0 RS (MOM) RV B 3 (MTM) WAL T
i o F L . (R — R R e e L) B 43 PR (SMOM) 2 R 4 35 R (BOM) R 4 3 25 Y
AL (PMBM) « (4- FF AR AR AEUIE) L (p-AOM) A B AT FF 3k (GUM) BT 4803k H 3 L4 -
IR S A (POM)  FR AR A S FE L L 2- AR O B R 2 (MEN) 2,2, 2- S O | A H
BV Q-AOER) FEE 2- CHER L) £ 8 H 3 (SEMOR) | PY &t iR & (THP) 3~
TR SR PHG R D SE g  L 1- FR AR IR O 3 L 4 - R AR L DU AU I 3 (MTHP) L 4- FE AR T &
WM L L4 - FH AR FE DY S WE MR S, S- b 1- [ (2-5-4-FR 3) 3] -4 - H A JE R g -4 - 3
(CTMP) 1,4~ &b -2- 3 PU SR 525, DU S eI 2% .2, 3, 3a,4,5,6,7,7a- \&(-7,8,8- =
FH L -4, 7-FA IR R -2-J 1 - 2R 4R 1- Q- R OER) 23 1-Fi-1-FEEL
Fe1-HE-1-RR AL AT - - 1R A -2- 0 0 R0 2, 2, 2- (0 0 2- =R
e dt 2,0 2- ORFEANIL) 438 GRUT 28 0 P 28 0T SR IR o R OR R L2, 4- R AEoR
FEVIRFSE (Bn) ) AR R SR 3 (3, 4 - AR O PR L AT 2R R P LX) Y S O R R L )
AR 3 L2, 6- G IR R I S S IR I St 2R S IR R L 2 - I e RO L4 - b e FR O L3 -
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FH O - 2 - T g F N - 4038 0 . R 3 \p, p - RS IR E (5 RIRIRERSE L K
FEH L Ca- 253 TORBL L G AR R ORI RS L T O AR R R ) R L = (Ot
AR OR ) FH B (4~ (47 - YRR H I PR R AU R ) ORI L (4,47 47 - = (4,5- —&AR
TR AR ORI H R 4,47 ,47 - = (G B ARE DRSS F R 4,47 47 - = ORI AR
FRIE) L (3~ (R -1-38) XU (47,47 - FSRIRIE) FJE (1, 1- X (4- AL ZRIE) -1 -8
BRI 9- UL (9- (9- k) Mhmji Bk (9~ (9-ZRJE-10-4804%) AL 1, 3- 2R IF e e - 2- &
AR MEE LS | S- AR B TR L SRR R (TMS) = 2 H kAT (TES) W = SR A
FEkE gk (TIPS) « - H 3 S R 3k H A e 36 (TPDMIS) - 20 3 57 P 3 R R Jse 36 (DETPS)  — FH
O F Ak e 3 L T 3 — FR R R R Jg 5 (TBDMIS) A T 3k — JR Rk P Rk se ik (TBDPS) = 8
PR e 2 . =0 — F RS B e e 2 — R L PR R e Bt . RS L R e R (DPMS) WL T 2
A DR B e Je 56 (TBMPS)  HR R TE 2K HH It 22 R R IEE L BRI W SR O TR T . S 4RI —
ROTRYE =3 OB IE AR A RIS . = ORI AR A BRIE R E AL LR EE &R E 4
BRI 3 - I N RIS 4 - A AU RS (L BE N BRIE) 4,4~ (W 45 i) IR I (£ 1t 74 It
Fe T IARYARE) TR NE 4 NI BEER IS B2 TR NS L4 - H AR TR IR L 2R Y ER I L AR R
KlE.2,4,6- = IR H RS (F AR ER) iR I IR 9 - 27 2 H & 1§ (Fmoc) IR £ THE
WRIR2,2,2- =5 L1 (Troc) JEkER2 - (= HEH Ak br2E) £ B G (TMSEC) Bk FR2 - (R J:fifi ik
1) 5N (Psec) IRBR2- (ZRIEE) L 2EME (Peoc) ERER 7 T I8 IR BR £ 65 16 « ik I I TAI
B R BR AT g (BOCENBoc) ik R %o i 22 2R 5 1 T R AR Y I itk T 6T FF 4L 22 K I L R TR 3
4~ FPVAR S TG A S A R P TG TR A i S S L BB RS - K PR S L BRIR4- 2
AR 1250 . AR IR S 2 - MR FR R IR 4 - B R T TRIE R4 - il 2 -4- F g R
R AR (JR ) i .2 - F MRS R AR IE . 2- (AR 48 38) £ %5 4- (AR L A 3E) TR
Fig .2~ (FF B 5 P AR P ) SRR TS L 2,6 5 -4- B R AR L RS .2, 6- — & -4- (1,1,
3,3- VORI T 28) SRA L 2 TRE .2, 4- X (1, 1- —HIE ) KA Wl A 0
Fig 5 TR B IREAPRTS « (B) -2- FH 2L -2- TR IR IR A1 (FF A L Mt 25) 2K HH R I o - 28 H g
B BE BRI 5 3EN N N N - DU B Ll — ke JN- 2R FE AT - (F AR I 3) 2R FF R b L 15 L R
P P SRR B IR 2L 2, 4 - SR IR R R R be L I L B R I  H e T R T (HR R ) i
PR A FE g AT R R R B (Ts) o

[0553]  {F K-dbsjifi Jy Erp , B R T _EAFAE I BURIE R AR 95 (AR A “BRBE R 7 3L7) «
BRI APR TR -NR™) 5+ -C (=0) SR*™, -C (=0) R™,-CO,R™. -C (=0)NR™) ,» -C
(=NR™) R™.-C (=NR") OR™.-C (=NR*) N(R™) ,+-S (=0) R\ -SO,R*\-Si (R™) ;+ P (R™) ,+ P
(R°) ,+-P (=0) R, -P (=0) ®R™) ,~-P(=0) (0R**) ,»-P (=0) N R") ,F1-P(=0) (\R"),, 3L
HR R (R AR A1 A ST R S o R 47 2 AR AT A% T Jo 400 £ 0 EL L 78 LA 31 IR 7 sROF N
K HJProtecting Groups in Organic Synthesis,T.W.GreenefIP.G.M.Wuts, Z3iK,
John Wiley&Sons, 19995 iR f AR LL ,

[0554]  4nASCRT A, “BS B (LG) ARG ALE , R e R 2R M oL —
ST R0 TR B o o R BONBE B R R A T AR ST B R R A R O RE
MW A% AR B e i) R el 4] . = W, 1 inSmi th,March Advanced Organic Chemistry,
SRR (501-502) o 7~ 14 85 23 5 A0 F5(EANBR T 3 (9 dm, &0 IR ) L -OR™ (CHOJR T 5 ik
HEBERE , R A SO T ) -0 (C=0) R™8k -0 (S0) ,R™ (f5il 1, FP 2 sk 35 | FH Ttk
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B REREIEIL) , Horh R AR BUR 0 e 3 AT B B A 7% JE BT e B 1 2% 95 3 7 Jh b sz
7 S, B 2R E O 2R AR RS T S, B RN .

[0555] G SCHT L, AHAE “2 /b —MrfE 0" A8 R 48 1.2, 3 APk 5 2 A o, {H 10K 7
— BV, BN, 1 AR 1R 3R 1 B2 28 4R 2 3R 3 ARG , AL FE b E

[0556]  “JEEEZER]” RAEX T ANARIREE AT g R EE R

[0557] R “B/KAL G0 BB 2 T8 2 JulER e BUER AT AE ) o oK A& P 36 B A A
N FRIARE Y (Ean, B%) LA KAy FECR S (BN, SE K BE R AN 4k = 2 0 KRR
B S ARERNE . R N o SR A A TR R I BRIK AL S, BN BN IAS REZK AR SN B B 7K
Pt . K% SR BT HE RUC H,, 0, (BT, CJH,, 0, (B4, i AT ATRE) ) 26 , 3y 2 T
BUOR T30 B A A o 38 20 AR 7R 1) R 26 22 Tt m] 4 DA g SR o 9, Tt AEU i o L
2NCH, 0, H oy Baobil o BBl i o BN AR S 1AL R, I B 23 00 O 2B R TR o 4n SR B
A, WA RR O EERE s F Ban RILEEER , BRI BB o DA B ol B i T8 =) 50 -t mp
= AN DY B AR R 741 8, I HLA3 R DR T80 R0 B o H e 0 — 2 R A R
RN A2 R T 3 R0 DA A o T T R 1) S A9 60 355 i e bl R B 5 5 LT BB 5 I s
a2 XA 7y INCETRISE TN N ¥ P iy R = ALl KR A N DA (SRR N N EE
(xylulose) FIAREAHE (Iyxulose) o O EEHH ) S 451 00475 % ) B (191 G A e o) H 8 0 2 3L
R BT & T L L 55 R T VN A SRR s O HL O RS A SR R R L L AR A
TR o B Tl W G 55 55 % DA » 7 A YRS (-OH) B S O A MR R 7L B T 38— MR AR G
— RIS, AT IR, A5 S5 1 oy B AT e A Y RERS) B2 A G o TR A
XFFRAE  AFAT 45 5 (1) BRRE 2P AR ARV 22 S M AR o 491 2 O I A D - 81 67 0 B =UCH L0, Ferbos
AR IR T B AN S84 8 S ST AR SR B 5 A 75D - A 45 B g L6 it (D, 2°) Fofv ] B f 57 4k 5
A R B — Fofr o DL I 43 TC AR 915 125 0k 2 e oz 190 AN X R Al 1190 B 1) )R AT« AE b o 9 5 7R 52
(Fischer projection) Ht, WERERILAEATM, W53 DHE , 75 W GLKE . BLHE 50 1) 1% 5L
i) 2 (A1 4 5 AN [R) g S %) 32 T 30 s 187 DA TR ol - 44 T - 4 P, T J A AR iR 1 2
[E) B A S I B0 o B TS A 7S A TR 1 B 30 43 0l e Pk A Wk s 3 At e i X, S B
TR A7 A7 AE o 78 N B TE 3K m) PR B R ARSI, BR O 5 S 1) 5 ik 22 4 ) ik
TR E A AT R A B B ST AR YR O AUR R TP T BT ECR U7 . B AR AT RE )
— X SEAA SR AR RN 7 S AE SR SRR, S Sk i b ) - OHEAR ZE A, - 41 - CHL OH N 5
AR S (e X) o B AR 2, e v - CH, OH A 22 A S Sk B B AE A1 [T 1) [5] — 1) O, 4 PR
B SR o ALHE PR B 22 AN IR SR B TC IR B KA B0 73 A PR D — R Bl 2 i (4
=) o P BEE 2 A BB B T E I 48 M KOO TR R B R D b SRR AN BER A A
fE—#e, REC MR EE A — AR R R R & R R LS R L LR
B FLBE 22 5708 S 2 20 U AT A R R OB R AT R I o R b
—hE B SR R E A R I SRR EAIR T R 2 5 R B R S
O FE T N R TR AT RE SR R ARE B K AL B Yk CLFE AR ST IR B A K AR S ) oAt
TR B SR R

[0558] I 6 A1 Ath < 451 1 BB A 35 A L A S it 77 2SI it A5 ATASOR) 22 5K Hp B 4 M i O
AR A G ECATAT J7 2052 DA 7= P ) A 3 2710 2 D IR 16

[0559]  HAhsE X
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[0560]  GnASCRTH, ARGE “Eh” AR AT 13, I ik ee 252 Ll 82 2.

[0561]  RE “2h5% b nlEe sz 7 R IR A F 0 B & A Ja I il A T 5 AR EE )
R 2H 23 1 fd T A O BE R R RN o B N 5 HL S S BRI R 25/ RGBS BE AH R D I
Eh 255 bR 1 A ARSI AR BT FE RN o B 4, Berge S AN AELL 51 I TR 0 N AR ST
J.Pharm aceutical Sciences,1977,66,1-19"F FEGHHIR | 227 Frl B2 ) £h o A & BH AL,
G 255 T s i) ER A EEAT AR B SIS B TE A UAE AILIR AR AL o 2452 b RS2
BRI N R R 1) S 5 T LR B ATLIR TV Jsd ) 2 2 11%) Bk B3 188 0 s FH AR 433 2 2 ) oAt
TIEINES 1238 ) 2 L 10 3, BTl To ML R 1 4n SRR S IR B IR i I P sy SR, P
DA PR GIUTA LR ER R IR A BR AT IR IR  BR AR B N R  HoAh 24 %% E ] 22
R ERAFE O IR IR B PUIR IR 2 R & 2R 2h R B IR 26 R F R 2 ViR &3k L B R
VTBR BRI R AR AN R B AT AR IR R IR e T R B IR R 2 L T e SR AR R
OTEIRER VR EE B DR h A BEIR B L H M B IR £h B 2h L R 3 L R IR AR L O R
VAR A 2- ROk - TR B FLBETR B FLIR AR  HRERR Eh . ARERRIR 2 ER IR G
RIR AL N IR AR L I RAR £ 2 - ZR AR Ah IR 8 IR 26 VR 2 L B IR AR (KRR £R VX2
ZEIR AL R IR EL VIR IR 2h L 3- R FE TR 5 VWG 6 L 7R R 26 L R ER £ N R £ L W B TR
R BRI 2L VIR ER AR A BR Eh IR EUER AR N FE R B R £ L — PR R ER ER SR H I 41
BRATAE I A A HE B4 B 2 B A B Bk R AN (C, b d0) | b AR S B Bl - 4
JE R ATEEA VB B VS VBRSO 25 T s 0 Eh A FE (IS ) A S i e B 1
S RIRAR IR BR AR B IR AR A IR AR K 2% Joe e il 5 AR R D7 R s PR AR 1) P A48T 125 1 T2 Rl 1)
TCEEI B 2 A B B 1o

[0562]  ARiE VA G /& 4818 5 8k i 7 o il O 5 3 710 26 G AL S s e A
X FP L 4 T S S G R AR K R L OB TR JDMSO . THF | £ Tk 5E « AR STl
B BIAE PR F) an DL 2 & % U 2%, I LT RV R B o G 08 B R A A dE 24 5 e
ZERE Y, I e AFEA T 2SR S YA AR T BRSSP A R
LT 540 24— ik 22 PP R 2 1 5 N 5 o DA 1 d A I VA A IR R . U
G 0 55 i AR AT A] 3 B I R A AR RE RIS BT K G L BEE YA
HEESY).

[0563]  RiEk“IKEW” et SR G ED) @E , LS KEYF BT & K551
HH S5KEWH RS FIEE B L3R B, 46 A P 7K & 4 mT 461 40 e e =X
R x HORR, HPRAFRN G, I Bx AR TOME 45 @ SR T2 T —Fh 2k i
ARG, BFEFIW, —KEY A RKED AR TOH/NT1REL B, FKEY)
(R * 0.5H,0)) MZKEW (x KT LHE, Glan, —/KEY R » 2H,0) FARKEY R -
6H,0))

[0564] AR “H AR A" B H AR A7 2 fe &R 1 20— Mg T AL &
(1) 22 20— A Ab, (] 4, S 381 XU , — B 381 LB, B S < IR AR) 77 AR IR PR P B 22 b ] A L
AR EY) . AR AR R B L R Bk T35 TR 2, BHE IR FE V55 M pH o B8 72 44
(R, B2t B A S M50 1) e 80 ] 36 ek T il e A, o 7 A1) 2 T A S ) /60, 3 O - 81 - O e T e -
B - P P I e - 381 - PR T T fe s e - 381 - SV Jl R e - 21 - O [RA %) B 4

[0565] i W 2 3 A EL A AH [F] 43 200 3 i B 1 e Joid it e e e DR 2 () HE F1 A [F]

Pt B B BT
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AL E WD RRON “ AR o I 23 (R HEFAS [F] ) R A AR FR O “SEAR e A o

[0566] 4 Bb AN A BEAG 1) SEAR A AR FR R “HE Tl S A 47, HLAR b AN ol B8 1) S Ak
FERRBEFR N T AR o A S P B A AT IR R, a0, H 5 DY ANAS [A] i 22 (4] s
IF 5 AT B8 A7 7E — X0 X B e A A o St B S g A R e ek AN K R H e 1) 8 0 ) 28 SR AE 5 HLHH
CahnAPreloglIRAE J37 UM FNS 5 7 #1 I Fh ks , B st 70 7 S A ik o6 ~F Th e i 1 7 =X H.
T € A e A e (B, 43 A (+) Rt kel (<) ) o« P0G mT DL B MO il S5 44 4k
B IR ST AFAE - B AL 0 0 X6 B S M AR VR B W RN “ONE IR &7
[0567] R “Z AW 2t &9 B OKEEAFIEY) A A 2 MY
B R 1) T0 3 4R A R ) Y08 5 B AN B XS ST S 1L L £0 A0t I o %5 i L il
FEE < e A TR I 2 IR 2 JBT L o e R i P52 o L 5 VA ) L 4 R R A A iR P AN A
K 2= AT S EC— M AR T 20 L3 A S8 & 00 2 B W) ol 3@ i AEAS R 2% AR 45 v SR il
Ko

[0568] AR “HUZY” & 18 B n] M I [ FF 8 i 1 7 o0 e B AE AR B 2R A T AR A SC ik
A EMEIGE D A ST IR AL S WTEAR N B 245705 M o IR AR S0 B0 5 H AN R TR
Bk R AT 25 W) 55 N - S S0 bk P 55 o A ST IR 1 46 & W ) FLA AT A2 4 DA LR RN R AT A Wy Wi =
TE A B AT, (5 DR SRR 208 5 (R A  2H 2O S M sl AE i L sh ) A M b 4
BB AL 55 (3 0L, Bundgard ,H. ,Design of Prodrugs,#7-971,21-24,Elsevier,
Amsterdam 1985) o Fij 24 G045 A AT ) MY AR B FE RN R AT A= 4 » 491 e i BEAAR TR 5 60
(1R T s 7 1) 6 P 1 B0 I REAZR TR A5 4 5 B AR B EUAR ) e Bz 87 o) 5% 1) P e B PR I B
TRA BRI AT H B T ASCHTIR B AL G4 b 0 R 358 P 1) 17 B 1 JT e B 0 e 1 Pt e
PR I 947 78 B AT 24 o FE— B4 00T, S B8 ) 45 XU Y 1T 24, 1 fn (B 0) e Bk il ( (e 2 Ok
PR AR e R A OB KA S IHIC, Jhedk C, MidE (C, JhIE T7HEEC IR 57
FLMC,-C 77 He b H R ] LR AR -

[0569]  RAE “ZH-AH” A0 “Hil57)” vl B #f8 FH

[0570] ARt ) “S2 ik 248 N (B ATATAE R4 1) 53 1t 5l 2o, i an , JLBEZ 3 (1)
an, )L LEBE D) B2 A (Wl RN R FEANSEFEN)) BiEE NS R
Se St 77 2, AR N Sh oA A sh ) (Bl n, RS (a0 , & B sl ey A6%) il AH OC [ I
FLENYD (a0, 4= 8 AR L SE EER) B (, R AH DS 5 1 A v R L R kK
X)) o AEFEEE ST R, AR NS AT S R sh ) - AE N S v] kb TAEA] &
B M B R BOME 1 o AR N S AT e B R S Els A ARSI . PR e A e i
TEAR S A B g A .

[0571]  ARiE “jiti H (administer)” . “Ji i} (administering) ” 8¢ “Jiti i} (administration)”
S TR AT B A S VDB A PR N SRS R RS IR B DA A T SN2
ER NGRS

[0572]  WnASCHr FH, 9F HBRAE R AMIE , & IR TE Y697 (treat)” . “VAJT (treating) ” M
“YBIT (treatment)” B AH X4 52338 A T a2 IO B G P 2 3 B 9% 1A 9 40 I A RO AR S L
R G P 5 i B A8 MR 00 1) P AR S, BN AE 2% B el G SR e MR i B S MR L ) R (YR TT
PEYEIT”) 5 I HIB B ARAE 52 3 T 46 BB 4 e 1 S G M 5 o B 4% MR s Ol 2 /i R AR ) A
(PRI PEIRITT) -
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[0573]  — MRl , (AW “H AR 248 L UL 5l K BT i A5 IRON & o AR A
FiARN T EAR , AR B A P G 20 AT AR 3 1 0 B 7R I AR A 4 LA A P 25 KB
J15 FTIE T 995 i AR X DA 52 X () 4208 g 5 AR L 1) PR 25 T AR 4k o A A5k 7
YRIT R TT AN TB VR TT

[0574]  4nASC R FH H R AR R AMEE , 75 WAL S Va7 B R e ULAE IR T I et 5
Joa B A I 0 7 TR R AL VR 9T 2 AL , BAE IR B /M55 2% 44 M 95 905 B30 A8 1A 9 (00 AH D 1) — Fh
Z MR & A SV RIR YT A AR B T8 SRS HAR T VR A & TR T I P g B 2
s L7 T A AL YR T 2 AL BVE 9T 7 8 B o ARG VR 97 A 2" 1A a5 000 S AR YR T i /b Bl ke
o J% G 1 T B 8 AT 490 ) PR B B PR B 8 55 5 — PR 9T FRURVR T D =

[0575] A SR A, 9 HLERAE 534 I0E , 5 WAL P “Tis G 2 o A2 LT 2 e i
95993 B 98 4 s 0 5 U 4 1 2 9 B 8 s (0L A S ) — il 22 P IR B P L R R ) L AL
B TRET A 205 = 48 BB S H At R 2 A 8 TR 2% % P 2 0 B 98 1 450 7 T 72 AL TS5
s AR T T B o ARE “TIH A R NI IR i 50 AR TUST B 55 S — b RS 7 i P D
R &

[0576]  RIE “RMEEIN” JE 48 HH AOREIE B TS Y BT BUS I B o ARG “ R
AT FE RV 98 1 S L, o B 5 6 0 L 24 AR/ B TR 2 A AR P o B O, B B R T 4L
S AN/ BUAMI A T o 28 1 2 08 T D e RS 1 8 MR 40, FF L T JE 4% B e A i PR
512 o 2R BFEEAIR T sh ks RETEAL S KAEAL « B 5 o VR AE . 2 K ML . R SE
PELLBEARIE R 22 LR (PMR) I AP G717 28 VIR AT PR G928 VLI 4 I 8 VER JB s
BEVELF AL ST B R RGBT 8 L R R AR LR B AE B 4 e B ik 4 L it
ITHE RGP (BE R 959) iR BV L 2 L9 L LR R IEIE R I R i (9]
n, TAY) CECREALTC 77 MR AR TG FR R 28 A% 75 BT I (Graves’ disease) i 8 MF i B IR
(Goodpasture’s disease) V& 4 4 2H 2305 AL P IE A 28 L 2 A0 - o B R S 97
PG5 W 98 BT I | 28 1 S SR 93 < DL TB) S5 P i 98 (UTP) Ao Wi s  ReE IS SRk
i B B T A T A IS L T D A TR A i 8 bR L T 5 A s 8 [ 4 B R o A A
2 2 M 1R] J5T 14 T 98 AP e B et 9 98 3 k% 4 PRI 2 i s AR DT S k8 6 GRS ik
RANGEFTVEZ BIIKI)  JEIEVE B2 R 98 23R BB RBUR S (9 2, BB 5 Bz 98) il 98 R
TE JE NP 8 ZE A AE (ARDS) i 48 « 37 RV EE R0 7 B g AER A I Sl U
7RG AR B /INBRYE 28 LB A8 g es 2 2R 9% L IR IDE 9% L e R E A 6 L SR R . (R ot A A
1) R ZE B IR Fh A HE R OB E X U AR A HE e O B R 4 Bl ik 5 IS 2% %
MSCRE R SCRE R VE IR JHE R BB GRS TEHIE 8 L R VLS O A B 2%
TENBER GRS BB B S2 R R AU R E R GE KT
R 9 LI 28 (M 28 VA REAR VONLR VE R VFF R VIPE R VSRR R PR R
RIS O AL I 58 M 2 R A VAT R B 2% CHT AR A8 L B AR VIR A AR L B
SER TS I 28 S22 L kAR 98 PRI 8BS e 8 6 260 JIE 9% L 9138 48 L LA 48 L AM
RN BIAE 98 KE 56 A8 M S RUE R VBB R LR K BBk 28 B B AT RE AR VIR
P 3 1B 98 R U /N i 225 P 9% o BRLR8 98 14 2 o B B ARLAN PR TR 5 R0

[0577]  sEjif3]

[0578] Dy 1 B 753 M PR MG AS ST IR B & BH L F HE DL ST 5] o 4 it A RO TR R Ak
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AN W) S it 51 A R A SR B AL 54 25 AL & W0 A g 32 9F BLAS DA AT 7 S Ad R PR
fil| FL i

(05791  ZR1FIH T Tl =Bt &40 e Ak
[0580] #F1.
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[0581]

w MR P
RABFSRS £H RA
11 X, [NHZ Ak
OH
12 XN NH, &k
\/\EOH
13 | 7 Ak

14 PR 1 65k
IS PR 1 695k
I6 PR 1 695k
17 ¥R % 2 69 ik
18 PR 5 3 695 ik
19 7k
110 PR K 4 695k
I11 ¥ AR % 4 69 ik
N
Boc
112 e NH, PR E S 6k
N.

Boc
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[0582]

w B P
REAMLF M kB
113 HO/\QHZ\ PR K 5 69 ik
NBoc
114 NH, P ARG E 6 697 k%
CHs
-'1CH3
(@ :
N
Boc
115 Boc. NH, PR F K T 695 ik
OH
Me
116 HO/\S: ARG & 8 &9 ik
N
Boc
117 OH OH TR R 9 6975 ik
ﬁHz N Boc
118 OH OH P AR 5 10 697 %
m“Boc
119 HO PiARTE 11 8975 %
H,N
=
N
Boc
120 OBn P RR T 12 ¥ ik
= «—NH,
HY
OH
121 OMe b RRFE 13 85k
= «—NH,
HY
OH
122 o} PR & 14 695 %
N0 NN NH,
HY
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RABRT %M kA
123 OBn P AR % 15 895 ik
Ho’“\rfl\I:NHz
H\
[0583] HO oH
124 \/\[NHz P AR E 16 6975 ik
OH
[0584]  rhjalfA T &1,
O OH N-Boc%%% o o
o T3P, DIEA (A NHCb2 o g N N2
NHCbz EtOAc, & i BocN._ /EOH EtOH BocN /[OH
1S1-1 14
lBHyTHF
[0585] N NHCbz pg/C, H, r/ﬁ\”’::I:NHZ
BocN._/ OH  EtOH BooN_ OH
181-2 15
0
r»\N,ﬂh_ NHCbz
BooN_J Ao,
IS1-1
[0586]  4- ((CRHIEHL) FRIL) -D- IR 2 BBEHL) WRe - 1- FHER BT 8 (IS1-1)
[0587]  [] (2R, 3S) -2- {[ CRHI % Jk) B Ae ] 2 5L} -3-F2 3L TR (3g,11.8mmol) fEEtOAc

(50mL) T VAR T AR BIDIEA (1.8mL, 10. 3mmol) AL T HWRIEE (2g,10. Tmmol) o i i #8 ¥ &
FERERE T AE25 B (nin) A INL- I AE SRR T (T3P®) (8.63g1 78 — & H b2 1 1150 %6 w/wits
) BB BIRA RS . 5/ (h) o I BV A W) FHEt0AC (40mL) F% , HAK K A IM HC1
IKIEW (ag.) (120mL) v7K (50mL) 71 FINaHCO, (80mL) ik , ZNa, SO, T, i JE , W45 HFH —
S BT /MBTEFRIR 4R , 19 2 A 1 B IR A =4 i ek i i v (FHEt0Ac/ — & H e (0-70%
B ) e Skatifh, 7248 44 (1.70g) »'H NMR (400MHz , &1/ -d) 67.38-7.25 (m,5H) ,
6.03(d,1H) ,5.09 (s,2H) ,4.49 (d,1H) ,4.15-3.99 (m,2H) ,3.77-3.58 (m,2H) ,3.45 (tt,4H) ,
3.36-3.21 (m,2H) ,1.46 (s,9H) ,1.15(d,3H) .

i
[0588] BOGN\)
14
[0589]
[0590]

Ha

H

4- (D- 7R 2 L) RIS - 1- FHRRABUT iR (T4) o
J41S1-1 (766mg, 1.03mmol) FEMRAE T /KELOH (12mL) v, H A4 [ M VR & Wh s B
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A 3YR) 5% Pd/C (109mg,0.05mmol) , FL¥ e 37 vE & 4 4 H A &< 81 (3
) ARG R SR A YA B HEARRIE 3R) , HAEZR (rt) VA (R FHikEL.5
NI B SR A A B RS R GIR) s+ (Celite®) 2 [ SR &4, it
P53 % H il I MeOHIEVE ¥ Celite®@FHid 1€ , FIMeOH % HLIR 4F - ¥ KH 4 3 15 fA A2 — &0 H Jot
o, LI I VR 30 S DL I PR MS (EST+) m/z:288. 03 [M+H] ", 'H NMR (400MHz , 4%
ffi-d) 63.86 (td, 1H) ,3.79 (s, 10H) ,1.47 (s,9H) ,1.18 (d,3H) .

N~ NHCbz
Boc@ /[OH

IS1-2

[0592]  4- ((2S,3S) -2- ((CRH L) Hedk) 2 L) -3-F2 5L T 58) URIE - 1- AT i (1S1-
2) o

[0593]  FEMCA [l Ui 4 &t as FHL T 3R H , 5 1S1-1 (1. 25g,2.96mmo 1) ¥ i 7 oK
THF (29mL,0. 1M) F HAERS FAME0CAELL. 54 B N ZE WV N IMBl Kz  THFEE &4
(8.8mL,8.8mmol) , PRIFIRL FELT-3.5°C o WA R R AR H o K S VR A W4 11693 %
B 22 UK ARG I TR A IR IR 16.5°C L AR JE NN 65 C 4L 2 /N o 5 [ MR & P AE
UK R 2, HE R inMeOH (TmL) S0 K o 4 = TR & 4 &AM ) Me OH A B¢ HL A 45 (3
) o 5% R WDV AR {EMeOH (50mL) H , N #4225 AN B RF S22 /N HR 48 o K = il i ek i
i (FHAE S0 Kb 20 % MeOH+0 . 5 % NH,0H/CH,C1,, (0-60 % £ ) ¥ fit) Skeatifk,, 7= 4
23 5 (766mg) JMS (EST+) m/z:408. 13[M+H] ", 'H NMR (400MHz , 5.4/ -d) 87.44-7.29 (m,
5H) ,5.24(d,1H) ,5.11 (s, 2H) ,4.05 (qd, 1H) ,3.65(d,1H) ,3.48-3.31 (m,4H) ,2.71 (dd, 1H) ,
2.56-2.46 (m,3H) ,2.42 (dt,2H) ,1.45(s,9H) ,1.18(d,3H) »

N/"" NH»
BOC@ /[OH

I5
[0595]  4- ((2S,3S) -2- & Jk-3- 2L T ) WRME - 1- FHER AU T fig (15) .
[0596]  K;1S1-2(766mg,1.87mmol) VA M#7EJC/KELOH (20mL) H , HKs SNV & 44 H
FARIE (310 I8 IN5%Pd/C (200mg,0.94) , H K s MR A P35 2 H &SRR 370 S
W MR AR AR G, BAEEER AR (RE) FHidEL. 5/ Bon#iz
45 CHEE 1/ B R NTR A P74 ) 22 5, s H R ESURE BIR) <K Celite®¥s in 21 jx
R A, BERE5 2 b H B I MeOHIEIE i) Celite® Hid i€ , FIMeOH It HLIK 45 , =4 2 K A
o [ AR R P20 MS (EST+) m/z:274 .08 [M+H] ", 1H NMR (400MHz , & 1/i-d) 87.41-7.33 (m,
OH) ,3.56 (qd, 1H) ,3.50-3.34 (m,4H) ,2.93-2.78 (m, 1H) ,2.48 (d,3H) ,2.43-2.28 (m,3H) ,
1.45(s,10H) ,1.17(d,3H) »
[0597]  rh[AI{ATT %2,

[0591]

[0594]
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NHBoc NHBoc NHBoc
O/I _Hp, PdiC O/I Cbz-OSu O/I
N o7 on AcOH  HN 0% oH cbz” N 0% “OH

1521 152-2 152-3

BH3-DMS
(OMe);B

[0598] cbz N OH
7
NHBoc
J X
0 OH

[S2-2

(05991 (R) -2- (I T SR AEFRIL) ZIE) -3- (URWE -4- ) IR (1S2-2)

[0600] ¥ AT e i 2 H AR (20K , Z S5 #1 & %R K10 % Pd/C (50 % 42,
7.96g,3. T4mmol) IR ANEI B, Kb = H A ACSRIH 200 K0k 4R (32mL) VRN E
JRSEH H S Sl s B ECSURE (2000 o A8 IIN-Boc -D-HENE 3£ PY 2R (5g,18. Tmmol) , 44
JEAR MUK 2.1 (5mL) o K S S b HA 0 IBHR 2400 5 285 42 H AU URHE (40K) o ff
SR AN EE60°C HAEE SRR BERE L5/ o8 S BOIR A 1008 #1255 0, HL s 96 H
BRI (4IR) 70 Celite® , H S B & Wi #E 21157 B, S8 5 il Celite® i
DE 5 [FIINE FHIMeOH G « 465 S5 NV 5 W0 446 » SR Jei MOMTBE Hp PR 45, 75 RIS W JEIR W) o Pk ) I
NG b B a4l B F MS (EST+) m/z:273.07 M+H] "

O/INHBOC
Cbz’N 0~ "OH

1S2-3

[0602]  (R) -3- (1- (CRH A EL) BAk) WRIE -4-58) -2- ((RUT S B IE) & &) IR (1S2-
3) o

[0603]  K5HLAh1S2-2 (4.15g,15. 2mmol) ¥ FAETHE (30mL) H , fia) e Z8 AN UL AINaHCO, 7K ¥
W (20mL) B R RIVR AR EZE0°C, HIN- CRH A &R AR BRHBE I iZ (4. 16¢,
16.7mmol) K5 [ VR W04 £E 11401, B 22 ki, HoB S B VR S W0(E S35 R e 52 G
B NIR SIS A R, B8 ININ HC1 (£950mL) B 245 1k HiglpHN2-3.
MTBE (25mL X 3) ZEHL s IR &4« ¥ & FE R ZE U F N HCL (20mL X 2) 7K (40mL) F1Eh K
(40mL) Pk , B &MgSO, - # , i yiE H k4 o K Bk ) i AE80 gtk IR (& FH e /EtOAc+1%
AcOHERFE : 0-100%) Lafift, 3 245 8L 59 (2.3g,37% ,245) JMS (EST+) m/z:429.09 [M+
Na]“.'H NMR (400MHz, 51/ -d) 67.42-7.28 (m,5H) ,5.14 (s, 2H) ,4.95(d, 1H) ,4.44-4.32 (m,
1H) ,4.30-4.07 (m,2H) ,2.89-2.66 (m,2H) ,1.91-1.51 (m,5H) ,1.46 (s,9H) ,1.27-1.06 (m,
2H) .

[0601]
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NH,
(JX
Cbz” OH

I7

[0605]  (R) -4- (2- & JE-3-FR N L) WRNE - |- FHER 2K FE G (17) o

[0606]  TEHLTHIBEMEF , #HLAH TS2-3 (2. 3g,5.65mmo1) MIE/KFH 2K (10mL) Hk 4 , 7EN,
NEMEAETC/KTHE (12ml) A, HAEIZ0°C 8 IR — H g (1.37mL, 12.4mmol) , B ¥ B
RAEWIHE L7 5 b o 38 I VE S 83 75 2045 Bl N IR AN Il b — AR RE R &4 (0. 80mL,
8.47mmol) , LA 1535 B RN HEIL 3 °C o K S TR A I FE 1043 b, B 22 0K38 , HUB IR BIR A )
FE IR R HHES 5/ B SN IR A A HI A 0°C , HA IS IR = FF g (0. 7o) ANE GG
ZHBREE (0. 4mL) 5 A S SRS YIAEL . 5/ N B THE 2 iR R BIR S HI 20T,
HAEL57 B P& 75 0 A B (10mL) , PRFFIR FEAK T-10°C o B 220K, HOK S BVR A 36430
a3 HLR A K45 3 B PR HPIR ) P R E F R (Z950mL) H, Bk Q) A EE TER
TR L1200 B R A AEIN HCL (30mL) SMTBE (25mL) 2 8] 43 B« FHMTBE (25mL X 2) Z£H7K
JZ KK 2 M RINaHCO, /K VA WAL, (pHZ48.5) H FHEtOAC (20mL X 3) ZEHL K& FH 1A HLZ
ZNa, S0, T4 , i 8 LR 45 MS (ESTH) m/7:293. 01 [M+H] ™. 'H NMR (400MHz , & /7 -d) 67.31-
7.24 (m,2H) ,7.24-7.20 (m,1H) ,7.20-7.11 (m,1H) ,7.11-7.01 (m,1H) ,5.03 (s,2H) ,4.18-
3.96 (m,2H) ,3.47 (dd,1H) ,3.16 (ddd, 1H) ,2.84 (tt,1H) ,2.78-2.57 (m,2H) ,1.67-1.41 (m,
3H) ,1.27-0.88 (m,4H) »

[0607] )44k 5 %3

[0604]

HATU 1
iy Al T i Y-
0 i 0 L |HN 0 . HN N
m T-\/‘k o. w CusO, Y\\/‘l ‘I<
OH N H o H
| ] PxR
1831 183.2 153-3 1534
MelLi
TH R AR Boc AHCI Boc  Cbz-OSu Boc
M __THFHO NH, .4oNaHC O, HN HN Cbz
M . M
183.5 153-8 183-7
[0608]
1) O3, MeOH B -
. Me oc H
2) N;BH‘ HN Cbz Ma{:)H HEOC
—t_ HN . NH,
% OH YA CoH
183-8 18
?oc
HN o)
TAL, o0
|
IS3-2

[0609]  ((1R,3R) -3- (2- (FH&EFE (&) &%) -2-FMR O FE) IR T8 & FEH BT BE
(IS3-2)
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[0610]  [A12- ((1R,3R) -3- (GRUT A LA AL) & AL) 3T 2%) 4% (1.1g,4.8mmol) /£ & H
e (20mL) HH AR AN I AR (RS IR 5 (0.70g, 7. 2mmo 1) N, N- = R N5 4 fi%
(4.15mL,24.0mmol) A1 - [ (ZFH L) W 2] -1H-1,2,3- =M [4,5-b] itk ie $453 - AL
VI7Sm IR £k (HATU) (2.73g,7.2mmol) o ¥4 MR A TE S IR N HiPE 16/ 6 S NVR A
I IM NaOH HEIZ48FE 1050 B A HLZ 40 B, H 2N HCL 22%) /K (L) A1 7K (1K)
Vel s B LR B ERAN T8 B 25 ik 4 A i i A vk (80gRER #E,0-50 % EtOAC/
Hex) 4lifk , 15 5 2 A kK Ar LA (1.19¢,4.4mmo1,92%) MS (EST+) m/z: [M+Na]®
295.2,

IIBOC 9
-
[0611] \\/\/'\H

1S3-4

[0612]  ((1R,3R) -3- ((E) -2- (((R) - T ZE MM L) W IE) N2E) 30 T 248) & H B
g (1S3-4) »

[0613]  J4ZETHF (20mL) H1 1 1S3-2(1.19g,4 . 4mmol) ¥ H & -40°C, H¥ INRed-Al (1.83mL,
FEF R TOE & % ,5. Tmmol) o8 e VR AW i 28 % iR HLAW FE L6 /NN o R N 2 1R £ g A
PG A R EHEN (B R ) KW, B IR A PRI ZIE 2/ N A HLE 2 25 HFH 3K B
(LIR) , B ER AT 5, 1L 8 Holk4s , 15 2 2B MR 1S3-3. ¥ 1S3-3(0.96¢g,
4.5mmo 1) ¥ i AE 2K (9mL) 1, ¥ (S) -2-EF'9@EW;%-2-M%E%H§ (0.545g,4.5mmol) , 2R )5
I INERER R (11) (2.15g,13.5mmol) ¥ MR & W1E = T+ 18/, Hilid Ce lite®
8, H R BT A ek 4 , Had i e I pt ity (24g,0-70%Et0Ac/Hex) 4fifk, £3
B 5 [ [ A AR R AL A (0.53g,1.67mmol,37%) o 'H NMR (400MHz , &4/ -d) 67.99 (¢,
1H) ,4.71 (s, 1H) ,4.24 (s,1H) ,2.70(dd,2H) ,2.65-2.51 (m,1H) ,2.23-1.98 (m,4H) ,1.43 (d,
10H) ,1.18(d,9H) .

BOC
[0614] Y\iNH j<

[0615] IS3-5

[0616]  ((1S,3R) -3- (R) -2~ (((S) - BT FE WAL IL) FIE) T -3-45-1-F8) 3 T &) =t
F BT i (1S3-5) &

[0617]  ¥£ZnCl, (2.63mL, fEMeTHFH11.9M,5.01mmo1) ¥ JIEJE/K THF (3. 34mL) H H¥4 #)
FE-78C S VR I F LA VA (3. 22mL, ZEDME3 . 1M, 10mmol) , 545 P 5 I o I FE A T~ - 65
CRIBEIFELO B, HEZIB NI L & HE A AW (3. 22nL , /ETHFH 1. 6M,
3.13mmol) , P4 N B S MR FEAR T -65°C o KR S W 3 HE 550 . BT WS IN1S3-4 (0.53g,
1.67mmol) 7ETHF (1mL) H BV , HA [ BVR A W09 £E 3043 8 . 218 N N 182 (0.5mL) , Bk 2
w, BAE R BV A YDTE 205 B A TR 28 5 I o W I YR (7 AD) NH, CL/K I W, 48 Ji s Jn
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MTBE. 73 B & )25, 57K /2 FAMBTEZC B (29%) , HURE & JF 1 ZE AU 28Na, SO, 15 , 1 U8 Hk 4 . K
W) B R sy (12gREGAE , 0-50% Et0OAC/Hex) 4tk , 5 3 2 (A 8} K A 8k &)
(0.366g,1.06mmol ,64%) -'H NMR (400MHz , & 475 -d) 65.61 (dddd, 1H) ,5.22-5.08 (m, 2H) ,
4.73(s,1H) ,4.10(s,1H) ,3.76-3.67 (m,1H) ,3.06 (d, 1H) ,2.41-2.26 (m, 1H) ,2.13-1.92 (m,
4H) ,1.74 (td,2H) ,1.42(s,9H) ,1.19(d,9H) »

Boc

]
HN HN,CbZ

[0618] |

1S3-7

[0619]  ((R) -1- ((IR,3S) -3- (GRUT H I HIL) &) I T 2) T -3- M -2- ) AL IRK
g (IS3-7) .

[0620]  ¥43&HC1 (0. 1mL,1.27mmol) A ME|1S3-5(0.366g,1.06mmol) FETHF/7K (5:2,
2.8mL) AR, B R SR A PIAE =R T HERE 18/ o VS IV FINaHCO, 7K VA R (3mL)
PRGN IIN- CR B 9 80 3E) 3R FAME W A% (0.276¢g,1. 11mmol) o [ MR & W 7E %= N 1
FEL/NET , B HEOACEEHL (21%) K6 FF I BB F EL K P ik, R IR AN TG , ik i H E Sk
i o BT I 1R I e J A A (12g,0-T0% Et0Ac/Hex) 4lifk, , 193 2 [ 0 R bR 8L &
5 (0.31g,0.83mmol,78%) MS (ESI+) m/z:397.31 [M+Na] s 'H NMR (400MHz , 517 -d) 67.40-
7.30 (m,5H) ,5.73 (ddd, 1H) ,5.18-5.04 (m,4H) ,4.63 (d,2H) ,4.12(s,2H) ,2.28 (s, 1H) ,2.06
(s,2H) ,1.97 (s,2H) ,1.74-1.59 (m,2H) ,1.43 (s,9H) .

?OC
HN .Cbz

HN
[0621] m/o"'

I1S3-8

[0622]  ((R) -1- ((IR,3S) -3- ((RUT A FEHIL) &) T2 -3- kN -2- ) HAEH R
ZKHIig (1S3-8) .

[0623]  #$1S3-7(0.31g,0.827mmol) ¥ fif /£ FHIF (16.5mL) H HA H1 2 -78°C 1 S
(TPST, 2LPM) SN S TR A I RF 42853 B, LISy W 452 BB 1l W €0 6 €0 Ik 2 VAR, SR 5 0
BAFNERFFE570 % GE AR B IIEAE (77, 1mg, 2. 04mmo1) , H 44 R BN IR &)
MRS, HAR TR 2 3 I RR 23043 8 o K SUSLAY) FH L FINH, C 1 /K VA A K B R — & H
B I (3IK) o4& I ZE B 22Na, SO, T4, i i HL 3 23 MR 4 o BT i 47 Jog FH ek JR A £ 152
(12g,0-70%EtOAc/Hex) 4tk , 19 2 2 A IR A @1k 54 (0. 265g,0. Tmmol ,85%) oMS
(EST+)m/z:401.09 [M+Na]";'H NMR (400MHz , %4} -d) 67.44-7.30 (m,5H) ,5.09 (s, 2H) ,4.82
(s,1H) ,4.69 (s, 1H) ,4.22-4.09 (m, 1H) ,3.67 (s, 2H) ,3.55 (s, 1H) ,2.28 (s, 1H) ,2.06 (d,
2H) ,1.99 (s,3H) ,1.74-1.60 (m,2H) ,1.43 (s,9H) .
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?oc

[0624] HN NH,

[0625] I8

[0626]  ((1S,3R) -3- ((R) -2-&( L -3-FRNIHL) I T3 FAEHEREUT g (18) .

[0627]  41S3-8(265mg,0.7Tmmol) FIVAR A i 7E H B (3mL) H HENPd/C (74 . 3mg , £ 3%
SELHL % ,0.5B /R %) AR EREN R MR G FFE20. 5/ o R MR &85 Celite®id
U8, FH BEVEI , HG I8V E 2SR 40 , 19 ) 25 AR 18 (171mg , 0. 7mmo1,100%) o MS
(ESI+)m/z:245.08 [M+Na] : 'H NMR (400MHz , Ffl % -d,) 84.13-4.01 (m,1H) ,3.64 (dd, 1H) ,
3.42(dd,1H) ,2.97 (dt,1H) ,2.39-2.23 (m,1H) ,2.16-1.95 (m,4H) ,1.69 (ddt,2H) ,1.43 (s,
9H) .

[0628]  rh[A]{A T %4,

0 (o}
Boc,O (1.05% ), NaOH (1N) (1.1 %)
[0629] -
N —Ed%, 0°CEER, 128 N
H.HCILH,0 éoc

[0630] ¥ —BkIR — BT B (34.2mmol, 1. 054 5) 7E1,4- —HE&kt (20mL) HH ¥ 7 A INGUAA
BRI (35. 8mmol , 1. 124 %5%) [F] Iy 2 M8 AR 214 - DR e A £ R 28— /K &4 (32. 6mmo1, 1.0
M) R, 4- ZEE (20mL) FFEUKE IR A YR o R SOSOR R R (12/N) BRI TLC &
INERAEFRI 58 A R AR RIRE R 251, 4- ke, FLE SR AR 2.8 2.1 (2 X 30mL) #EHY
T I o 45 TR A HIL)Z R B %6 B R S B /K VA VR (20mL) 7K (20mL) AER 7K (20mL) Pk , 4R
Ja 22 70 7K B R B T MG o DS R 259 R 49 B 2 6 T AR PR 4 - AR E - 1 - R BT e
(6.10g,94%)

o Br Br
(Uj PPh; (4.0% ), CBry (2.0 4 )
[0631]
N THy, 0°CEZER, 2830 '?'
Boc Boc

[0632]  7EO°C AT, M F A 194 - A ARIREE - 1- FH AT 1 (25.09mmol, 1. 024 &) 1
ZREERS (100.36mmol 4. 024 &) 78 2 (60mL) H {3 A s i DU Y R 42 (50 . 18mmol
2.04 %) S RMIBEEYEOC FHFE150 80, AR EHERZE =, HERRFEHRE2 /N E
FS T A 3 S e v - R Y, EUK B VR T R  o TE IR TR & AT i v (D bE/AcOEt:100: 0
%:85:15) Alifb )5, k3 2 A CE R4 - (CIRIE T IE) URIE - 1- FER AU T e (7.63g,86%) -

Br Br Br
I
Zn (4.0%5 %), NH,Cl (4.0% %
[0633] ke e
N MeOH/THF,0°C £ £ &, itfk N
|
éoc Boc

[0634]  7EOCESR T, M FEER4- (BRI IE) IRE-1- F BRAUT B (12.67mmol ,
1.024%5) fETHF/MeOH 1: 278 &%) (55mL) H AR — Ik s In& AL &% (50. Tmmo1,4.024
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), B R BAE0C FHERE30r 8 ARG AE0C N — IR A INEEN} (50. Tmmol ,4. 024 &) ,
HAE S S il 22 2 i HAARRE BRI 0 B 14/ NI IS, TLCAM T SRR ds Akl 5 A A Ry
*&EEEM’JF% (Rf=0.43,7EACOEt/ Lt 1 : 9H) o di i ik i€ Bk 2 [l 44, Lol R R 48 D8 - i

I BRI AT (189 (2658 /AcOEt 100:0%290:10) 4tk )5 , 3515 ST iR Wi 4- GRIEH 3E)
WRBE - 1- B BUCT i (3.28g,94%) -

Il
2 Q CuSO, (1.5% ¥) N~S
[0635] sy N,s.,,’/ - |
2 o ~ I
ores PhMe, 45°C, 12/) &

OTBS
[0636] ¥ (R) -2- FF JE A o - 2- VA e (32 5mmol, 1. 0245 ¥R AN32- (R T ik — F JE
fEE ) A SE) 4% (32.5mmol, 1.0 &) FIARERE (48. Tmmol , 1.5 &) 7EFF 2K (55mL) H 1)
R B SONTR A YIAEA0-45°C AR B L4/ 5 , TLC R R R UE A B 58 4 840 N R ik
WRZ =) RE=0.36 (T 5E/AcOEt 8:2) FiAH VR S WTE R IR N4, AR Ja il o fe: e = #acd
JE, FHDCM (2 X 10mL) Pk » B 25 iR 4 8, HLam ik PR 4% ta v (G4 /Et0Ac 100:0%80:
20) 24k 53R 52 1 AR )4 - BT FEJES) WRIE - 1- IR T 16 (6. 76g,75%) o

' 01' 075 NH
He, H
3 i OTBS
[0637] |/ (% tBuLi (3.0% %), AlMes (1.1% ¥) |
EL,O/THF, -78°C, 3/)° B
OTBS 2 RPNy

Boc 2:1hb% Boc

[0638]  7E-78°C A/ SH T, A T 41 (16. 22mmol, 3. 04 &) B N B kL &4 - R
P FF L) DRAE -1 - FH SR T lE (8. 11mmol, 1.5 &) 7F f%ﬂ(EtZO(ZOmL)EPH/]/ﬁ/&‘EP ISR
EAE-T8°C N HHE305 B o AT HiL, )48 58 W - 7E-78°C VA 4 = H B4R W
(5.95mmol, 1. 14 &) MR MBI FEEN R,2) -N- 2- (GRUT B H EFRELEE) £ T
2, 3L) -2- F LR e - 2- o i 78 TG /K THE (20mL) HR VA O BT iR 38— ) REVR-A Y i bl
5708, SRJEE-T8°C N BTN N2 56 — SR AW o N I AE - T8 C R it FE3 /N o 1t
I SRS 7R T B e =47 (PR P o) A - — b R X AR, — Bl R 2R XS ) RE1=
0.29,Rf2=0.16, fEC fi/AcOEt 7:3LL A1) oK S A 5t FH YL FINH, C1 /K ¥R (30mL) 72K
H¥47K)Z HEL,0 (3 X 10mL) ZEHL AR5 A HLZ A I, FHER/K (15mL) BE¥% , 2 To/KMgS0, T 45
H B34 . pir e r= e i Podi A (1% (bt /Et0Ac 100:03250:50) 73 &, 3 H3k5LA2:
LEE R T PR , 43 )81 . 38g F10. 66g , K45 80 %
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OTBS oy (a=estaM) (1.55%)

[0639]
MeOH, 0°CE %%, 18

éoc éoc
110
[0640]  7EO°C N, BHCIIE R (£ —MEkgraM) (4.36mmol, 1.5 8) Z A B9 £ 5 14 -
((S) -3- (GRUT 2 F B REES) L) -2- ((R) -0 T ZE PR IE L) S 28) W 8) DRI -
1- AT g (2.91mmol, 1. 04 &) 7EMeOH (15mL) H (IR 1 & STR-A R e hi b B &
AR A RE5E MRS GEIETLCHE W, 1/INE) o SR S5 TR R 4 S BV &7 - 37453 1 (7R 55, B
HAEA TP AFBE L 8 A5 [ U 2 (Btichner) 1 TR A4 B 3R A5- 10 84K F 20 B V34 T LR
SR G VA FRAEMeONH , H 28 P iy (WEMi7IDCM/MeOH 100:04280:20) 2fifh, /42| 2 A&
[ A4 R) -4- (2- 24 5 -3- F2 = WP P 48) WRHE - 1- HH R T i (110) (0.53g,71%) »

NH,
Hr..
OH .
I Hol K &R
[0641] MeOH, & i, 12/~ B
o :
Boc Boc

1M1

[0642] iy [ JEE EIR RN (R) -4~ (2- B Kk - 3- FRIE P P 2) WRWGE - 1 - R AU T T (1. 64mmoll
1.0 8) A /35 PR (105 5% ,0.33mmol, 0. 224 5) ¥ I B (6mL) FLKHE A4 AR
PG SRS FHH, 0 5 o R S B PR FFLE IR — SRR, R BiE bk 12/ J5 5 LCMS
I3 AT 87 U 58 A i K S LIRS g L e e A B JE R e R R
W e T LR LB R A8 D8 L o 72 B PR A € 35 (DOM/MeOH 100: 02880 20+1 %NEt,) 4
)5, 3R BT E PRI R) -4- (2- % -3-F2 P HE) URIE - 1- R AL T Mg (111) (0.41g,
97%) «

[0643]  H[afA T &R5,

HO |
[0644] (\H Kok, TPP. Iz Elj

THF N
oc Boc

[0645] TR ST, FHFEE 194 GRS URIE - 1- R T g (124 &) 75 8 /KTHF
(10mL) H VA VR s sk e (1. 22498 JTPP (1. 224 5) Afl (1. 24 8) ¥ R NV IR SR
Pk B R IE A BHE IR T 58 2 W AE GRIETLCHE T, 2/NIF) o PR I 220577, FHL IR &4
A S (b /Et0Ac 100:0%290:10) 2tk , 759 2] 2 T R 4 - (B 22) DRIE - 1-
FRRR AT B, L [ A

-2
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0

I i. NaHMDS, THF -0 NH;
* Elj il A7 AR B

w N.

Boc
[0647] i) T8 1) 10OmL [ JEE B CHLAE Il / @A #0) Hh 2 N2~ (38 F 3E) R 38)
LR TG (12495, 7. 48mmol) « G SRR, H A 30mL TG /K THFVE N TE 25 S Ak R o 4 Fir
PRI AE R A EI S -78°C 5 HL 0¥ ¥ B 3 78 IINaHMDS (1. 2245, 898mmo1) o 44 /% N 4
1E-78°C FHEFE300r 81, HAMEE K4~ WU E) URAE - 1- FERSUT B8 (1.024 %, 7. 48mmo1)
FETG7K THF (20mL) IR N AR R I TAE - T8°C R i HE L/, 7E0°C R HEFE L/,

HAEZE IR T HiFE 5 TLC R s A 46 A4 L 58 A VH AR - 1 S VR A ) FHACOE t (50mL) ik, 2R f5

FH0. 5ghr IR (1024 5) 7E7K (20mL) HR VA BRS¢ K A HLZ ZEHL, SRR BE T8, S8 JE Ik
g P A R Al AL, PR b4 - (2- 0k -3- LR - 3- AT L) RIE - 1- IR AU T
Bis o

Boc

0

-0 NH; NH,
LAH, THF . e
[0648] | 20°C
“Boc N‘Bs:;c

112
[0649]  7E-20°C R, LAH(1245,2.203 9 5) s inzl4- -2 2 -3- 258 3 -3-FH AN
5 WRIE - 1- U T Tie (12495, 2. 20324 18) 7EJC/KTHF (10mL) H I o 76 BTl iR B R K
SR VAR FEA/N AR AR AR 58 4 TEFE (TLCHR M) J5 , 4 S N TR &4 FH Tk g L4 4]
20C LUK, IR G IN15 % NaOH/K IR (0. 3mL) , H AR SV 155080 FEL oK
TR TR B 9 2 3h 5 B AN E B IR, 5 514 (2-F 2 -3-FR L) IRIE - 1- F g
ST g (112) , Homd ek aife .

NH
HO 2
[0650]
NBoc

13
[0651]  JHERHESHFHl#&4- 2-FIHE-3-FENIE) IRE-1- F R T B3 GEH &) & 4~
T e -1- FBRABU T e AR ) B A Bl , (B 3 - G AR 38 B3R T 4 - 1- R T HE H A4 -
GRH L) DRIE - 1- FHER U T B8, #1#63- (2-& & -3- N3 B T he-1-FERUT iE
(I13) .
[0652]  H[E]{A T %6,

142



CN 113573779 A ﬁﬁ HH :I:; 119/255 171

(

NH,

SN 1) MeMgBr (3N, 2.5% ¥) CHs,

O THF, 0°C, 3h "CHy
[0653] o — — - OH
) AR E (I N KiE&, 10.0%F)
oj THF, %38, 26t ’

N Boc

]

Boc 114

[0654]  {EO°C I, ¥ W BL AL AL VAR (3.0M,3.34mmol , 2. 54 &) B na4- 2- (2%
B R BL) L) -3- LA - 3- AR L) URAE - 1- IR AU T B8 7E TG /K THF (15mL) H (1) %5 9
H R I NTR A IAEQ C T PRI FE 37NN o HRMS 73+ 7 3 75 6 42 58 4 A DR A I () AU o A S
2P il 2 2 I, I 17 S R A B R S I INAT AR R K I VR (13 34mmol,10. 024 &) o FiHE M /s
IS5, TLCAY M7 57 i R 52 42 i AR 97 o BFAcOE t (20mL) ¥ N3 e MR &4, Hoasad
AcOEt (2 X 20mL) A& H 5k 2 4 Yl o SR Jo 3l aad /)N Co s 0 [ 4Na, CO,, 45 /K AR B AL 22 pH=9- 10,
SR G IEIEDCM (4 X 15mL) ZEHUK AR HF HLZE I, & To7KNa, SO0, T8 H I 2 k4 , /3 3 2 H
A R4 - (2-F 2L -3- R -3- FH AL T 28 URmE - 1- BT g (114) (0.32g,84%) -

[0655]  HH[HI AT T,

l Ql Me cll)
S Boc. .S
~N e t-BuLi, THF N HN ‘é
[0656] + [ Me - oTBS

. = O,
N Me™ NoTBS AlMe;, -78°C 4
Boc

[0657] il & 25— A 7E-T8°C VR UR N LT (S) -N- (R,E) -2- (GRUT 2 =
HE PR RE b ) SRURR) W) - 2- PR TR A - 2- IR e (1245, 11.07mmo1) 7E Jo /K & ik
(60mL) H A s Nt -BuLi (2. 2&—1%,27 Tmmol) o 4 S MR &5 )4 - T8°C R it #E 307 Bl o
SPATHE, i 8 58 IR IRB A -T8°C VU N R = R R (1. 198, 13 53mmo ) 3B i N 2
PRI (1255, 12. 30mmol)f%7J<THF (40mL) H R B o g 1 S VR 45 B AR HE5 7)
B, SR JESZ N N 2 SRR A A FE - T8°C TR BERE SOR AT 16 /N o H SR 5 4
NH,C1 (10mL) 7K H KA HLJ FHE,0 (3 X 10mL) AKX #EFCC (4% /Et0Ac 100:02£80:20) 5
%’fc?%z%ﬁ?é?ﬁﬁﬂji%m- ((R) -3- (GRUT 2= — FH R P Rk e ) 480 E) -2- ((S) /U T J: W b it
B) A H) HEL) DRIE - - H AT P

o
1l
BOC\. IS BOC\N NH
N HN ‘é HCI 2 o w L
[0658] CJ\/k,oras — O\/k/oresﬁo CF Bt

Y MeOH, & /& i

Me Me
EI4- (R) -3- (GRUT 5 FEEH R E 48) 408 -2- (((S) - AT R At £5) 20 58) T 48) Wik
WE - 1-F R T B (1595, 0. 835) 7EHT B NP A IIFEL , 4 - B8 KeH GHCL (1. 055 &,
0 87Tmmol) o ¥ [ SVR & WD IR Rt , EL BRI I i BHE 200 N 58 A #E (2. 5/, il
RETLCWEIN) o 45 S VR A ek i e 4, FLYEA: €8 355 4l4K (DCM/MeOH:: 100: 04580:20: 04380
20) JE 34 23 A MR 4- (2R, 3R) -2- ZHk-3- (GRUT 2k H L IR %) 450 08) T2

143



CN 113573779 A ﬁﬁ HH :I:; 120/255 7T

WRAE - 1- FERAUT P

Boc.. Boc.

N NH, TBAF N NH;
= OH
[0659] OTBS THF -

115
[0660]  7EOC FlafiidEE4- ((2R,3R) -2- &L -3- (BT 2 I H AR R L) 458 T2)
W g - 1- B G AT T (1245, 0. 58mmol) 7E THE F i) B VAW VR INTBAF (254 8) 4 [ MW IR
EOVRFENHE , BRI PRE =R T 58 A THFE (/N I8 TLCHE ) oK e i /tm%%k
HOR, HA A HLZ FIDCM (3 X 10mL) B FF 98 ik 4 , HAEFCCAliAL f5 3454 - ((2R,3R) -2-&
Fe-3-F AT AL WRWE - 1- AT R (115) .
[0661] {4 77 8

0 o)
I
/\OJK/ Ny i NaHMDS, THE ___ ~o NH,
* ii. AR BR
[0662] N.
Boc

N

Boc

[0663] i) T 1 100mL 5 JEE e CHLAR A4/ SV 40) Fh e N2 - (2RI L P ) S 0)
LR T o RS0, FLKE 30mLIE K THRYE N TG 25 AR R o B A3 I8 WA B R 74
H1 2 -78°C, HLIA R P IR HS JINaHMDS o e NAAE -T8°C 1 4iF309) i, HL42 B 54 -
(3- B0k -4- Z AL -4- AT 25) URAE - 1 - IR A T BB AETC /K THE (20mL) ¥ &
HPORE A - T8°C R AR L/INIE L 2E0C R BB /NI, BLAE SR T B B TLC R R SR A4
*eré/ﬁﬁ K S MLV S ) FIACOE (50mL) Ffe , 28 J5 IO . 5T IR E /K (20mL) H VARG

K HUZBERL, ZRRIRBE T, S8 5 IR AE ML= W8 I FCCAifl , 3R k4~ (3- &I -4- 24
%-#%ﬂtTﬁé) WRIE -1 - B T B o

0O

o7 Ny N2 Ho N2
LAH, THF, -20°C
[0664]
N )
Boc Boc
116

[0665]  7£-20°C N RFLAH S LIS INF4- (3- 2 Hk-4- LA HE -4- 2 AUT 2h) WRIE - 1- R AT
£ JE /K THE R ) 0 o 75 BT i S5 RE s YR & W 1 4/ o AR RS da A ) 56 4 ¥ 6
(TLCHEI) Ji , ¥ S MLVE & ) IR B , JF v A 220°C , 218 S UK , 2R J AR I 15 %6 NaOHK ¥
W, FEAEANINO . 3mL, FEHEHE 1570 B o TS N — LE LK BRAR B , B HE 1570 Bl EJ\_/}%U\BT%:H\ H
TRAGAHUZ e ffd- (3-ZH-4-F2 T 20) WRNE - 1- FHIRRUT s (116) , Hoad i A il
.
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[0666]  HA[E{A T 2RI,
H,CO.__0

HaCO O
[0667] 85 Boc,0 5
N

N CH,Cly, 23°C, 4.8, 74% !

H Boc
[0668]  fE23°C I ] #£500mL[5 JE G i ) 0 4 25 1O WIRE - 4 - FF R I (15, 95mmol) £
CH,C1, (100mL) H A&V HH 2 18 P8 I BB — AT s (22.91g,105mmol) , #5 R MR &),
HARE45) B o Bt s S AEAH R B2 YA 7K (50mL) Hr AT, HLASANCH,C1, (50mL) oG HLIE 5>
12 HoRe 7K 2 FICH,CL,, (50mL X 3) Peigs o K& I A WL F EK Pl , 26 7KNa, S0, T4, s
WA, PR AL (5 05 404 , 15 2 20 COPIR PR E - 1, 4- R 1 - GBRUT 8) 4- P g
(18.34¢,74%)

HsCO.__O o
[0669] E% DIBAL-H (1.0 % &) 5
N CHCly, - 78 °C,304%t, 95 % N
éoc éoc
[0670]  fE-78°C MR A AYIRNE -1, 4- —HIERL- (BUT BR) 4- H1 ik (10.5g,43 . 3mmol) 7E
CH,C1, (200mL) H ffy 75 - 2 1245 IIDIBAL-H (43 2mL, 43 . 3mmo1) , 73 51| [ IR &4, HA#:
3073 o K SN A A ) 0 B FH VAT e I AR AV (50mL) A, 7S INCH,C1, (100mL) H.
PE23°C T BEHE I S L% S22 40 1 A AT BLZ 418, FLKE K FACH,CL, (50mL X 3) Beik 444 3
RIA BLZ FH K e, 22 T 7KNa, S0, 18, sl 4, B A PRodi:
[0671]  feidhieadi {5 T o A 4 R BAEORYE -1 TR TS (3. 785 95%) -

(J. oo ®
‘ 0 O O OH
[0672] _ N)H LiCI (7.8 % ¥ ) LIHMDS (2.5) N)k/’\o
N

OH CHy NH, . THF, -78 °C- 0°C, 83 % OH CHy NiHy N,

(13%% ) Boc
[0673]  FEMC A A T+ 1 100mLE i e i 4 2 A\ Jo /K &AL #H (1.55¢,110mmol , 7.8 &) .
LS (0. ImmHg) N R AN K AG NI R 28570 4t . E LA h A HI 23 °C i, ARl 76 )68
EEI R, R) -thIEAE B H & BEfz (1.733g,18.29mmol , 1. 34 5) o i@ i V3 5 28 7R b PY &k
Mg (25mL) , HAE23°C N4k SR A B 2O AE AT H 2B fe s id (L9570 80) s EALEEAR
SEAVE AR  TE UK - TR A 0I5 ok BT 15 B iR A H1 22 - 78°C , HLIZ T VS I e 1) 2% (1) /<
e R U B AE DU SR TP ARV (1. 0M, 2. 5mL, 2. 5mmol , 2. 524 ) (5434, B e B4 2e
R UOKIB , BARS #1250 Bl G R E A EIZ -78°C, HOB s ind - H e LR - 1-
H AT g (1.0g,1.0248) EVIE LN 3ml) H KR . — BANTLCHTHE /R , B 58 4 Vg #E Gl
<IN S T I AN AL Bk ISR (10mL) , EUB R 28 THE 223 °C KR S W 7E 2 Al
[ & A 4 KA (20mL) A2 TR 2,15 (25mL) 2 [ 43 L 73 25 4% )2 , /K2 TR 4.5 (2 X
25mL) ZEHL B A FE G WL FVE A S AL 87K R (20mL) Weiss , ELRF e 5 1 1 A B IR
T A o X TR R VAV, LR A U L P A o i S K A L R 'H NMRERHPLC A3 H7

Boc
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W5 o e A 38 I e PR R A e 1R A4k, 15 304 - ((IR, 2S) -2- & -1-83E-3- (((IR,2R) -
2-F2FE-1,2- TIRF L FE) (FHEL) FIE) -3- AL RIE -1 - H BRAL Tl (1.98g,85%) o

‘ O OH OH OH
[0674] N)‘\/\O NaBH, (10 % ) '\/\O
N-Boc

z 1 H 7 Al Q, o B 0,/ =
OH CHy NH, L3, 40 °C, 1248, 79% NH, N.

Boc
17

[0675] A ALEN (753mg,19.89mmol , 52 &) — I I B 7E 100mL 5 B K H 1 2 1%
I&a4- ((AR,2S) -2-2 - 1- 823 -3- (((AR,2R) -2-FHE-1,2- — I 25 (FFH) 5I) -
3-SR IR IE -1 - F R AL T g (1.98mg,3.98mmol, 1 248 £ 2 B (40mL , 200975 A% 44 &
(proof) ) W IR o 5 S N 25 B IR NN AR EI 40 °C [ ViR o o 38 I TLC (7F — & F e Hh 1)
10% HEE+0. 5 %6 W NS A A /K VA 0D M WIS 2 A Rk E4) 38 A R Js 0 e 2R o 87N i %
NRE A EZ23°C , BN OIS I A &AL K R (291 .5mL) , B2 SRR 5 1k |
TR [ SR A, B Al A ik (10—30% FEEE - 5 e+ 1 % i A E A AL ok
) Aidk, 344 ((IR,2R) -2- & 3L -1,3- N EL) URmE-1-HF BT Bg (117) (857mg,
79%) o

[0676]  HH{EIfA T 10,

S O
0 Z o OH
[0677] : “)H LiCI (7.8 % ¥) LIHMDS (2.5) e
\ >
OH CHy NH, Sy THF, -78 °C- 0 °C, 87% OH CHa NH, Negoc
1

(1.3 %4) Boc

[0678]  FEMC A A 1+ 1 100mL[E i pe i 2 A\ Jo /K &AL #H (1.55¢,110mmol , 7.8 &) .
AEEZ (0. Imm He) N R AN KOG I 2850 b E S h A H1 2 23°C g, @A B 78 0%
W E AN (S,S) - LhAR AR H & Bk E (1.733g,18.29mmol , 1.3 5) o @it vE 5 287 Py &k
W (25mL) , HAE23°C T HidE R BOR &), B2 DA IR BH H 2 e s il (29500 8 s EAGEEA
SE AV AR  TE UK - TR B E1I6 oK B 15 2R A J1 22 - 78°C , ELIZ T VS I e 1) 2% (1) 7 Y
B RE U AR DU SR R VA (1. OM, 2. 5mL, 2. 5mmol , 2. 524 58) 5408 5 , ¥4 i N 25 5
HRZBUOKIET , HARSEBiPE25 8 B R B A A2 -78°C, HaZ i na- e sEnRne - 1-
H AT g (1.0g,1.0245) EVD SRS 3ml) H R . — BLANTLCHT AR/ , B8 58 4 Vg #E Gl
w1/ VSN A S AL e K VAT (10mL) , B AR TR E23°C IR A W 2 A
(1 & A B KR (20mL) A2 R 2,15 (25mL) 2 [ 43 AL« 73 25 4% )2 , /K E TR 4.5 (2 X
25mL) REHL KA A DL B A A4 /K T (20mL) Hdss , KR Rk IR A iR R
BN o Ik TR B, ELTRZE DSV AR P B AR B S A R T R d I TH NMREGHPLC /3 A
(Z L 30) B 58 TR AR VDI I FeE Ji PO A 8544k, 15 304 - (1S, 2R) -2-&(3E-1-F2 4L -3-
(((1S,29) -2-#HE-1,2- 2K F 2 3) (F ) &) -3- AR W) URmE - 1- HERHUT B
(2.03g,87%) -
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: O OH OH OH

[0679] ; ’ NaBH, (10 % ¥ )

' Z.8%,40°C, 12/)~8F, 78%
OH CH; NH, N i, 78%  NH, Nigoc

118

[0680] KB ALEN (753mg,19.89mmol , 52 &) — I I B 7E 100mL 5 i K H 1 2 1%
In&Wr4- ((1S,2R) -2- & Fk-1-F3E-3- (((1S,29) -2-FE-1,2- I 25 (FFH) ZI) -
3-SR L) WRIE - 1- R AU T T (1.98mg, 3.98mmol , 124 &) 7E 2. (40mL , 2003 5 4l i) v
TR o S B 25 4 0= N IR 40 °C [y s A o it TLC (FE & e i 10 % H i+
0.5 % M FNE A K D) Wa IIES LB A4 R} T FE SR B I S B AR - 8 /NI IS K I NEVR A )
AHE23°C, /NI I AT SE A 8K (291 .5ml) , B 2 SRR H 5 1E o B 2SR 46 = B
REY, AR AYd i A ik (10—30% FEE - & H bt 1 % WA S L sk s ) 4t
FEfta- ((1S,29) -2-% -1, 3- RN L) WRIE - 1- BT I8 (118) (857mg,79%) -

[0681]  HH[EIfA T 11,

OO Ho I K AR OO
O Pd/C, NEt, OH
[0682] T8, 48/ BF \

N~ HCI LB, &,
H

[0683]  ZEZIE N K =21 (7.02mL,50.4mmol , 1 .54 &) W NF1- 2K H KL -4- (258 Lk
) -3-FACHRIE - 1- 4540 (10.0g,33.6mmol, 1.0 5) F10HE & %4/ (1.79¢g,
1.77mmol , 5 /K %) FE110mL L BEH )W o — B IE A BL 78 2V R , - BR[O BLAY
J5 5 SR S FHIH, e o K S S 9B A 70 52 I LatmiOH, R AR ER B , B SR 0h b ) 58 4 T #E . 48
/NS B 2 BT (6] S LOMS 3 7 3 7 4% B 26 56 4 B AR 97 DA R B 56 4 it o K R0 S i e 31 e
A R VR A i i R g G HLF BRI LI - B S BR R SR T
PRI 3 - R FENRE -4- HBE 415 (5.752,99%) , HAZ 7R T 1B 1%,

Oy O~ O8O~
OH Boc0 OH
[0684] _
DCM, 0°CEEE, 168
N N

i Boc

[0685]  7EO°C F ,EfBoc- BT (7.83g,35.9mmol, 1. 1 248) ) LA I B R (13- IR
WE-4- R £ (5.65g,32.6mmol , 1.0 5) M=% (6.81mL,48.9mmol , 1.5 &) #£150mL
DCMAF R o 0 S B2 A BT i 22 2 i HLORSF B PF I A0 TLC O M d s B 1 16 /NS Ja ke
MR} TE A H AL o K M RINaHCO, /K ) (100mL) ¥ I 2 & B A ik, B4 HLAH FIDCM (3 X
50mL) ZEHL KA HLZ &I, 4iNa, S0, T1k H A 28 0 Wk 4 . AE22FCC (24 /AcOEL : 100: 0%
70:30) 4ifl 5, AR B A EE AR 3-FRAEIRIE-1,4- ZHIR1- GBRUTBE) 4- 21 (7.11g,
80%) «
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0.0 0.0
>~ ADDP, PMe;, il
OH of o
[0686] ——r -
DCM, ik, 48/ 8¢ "

goc éoc

[0687] ZEZIE N, (B) - ~E&M-1,2- X (WRIE-1- F2FFHH) (6.92g,27.4mmol,1.5%4
&) FIIH-AEng (1.84g,27.4mmol, 1.5 ) ¥S INEI3-FRIEIRIE-1,4- —HERL- (BT ER) 4-&
lig (5.0g,18.29mmol, 1.04 &) 7E280mL DCMH FI ¥ ¥ H o 28 J5 38 Wi 4 0 — FF 22 % (36 6mL.,
36.6mmol,2.0 4 5) (FEFF RKHIN) , B R SRS YIHEREA8/INGS o EET , TLC 7R &S U M #) 5¢
AR, H R BEF=YIRAE RN RE=0.52, L %E/Et0Ac 9:1) o4 2% (200mL) s 0 21 s o7 i
G, HId I8 R DTTEDD) o K T FH O e e — IR o 3B IS FEFCC (24t /AcOEt 100: 0%
70:30) L aifh KBS B HRYIAIS3,6- “AME-1,4 CH) - —HR1- (BUTER) 4- 2B
(3.81g,82%) .

Og O~ HO.
DiBAIH
[0688] o= e B\j
e~ I Ao
N THF, -78°C 2. 0°C I‘;l
éoc Boc

[0689]  7E-78°CESA I, =57 T A MES (47.6mL,47.6mmol , 3. 224 5) & s N 2
THEER3,6- ZEMnE-1,4 CH) - ZHRL- GBUT fiR) 4- 415 (3.8g,14.88mmol , 1.0 &) 7£
THF (150mL) H IRV TR T o 4 [ BN VRS IFE - 78 °C R #it Rk 304041, ARG THIR 2 216, H 55
P FE20 0B o BEB , TLC) BT S 75 18 56 41 S5 B AR 2R B (R4 BE K IP) 1, RE=0. 22, fECL e/
AcOEt 7:3H1) fE0°CTN ,K50mL NH,C1ZZ 1% N ) RV &40 HARFESERES /NS 2R J5 i
T e g B R S N YR B FHEtOAC TR I HE v 0 LR o K5 /K JZ i8I AcOE Tt (3 X 30mL) A%
WA HHUZE I, FERK (50ml) Phigk— IR, HZNa, S0, T8 . 0% bR 76 77, SRt 2 3 € i
RPEI4- GRS -3,6- & tne -1 H) -FERUT g (2.77g,87%) -

HO |
PPhg, 274 | I2
[0690] E\j : g‘j
THF, %2, 3v8F Sy

gcc éoc

[0691]  FE@EASER T, LHEE KM (3.91g,15.42mmol , 1. 224 5) 7£ /K THF (10mL)
RV TR BB 4- (R EE) -3,6- & MEnE-1 (2H) - M T s (2.74g,
12.85mmol,1.0%4 &) . =M (4.04g,15.42mmol,1.224 &) FI1H-BEME (1.05g,
15.42mmol, 1.2 &) fEJC/K THE (30mL) H VR, HAARKEEFES /NS (TLCHE M) o TLC R 7
TR AT L) RE=0.64, FE/E AN C bt /AcOEL 7:3H) o80T Bk 23855, HAH
TRAW)IEIEFCC (K4t /Et0Ac100: 04270 30) 44k , 15 2| Bk Zx L iR 4- (LEE ) -3,6-
TEERE -1 (2H) - FHERABUT TiE (2.39g,58%) -
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! E10._O
ED\EO q 1)NaHMDS N
[0692] N ¢ THF,-78°CE £ im N
1 N mr—
e FFARELON g
Boc

[0693] ] F- 411 10OmL I I BE R CHE R It/ @A 20 H s N2- (TR ) & 2E)
LR (2.34g,7.24mmol , 1.0 ) o G AR F5EH , H ¥ 30mL IS /K THRVE N B2 Sk &
WK TS IS R T A E1 22 -78°C, L) R 323 7S JINaHMDS (8. 69mL, 8. 69mmol , 1. 2
M8 R MNITE-T8C R 30404, HA R EE K4- IH L) -3,6- —&ntne-1 2H) -
FHERAL T 6 (2.13g,7.96mmol, 1. 124 5) FEJC/KTHF (20mL) H (I MR AR F b o B I MRLAE -
78°C NHEHE LN, 7E0°C R Hii ke 1/, HAE =R F Ak % TLC R R AR Ui M L 58 4 TH AE
W BVE A FIACOEL (50mL) #iE , 2R 5 FHO . Sg 5 IR (10249 &) 757K (20mL) H ¥ R e 34 o
WA NLZ 2L, S0 IR EE T8, SR e Wi A P s i A vk (2 e /Et0Ae 100: 02250
50) 4lifh, 334~ Q- & -3- L5 -3-EARA ) -3,6- & NLnE -1 (2H) - FEREE (1.93g,
89%) .

EtO.__O HO
HoN LiAIH4 HoN
—_———————

[0694] N THF, -20°C -
N N
ém Boc

119

[0695]  #£-20°C N, B EALHE4R (3.23mL,6.46mmol , 1. 0348 B NEN4- Q-EHE-3-2
S -3- AT HL) -3,6- AMEE-1 (CH) - FERAUT G (1.93g,6.46mmol, 1.0 H) f£T/K
THF (80mL) HH )V VR o 7E PITI il B2 T 4 S N2V & W0 P A/ NI o FE R AR R4 R 58 4T #E (TLC
W) S5, 4 SRR S I AEAOmL AcOE t B HL/)NCo VR I FlINa, SO, 7K VA (30mL) o J8 i
REVERR 2T B 4K, 456 HLZ FIEtOACEHUAT X (2 X 20mL) , 48 J5 FH R /K Bk, 4eMe S0, +
J HL 2 IR 40 13 21 BT 7 I, FL@ i FCC (DCM/ HL A5 1% NH, OHIY) B i, 100: 042802 20) 4k
AR BT R 4~ (2- 255 -3-F2 P 2E) -3,6- &Utne -1 (2H) - FHERALU T i (119)
(0.69g,42% 77 F) ,

[0696]  HhE {477 %12,

O Boc OH Boc

HJTN CH, __ (*)lpcoBall /\A(N CH,
[0697] H OXCHs Et,0, -78 °C, 12N B H OXCHs
71%

Ho 44 B dr:11:1

[0698]  {E-78°C Kt (S) -4- MR IL -2, 2- - FHSLMEME 4 - 3- FH R T I (R 3RS 5 2. 0g,
8.72mmol, 1 24 8) IR INF] (+) Ipc,B (i A %) IGE A MRAE I (8. 72mL, 1245 wh VAR
oK R NV E ITE - T8 °C R Fi P4 /INIT , FL# 1k 120V AN N 1 OmL HF Bofg LA 2K SE SR I = 2.
fi& (ImL) A AL S BmL) , FURF IR SR A PITE 2R T BRI 7 (12/8NF) o [l VR & 4 s
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T AN AR B AN 7K I (30mL) , SR J5 B ik 4 B T AN B IR AR o 4 5% AR 4 7K (20mL)
Wik SR Ja FH G IR L lis (3 X 50mL) ZEHL o 45 FF (A HLAC U 1% (MgS0,) H B2 i4g LA B
TR R o B PO AR Al AL, 15 B AR (S) -4 (R) -1-FRHE T -3-J-1-55) -
2,2- ZHIEIEm L - 3- AU T 1R (1.6g,71% 77 %) .
T BnBr, NaH, TBAI T e

0699 N__CH sl Bty . Z CH,
oo /\/:“\(OXCHZ DMF, 1.5/ 8, 85% /\)\E ><CH3
[0700]  ¥5 (S) -4- ((R) -1-FREET -3-J-1-2%) -2, 2- - FF BRmEmb e - 3- IR AU T I8 (1. 5g,
5.53mmol , 1 =4 &) YA fift £ JC/KDME (20mL) H , FUREE WA D EI0°C HLAEN, R HEHE s Py T %

ik sz (3.06g,8.29mmol, 1.5 &) A1 H IR (0.986mL,8.29mmol , 1.5 ) oS8 J5 73 il
43N HINaH (60% ,0.398g,16.58mmol , 334 18) o R MR A PITE0C R i dt4550 %, SR 5 7R
TN P45 7 AR PR TLC I B 58 2 A 5, 4 I MR & ) S K IS WA K, B S i
RS FH T (4} 40mL) 224 & 1 B A HLASHUYIAENa, SO, 18 BB S IR 4, B MR 3

L TPIR Y o A BRI PR AL, 75 B AR (S) -4- (R) -1- CRFER) T -3-4-1-5) -
2,2- I ENEME e - 3 - R U] i (1.69g,85%)

PNEN N><CH3 TAROGT | AN\ NH,

[0701] H L "CHy  CHoClp, 305, 80% H
| OH

120

[0702] 45 (S) -4- (R) -1- CRHEIE) T -3-4-1-2%) -2, 2- Z FHRRIEmR 5 - 3- IR U T i
(1.0g,2.77mmol, 124 5) IS MAE & H ke (20mL) B . % IITFA (138mmol , 5024 &) A7k (9:1,
12mL) FITR &9 - K5 [ TR & AE IR R B EES /N, BRI TLC M B s B 4 A RHE HE SR I
TENERG 75 K A P bR T B ¥R, BT R AR AE3M NaOHIE Wi, H¥ pHIf 5 2 pH=
13 KRR AP FCHCL - 'PrOH (9: 1,10 X 50mL) A HL . 4 & I 1A LA B LeMg S0, 14 , i ik
HLR MRS , 7= AR R 3 L R ) o e I i 1359 FEMe OHANCHL C 1, ¥ 7144 & (TLC 10 % MeOH:
CH,C1,) Fralifl, £33 (2S,3R) -2- 22k -3- CRF 4 2E) L -5-J- 1- 1% (120) (0.490g,80%) -
[0703]  wh[AMATT 13

OH Boc OMe Boc
[0704] Z ><CH NaH, Mel - PP N><CH3
CHs  THF.2/18, 85% H Ly ~CHs

[0705] ¥4 (S) -4- ((R) -1-FAREET -3-M5-1-2&) -2, 2- - F RRIEmMe i - 3- H B T 1o
(1.5g,5.53mmol , 1 24 #%) W AR /£ TC/K THF (20mL) 71, FLEVARA 1 Z0°C HLAEN, FHERE i
FHJER (1.17g,8.29mmol , 1.5 5) « IR J5 73 WA #4348 JiNaH (60 %6 ,0.398g,16. 58mmo1 , 34
&) R MNMIREYEOC R0 81, SR S5 7R =R TR0 7 Bl o ARIETLC S I 58 4 3% 4k
J& » 5 I NIRRT K, Ho¥s S BiR A %ﬁﬁa%@xmmu FH KA I
A WA AENa, SO, N TP H B2 W4 LA T % 3 € PR ) o i i bk 8 18y 44k, , 15 5]
1.42g B ARIIEE (90%)
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OMe

= NH,
[0706] H

OH
121

[0707]  (2S,3R) -2-&FE-3- AL -5- - 1-FELL 5 HULHI4 (2S,3R) -2- & JE-3- CEH
ASE) O -5- M- - BRI P Rl o = £ (121) &
[0708]  H[E{A TR 14

1 BOC (0] e /'\
[0709] H \CHa )k/\[
_PPh \CHs
>‘CH3 /\OJ\’ °OER, 6hB, 94% >\CH3

[0710]  7E23°C NI FEEMN (S) -4- FEEHE-2,2- — FIBLREm e - 3- R AU T g (1. 5¢,
6.54mmol) 7E T /K2 (150mL) H I 442 (28K -15- RS .18 .18 (C-24E 35 75

A Wittig ylide)) (2.74g,7.85mmol) MNINE R BVRA YN H , BLAEHET/INGS o 383t TLCHE P
L5 [ SERR S s B2 I SR UYWL 2 B S e, FLd i s ey alifh , 15 8 2
TEIMIRYIN R,E) -4- G- L8 -3-FARH-1-16-1-3%) -2,2- — FIFLREM 5 - 3- FHER AL T
[ (1.84g,94%)o

0
TFAMO 4 ¥ ). H0 (15 4 F) =7 07 NN\ _NH,

[0711] CH3 4 "
>\ CH,Clp, 0°C, 2]~ 8}, 89% OH

CHg

[0712]  7E23°C FAHEEM R,E) -4- (3- 25 FE-3- M A -1--1-55) -2,2- “FH3E0E
Pk - 3 - FH R AU T I (1.84g,5. 23mmo ) 7EJG7KCH,CL, (30mL) HH ¥, 452, 2, 2- = L1
(24 6mL ,314mmo1) FIH,0 (2. 6mL,137mmo1) ﬂ%ﬂniu&ﬁ BE Y B R/ o S BTERUS
i I 3 S N 4ANa, CO, (pH 1) VK RN, #R J5 4 1 5mL/K s I 2 ) SR &b KA HLZ
/\%EH7K):'}EHCH2C12(3><501HL) Vel B A A NLE H SRS, BXANLEZTEK
Na, SO, F-J, A5k 4 , Hoid Posts: e ik Ay, 15 2] 2 0 ik n) R, E) -4- 200 -5- 72 4
% -2- 1R 2.l (122) (870mg,89%) .
[0713]  Ah[EIfA T & 15

0o ZMgBr

Boc OH Boc

™
o714 "y %2:: THF, -78°C, 3, 78% )xCH"‘ \/\[ %2::
dr=9:1
[0715]  FEGE . -78°C FAE3053 I IS [A] P[] (S) -4 - HI Mk Ak -2, 2- — FH BRI g - 3- R
ST HE (1.8g,7.85mmol) 7 JG /K THE H [ 5 ¥ HH 328 ¥ VN N 2. 0 25 SR AL B (FETHF A 1M,
11.78mL,11.78mmol) o [ MR & W) TE AR R B T BEdE2/ N, S8 J 48 FL R 28 &0 - ROV,
SERLG » B IR SR AP FANH, CLK ISR K, B 418 4.1 (2 X 50mL) ZEEL K& 1A HLZ
2 JG7KNa, SO, 1 o 2 e i 28 A s H R 25050, HAR R Wil il i JIg (kA Fl 2R S B/ &
FeAE B WA a4k, , 15 21 2 70 €3RI 9 b R A AR VR A4 o e i ek R sk i v 4k
BEIFTER (S) -4- (R) -1-FR R PIHL) -2, 2- — FF LMLz - 3- R AL T fis (1. 57mg,
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78%) .
OH  goc 0B8N o

X Br NaH, TBAI XN
ore] %Eﬂj ©/\ DMF, 0°C, /15, 82% \/HKEZ%g::
[0717] [ diEdE B A L8N (0.439g,18.30mmol) FAPU T FEAAL 4% (3.38g,9. 15mmol) 7E TG
JKDMF (35mL) HH ¥, ARG E G SR T 5 (S) -4- ((R) -1-F M N EL) -2, 2- — H1 FEIE
M d - 3 - B R T i (1.57g,6. 10mmo ) ¥ N2 F T /K DMER e (1) e TR A 40 . 1040 8 s
2 VRS 28 VR N ZE 2R (1.089mL, 9. 15mmol) o Pk S VR S 2 /NN o IRON 58 il
FANH, CLAR B0 KB BEFE 1070 B 0 A HLZ , HH LR 4B (2 X 50mL) ZEHUKJZ o K
G IFANZEE T KNa, S0, T 72 e e 258K 2% ERR 22050, HARRYDIE L e i 0, 159248 H
LR TR/ AR e A4k, , 75 21 20 iR 5 Bl S A AR (1) VR B 40 o e e e fle BTk
o alifl, , 15 3 2T ABARR) (S) -4- (R) -1- GEHEIL) H5TAIE) -2, 2- — F FEIEM k-3 -
FAPRRUT 1l (1.728mg,82%) »

S OBn Boc AD-Mixp. OBn Bac OBn goc
N bl i HO !
[0718] W S — - T HgCHe MO N, .CH
C?‘CH; 4T BF, H,0 HO H' 0>‘CH3 HO H" >\CH§
3640t ,79% dr=85:15

[0719]  FFOC FlrafiftERIAD-mix-B (7.5g,4.89mmol) (1.4g/mmol) #Et-BuOH:H20 (1:1,
40mL) H ) R — VPR IMMeSONH, (0. 465g,4.89mmo1) o E0°C R it HE2/Nit g , 4 T 3&
YA H R PBREYD B0 (S) -4- (R) -1- GRS IR A AS) -2, 2- — FJEREMR B - 3- FH R AL
Tl (1.7g,4.89mmol) «FE0C N ARSI FEAS/NI , SR J5 13 s N AINa, SO, (50mL) ¥ 2K 2 b
BB SR A R =5 N BV AR 5 R S 9 FHEt0AC (100mL) #4873 BS A HLZ I H
EtOAc (300mL) #t— PR BUKA R & IFAIAHLZ HIEE /K (300mL) Pek , 4eNa,S0, T4, i g B
B IRAR AR 5K AL T TR AR I8 I R i P B i v (2 ke EtOAc=4: 1) 4tk , 153 (S) -4-
((1S,25) -1- GRHEIL) -2,3- “FILNEL) -2,2- T FF REREM b - 3- RS RUT T (1.476¢,
79%)
OBn Boc OBn

HO 1 TFA(40 4 %), H,0(15 5 %) Ho NH
[0720] /ﬁ/:}ENXCH; - —+ i
HO o SCHy  CHzClp 0°C,2:18F, 89% HO o

123

[0721]  7E23°C R A FEEN R, E) -4- (3- L5 -3- AN -1- M- 1-58) -2,2- ZHIBERE

M - 3- FFRRL T i (1. 84,5 23mmo1) #E 57K CH,CL,, (30mL) H I, $52,2,2- =3 L1

(24 6mL, 314mmo1) FIH,0 (2.6mL, 137mmol) Vs HNE s VR A Hyh ELAHET N o 5N 58 J 5
1 o SRS N 44 Na, CO, (pH 1) ¥ K SORE, 98 5 44 1 5mL KA I 3 ) SR & 0 - A HLE

73 8 H¥4 7K )= FICH,CL, (3><5omL) Ptk & I A NLE FH K BEER , &0 7KNa, S0, T4, H
WY, ik H%@éwzétﬁﬂc REETLEBAAR R,E) -4-2 5 -5- B -2- 1 OB

(I23) (870mg,89%) »

[0722] rh[E[{ATTE 16
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0
4 _A~MgBr g
[0723] HTN j< 0 %¥) NN K
OTBS THF, -78 °C, 5/ 8, 70% \AL

oTBS

[0724]  FE-T8°C Rl FHEAE I (S) -N- (2- (GRUT 2 ZH L it be dit) S0 W2 5 -2-H
SR -2- AR A% (2.5g,9.01mmol) 7E20m1 [ THE HH FRI A R, 4 4 TR 25 R4 85 (18..02m1
IMIA R, 18.02mmo 1) 1230 Vs N2 s RV S 0 SR 5 FEAERED /NN o S S 58 1l S 5 H4 3H FH HAT
NH,CL¥ R (10m1) F110m174 7K i A, 4R JE AR IN30m1l EtOAc . #A5 HLZ 4 B, HoKi 7K 2 FHEOAC
(50mL X 3) Yk o K A FE I H HLZE F ER /K B 48 T8 7KNa, SO, 44, W 4 FLI i PR ik £ 3
aiAl 159 3 2 REBTRAAR (S) -N- (R) -1- (GRUT e H BE I ek e £5) 40 8E) [l -4- M- 2- 2%) -
2- B P - 2- TR Pk i (1.8g,61%) o

JE ==& 4% P 494 M HCI (5.0 % )

(o]
g
e HN” 7< > x NH,
[0725] \AL MeOH, - 78°C, 158, 82%

OTBS OH
124

[0726]  FEO°C N, M FFEERT (S) -N- ((R) -1- (GRUT J: = H AR H Rk L) 28 I -4- 1 -2-
HE) -2- B TA - 2- WA R i (1.8g,5.63mmo ) 7E FF % rb i 920 0 s InAE I e vh AU HC L
(7.4m1,4M,28.4mmol) , FBf [ VR A WITE23°C R itk 15/ o 25 B 25 F R , A S B VR
AW HICH,CL, (15m1) Pl , 28 J5 FEAINaHCO, i ¥R Al 4 A L= 43 B8 HOKE /K = FICHLC,
(20m1 X 3) Pk o K A FE I H HLZ F ER K BRI 48 T8 7KNa, SO, 44, W 4 FLIB i PR ik ¢ 3
afi (b DL A 2 AE AR R (R) -2- =LK -4- 0% - 1-B% (0.75¢,82%) »

[0727] %1,
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\ OCH,
- Oﬁz N(CHj)2

IR
wo LT
Na(OAc),BH 3 Ry

RsCHO
Na{OAc)HBH

w

[0728]

S1-2-11

[0729]  ZRHIZ (2S,3R,4S,6R) -4- (ZH &) -2- (((2R,3R,4R,6R) -7- (((S) -1-F2 Kk -
4-97-2-F8) G FE) -4- WA IE-4,6- —HFE-2-(2,2,5- = 3E-4-F40-4H-1,3- ZIEJE-6-
5L PE-3-0k) L) -6- F R DY - 2H- kg - 3- i (S1-2-11) »

[0730] ¥4 (S) -2-Z& L K -4- 4% -1-KF (343mg, 3.40mmol) FIS1-1 (1.34g,2.27mmol) V& i 7E
EtOH (11.3mL) 77, H#AINTi (OEt) , (0.946mL,4 . 54mmol) - 30438t i , S SR &4 B i —
/INER 73 R LR N 31 > ENaBH, EMe O Y B U o LC/MS 73 M R /s K 4190 %6 B AL 5
INIMAAMET (S) -2- % B8 -4- - 1 - (200mg , 1.97mmo1) - 30438 J5 » R B A 5 H
— /IRy HLK TS N 3 /b 8 NaBH, £EMe OHHP R & 2 R P o LC/MS 3 it 87 58 4 3 4K o ¥
NaBH, (171mg,4.54mmol) o 24 TR 15 1, #5130 %6 NH, OH/K ¥ (6mL) » HLIE & )i it
Celite®Fid J& , FHEtOAC I o K IE IR FH B KW ¥ » Z2Na, SO, 1, 1k i HLilke 4 . Frik ¥ i A
2t — AL B AS FH MS (ESTH) m/z:675. 25 [M+H] .
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[0731]

S1-3-11-1

[0732]  ZRHIfZ (2S,3R,4S,6R) -4- (ZHZ L) -2- (((2R,3R,4R,6R) -7- (((S) -1-F2 Kk -
4-475-2-38) (L) G L) -4- KL -4,6- —H3E-2- (2,2,5- = JE-4-4848-4H-1,3- — &
Gi-6-) Pi-3-2E) AL -6- DU S -2H-MEmg - 3- 1§ (S1-3-T1-1)

[0733]  R$S1-2-T1(1.53g,2.26mmol) ¥ fif A£ — S H HE (10mL) H H ¥ hnNa (0Ac) ,BH
(957mg;4.52mmol) - ¥8 N H % (37T EE & % /KA, 1.82ml,22. 5mmol) o 15438l 5 , i N 3 H1 )
Na (0Ac) ,BH (475mg 2. 24mmo1) I FH 8% (37 8 & % /KA, 0. 30mL, 3. Tmmol) « 2043 £ , JE i
7 INNaHCO, (Wl FHZK BT VK R BV &1 . 70 B & 2 B /K ZE F S e A (31K - 4%
I I T B ) 2Na, S0, 15, 1 38 HIR 48 4 ek W) i AE40g ik iR - (& 0.5%
NH, OH/K ¥ R ) 2 - 10 %6 Me OH - — G0 FF e A3 B2 3 i) 44k , 75 3] 52 RG AR D IR 42 () Bk’ AY & 4
(1.20g,76% ,242) MS (ESI+) m/z:689.26 [M+H] " .'"H NMR (400MHz , % {/ -d) 68.04 (dt, 2H) ,
7.61-7.51 (m,1H) ,7.44 (t,2H) ,5.82-5.66 (m,1H) ,5.16-4.95 (m,3H) ,4.70(d,1H) ,3.87 ,
1H) ,3.55(dq, 1H) ,3.47 (dd, 1H) ,3.33-3.18 (m,2H) ,3.06 (s, 3H) ,2.88 (td,1H) ,2.81-2.66
(m,1H) ,2.49 (dd,1H) ,2.38-2.23 (m,7H) ,2.16 (s, 3H) ,2.10(dd,1H) ,1.92-1.75 (m,5H) ,
1.73(s,3H) ,1.68(s,3H) ,1.64-1.55(m,1H) ,1.55-1.42 (m,1H) ,1.38(dd,1H) ,1.34-1.18
(m,7H) ,0.95(d,3H) ,0.83(d,3H) »

[0734]

S1-5-11-1

[0735]  ZEFIMG (2S,3R,4S,6R) -2- (((3S,6R,8R,9R, 10R) -3-# 3k -8- F 4 HE-4,6,8,10,
12- HHHE-11, 13- 28R - 1T-E A 4- B AT =kt -9-5) F) -4- (CHER) -6-F RN
Z-2H-TEM -3- B8 (S1-5-11-1) »

[0736]  #$S1-3-T11-1(1.19g,1.72mmol) HH ZRMRAR — IR o 4 BT iR W) i i AE K (357mL)
H, RSB A TR IE R RFE21000 80 IR A P 7E145 C R R (£9130-135°C 1 P9 H0IR
JE) T INAGE R o A S REYA ) 2 E IR HLIRGE K R R I TEA0gRE RS I (4505 % NH, 0H/K
VR 2- 10 % MeOH - — & H BE o FE Ve i) 2lifb , 18 21 S22 K (1 G [ A (1) b Ak A 4 (835mg
T7%) «C2ZE[A) AR AR &0 MS (BST+H m/z:631. 23 [M+H] ",
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[0737] &2,

an

CHy R
OBz N(CH3), Rev,

‘ CHa
o e L -
Ry o
(o] (o]
§1-5-R;s §2-14-R;
[0738] )
[0739] S2-1-11-1

[0740]  ZEHIZ (2S,3R,4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- 4 A %:-8- 4 3 -4,6,8, 10,
12,12-75H2E-11,13- 48R 1- 4808 -4- BRI T =5 -9- ) S0k -4- (&) -6-H
FEPUS - 2H- Mg -3 - Fg (S2-1-11-1) .

[0741]  #S1-5-11-1(834mg,1.32mmol) VAfEAEL, 2- —HI S FE LK% (6.6mL) W, HOKE e BiVR
EUIET UK/ LRGP EN A -42°C o U8 I (= FF 2 R Rt e 228) 026 (1. OMIR) THF 45 ¥R
1.71mL,1.71mmol) . 155 8hJ& , A IR ER - F I (0. 249mL, 2. 64mmol) , H ¥ FTik iy FHUK /7K
W B 300 B 5, B IN=2. 8% (1.83mL,13. 2mmol) , Fo¥s S N IR A WITE =I5 T 36k . 207 4
J& 5 N AR INNH, C 1 (MR ZK 90D ¥ K B SR e A2 B (34) « & IR I MM &
Na, S0, , b i€ H i 4E o ¥ 5k R 7EA0ghER F (FH2-10%MeOH- — 4% F %5t - 0. 5 % NH, OHH: 9k
Ji0) 2tk , 75 3 6 [ A AR AL &4 (551mg ,64%) JMS (ESI+) m/z:645.24 [M+H] . 'H NMR
(400MHz , & 4)i-d) 68.11-7.92 (m,2H) ,7.61-7.48 (m, 1H) ,7.43 (t,2H) ,5.78 (dddd, 1H) ,
5.15-4.90 (m,3H) ,4.57(d,1H) ,4.16 (dd,1H) ,4.01 (d,1H) ,3.96-3.80 (m, 1H) ,3.58 (dtd,
1H) ,3.41(ddd, 1H) ,3.08 (td, 1H) ,2.99-2.86 (m, 11) ,2.81 (s,3H) ,2.36-2.22 (m,7H) ,2.19
(s,3H),2.01(t,2H) ,1.75(m,7.1Hz,5H) ,1.46-1.33 (m,4H) ,1.33-1.15 (m,9H) ,1.06-0.95
(d,3H),0.88(d,3H) »

S2-2-13-1
[0743]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- I HL U4 -
2H- ML - 2-3) 4 HE) -8- 4R 3E-4,6,8,10,12, 12- N3 -3- 2 3L -1- - 4- A 443+
=f%-11,13-—ff (S2-2-13-1) (lb-&514) .
[0744]  #4S2-1-13-1 (18mg,0.029mmol , R FHES2-1-11- 11 J5 1l 4%) MR AEMeOH (2mL) H,
B I MR A I EE65°C (UMERIRLEE) RF 823 /NI o B S N A W74 B0 28 = 35 EL IS IR 4
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BT ¥ BB I HPLC (Atlantis T3HE,5-30%MeCN-7K-0.1%HCO,H) 4lifk, 75 16 . 35mg & FF R
EIFR LAY (6.35mg) JMS (EST+H) m/z:176.1[M+3H]°",263. 7 [M+2H]*",526. 4 [M+H] s 'H
NMR (400MHz , B -d,) 68.54 (s, 2H) ,5.97 (dt, 11) ,5.68 (s, 2H) ,4.46 (d, 11) ,4.29-4.17 (m,
2H) ,3.72(dtt,1H) ,3.48-3.37 (m,2H) ,3.31 (tq,2H) ,3.06 (s,3H) ,2.95(d, 1H) ,2.82 (s,
1H) ,2.75(s,6H) ,2.00 (ddd,1H) ,1.53-1.25 (m,16H) ,1.05(d, 3H) .

N~

oA I

[0745] A i
0 o)

S2-2-15-1
[0746]  4- (((2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (- HZIHE) -3- 2L -6-H
DU & -2H- ML -2-35) 48 3E) -8- 4 E-2,4,6,8,10,12,12--BF 3E-11,13- —& M -1-E 2+
4- BRI =56 - 3- H) HIAE) WRMGE - 1- AU T IR (S2-2-15-1) ((h-54106) .
[0747]  FRHES2-1-T11-1M1S2-2-13- 11 5 v B TSI 4% , S 4t 2 FF IR 2L 1 A AL & 7 o MS
(ESTH m/z:713.6[M+H]";'H NMR (400MHz , F % -d) 68.34 (s, 3H) ,5.43 (dd, 1H) ,4.49 (d, 1H) ,
4.10(d,1H) ,3.87(ddd,1H) ,3.73 (ddd, 1H) ,3.55-3.37 (m,7H) ,3.17 (s,3H) ,3.11-3.03 (m,
1H),3.02(s,3H) ,2.96-2.85 (m,2H) ,2.82 (s,6H) ,2.62-2.52 (m,3H) ,2.52-2.40 (m,2H) ,
2.26(d,1H) ,2.08-1.97 (m,1H) ,1.82(d,1H) ,1.57-1.48 (m,4H) ,1.44 (s,9H) ,1.38(d,4H) ,
1.37-1.33(m,9H) ,1.31(d,3H) ,1.06(d,3H) .
[0748] &3,

X
?mNICHah — I/\NJL._ N,R’
5 HCI  HN ,(
] —_—
.{;2 4
]

” & P " ra
OCH,
S e o GBznCH, 1RO (\,.JL-- Mo o OH NiCHa,
P T vaonaen g, K 3" L T
Boc” 0 ameon X o
o]

o“ ¥ o R o 0
X=0:52-244-R; X =0:83144-Rg X=0:83-244-Ry
X = Hy: §2-2.16-Rg 1) R,SO5CI X = Hy: $3-1-15-R; 1) RyCOCI % (RyCORO, X = Hy: §3-245-Ry
2) MaOH L RyCOH 4 R{NCO
2) MeOH
« & .
. OCH,3 CHy
I/\NJ'II N.““1 ..... ?H N{CH3)z I/\NJ:EN\RB . OH N(CHyl
R‘.,S,N\) ,l: Py Ry Tn\) e P
o@. eo o a o
[0749] Ao L,
X =0: 53-2-4-Ry X =0: 53-4-14-Rg
X = Hy: §3-345-R; X = Hy: 53-4-15-Rg

S3-1-15-1
[0750] ZEHIER (2S,3R,4S,6R) -4- (“HZHL) -2- (((2S,3S,6R,8R,9R, 10R) -8-HI 4 F&-2,
4,6’8’10) 12: 12“’[:‘%3%_11 ) 13_:3:2“44J€_3_ (n}’&u%_l_%qa%) _l_ﬁ%_4_ﬁ%ﬂ:+zi}:ﬁ_9_
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He) L) -6- P LU S - 2H- A - 3- 6 (S3-1-15-1) &

[0751]  #4S2-2-15-1(430mg,0.526mmol) {EMEAE G HF It (4.4mL) HAEVK/ 7K HAH i
M=% .8 (0.5mL,6.52mmol) , B 220K/ /K3 , BB R NIRG IR = FHEHES . 5/ o R
ISR DR 4 IR B EL AR Y, FNaHCO, (M ANZKIE R, 10mL) 2212 4 2 H FHE tOAc (9mL X 4)
FHL B I I ZE A ZNa, SO, T4 I8 B4R, 19 31 52 B (A AR A AR AL A9 MS (EST
Hm/z:717.13[M+H] ",

N
™

0
OCH
(\N)L;[N\ e 3 ?Bz N(CHa),
0752 p :
[07521  pN o ,T)_<{éi
O
0 0
[0753] S3-1-14-1

[0754]  ZKHIR (2S,3R,4S,6R) -4- (~H &) -2- (((2S,3R,6R,8R,9R, 10R) -8- H 4 FE-2,
4,6,8,10,12,12- G 3-11,13- Z4&AC-3- (IRME-1-38) -1- |4 -4- B4+ =4¢-9-
HE) L) -6- P EE DU S - 2H- Ak - 3- 6 (S3-1-14-1)

[0755]  AR#ES3-1-15-1H) 73, FHIS2-2-T4- LHUAR K il % o H H 75 31 52 1 €0 F 4 A e JA K,
EW, ARG E— S ai A B Ad A MS (EST+H) m/z: 731.04 [M+H] .

0
J. N
HO /[0\"'-
o)

[0756]

S3-2-14-1-1

[0757]  (2S,3R,6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -4~ (= HI&(HE) -3-F k-6~ H £ Y
S 2H-TE I -2-3) 4 3%) -8- i 43k -2,4,6,8,10,12, 12--L 3 -3- (URME-1-BR3E) -1-%
He-4-FAH - =E-11,13- —f{d (S3-2-14-1-1) ((b-5M136) . #4S3-1-14-1 (35mg,
0.048mmol) ¥ EMeOH (1mL) H, H A R MR G ZE40°C (TR D) I - I MR &
WA H & =R B W 46 o TR Y 8 3L HPLC (Atlantis T3#E,5-30%MeCN-7K-0.1%
HCO,H) Zhi4k,, 75 $11 . 83mg 52 FH R 4 (1 b5 AL A5 40 o MS (EST+) m/7:627 . 42[M+H] s 'H NMR
(400MHz , FI 5 -d) 68.29 (s,4H) ,5.27 (s, 1H) ,4.46 (d,1H) ,4.30 (s, 1H) ,4.14-3.87 (m,4H) ,
3.81-3.63 (m,2H) ,3.62-3.50 (m,2H) ,3.46-3.35 (m,2H) ,3.31-3.12 (m, 3H) ,2.92 (s, 3H) ,
2.74(d,10H) ,2.35(d,1H) ,2.08-1.84 (m,2H) ,1.62(dd,1H) ,1.55-1.23 (m,18H) ,1.19(d,
3H) ,0.89(d, 3H) »
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S3-2-14-1-2

[0759]  (2S,3R,6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -4- (- HI & HE) -3-F2 5 -6- HF 5 Y
S -2H-MEIRg - 2-3) A L) -8- 4 %E-2,4,6,8,10,12, 12- L 3E-3- (4- FHJEDRIG - 1- BR3E) -
-4 -4- B+ =%5-11,13- —ff (S3-2-14-1-2) ((b-&H97) .

[0760]  #S3-1-14-1(36.4mg,0.0497mmol) M AE — 5L %% (0. 5mL) 7, H. ¥ iNNa (0Ac)
,BH (20mg,0.094mmo1) , 4R &% i FH 1 (37 2 & % /KA VK, 20 . Img, 0. 248mmo) - 14/ 5 , #4
NE VR B ) FANaHCO,, (K FI7K VER) VK, HHEtOAC R (31K) o 4 & H B ALY £Na, S0, F-
fog, 18 HRAR KR A AR AR F R (ImL) HR, HURE S SOTR A P i 2240 °C AR B I 7
1 [ B A HV R =R HR 4E AR AR YIEILHPLC (Atlantis T3#E,5-50%MeCN-7K-0.1%
HCO,H) Zhi4k,, 75 $19 . 45mg 5 R 24 1 b5 AL A5 4 o MS (EST+) m/7:641 .36 [M+H] " : 'H NMR
(400MHz , F % -d) 88.33 (s,3H) ,5.30 (s, 1H) ,4.48 (d,1H) ,4.31 (s, 1H) ,4.03 (d, 1H) ,3.94-
3.80 (m,2H) ,3.80-3.68 (m,2H) ,3.67-3.54 (m,2H) ,3.49-3.36 (m,2H) ,2.95 (s, 3H) ,2.82 (s,
6H) ,2.76-2.65 (m,6H) ,2.65-2.52 (n,2H) ,2.44 (s, 3H) ,2.42-2.31 (m, 1H) ,2.06-1.98 (m,
1H) ,1.92(s,1H) ,1.71-1.62 (m,1H) ,1.52(q,1H) ,1.47 (s,3H) ,1.42-1.35 (m,4H) ,1.35-
1.29 (m,9H) ,1.20(d,3H) ,0.92(d,3H) .

S3-2-14-1-3
[0762]  (2S,3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (= FI &) -3-F 3L -6- FFIL [T
2 -2H-MEW - 2-J%) S 0E) -3- (4- N FEURIE - 1- B Ks) -8-H%JE-2,4,6,8,10,12,12- L H
Fe- - -4-BAH -+ =%8-11,13- i (S3-2-14-1-3) ((b-&491) .
[0763]  FRHES3-2-T4-1-2[ VL HS3-1- T4~ VRN P B k1) 4% , 30k 528 FR B 2k b Ak 540
MS (EST+) m/z:669.44 [M+H]";'H NMR (400MHz , FF i -d) 88.50 (s, 2H) ,5.08 (s, 1H) ,4.48 (d,
1H) ,4.09-3.89 (m,2H) ,3.87-3.54 (m,6H) ,3.50-3.35 (m, 3H) ,2.91 (s, 3H) ,2.80 (s,6H) ,
2.79-2.72 (m,1H) ,2.71-2.44 (m,8H) ,2.15-1.93 (m,2H) ,1.75(d,2H) ,1.52(q,1H) ,1.42 (s,
3H),1.39(s,3H) ,1.31(dd,9H) ,1.17(d,3H) ,1.10(d,6H) ,0.85(d,3H) .
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[0764]

S3-2-15-1-1

[0765]  (2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—FI & IEL) -3-F 3L -6- FFIL [T
S -2H-MEIR - 2-38) L) -8-H 4 3E-2,4,6,8,10,12,12--BF3E-3- ((4- (2,2,2- =8 2 3)
WRMGR-1-J8) HIAE) - 1% -4- B3+ =he-11,13- = (S3-2-15-1-1) ((h&4124) .
[0766]  ZEZ/S N, ¥S3-1-15-1 (36.8mg,0.051mmol) VA fEAETC/K THE (0. 6mL) H o 78 s 5k
fbe (12.50L,1.020mmol) , 2R G VR M=% £ (6.8uL,0.090mmol) ¥ [z MR & E T70°C
AT e b B R0 /N R S BRI v A1, 85 W I AINaHCO, (1. 5mL) ¥ K H. HEt0Ac
(ImL X 3) A0 o 445 I B A HUMAENa, SO, 45, o 18 EHLURAR - 1 BT 4540 ) 01345 i@ AEMeOH (1mL)
H, 7E40°C R NG B, HIR 46 R A8 i HPLC (Atlantis T34%,5-50%MeCN-7K-0.1%
HCO,H) Zhi4k,, 75 $18 . 3 1mg 52 F R 4 (1) b5 AL A ¥ o MS (EST+) m/7:695 . 33 [M+H] s 'H NMR
(400MHz , H % -d) 68.40 (s, 3H) ,5.41 (dt,1H) ,4.50(d,1H) ,4.11(d,1H) ,3.91-3.80 (m, 11) ,
3.73(ddd, 1H) ,3.57-3.47 (m,1H) ,3.47-3.36 (m,2H) ,3.18 (s, 3H) ,3.07 (q,3H) ,3.02 (s,
3H) ,2.95-2.84 (m,2H) ,2.82(s,6H) ,2.77-2.61 (m,6H) ,2.61-2.51 (m,2H) ,2.27(d,1H) ,
2.08-1.99 (m,1H) ,1.83(d,1H) ,1.58-1.47 (m,4H) ,1.42-1.30 (m,17H) ,1.07 (d,3H) »

[0767]

S3-2-14-1-4

[0768]  (2S,3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—FI & 3tL) -3-F 3L -6- FFIL [T
S~ 2H- MR - 2- ) S HE) -8- FH 4 5E-2,4,6,8,10,12, 12-- 5 £E-3- (4- (2,2,2- =LA
WRME - 1-FRIL) - 1-E 4 -4- B+ =11, 13- [ (S3-2-14-1-4) ((b-&4130) «

[0769]  AR#ES3-2-15-1-1f0 5 ¥EHIS3-1-14- 14 , $2 (k52 FF IR 26 (A% AL &1 o MS (EST
)m/z:709.29 [M+H]";'H NMR (400MHz , F % -d) 68.49 (s, 1H) ,5.27 (s, 1H) ,4.49 (d, 1H) ,4.23
(s,1H) ,4.03(d,1H) ,3.90-3.66 (n,4H) ,3.66-3.54 (m,2H) ,3.49-3.37 (m,2H) ,3.14 (q,2H) ,
2.95(s,3H) ,2.82(s,6H) ,2.80-2.62 (m,8H) ,2.33 (s,1H) ,2.09-1.98 (m, 1H) ,1.95-1.81 (m,
1H),1.70(d,1H) ,1.54 (q,1H) ,1.50-1.41 (m,4H) ,1.41-1.23 (m,13H) ,1.20(d,3H) ,0.91(d,
3H) o
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IS\
[0770] o”" o

S3-3-15-1-1

[0771]  (2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—FI & It) -3-F I -6- FFIL [T
S -2H- ML - 2- FE) A L) -8- A HE-2,4,6,8,10,12, 12- B 3 -3- ((4- (LA E3L) IR
E-1-38) L) -1-8E 24 -4- BB+ =%e-11,13- —f{d (S3-3-15-1-1) ({k-&480) »

[0772]  #4S3-1-15-1(37.4mg,0.0521mmol) F04- — FI G JEALBE (1mg,0.008mmol) VA fELE —
S (0.45mL) FIN,N- = P32 2 (0.050mL, 0. 26mmol) H1 o BB ZNZ0°C , ¥ I FF itk
M5 (0.012mL,0.156mmol) , H ¥ MR G4 il 28 Z I - 3/ J& IR 3@ e 8 e i
NaHCO, (1mL) VK HHIEt0Ac (1mL X 3) ZEH o 445 H I ZE B 22Na, SO, T , 1 g Hilk4ii o 45
FIT AR 4 U i AEMeOH (1mL) H, 7E40°C F M, HIk g . R Wil id HPLC (Atlantis
T34E,5-50%MeCN-7K-0. 1 % HCO,H) itk , 15 214 . Img 52 H L £ (1 br AL 54 . MS (EST+) m/
2:691.30 [M+H]";'H NMR (400MHz , i i£ - d) 68.33 (s,3H) ,5.44 (dg,1H) ,4.49(d,1H) ,4.10(d,
1H) ,3.90-3.80 (m, 1H) ,3.72(ddd, 1H) ,3.55-3.37 (m,3H) ,3.27-3.19 (m,4H) ,3.16 (s,3H) ,
3.10-3.02 (m,1H) ,3.02 (s, 3H) ,2.95-2.85 (m,2H) ,2.84 (s,3H) ,2.81 (s,6H) ,2.74-2.59 (m,
5H) ,2.31-2.21 (m,1H) ,2.07-1.99 (m, 1H) ,1.82(d,1H) ,1.57-1.43 (m,4H) ,1.42-1.33 (m,
13H) ,1.31(d,3H) ,1.06(d,3H) .

S3-3-15-1-2

[0774]  4- (((2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (_HZIHE) -3- 52 -6-H
DU & -2H- ML -2-35) 48 3E) -8- 4 E-2,4,6,8,10,12,12--BF 3E-11,13- —& M -1-E 2+
4- BRI = - 3-08) FR) -N,N- O RRRIGE - 1 - R e iz (S3-3-15-1-2) ((h5142) .
[0775]  ARHES3-3-15-1- 1[0 79 HIS3-1-15- 1 AN — FF L G ek & 4%, B3t &2 W R 2h 1 bk
BRAL A MS (ESTH m/z:720. 24 [M+H] s 'H NMR (400MHz , H i -d) 88.25 (s, 1H) ,5.45 (dq,
1H) ,4.51(d,1H) ,4.11(d,1H) ,3.93-3.85 (m, 1H) ,3.79-3.70 (m, 1H) ,3.58-3.40 (m, 3H) ,
3.29-3.23 (m,3H) ,3.19(s,3H) ,3.12-2.99 (m,4H) ,2.94 (dd, 1H) ,2.89 (s,3H) ,2.87-2.81
(m,9H) ,2.68 (q,1H) ,2.64 (s,6H) ,2.63-2.56 (m,2H) ,2.37-2.20 (m, 1H) ,2.10-2.02 (m, 1H) ,
1.84(d,1H) ,1.61-1.47 (m,4H) ,1.44-1.26 (m,15H) ,1.08(d,3H) »
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S3-3-15-1-3

[0777]  (2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—FI & ItL) -3-F I -6- FFIL [T
- 2H- ML - 2- 3E) 4 L) -8- P4 AL -2,4,6,8,10,12,12- b HI 5L -3- ((4- FF 2R hf Ik L R 15 -
1-38) D) -1- R -4- B3+ = - 11, 13- i (S3-3-15-1-3) ((b&4139) »

[0778]  AR#¥8S3-3-15-1- 117795 HS3-1-15- LA FE SR L G ) 4%, B4k 58 PP IR 2 1) s it
A MS (EST+H) m/z:767. 38 [M+H] " ;'H NMR (400MHz , H fi-d) 68.36 (s, 3H) ,7.63 (d, 2H) ,
7.41(d,2H) ,5.38(dt,1H) ,4.46 (d,1H) ,4.06 (d,1H) ,3.78(ddd,1H) ,3.74-3.66 (m, 1H) ,
3.51-3.35(m,3H) ,3.03(s,3H),2.99(d,5H) ,2.96 (s, 3H) ,2.88-2.82 (m,2H) ,2.80 (s,6H) ,
2.71-2.62 (m,2H) ,2.62-2.52 (m,3H) ,2.42(d,3H) ,2.25-2.14 (m, 1H) ,2.04-1.97 (m, 11) ,
1.78(d,1H) ,1.55-1.41 (m,5H) ,1.37-1.24 (m,16H) ,1.00(d,3H) «

[0779]

S3-3-15-1-4

[0780]  (2S,3S,6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -4~ (= HI&(JE) -3-F -6~ F £ )Y
S -2H- ML - 2- 55) L) -8- 4R -2,4,6,8,10,12, 12- B 56 -3- ((4- ((1-F2E-1H-BK
W -4 - ) B BE L) MKW - 1-5) FJE) - 1- 380 -4 - S0 M+ = - 11, 13- i (S3-3-15-1-4)
(581

[0781]  AR¥HES3-3-15-1- 1/ 5% FHS3-1-15- 1RIL - F 3 - TH- KMk -4 - B R Sl %, SR 2
FR R 6 (A BT AL A 0 o MS (BSTH) m/7 2 757 . 32 [M+H] "5 'H NMR (400MHz , i -d) 88.35 (s, 3H) |
7.76(d,1H) ,7.71(d,1H) ,5.39 (dt,1H) ,4.47 (d,1H) ,4.07 (d,1H) ,3.85-3.78 (m, 1H) ,3.77
(s,3H),3.71(ddd, 1H) ,3.52-3.45 (m, 1H) ,3.44-3.35 (m,2H) ,3.19-3.10 (m,4H) ,3.08 (s,
3H) ,3.04-2.93 (m,4H) ,2.92-2.82 (m,2H) ,2.80 (s,6H) ,2.70-2.53 (m,5H) ,2.28-2.14 (m,
1H) ,2.06-1.98 (m, 1) ,1.79(d, 1) ,1.59-1.41 (m,4H) ,1.39-1.25 (m,17H) ,1.02 (d,3H) .
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S3-4-15-1-1

[0783]  (2S,3S,6R,8R,9R, 10R) -3- ((4- L FEFHENRE - 1-38) HIE) -9- (((2S,3R,4S,6R) -4-
(CHEIE) -3-F 5k -6- FHBL DU S - 20 - Mk mg - 2- 3%) 4 E) -8-H43E-2,4,6,8,10,12,12-&
B -1- 0 -4- B3R+ =0 - 11, 13- [ (S3-4-15-1-1) (b-&54135) «

[0784]  4S3-1-15-1(36.0mg,0.0502mmol) F04- — FF G JEALBE (1mg,0.008mmol) VA fELE —
S (0.45mL) FIN,N- — P32 2 (0.050mL, 0. 26mmol) H1 o BB WA N E0°C , i in 2 ik
#(0.0106mL,0.150mmol) , B [ MR &) HHE 2 5 iR . 2/ )5, ¥ IR B B T ok
WAL T FRCRE LN 5, B S8 I 7R i FINaHCO, (1mL) ¥4 K H AHEt0Ac (ImL X 3) %
B 5 I 1 22 B 2Na, SO T8, 1 98 B4R - K5 I 19-RH 4 Joa ¥4 A ZEMeOH (1mL) H, 7E40°C
TR, HR4SE AR E I HPLC (Atlantis T34, 5-50%MeCN-7K-0. 1% HCO,H) £tk ,
HH)12. 9mg 5 H R ER AR BEAL A0 MS (BST+H m/z:655. 39 [M+H] " ; 'H NMR (400MHz , Fi i -d) 6
8.35(s,3H) ,5.43 (dq, 1H) ,4.49(d,1H) ,4.10(d,1H) ,3.88 (ddt,1H) ,3.73 (ddd,1H) ,3.65-
3.36 (m,7H) ,3.18(d,3H) ,3.07 (t,1H) ,3.02(d,3H) ,2.98-2.85 (m,2H) ,2.82 (d,6H) ,2.68-
2.53 (m,4H) ,2.53-2.44 (m, 1H) ,2.26 (d,1H) ,2.09 (s,3H) ,2.07-2.01 (m, 1H) ,1.83(d, 1H) ,
1.59-1.43 (m,4H) ,1.42-1.37 (m,5H) ,1.37-1.33 (m,9H) ,1.33-1.27 (m,3H) ,1.07 (d,3H) .

S3-4-15-1-2

[0786]  (2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—FI & IEL) -3-F 3L -6- FFIL [T
S 2H-NEg - 2- 3E) A L) -8- 4 JE-2,4,6,8,10,12,12- B 3E-3- ((4- A MEREIRIEE - 1-34)
FOL) -1-8 44 -4- B = -11,13- = (S3-4-15-1-2) (fb&4133) .

[0787]  AR#ES3-4-15-1- 119771 S3-1-15- LRI A BE G A1) & , 34t 52 G 6 1 A Ak &
M) MS (EST+) m/z:669.43 [M+H] s 'H NMR (400MHz , F iz -d) 68.43 (s,3H) ,5.44 (dt, 1H) ,4.49
(d,1H) ,4.10(d,1H) ,3.88(ddd, 1H) ,3.73 (ddd,1H) ,3.65-3.37 (m,7H) ,3.18 (s, 3H) ,3.10-
2.98 (m,4H) ,2.98-2.84 (m,2H) ,2.82 (s,6H) ,2.59 (dt,3H) ,2.53-2.45 (m, 1H) ,2.40 (q,2H) ,
2.27(d,1H) ,2.03(ddd,1H) ,1.83(d,1H) ,1.61-1.52 (m,1H) ,1.50(s,3H) ,1.43-1.33 (m,
14H) ,1.33-1.27 (m,3H) ,1.14-1.03 (m,6H) .
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S3-4-15-1-1

[0789]  (2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—FI & ItL) -3-F 3L -6- FFIL Y
- 2H- LR - 2- 3E) 4 L) -8- P4 HE-2,4,6,8,10,12,12- B HI JE-3- ((4- R REIR S - 1 -
) L) -1-| AR -4- B3+ = - 11, 13- i (S3-4-15-1-3) (tk&W114) »

[0790]  AR#¥ES3-4-15-1- 117795 HS3-1-15- LA LRI S 4%, B4t 52 A R 3k I b i Ak &
M) MS (EST+) m/z:697.33[M+H] s 'H NMR (400MHz , F iz -d) 68.37 (s,3H) ,5.42 (dq, 1H) ,4.49
(d,1H) ,4.10(d,1H) ,3.93-3.81 (m,1H) ,3.78-3.59 (m,5H) ,3.54-3.46 (m, 1H) ,3.46-3.36
(m,2H) ,3.18(d,3H) ,3.07 (t,1H) ,3.02 (s,3H) ,2.97-2.83 (m,2H) ,2.81 (d,6H) ,2.65-2.55
(m,3H) ,2.55-2.47 (m,2H) ,2.33-2.20 (m, 1H) ,2.02 (ddd, 1H) ,1.82(d,1H) ,1.59-1.44 (m,
4H) ,1.42-1.33 (m,13H) ,1.31(d,3H) ,1.26 (d,9H) ,1.10-1.03 (m,3H) »

S3-4-15-1-1

[0792]  (2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (— FI&ItL) -3-F 3L -6- FFIL [T
- 2H- ML iR - 2- 3% S8 0L) -8- HH A gk -3- ((4- (2- H AU R L JE) DR IGR - 1- %) FRR) -2,4,6,
8,10,12,12-LH J:-1-F 4 -4- B A+ =% -11,13- ZfH (S3-4-15-1-4) (tb-&5484) »
[0793]  AR#¥8S3-4-15-1- 117795 HS3-1-15- 1FN2- FF R 28 F e S0 4% L it 52 I R 2R I A
Bk AAMS (EST+H) m/7z: 747 .35 [M+H] s 'H NMR (400MHz , Hi i - d) 88.36 (s, 3H) ,7.36 (t,1H) ,
7.03(ddd, 1H) ,6.97-6.89 (m,2H) ,5.43 (dd, 1H) ,4.49 (d,1H) ,4.09 (d, 1H) ,3.92-3.83 (m,
1H) ,3.81 (s,3H) ,3.79-3.68 (m,3H) ,3.55-3.35 (m,5H) ,3.17 (s, 3H) ,3.10-2.98 (m,4H) ,
2.96-2.85(m,2H) ,2.81 (s, 7H) ,2.74-2.40 (m,5H) ,2.26 (d,1H) ,2.06-2.00 (m,1H) ,1.82(d,
1H) ,1.49(d,4H) ,1.42-1.33 (m,12H) ,1.30(d,3H) ,1.06(d,3H) .
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S3-4-15-1-5

[0795]  (2S,3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—HZ k) -3-F 3 -6- I HJY
- 2H- AR - 2-38) AR 3E) -8-FI 4R 3E-2,4,6,8,10,12,12- B E-3- ((4- (2,2, 2- =& 4 W
HE) DRIR -1-38) L) -1-5 44 -4- B4+ =4 -11, 13- = (S3-4-15-1-5) ((LEH109) .
[0796]  AR#¥8S3-4-15-1-11 7735 HS3-1-15- LI =50 £ B IT il %% , $2fit 5 HP I 6 110 s jAL,
A WMS (ESTH) m/z:709.27 [M+H] 5 'H NMR (400MHz , FF - d) 68.49 (s, 3H) ,5.46 (s, 1H) ,4.51
(d,1H) ,4.12(d,1H) ,3.89(s,1H),3.80-3.65 (m,5H) ,3.53 (dd, 1H) ,3.49-3.34 (m,2H) ,3.19
(s,3H) ,3.04 (s,4H) ,2.93 (dd,2H) ,2.80 (s,6H) ,2.74-2.58 (m,5H) ,2.28 (s, 1H) ,2.06-1.99
(m,1H) ,1.85(d,1H) ,1.52(s,4H) ,1.45-1.35 (m,13H) ,1.33(d,3H) ,1.09 (d,3H) .

[0797] R4 T7 3 T77%, R H AR A& 2 A TaAREUAR , il 2% LA RS2t .

3
OBz N(CHy),

[0798]

S3-1-17-3

[0799]  4- (((3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -3- K FELEIL) -4- (&) -
6- H B DU S - 2H-Mb g - 2- 2) 45 0E) -8-H 4 2£-6,8,10,12, 12- AL 2E-11,13- 5 AR-4-TH
He-1-FA - 4- B AP = -3-28) H L) WRiE - 1- FH R 2K g (S3-1-17-3) .

[0800] it TRk, H RS EIE Q) , R ER R ZE B LEE (4nl) H 11
S2-1-17-3 (196mg,0.226mmol , 4177 &1 7 Ffridk HH 17 R0 TAT it il ) Vs I BRI A, 28 J5 4 o il
7% H BB 21K) K10%Pd/C (50% % ,40mg , 0. 0187mmol) ¥ INE B b , HoKs 2 v VR
Eah s HREARIEE Q) , R 57 H A AIRHEE AR) AES BT HE R NIR A
1.5/ o 4 [ B2V & P 2 HOHZEUURE (4K) s i Celite® , B [ MR & V4 HE 2710
5351, Hidit Celite®it i€ . FHEtOH (5mL X 2) phye i 28 , HIR4E & A NLZ , 43 Uk 5 s it
b &9 (166 . 4mg, 100%) , HANZ 3 — 5 4l AL B F MS (EST+) m/z:730. 26 [M+H] ", R £:
'H NMR (400MHz , Fi iz -d) 88.48 (s, 3H) ,4.46 (dd, 1H) ,4.34-4.06 (m,2H) ,3.80-3.67 (m, 1H) ,
3.55-3.34 (m,5H) ,3.25-3.05 (m,2H) ,3.04-2.86 (m,6H) ,2.86-2.74 (m, 10H) ,2.18-1.90 (m,
4H) ,1.85-1.57 (m,7H) ,1.57-1.46 (m,6H) ,1.43-1.23 (m,13H) ,1.09-0.90 (m,6H) .
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[0801]

S3-2-17-3-1

[0802]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISEHE) -3-F2 5L -6- U4 -
2H- Ak I - 2-38) 0 3E) -8-FH 4 3E-6,8,10,12, 12- T I FE-3- ((1- P JEIRIE -4-38) FH3E) -4-
- 1-E - 4-F 5+ =%%-11,13- —F{ (S3-2-17-3-1) ((b-5495) .

[0803]  AE#ES3-2-14-1-200 /71 S3-1-17-3A0H {s i £% , $2 it B2 IR Eh AR AL &9 .
MS (EST+) m/z:640.33[M+H] " ;'H NMR (400MHz , FH - d) 68.48 (s, 3H) ,4.46 (dd, 1H) ,4.34-
4.06 (m,2H) ,3.80-3.67 (m,1H) ,3.55-3.34 (m,5H) ,3.25-3.05 (m, 2H) ,3.04-2.86 (m,6H) ,
2.86-2.74 (m,10H) ,2.18-1.90 (m,4H) ,1.85-1.57 (m,7H) ,1.57-1.46 (m,6H) ,1.43-1.23 (m,
13H) ,1.09-0.90 (m,6H) .

S3-2-17-3-2

[0805]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HIZHHE) -3-F2 5L -6- I E U4 -
2H- ML -2-35) 48 3E) -8-HI 4 %E-6,8,10,12,12- T A JE-4- P 3E-3- ((1-TH REIRIE -4-3E) Y
) -1-E - 4- B+ =kE-11,13- [ (S3-2-17-3-2) ({k-&496) «

[0806]  HR#ES3-2-T4-1-2/ 77 HHS3-1-17-3FI P I k1) 4% , P it 52 F R 2h b AL &40
MS (EST+) m/z:668. 38 [M+H] " 'H NMR (400MHz , FF i -d) 68.51 (s, 3H) ,4.46 (d, 1H) ,4.26-3.96
(m,2H) ,3.79-3.66 (m, 1H) ,3.62-3.49 (m,3H) ,3.49-3.34 (m,3H) ,3.05-2.96 (m, 3H) ,2.96-
2.83 (m,5H) ,2.83-2.73 (m,7H) ,2.15-1.91 (m,4H) ,1.82-1.70 (m,3H) ,1.70-1.43 (m, 11H) ,
1.41-1.22(m,13H) ,1.07-0.83 (m,9H) .
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[0807]

S3-2-17-2-1

[0808]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISAKE) -3-F2 5L -6- I HL U4 -
2H-AH PR - 2- 25 4H3E) -4- 2.3k -8- A HE-6,8,10,12,12- T 2E-3- (1- I AERR I -4 - %)
) -1-8 - 4- B3+ =0-11,13- 27 (S3-2-17-2-1) (b &54798) «

[0809]  ARHES3-2-14-1-20 52 H1S3-1-17- 2K FH ) 4%, $2 (L B2 R AL AR AL &4
MS (BST+) m/z:209.5 [M+3H]°",313. 8 [M+2H]*",626. 5 [M+H] s 'H NMR (400MHz , F % -d,) 88.50
(s,2H) ,4.41(d,1H) ,4.14(s,1H) ,3.68 (m,1H) ,3.46-3.25 (m,5H) ,2.95-2.80 (m,5H) ,2.75
(d,6H) ,2.07-1.94 (m,3H) ,1.89(d,1H) ,1.52(s,1H) ,1.44(d,3H) ,1.30 (m,12H) ,1.21 (s,
2H) ,1.00-0.93 (m,2H) .

[0810] r

S3-2-17-2-2

[0811]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- YA -
2H- ML ARG -2-358) S 0) -4- 436 -3- ((1- L HRIRIE -4- %) F L) -8-HI%2E-6,8,10,12,12- 1
B -1 -S4 4- B A+ =he-11,13- —fd (S3-2-17-2-2) (b EW118) ARHES3-2-14-1-2
7R S3-1-17-2 0 2, B 1) 4%, $R Al 2 FE R 2R () bR /AL & 0 MS (EST+) m/z:640. 35 [M+H
1" "HNMR (400MHz , FH i -d) 68.54 (s, 3H) ,4.46 (d,1H) ,4.37-3.97 (m,2H) ,3.79-3.65 (m, 1H) ,
3.64-3.40 (m,5H) ,3.40-3.33 (m, 1H) ,3.16-3.03 (m,3H) ,3.03-2.81 (m,6H) ,2.81-2.70 (m,
8H) ,2.16-1.84 (m,5H) ,1.57-1.41 (m,8H) ,1.41-1.08 (m,20H) ,1.08-0.81 (m,4H) .

S3-2-17-2-3
[0813]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—HEI}EL) -3-#23,-6- FH IELPI & -
OH-ML IR -2-3) A 3E) -4- 2.5 -8-F A HE-6,8,10,12, 12- FLH 3E-3- (1 - PR RENRAE -4 - 55) H
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) -1-E - 4-BEH+=L-11,13- —f{ (S3-2-17-2-3) ((h-&547102) .

[0814]  FR¥FFES3-2-T4-1-2f 5L HIS3-1-17-2F0 I & Il 2%, 3 40L 22 R 2R b AL B0
MS (EST+) m/z:654. 30 [M+H] " 'H NMR (400MHz , FF i -d) 68.51 (s, 2H) ,4.46 (d, 1H) ,4.36-3.90
(m,2H) ,3.78-3.65 (m, 1H) ,3.62-3.39 (m,5H) ,3.39-3.33 (m, 1H) ,3.07-2.82 (m,8H) ,2.82-
2.67 (m,8H) ,2.14-1.87 (m,4H) ,1.82-1.60 (m,5H) ,1.60-1.41 (m,8H) ,1.41-1.24 (m, 14H) ,
1.24-1.07 (m,3H) ,1.07-0.81 (m,6H) »

[0815]
TBSO

[0816]  ZEHIMEZ (2S,3R,4S,6R) -2- (((3R,6R,8R,9R, 10R) -3- ((1- (2- ((HUT & = F L HI Rk
Fedk) | IAE) 438) WRIE -4-F8) HE) -4- 235 -8-H 4 JE-6,8,10,12, 12- L H 11, 13- =4
R-1-F A 4- BT =0 -9- ) ) -4- (CHEE) -6- H A PUS-2H- kR -3- 5 .
[0817]  #$S3-1-17-2(90mg,0.13mmol) AL TE/K & H K @mL) H1 . i In 418 (0.021mL,
0.38mmol) F12- (GRUT 2 = H B A e Jk) SA02%) 4 (0.036mL,0. 19mmol) « 8 J5 #NaBH
(0Ac) , (53mg, 0. 25mmo1) — AL I B S SR AW o 4 S RLYILE SR N Fi b2/, i)
LC/MS 75 58 4= e A o JE 1L VS It AINaHCO, /K ¥V (BmL) VA K 8, HoA 7K 2 S H e (3
X 10mL) ZEHL 45 I ZE I ZeMe SO, T4, 3 U8, HIRAR K iR R E4ghE IR 1 (FH0-10%
MeOH- — S H 5t +0.5% 130 % NH, OHZK 3 i I i) 264k, , 15 31 &2 5 €0 [ 44 (1) b AL & 4
(60mg,55%) MS (ESTH) m/z:292. 2 [M+3H]1%", 437 .8 [M+2H] >, 874 .6 [M+H] ",

[0818]

[0819]  ZKHIMZ (2S,3R,4S,6R) -4- (Z“H L) -2- (((3R,6R,8R,9R, 10R) -4- 2. FE-3- ((1-
(2- 2 FE) WRIE -4-FE) L) -8-F4H3E-6,8,10,12,12- T EE-11,13- Q- 1-H 4% -4-
BRI A = -9-25) L) -6- H B DY A - 2H-nE g - 3-8

[0820] 4IEFIZ (2S,3R,4S,6R) -2- (((3R,6R,8R,9R,10R) -3- ((1- (2- (G T F — L H
TR L) A 4 FE) WRIE -4-3%) FIAE) -4- 2. -8-F 43k -6,8,10,12,12- L 3E-11,13- —
AT -4- B4+ = -9-28) A2 -4- (CH AR -6- AU A -2H- b - 3- g
(60mg,0.067mmo1) ¥ fift /£ JC/K THF (2mL) H H7E % i F ¥ I TBAF (IM THF¥ ¥, 0. 20mL,
0.020mmol) o [ MR AW =il N i FE2/ N HA4s 1 7% R e 4g it ik B (FH0-20%
MeOH- — S H 5t +0.5% (130 % NH, OHZK 3 i I i) 264k, , 15 31 & 5 €0 [ 44 (1) b AL & 4
(46mg,88%) MS (ESTH) m/z:254. 2 [M+3H]1%",380. 8 [M+2H] %", 760.5 [M+H] "
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N
Sh
HO/\/

S3-2-17-2-4

[0822]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (. HI & HL) -3- Kk -6- F L PU L -
2H-ME IR -2-35) 8 FL) -4- 255 -3- ((1- Q- FE) WRig -4-3%) L) -8- 4 3E-6,8,10,12,
12- FF B -1- 520 -4- B3 T = - 11, 13- i (S3-2-17-2-4) ({b-54169) .

[0823]  AR#ES3-2-14-1-2/) 7 vkid it % R (2S, 3R, 4S,6R) -4- (~H &I -2- (((3R,6R,
8R,9R, 10R) -4- £ 5&-3- ((1- (2-F2 L HE) WRIE -4- %) HIE) -8- H14(%L-6,8,10,12,12- L
F-11,13- AR - 1T-E 4 4- B+ =g -9-48) ) -6- H 3L U & - 2H - NEL IR - 3 - B
W53 AR ) 4% MS (ESTH) m/z:219.5 [M+3H] ", 328 . 8 [M+2H]*",656. 5 [M+H] s "H NMR (400MHz
FIEE-d,) 88.53 (s,2H) ,4.45(d, 1H) ,3.84 (t,2H) ,3.71 (ddd, 1H) ,3.53-3.40 (m,4H) ,3.40-
3.27 (m,6H) ,3.13(d,1H) ,3.08(s,2H) ,2.99-2.90 (n,3H) ,2.84 (s,1H) ,2.77 (s, 7H) ,2.08-
1.96 (m,3H) ,1.92(d,1H) ,1.59 (s, 1H) ,1.47 (dd,5H) ,1.39-1.27 (m,12H) ,0.97 (s,2H) .

0/

N P50 W—
[0824] \ A
Me0” o r o
0
o o

[0825]  ZRHI[Z (2S,3R,4S,6R) -4- (ZH L) -2- (((3R,6R,8R,9R, 10R) -4- £, -8- 4
Fe-3- (- Q-FHEIECE) IRIE-4-3) HKE) -6,8,10,12,12- FLFFHRE-11,13- —5EA0-1-%4
He-4- R = ke -9- L) HIEL) -6- AR DY S - 2H- ML - 3- B o

[0826]  fESmL/MHH ATE-60°C T A ZHI X H R (2S,3R,4S,6R) -4- (ZH &) -2-
(((3R,6R,8R,9R,10R) -4- 2. 3&-3- ((1- (2-F& £ 3%) WRmE -4-F%) H L) -8- 4 3E-6,8,10,
12,12- A AE-11,13- 4R - 148008 - 4- BRI T =8 - 9- 58) ) -6- DU & - 2H- ik
¥ -3 -5 (26mg,0.035mmo1) 7E1,2- —H 5 4 J5¢ (2mL) A H ¥ MR - 1235 8 JINKHMDS (0. 10mL,
0.10mmol) o MR & ITE-60°C 45 4: 205 . SR J5 7 IiMe,, SO, (16KL, 0. 17mmol) o j J3
RAEYTHEZE -15°C LC/MSEIR 5E AR B IS N = 2 F% (ImL) 3K I N H K S e &4
=S e B B It AINaHCO, . 447K 2 Fl S e A HL, B & JF B0A Bl = 2MeS0,+
1, 1L 8 Rk 4E A IR R AghERZ b (FI0-10%MeOH - & F E+0 . 5% 1130 % NH, OH/K ¥ ¥k
BRI 4lifh , 45 3 5 3 0 [ 4 1R B AL A (22mg,829%) JMS (EST+) m/z:258. 8 [M+3H] ™",
387.8[M+2H]*", 774 . 5[M+H] .

=~
R

[0821]
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S3-2-17-2-5

[0828]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISAHE) -3-F2 5L -6- I E U4 -
2H-ME IR - 2- 3%) S8 2%) -4- 22 -8-H A 2L -3- ((1- (2-HEE L) IRiE -4- %) H ) -6,8,
10,12, 12- AL FE-1-FA % -4- B+ =kt -11,13- i (S3-2-17-2-5) »

[0829]  #RHES3-2-T4-1-2[W) J7 kit A R R (2S, 3R, 4S,6R) -4- (ZH &) -2- (((3R,
6R,8R,9R, 10R) -4- 2, 3-8- 43t -3- ((1- (2- FAEFELIL) WRiE-4-3) H ) -6,8,10,12,
12- WA -11, 13- 4R 13U -4- B P T =08 - 9- 58) S0E) -6- W 2L DU & - 2H- ML - 3 -
TS 1) P A0 A SR ) 4% o MS (BESTH) m/z: 224 . 2 [M+3H]°", 335 . 8 [M+2H]%",670. 5 [M+H] "5 'H NMR
(400MHz , Fl%-d,) 68.53 (s,2H) ,4.45(d, 1H) ,4.14 (s, 1H) ,3.69 (dt,3H) ,3.54-3.44 (m,
2H) ,3.44-3.27 (m, 10H) ,3.19(d,1H) ,3.13 (s, 2H) ,2.94 (s,2H) ,2.78 (d,8H) ,2.06-1.96 (m,
2H) ,1.89(d,1H) ,1.54(s,4H) ,1.51-1.40 (m,3H) ,1.39-1.27 (m,12H) ,1.25-1.18 (m,2H) ,
0.98(s,2H) .

S3-2-18-1-1

[0831]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- U4 -
2H- ARG - 2-38) 48 3E) -8-FI4E3E-4,6,8,10,12,12- 7S HI L -3- ((4- R IEWRME - 1-35) FR3E) -
-8 -4- B3+ =%%-11,13- —F{ (S3-2-18-1-1) (th-&W154) .

[0832]  HE#ES3-2-14-1-2f#1 777 S3-2- 18- LFIFF i thil 4% , $24IL7 . 33mg 2 FH R £h ¥ b i A,
AW, ESI+H) m/z:205.04 [M+3H]*,307.01 [M+2H]*",613.01 [M+H]";'H NMR (400MHz , H i -
d,) 68.53 (s,2H) ,4.58(d, 1H) ,4.45(d,1H) ,4.34 (t,1H) ,4.26(d, 1H) ,3.90 (d, 1H) ,3.77-
3.67 (m,1H) ,3.54-3.33 (m,3H) ,3.19 (s, 1H) ,3.02 (s,3H) ,2.82 (s, 3H) ,2.76 (s,9H) ,2.73-
2.54 (m,7H) ,2.45(s,3H) ,2.18 (s, 1H) ,2.04-1.95 (m,1H) ,1.57 (s,3H) ,1.53-1.43 (m, 1H) ,
1.39(d,6H) ,1.33(dd,6H) ,1.04(d,3H) .
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S3-2-18-1-2

[0834]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (= HISA %) -3-F2 5L -6- U4 -
2H- MR -2-35) 4 ) -3- ((4- L HEWRE - 1-3) F L) -8-HI%2E-4,6,8,10,12, 12- 75 2 -
-8 -4- B3+ =%%-11,13- —F{ (S3-2-18-1-2) ((h-&4155) .

[0835]  HRAS3-2-14-1-2/) 71k H1S3-2-18- 1 A Z s il % , B 46 . 82mg 2t FH i3 6 1) b i,
AW, ESIH) m/z:209.72 [M+3H] ¥, 313.98 [M+2H]*",627.02 [M+H] " ; 'H NMR (400MHz , H iz -
d,) 68.53 (s, 2H) ,4.58(d,1H) ,4.46 (d,1H) ,4.34 (t,1H) ,4.25(d, 1H) ,3.83 (s, 1H) ,3.77-
3.68 (m,1H) ,3.54-3.36 (m,2H) ,3.14 (s, 1H) ,3.02 (s,3H) ,2.92-2.78 (m,6H) ,2.76 (s, 8H) ,
2.74-2.64 (m,5H) ,2.60 (dd,2H) ,2.17 (s, 1H) ,2.06-1.97 (m,1H) ,1.70 (s, 2H) ,1.55(s,3H) ,
1.54-1.44 (m,1H) ,1.39(d,6H) ,1.33(dd,6H) ,1.20 (t,3H) ,1.03(d,3H) .

S3-2-18-1-3

[0837]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- I EL U4 -
2H- ML IR -2-38) S8 5E) -3- ((4- SN FENRME - 1-3) A 3E) -8-HI % FE-4,6,8,10,12,12- /N F
H-1-E - 4- B+ =kE-11,13- i (S3-2-18-1-3) ({h-&4156) «

[0838]  HEAS3-2-14-1-2) /7% H1S3-2- 18- L AN P i il 4 , B4 11 . Tmg 5 FF 3 6 1) b i,
AW, ESTH) m/z:214.41 [M+3H] ¥, 321.01 [M+2H]*",641.09 [M+H]";'H NMR (400MHz , H i -
d,) 68.59 (s,2H) ,4.64(d,1H) ,4.51(d,1H) ,4.39 (t,1H) ,4.29(d,1H) ,3.85 (s, 1H) ,3.82~
3.73 (m,1H) ,3.58-3.43 (m,2H) ,3.27-3.12 (m,2H) ,3.05 (s, 7H) ,2.82 (s, 14H) ,2.66 (dd,
2H) ,2.20(s,1H) ,2.11-2.00 (m,1H) ,1.75(s,2H) ,1.59 (s, 3H) ,1.58-1.48 (m, 1H) ,1.44 (s,
6H) ,1.38(dd,6H) ,1.30(d,6H) ,1.08(d,3H) «
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[/NN/%[ﬁ
/N\) o

[0839]

S3-2-18-2-1

[0840]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISaKE) -3-F2 5L -6- I EL U4 -
2H- AL - 2- 55) 4R 3E) -4- 2.3k -8-F 4 3L -6,8,10,12, 12- T 3L -3- ((4- FFEERBE - 1 - 3%) FY
) -1-E - 4-BEH+=L-11,13- —f{ (S3-2-18-2-1) ((h-&W157) .

[0841]  HEHS3-2-14-1-2) /71 H1S3-2- 18- 2K FH s il 4% , AL 7 . 63mg 2 FH 3 6 1) s i,
AW, ESIH) m/z:209.74[M+3H] ¥, 314.01 [M+2H]*",627. 11 [M+H]";'H NMR (400MHz , H i -
d,) 68.49(s,2H) ,4.69 (s, 1H) ,4.46 (d,1H) ,4.29 (s, 1H) ,4.15(d,1H) ,3.79-3.66 (m, 1H) ,
3.54 (s, 2H) ,3.49-3.33 (m,2H) ,3.25-3.00 (m,3H) ,2.95 (s,6H) ,2.81 (s,8H) ,2.61 (s, 7H) ,
2.10-1.97 (m,2H) ,1.88(s,1H) ,1.61-1.47 (s,4H) ,1.41-1.29 (m,12H) ,1.24 (t,3H) ,0.99
(d,3H) .

[0842]

S3-2-18-2-2

[0843]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISAKE) -3-F2 5L -6- I EL U4 -
2H-MEMR -2- 55) S 38) -4- 288 -3- ((4- L0k R - 1-2%) ) -8-H 4 %:-6,8,10,12,12- A
FHEE- - 24 -4- B+ =F%-11,13- —f{ (S3-2-18-2-2) (th-&547158) .

[0844]  HEHES3-2-14-1-20) 71k H1S3-2-18-2FN Z s il % , B A6 . 83mg & FH i3 6 1) b i,
HW. (ESIH) m/z:214.41[M+3H] ", 321.03 [M+2H]*",641.14[M+H]";'H NMR (400MHz , HF Ji% -
d,) 68.52(s,2H) ,4.54 (s, 1H) ,4.46 (d,1H) ,4.19(s,1H) ,4.09 (d,1H) ,3.78-3.65 (m, 1H) ,
3.59 (s, 1H) ,3.44 (dd,2H) ,3.35(dd, 1H) ,2.90 (s,8H) ,2.83(d,3H) ,2.78 (s,9H) ,2.60 (s,
4H) ,2.00 (ddd, 2H) ,1.91 (s, 1H) ,1.53(d,3H) ,1.48 (dd,1H) ,1.36 (s,4H) ,1.32(d,9H) ,1.23
(t,4H) ,1.19-1.13 (m,2H) ,0.94 (d,3H) .
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S3-2-18-2-3
[0846]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISE %) -3-F2 5L -6- U4 -
2H- ML IR - 2-38) S 5E) -3- ((4- N FENRME - 1-3) A 3E) -8-HI % FE-4,6,8,10,12,12- /N F
Fe- - -4-BAM = 8-11, 13- i (S3-2-18-2-3) ((h-&54159) «
[0847]  ARHES3-2-T4-1-20K) J7 12 H1S3-2- 18- 2 FN P i i % , FE L6 . 1 Img 52 H 82 2R (K B A L,
AW, ESI+H) m/z:219.05[M+3H]>,328.02 [M+2H]*", 655. 08 [M+H] " ; 'H NMR (400MHz , H iz -
d,) 68.52(s,2H) ,4.53 (s, 1H) ,4.46 (d,1H) ,4.18 (s, 1H) ,4.08 (d,1H) ,3.76-3.66 (m, 1H) ,
3.61 (s, 1H) ,3.44 (dd,1H) ,3.35(dd, 1H) ,3.25(d,1H) ,3.07 (s,4H) ,2.89 (s,6H) ,2.78 (s,
7H) ,2.71-2.52 (m,4H) ,2.01 (dd,2H) ,1.88(s,1H) ,1.52(s,3H) ,1.51-1.44 (m,1H) ,1.36 (s,
3H) ,1.34-1.22 (m,15H) ,1.18(d,3H) ,0.93(d,3H) .
[0848] &4,

[0849]

S1-5-18-1
[0850]  ZEHIMEE (2S,3R,4S,6R) -2- (((3R,6R,8R,9R, 10R) -3- (((1r,3S) -3- (R T %A H: ¥
) G PRI H L) -8-HI4JE-4,6,8,10,12- LA AE-11,13- 4L -1-A 24 -4- A 44 3F
T =E-9-38) AL -4- (CHER) -6- LU -2H- LR - 3- 15 (S1-5-18-1) »
[0851]  #R¥ES1-5-T11- 1/ 77k, FHISHUA R §l & , 5 221 8mghm A AL &4 MS (EST+H) m/z
387.72[M+2H]*",774.25[M+H] " ;'"H NMR (400MHz , & {}i -d) 68.10-7.90 (m,2H) ,7.56 (¢, 1H) ,
7.44(t,2M) ,5.04 (dd, 1H) ,4.76-4.61 (m,1H) ,4.55(d,1H) ,4.35 (s, 1H) ,4.23-4.09 (m, 1H) ,
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4.06(d,1H) ,3.72(t,1H) ,3.62-3.44 (m,2H) ,3.44-3.19 (m, 1H) ,2.91(d, 1H) ,2.87-2.78 (m,
1H) ,2.77 (s,2H) ,2.70-2.58 (m, 1H) ,2.46 (d, 1H) ,2.37-2.29 (m, 1H) ,2.26 (s,4H) ,2.16 (s,
2H) ,2.09 (s,1H) ,2.07-1.86 (m,5H) ,1.80 (t,2H) ,1.43 (s,9H) ,1.34-1.30 (m, 1H) ,1.27 (d,
3H) ,1.22(s,3H) ,1.18(d,3H) ,0.99 (dd,4H) ,0.83 (dd, 3H) .

S4-1-18-1

[0853]  ZEHIME (2S,3R,4S,6R) -2- (((3R,6R,8R,9R, 10R) -3- (((1r,3S) -3- (R T %A H: ¥
BE) (P 3E) G5 3R T 3E) HJE) -8-FH 4R %E-4,6,8,10,12,12- S EE-11,13- & fL-1-F
HR-4- BRI =L -9-58) L) -4- (CH&REL) -6- AR &-2H- ML - 3- 15 (S4-1-18-1) .
[0854]  #$S1-5-18-1(212mg,0.273mmol) EMEAEL, 2- “HI I Lt (2. 72m0) H, H A RN
TREYAETOK/ PIBEAIE HR A 1 5 - 78°C o MR XL (= FF B FE R e ) U (1. OMPI THR A K 5
0.818mL,0.818mmol) 5738 J& , U IR ER — H 16 (0. 128mL, 1.36mmo1) o A\ TR BR¥A H Bk 25
VK, HLAS R VRS 4505 AP 218 THE 2 - 10°C R I = 2 1% (0.378mL, 2. 27mmo) , HAH X
AL 3043 BTt & = I SN 3E I AR IINHL C1 (BRI ZK V8980 ¥4 K H B LOACH B - #4Et0AC
JZ 7K (24%) FEEsK (1R Bek » 4 Na, S0, T4 , ik yif Hlk 4 - W bk RILE 1 20k R I (H0-
1296 MeOH- S fE - 0. 5% NH OHAS K e i) 24K , 15 2 1 20mg b AL 54 - MS (ESTH) m/ 2
401.77 [M+2H]%",802. 19 [M+H] "5 'H NMR (400MHz , &4/ -d) 68.08-7.97 (m,2H) ,7.59-7.49 (m,
1H) ,7.43 (t,2H) ,5.03 (dd, 1H) ,4.60 (d,2H) ,4.04-3.86 (m,3H) ,3.58 (dd, 1H) ,3.51-3.36
(m,1H) ,2.82(d,7H) ,2.50-2.39 (m, 1H) ,2.25 (s, 7H) ,2.21 (s,3H) ,2.05-1.96 (s, 1H) ,1.95-
1.79 (m,4H) ,1.80-1.57 (m,3H) ,1.43 (s,9H) ,1.38(s,4H) ,1.31(s,3H) ,1.27(d,4H) ,1.22
(s,3H),1.04(d,3H) ,0.94 (dd, 1H) ,0.83 (d,4H) «

S4-2-18-1-1

[0856]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISHKE) -3-F2 5L -6- U4 -
2H-MLE R - 2- %) 4U3) -3- (((1r, 3S) -3- (ZHI &) AT 0k) I AE) -8-Hi4(%k-4,6,8,10,12,
12-75H 2 - 1-38 2% - 4- 3+ =g -11, 13- [ (S4-2-18-1-1) ((b&#111) .

[0857]  #£S4-1-18-1(120mg,0.149mmol) 7E & H i (ImL) F1 =3 £ R (0. 25mL) H HI¥A TR
FE R N HEFE2 /AN HIRGE TR R RIE T SR ST, B A FINaHCO, 7K W i (2
) K BRIV T A R R AT )5 i 8 H B S IR 4 4 BT A3 iz (25mg 0. 0356mmo ) ¥ A 7
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TAUH B (ImL) H S iNa (OAc) ,BH (15mg,0.0712mmol) , 8 f5 s N FF 18 (37 & % /KK
0.0238mL,0.356mmol) o 1573115 , JKf e S Vi 5 ) A AMNaHCO K VA RV K HL ] — S e 26
B BUR) o F WA 5 IR o K S R DR R AE FBE (L. 5L A, FLRE S VR 5 0 A &2
45" CHNER IR L RF 8216 /N o L R 98 77, HIRRY)IEIEHPLC (Atlantis T34E,2-40%
MeCN-7K-0. 1% HCO,H) Zlift , 13 21| 2 H L #h 1 AR AL &) (15. 8mg , 0. 0236mmo1 ,61%) oMS
(BSIH)m/z:204. 79 [M+3H]"",306.59 [M+2H]*",612. 21 [M+H] " 'H NMR (400MHz, FF j#E-d,) 8
8.55(s,2H) ,4.69 (s, 1H) ,4.42(d,1H) ,4.36-4.01 (m,2H) ,3.68 (ddd, 2H) ,3.36 (dd, 1H) ,
3.24-2.69 (m,9H) ,2.60 (s, 7H) ,2.40-2.14 (m, 10H) ,1.94 (dd,4H) ,1.88-1.69 (m, 1H) ,1.52
(s,3H),1.47-1.25 m,13H) ,1.03 (s,3H) .

[0858] Y\ | ?

S4-2-18-1-2

[0859]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3- 25 -6- FHE U4 -
2H- MR -2 - J5) A8 38) -3- (((1r,3S) -3- (7 T2 (L) &8 M T 2% L) -8-FiH 4,6,
8,10,12,12-/SH - 1- S -4- BRI+ = - 11, 13- i (S4-2-18-1-2) ((b&W134) »
[0860]  #R¥ES4-2-18-1-1175%%, = T EEAR R il 4%, $R AL 1 1. 09mg &2 H IR #h i A Ak,
H W MS ESTH) m/z:218.78 [M+3H]"",327.61 [M+2H]*",654. 31 [M+H] " ; 1H NMR (400MHz , F i -
d,) 68.54(s,2.5H) ,4.66 (s, 1H) ,4.44 (d,1H) ,4.33-4.12 (m,2H) ,3.72 (ddd, 1H) ,3.66 (s,
0.5H) ,3.53(s,1H) ,3.47-3.34 (m,2H) ,3.34-3.26 (m, 1H) ,3.04 (s,5H) ,2.84 (s, 3H) ,2.76
(s,6H),2.58-2.30 (m,8H) ,2.29-1.94 (m,6H) ,1.87-1.57 (m,3H) ,1.56-1.44 (m,4H) ,1.40
(d,6H) ,1.33(dd,6H) ,1.05(d,3H) ,1.01(d,6H) .

[0861] V/\T/C/\(

(@]

S4-2-18-1-3

[0862]  (3R,6R,8R,9R,10R) -3- (((1r,3S) -3- (GAHFEF L) (F ) &I 3T HL) F3) -
9- (((2S,3R,4S,6R) -4- (CHE L) -3-F25E-6- H JL DS - 2H- Mg - 2- 2%) S 2%) -8- H 48 2 -
4,6,8,10,12,12-7NH 3 -1-58 2% -4- B+ =2 -11, 13- —Hd (S4-2-18-1-3) (b &H
138) .

[0863]  #RHES4-2-18-1- 11 5v%, A Y I B R il &, #2116 . 73mg 52 HH R 6 1) b
A MS (EST+H) m/z:218. 12 [M+3H]*",326.61 [M+2H]*",652. 27 [M+H] "5 'H NMR (400MHz , FH
f#-d,) 68.55(s,2.6H) ,4.65 (s, 1H) ,4.44 (d,1H) ,4.32-4.13 (n,2H) ,3.78-3.67 (m, 2H) ,
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3.60(s,0.4H) ,3.48-3.34 (m,2H) ,3.35-3.25 (m, 1H) ,3.04 (s,4H) ,2.90-2.77 (m,4H) ,2.76
(s,7H) ,2.69(s,3H) ,2.59-2.34 (m,3H) ,2.27-1.95(m,5H) ,1.87-1.58 (m,3H) ,1.56-1.44
(m,4H) ,1.39(d,6H) ,1.33(dd,6H) ,1.15-0.96 (m,4H) ,0.76-0.68 (m,2H) ,0.42-0.28 (m,
2H) »

[0864] 25,

Hy \_OCH, -~
Bz N = CH.
W_HN o 9BZN(CH), HCHO R Qez N(CH3)z - cbaHn”" N
NalOAc);BH OH ™™™ NS
(o} # Boez0 ~ (o]
ok
8§6-148-1: Ry = CHy $5-2-19-1: Ry = Me
§5-1.19-2: R, = Bec §5-2-18-2: Ry = Boc
KHMDS
Ma;50,
R
L, - N, CHy B. GB: CH
u: E Ry o 9BZN(CHy) _RiCHO _ [ 0 ZN(CHa)2 _pac CbzMeN"" Rn (CHaha
Flaogr NnBH OAC]
[0865] =, (OAch
o (+] o] o
§6-5-19-1-Rz: R, = Mo $6-449-1: R, = Mo §6-349-1: Ry =
§6-549-2-R;: Ry = Boc 56-4-19-2: Ry = Boc §5-348-2: Ry =
H.kTU
R‘-aof-;l‘gno“ Fl-ﬂ;klac:&lm 2)R1 = Boc: HCI
R, = Me: MeOH = Me: MeOH B e
Rz OCH,3 \i
l\N/--._ N‘R| ..iHO,  N(CHa)z MeHN :.,, R‘ N{CH,], MezN m:’-.. .
W (T :
o Py
[}
0
$5-8-18-1-Ry: Ry = Me §5-T49-1: Ry = §5-8-18-1: Ry = Me
§5-6-19-2-R;: Ry = H §5-749-2: Ry = H S§5-8-18-2: Ry =H

3
OBz N(CH3),

[0866]

$5-1-19-1
[0867]  ZKH1I (25,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- (((S) -1- ((CRH AL ) &
) -3-FR AL -2- ) (FUKE) UHE) -4- AL -4,6- -2 (2,2,5- = HIJE-4- S 4R-4H-
1,3- “HE3E-6-2%) Bi-3-JE) S HE) -4- (CHIEIE) -6- LY &(-2H- L - 3-8 (S5-1-19-
Do
[0868]  #§S1-2-19 (380mg,0.48mmol) ¥ AEAETC/K S H e (5mL) 1, HLA AN % (0. 38mL,
4.8mmol) .8 5 ¥ NaBH (0Ac) , (201mg,0.96mmol) — IR PEAINEI [ SR AP0 o 5 v %f
it FHFEL070 B, HLC/MS 7R 58 A e Ak o 38 8 I i FINaHCO,, (5mL) ¥ 2K fe 8, HFH =
F e A HOK 2 =K (10mL) o & I (1B HLZ £EMgS0, kuﬁﬂméﬁ Rk R IAE 24g6iﬁx
_E (J10-10 % MeOH- — 4 F J5£-+0. 5% 130 % NH, OH /K YAV e ) £ 4k , 75 3] 52 19 €20 s 1 o 7
&) (310mg,80%) MS (EST+) m/z:406.8 [M+2H]*,812.5[M+H] ",
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3
OBz N(CH3),

[0869]

S5-1-19-2

[0870]  ZEHIR (2S,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- (((S) -1- ((CFEH L) #HL) &
) -3-FREE-2- 5 (BUT AL HAE) -4-HEE-4,6- —HHE-2-(2,2,5- —HIH-4-
AAR-4H-1,3- ZREgE-6-38) B-3-258) L) -4- (&) -6- AR PUA - 2H- ki - 3- g
(S5-1-19-2) .

[0871]1  {E40mL/NHH J9S1-2-19 (410mg,0.51mmol) £E & H ¢ (5mL) H FRIVATR , 15 2 B {4
W K AR =R R PRk . — MR INBoc,0 (0. 12mL, 0. 51mmol) FL7E =R N itk 2/ o8
JSEA) G e i R ELAB) N AINaHCO, 7K P H o 4 /KA FH = U e 280, HORE 5 910
A HLFHZMSO, T8 , i 38 HIR 4 M o R AE 24 g b i E (FHO-6 % MeOH- — S H K e id) 46
1k, 45930 5 [ o AR B bR AL S 4 (360mg , 78 %) MS (EST+) m/z:898.5 [M+H]

3
OBz N(CH;),

S5-2-19-1

[0873]  ZEHIMZ (2S,3R,4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- (((CGEHI AR EL) #eEL) s &) W
) -8- 4 3E-4,6,8,10,12- L HE-11,13- “F Q- 1-E & -4- B+ =%8-9-5) &
) -4- (CHEH) -6- R DYA - 2H- ML R -3- 5 (S5-2-19-1) « 7E250mLJGe i H M\ HR 2R A ik 4
S5-1-19-1 (310mg,0.38mmol) PIIK .

[0874]  BEIHECAH [l &A% , H BB A B £ S N KIE T8, LA B HAE A E 7.
LEEERIMER 95nL) , KA PR E TR E R~ HESE20 8 AR 2. 5EE
it SRR SR 5 IR S IAE 155 C B i B N6 /N0, SR 5 72165 C IR IR T In#4/N
5 I R4 H) 2 5 e HOR i K TR AR AE 248 HE IR | (FHO-102%6MeOH- & FH 6¢+0. 5% 1
30 %6 NH, 0N e fii) 4k , 13 21 2 At [ AR R b AL 54 (242mg,8296) oMS (ESTH) m/z:
377.7[M+2H]%", 754 . 4 [M+H] ",
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3
OBz N(CH3),

S5-3-19-1

[0876]  ZKFHEL (2S,3R,4S,6R) -2- (((3S,6R,8R,9R, 10R) -3~ (((CRHEEL) Brtk) (FH)
L) HHE) -8- HI44E-4,6,8,10,12,12-7S I E-11, 13- 4R 1- 2 -4- BRI+ =it -
9-3%) L) -4- (CHEIE) -6- AL DU S -2H- ML -3 -5 (S5-3-19-1) .

(08771 Z£20mL/ M H TV HIF] -60°CI{IS5-2-19-1 (242mg, 0. 32mmo) 7E1,2- — FI 4 Jk
2%t (5mL) HH IR o 323 VR ITKHMDS (0. 96mL, 0. 96mmo1l) o Kt 2 VR & #7E -60 °C R 43 #:20
1B SR A TN e, S0, (15011, 1. 59mmol) o fd e MR £ #) T+ £ - 15°C o LC/MS i n 56 A4 4k
B IN= 2 f% (ImL) 2K SRR TR 1R 40 F S GeRoRe B TR RINHCO o Rt K
J2 R R B AR, HoK A I HLUZZMgS0, 8, 1 98 FLIRGE K Pk R 4g kIR 1 (F
0-10%MeOH- 5 H4E+0. 5% 730 %6 NI, OH/K I WM i) 44k , 15 2 2 [ [ 4R i) Am AL &
1) (220mg ,88%) oMS (EST+) m/z:391.8[M+2H]*",782.5[M+H]

\
“\

OCH,4
- QBZ N(CHs),

o
0

S5-4-19-1
[0879]  ZKHI[Z (2S,3R,4S,6R) -4- (“HZ3E) -2- (((3S,6R,8R,9R, 10R) -8-FH 4 HE-4,6,
8,10,12,12-/NFIHE-3- ((FRa 3L L) -11,13- Z8C-1- A -4- B+ =4%-9-3) &
HE) -6- H DU & - 2H- Mk iR - 3- fi (S5-4-19-1) .
[0880]  #S5-3-19-1(220mg,0.28mmol) &M EEtOAc (5mL) H H. ¥ MIACOH (32uL,
0.56mmol) o e N VR & W) FE I A B 25 A8 HE A, A8 e &Rl 78 . ¥ inPd/C (60mg
0.028mmol) HAFREEMEL I FHFEL107 81, ARG EFF S A M HiHE, ERILC/MSTR /R
gE AL B 58 A TH AR o SONVR & I AT 20 JE SR AEELOACHT B R 1 U8, HLES I AMINaHCO,
(5mL) o 47K JZ F & e BRI =k (10mL) o & FFITAHLZZMgS0, T4, i g FLk 47  f
i b A A (154mg , 85 %) A&t — DAtk BT~ — D IR MS (EST+H) m/z:216. 8 [M+3H
1°",324. 7T[M+2H]*",648. 4 [M+H] .
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SS-7-19-1-1

[0882]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISHHE) -3-F2 5L -6- U4 -
2H- NI - 2- J) 4 L) -8- AR 3L -4,6,8,10,12,12- /N FH AL -3- (A 3E) FIE) -1-4 24 -4-
B+ =he-11,13- —Ff (S5-7-19-1-1) (L EW9) »

[0883]  #4S5-4-19-1 (39mg,0.06mmol) ¥ f#EMeOH (0. 5mL) 1 HAE60°C ~ Ii#E £ LC/MS
TR 7N UE PR 5E AV FE (16/N8)) o JONTR & id ac At Xt 8 48 78 FF 2y B 1 o 908 LR 4
SRARWIEILHPLC (MeCN-7K-0. 196 HCO,H) 44k, 7429 . 07mg 2 F R £R ) b FBLAL 54 o MS (EST
m/7:182. 1[M+3H]°",272. 7 [M+2H] ", 544 . 4 [M+H] " 'H NMR (400MHz , % -d,) 68.50 (s,
3H) ,4.45(dd, 1H) ,4.23 (dd, 1H) ,4.10(d,1H) ,3.77-3.65 (m, 1H) ,3.55-3.27 (m,4H) ,3.17-
3.03 (m,1H) ,2.90(d,3H) ,2.81(d,7H) ,2.69(d,1H) ,2.65 (s,2H) ,2.33 (s, 1H) ,2.06-1.97
(m,1H) ,1.53(s,3H) ,1.51-1.43 (m,1H) ,1.37-1.19 (m,12H) ,0.97 (dd, 3H) .

S5-7-19-2-1

[0885]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- I E U4 -
2H- AL - 2- 58) 4 L) -8- FH4A 2E-6,8,10,12, 12- T I 2E-3- (FIa ) HI3E) - 1- 44 -4- A
FeI+=JE-11,13- i (S5-7-19-2) (b &H15) .

[0886]  4S5-4-19-2 (39mg,0.06mmol) ¥ fi#fEMeOH (0. 5mL) 1 HAE60°C ~ hi#E £ LC/MS
BN UM RE 5 A THFE (167N o 72 EUR BV A, HLIS IMHCT /K (4M, 52ul, 44 &) 6
LR GRS e, B BILC/MSTR /R BRI Bl 78 2 THFE « S MR S i a1 2 e 2
7E B4 B N 98 LR 45 o B AR i 1T HPLC (MeCN-7K -0. 1% HCOH) 44k, 7= £E2 . 35mg 2 FH
1 8 (AT AL A ) MS (EST+H) m/z:177 .5 [M+3H]%",265. 7 [M+2H]%",530. 4 [M+H] "5 'H NMR
(400MHz , H1 % -d,) 68.50 (s,3H) ,4.57 (dd, 1H) ,4.47 (d,1H) ,4.07-3.95 (m,2H) ,3.82-3.67
(m,2H) ,3.50-3.37 (m,2H) ,3.32 (h,3H) ,3.21(d,1H) ,3.10-2.86 (m,3H) ,2.86-2.78 (m,8H) ,
2.73-2.52(m,5H) ,2.02 (dt,1H) ,1.92(s,1H) ,1.63 (dd, 1H) ,1.49 (ddd,4H) ,1.37-1.18 (m,
12H) ,1.01 (dd, 3H) »
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3
OBz N(CHy),

[0887]

S5-5-19-1-1

[0888]  ZRHIMZ (2S,3R,4S,6R) -4- (ZH &) -2- (((3S,6R,8R,9R, 10R) -3- ((ZH L)
FHJE) -8-HI%JE-4,6,8,10,12,12- /N HI E-11, 13- Z8AC-1-A & -4- B+ =4%-9-30)
L) -6- F LY AL - 2H- ML IR - 3 -5 (S5-5-19-1-1) (L &45) -

[0889]  K$S5-4-19-1(37mg,0.057mmol) & MR AETC/K & B kg (ImL) /b, HL¥s i B
(0.046mL,0.57mmol) . 4% J& ¥ NaBH (0Ac) , (24mg, 0. 12mmo1) — YR ML AR INE [ SR A4 o K
S AR i N SR 10208, ELLC/MS St/ 58 4= e At o 3l i 78 In v AINaHCO, (5mLL) 72K S L,
HHAZ& W B2 BUK)ZE = (10mL) K& IF A HLZEZEMeS0, 4, 1k i Bk 4d 5 m )
FEAghERR b (FH0-10%MeOH- & £+0. 5% f¥130 %6 NH, OH/K IS i) 44K, , 73 21 3Tmg by it
AW MS ESTH m/z:221.5[M+3H]*",331. 7 [M+2H]*",662. 4 [M+H] .

[0890]

S5-6-19-1-1

[0891]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA%E) -3-F2 5L -6- AL PUA -
2H-ME IR -2-38) 48 3E) -3- ((CH &) H3E) -8-FI43E-4,6,8,10,12,12- 75 HI k-1 -4 2%
4-BHI+ =kE-11,13- ZFd (S5-6-19-1-1) - #4S5-5-19-1-1 (37mg,0.06mmo1) ¥ fif #EMeOH
(0.5mL) H HAE60°C T IN#E 2 LC/MSTR /R AR I BL 58 2 THFE (16788 o [ MR & P i
2T i 4 5 P I B ok v ELIR 4 o B R I8 L HPLC (MeCN-7K-0. 1% HCO,H) 4tk , 7= 4=
9.07mg % F R R AT BB AL &9 JMS (EST+H) m/z: 186. 8 [M+3H]™",279. 7 [M+2H] *", 558 4 [M+H] *
;"I NMR (400MHz, F % -d,) 88.55 (s, 3H) ,4.42 (d,2H) ,4.14 (d,3H) ,3.68 (dtt,2H) ,3.49 (t,
1H) ,3.44-3.28 (m,4H) ,3.13 (s,2H) ,3.02 (s, 1H) ,2.80 (s, 1H) ,2.67 (d,11H) ,2.44 (dd,3H) ,
2.33(d,11H) ,1.94 (ddd,2H) ,1.44 (t,5H) ,1.38(s,6H) ,1.36-1.27 (m,12H) ,1.23(d,2H) ,
1.03(s,2H) ,0.95(d,1H) »
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[0892]

S5-6-19-1-2

[0893]  (3S,6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) ~4- (- HI &) -3- 5 F-6- LI &(-
2H- AR - 2- J2) 4H(HE) -8-FH 4 J4-4,6,8,10,12,12- /S FIAE-3- (I 28 ((1- F 25 - 1H- i me - 2-
B D) &) B -1-A 44 -4- B4+ =4-11,13- = (S5-6-19-1-2) ((b&4104) .
[0894]  HE#ES5-6-19-1- 11817778, F1- FH - TH-BRME - 2- RS AR, 321t 14 . 35mg & FH G £
FIFT BRAL A MS (EST+) m/z: 2405 [M+3H]®",360. 3 [M+2H]**,719. 5 [M+H] " ; 'H NMR (400MHz,
FEE-d,) 88.45 (s,3H) ,7.12(d, 1H) ,6.93 (d,1H) ,4.43 (d, 1) ,4.20(d, 1H) ,4.11(d, 1H) ,
3.78-3.66 (m,5H) ,3.66-3.56 (m, 1H) ,3.49-3.34 (m,3H) ,3.30 (q,1H) ,3.04 (d,4H) ,2.80 (d,
7H) ,2.50 (dt,1H) ,2.39(s,3H) ,2.07-1.97 (m,1H) ,1.58-1.41 (m,5H) ,1.41-1.21 (m,13H) ,
0.98(d,3H) -

[0895]

S5-6-19-2-1

[0896]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISHHE) -3-F2 5L -6- I HL U4 -
2H- MR - 2- 58) S 2E) -3- ((SH L) I 2E) -8-HI4H2E-6,8,10,12,12- L AR -1- % = -4-
B+ =hi-11,13- —FH (S5-6-19-2-1) (b EW1T) -

[0897]  #%S5-5-19-2-1 GAILS5-5-19-1-1HI /£ S5-5-19-2- 1#]%) (39mg,0.06mmo1)
VS ARAEMEOH (0. 5mL) H1 HLAE60°C R ANFA B ZELC/MSTR /R IR B 58 4 FE (16/N) 4 51 R
ARG, R IIHCI KIS (4M, 52uL, 4 5) K e MR -G = I N e, B RILC/MSHa
TR AR PR 58 A VH RE o S SR A i i - e Y848 7E F R A B R g LR e R R d i
HPLC (MeCN-7K-0.1%HCO,H) 24k, ;42 . 33mg 2 H R 21 (A5 AL 5 )  MS (EST+H) m/z:182. 1
[M+3H]°7,272.7 [M+2H] ", 544 . 4 [M+H] "5 'H NMR (400MHz, H B -d,) 88.52 (s, 3H) ,4.47 (d,
1H) ,4.11(d,1H) ,3.97 (dd,1H) ,3.77-3.61 (m,3H) ,3.44 (dd, 1H) ,3.31 (dt,4H) ,2.94 (s,
3H) ,2.83(d,2H) ,2.77 (s,6H) ,2.70-2.58 (m,2H) ,2.58-2.46 (m, 1H) ,2.46-2.38 (m, 2H) ,
2.37(s,4H) ,2.03(d,2H) ,1.72(dd, 1H) ,1.63 (dd,1H) ,1.50(d,3H) ,1.34 (dd,13H) ,1.06 (d,
3H) .
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[0898]

S5-8-19-1-1
[0899]  2- (—HI4& L) -N- (((3S,6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -4- (—H & IE) -3-
FRk-6- H JL Y& - 2H-Nb R - 2- J%) A 0E) -8-F 40k -4,6,8,10,12,12- /N FAE-11,13- 5
R-1-E L% -4- B+ =Fe-3-38) L) -N- I 2B (S5-8-19-1-1) (b&413) .
[0900]  #$S5-4-19-1 (43mg,0.066mmol) % i fEDMF (0.5mL) * . 7E = i F A INDIEA (34uL,
0.20mmol) . —H EHZ R (10.2mg,0.10mmol) AAHATU (33mg,0.086mmol) . «H}ifblﬁ'ﬁ UIE
IR T HEFE2/NS LC/MSTR R B UB A B} 58 A THFE 4 I SR G4 — SR e b, FLdid i
INNaHCO, 7K (10mL) YK o R 7K J2 Y — U Be 2 HL, EURE & IR RO HLZ 22Mg SO, T , i g
FLk4E AR AR EAghERR b (FH0-10 % MeOH- & F 5 +0. 5% 1730 % NH, OH/K ¥ i e i) 4k
1k, 1531 1 € [ 44 (39mg , 80%) MS (ESI+) m/z:245.2 [M+3H] ", 367. 3 [M+2H] %", 733.5 [M+H] "®
WA 5 (39mg, 0. 06mmol) HAEZEMeOH (0. 5mL) H HLZE60°C R Nk B = LC/MSHE Rt dh bt
LA THFE (167N o i SR A i i B s I8 #5370 B B 4 B 1 oo 8 ELVR 4 R R i it
HPLC (MeCN-7K-0. 1% HCO,H) 4i4t , 7425 . 49mg 5 FF R AR O AR AL 540 o MS (ESTH m/7:210.3
[M+3H]°",314. 7 [M+2H]*", 628 . 4 [M+H] "5 'H NMR (400MHz, H B -d,) 88.27 (s,3H) ,4.57 (dd,
1H) ,4.36 (d,1H) ,4.23-4.01 (m,4H) ,3.96-3.83 (m,3H) ,3.60 (q,2H) ,3.49 (dd,2H) ,3.32 (p,
2H) ,3.17 (dd,2H) ,3.01(d,3H) ,2.94 (s,4H) ,2.85(d,8H) ,2.75(d,1H) ,2.71 (s, 2H) ,2.62
(ddd,1H) ,2.11(d,1H) ,1.79(d,1H) ,1.69 (s,3H) ,1.59 (s, 1H) ,1.41-1.16 (m,12H) ,0.99
(qd,7H) ,0.84-0.74 (m,2H) ,0.69 (dd,2H) .
[0901] 56
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[0902]

[0903] S6-1-11-1

[0904]  ZRHEPR (2S,3R,4S,6R) -4- (ZHIFZH L) -2- (((3S,6R,8R,9R, 10R) -3- (3- &N
B -8-HIEHE-4,6,8,10,12,12- /N JE-11,13- M -1-A & -4- B+ =Hi-9-38) A
HE) -6- H DU S - 2H- Mk iR - 3- i (S6-1-T1-1) &

[0905] [ #F JC/KTHF (3.71mL) HHf#)S2-1-11-1 (240mg,0.372mmol) H ¥ H19-BBN (0.5M THF
W, 2.22mL, 1. 11mmol) o 7EZ i R 3048 5 , K VR A W74 #122.0°C H8 iNNaOH (6N7K ¥
371uL,2.23mmol) FH,0, (30% KV, 252uL, 2. 23mmol) - 15508 J5 , FIARU T 2k F Sk Mk /Et0AC
(2:1) ZHURAY =R S HHUZE FZK (LR FIEhK (1K) Peigk HZNa, S0, T4 bk 975
R R AR AL AghE I 1 (H10-20 %6 MeOH- 5 F 52/0. 5 % NH OHFH FE G i) 44k , 13 51 2 1 [
TREIR AL A (145mg ,59%) MS (EST+) m/z:663.37 [M+H] s 'H NMR (400MHz , 545 -d) 6
8.08-7.94 (m,2H) ,7.55(dd, 1H) ,7.44 (t,2H) ,5.03 (dd, 1H) ,4.57 (d,1H) ,4.10 (dd, 11) ,
4.01(d,1H) ,3.95(dd,1H) ,3.72-3.50 (m,3H) ,3.41 (dt,1H) ,3.04 (s, 1H) ,2.87-2.81 (m,
1H) ,2.80 (s,3H) ,2.32(dd, 1H) ,2.26 (s,6H) ,2.10 (t,1H) ,1.93(d,1H) ,1.83-1.47 (m, 10H) ,
1.40(s,4H) ,1.31-1.22(m,9H) ,1.16-1.07 (m,1H) ,1.03(d,3H) ,0.91 (d,3H) »

[0906]

S6-2-11-1
[0907] ZKH[R (2S,3R,4S,6R) -4- (ZH &) -2- (((3S,6R,8R,9R, 10R) -8-F 4 HL-4,6,
8,10,12,12-7SH3-11,13- 5 A%-3- G-FAHNI) -1-HL4-4- B4+ =4-9-3) &
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HE) -6- H L PU S - 2H- Mk iR - 3- i (S6-2-T11-1) &

[0908]  JA7EG/K — & e /CH,CN (9:1,2.9mL) H[#7S6-1-11-1 (145mg, 218mmol) HHif i
LI 4A ) ¥ (100mg , #7 AK) N- FF FEMG RN - S AL (33mg, 283mmo1) A3t 47 R DU P Jk
(4mg, 10.9mmol) o 7E Z Uk 1/INKS S5 5 BR V8 75 o 45 T8 R 5% AR WDV SR A BT 328 FRY SR/ 24 e
(L: D), Has e s ok ug G B EHW G MR R T T TR, 528 2 0 6K
[R5 MS (ESTH m/z:661. 35 M+H] . E4E T F 5%,

28!

[0909]

S6-3-11-1-1

[0910]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (- FHEHE) -3-FIL-6- LIS -
2H- ML - 2- ) 40 0E) -3- (3- (A28 (M k) 2 JE) TN R) -8- 14 2E-4,6,8,10,12,12- 75
F-1-E R -4-B A =he-11,13- 87 (S6-3-11-1-1) (k&1 .

[0911]  }4S6-2-11-1(25mg,37.8mmol) F1H J& 2 A % (8mg, 113mmol) 7 & H ¢ (2mL)
[RITRA I+ 3073 %k, SR S5 ¥ INaBH (0Ac) , (12mg, 56 Tmmol) - 20438 f5 , B 2771, HLAG 5%
RNV ARAEMeOH (2mL) 71, BLAES0C I IR 1 o A J B 474 10 28 = il HL ik 4 - ik AR pid it
HPLC (Atlantis T3#E,5-50%MeCN-7K-0.1%HCO,H) 4lifk , 13 %18 6mg 2 F & £ (AR Ak &
W) MS (BST+) m/z:614.48 [M+H] " 'H NMR (400MHz , B -d,) 64.45(d, 11) ,4.28 (d, 11) ,4.20
(d,1H) ,3.88-3.65 (m,2H) ,3.56 (hept,1H) ,3.51-3.23 (m,4H) ,3.05 (t,7H) ,2.79 (s, 8H) ,
2.72(s,3H),2.17(s,1H) ,2.02 (ddd, 1H) ,1.84 (d,4H) ,1.67-1.41 (m,7H) ,1.45-1.19 (m,
19H) ,1.05(d,3H) »

‘\N/W o
|

[0912]

S6-3-11-1-2

[0913]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (= HISA %) -3-F2 5L -6- I EL U4 -
2H- Mg -2-3%) S 0E) -3- (3- (ZH &) W) -8-H % 2:-4,6,8,10,12,12-/SH - 1-4
He-4-BAMA=E-11,13- i (S6-3-11-1-2) (Hb-5476) -

[0914]  AR¥ES6-3-T1-1- 119777 B — il £ , 15 21 2 W IR R AR AL & 0  MS (ESTH) m/
2:586. 35 [M+H] "5 ' NMR (400MHz , % -d,) 84.44 (d, 1H) ,4.27 (s,3H) ,3.71 (q,2H) ,3.41 (¢,
2H) ,3.32(p,6H) ,3.22(s,1H) ,3.06 (s,4H) ,2.70 (s,10H) ,2.47 (s,5H) ,2.07-1.89 (m, 2H) ,
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1.69(s,4H) ,1.60-1.21 (m,16H) ,1.06(s,3H)
/\N o

[0915]

S6-3-11-1-3

[0916]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- AL PUA -
2H-MLE R - 2- %) S 0) -3- (3~ (&3 (W) & k) L) -8-H % %k-4,6,8,10,12,12- /S HI 3 -
-4 -4- B+ =511, 13- [ (S6-3-11-1-3) ({b-&420) .

(09171 #R¥ES6-3-T1-1- 11977 v5H £ 3L H gl #% , 15 21 2 R Sh b AL &9 NS (EST+)
m/z:600.41 M+H] s 'H NMR (400MHz , ¥ -d,) 84.45 (d,1H) ,4.40-4.15 (m,2H) ,3.82-3.61
(m,2H) ,3.53-3.25 (n,4H) ,3.04 (g, 10H) ,2.88-2.61 (m,12H) ,2.18(d, 1H) ,2.06-1.97 (m,
1H) ,1.86 (t,4H) ,1.62-1.44 (m,5H) ,1.45-1.23 (m,16H) ,1.10-0.95 (m,3H) »

/\N

[0918]

S6-3-11-1-4

[0919]  (3S,6R,8R,9R,10R) -3- (3- (=4 &) L) -9- (((2S,3R,4S,6R) -4- (ZH %
B -3- Ak -6- HI LU - 2H- MM -2- 55) S 2E) -8-F 4 2L -4,6,8,10,12,12- N H 2 -1- 51
Fe-4- BT =%%-11,13- i (S6-3-11-1-4) (b &4719) .

[0920]  #R¥ES6-3-T1-1- 1097775 £ 3L gl #% , 15 21 2 R Sh b AL & 9 NS (EST+)
m/z:614.46 M+H] "5 "I NMR (400MHz , F B% -d,) 64.45 (d, 1H) ,4.38-4.08 (m,2H) ,3.78-3.66
(m,2H) ,3.61 (q,1H) ,3.44 (dd,2H) ,3.37-3.25 (m,2H) ,3.24-2.86 (m, 11H) ,2.76 (s, 8H) ,
2.35-2.09 (m,1H) ,2.04-1.96 (m,1H) ,1.76 (s,4H) ,1.50(d,5H) ,1.44-1.22 (m,17H) ,1.16
(dt,3H) ,1.03(s,3H) .

/](N’j
| .

[0921]
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[0922] S6-3-11-1-5

[0923]  (3S,6R,8R,9R,10R) -3- (3- (U T (H L) L) N 3E) -9- (((2S,3R,4S,6R) -4-
(RS -3- 722 -6- H JL DU & - 2H-ME Ry - 2- %) 480 0%) -8-F4(2E-4,6,8,10,12,12- /N H
B -4 -4- B+ =%5-11,13- i (S6-3-11-1-5) (b-&547) »

[0924]  #RHES6-3-T1-1- 1A T7 V5 BT FEH il £ , 45 21 2 H IR ER M AR A4 A 0  MS (EST
+)m/z:628.50 [M+H] "5 'H NMR (400MHz , H ¥ -d,) 64.44 (d, 11) ,4.38-4.02 (m,2M) ,3.72 (dt,
2H) ,3.43(dd,2H) ,3.38-3.25 (m,6H) ,3.21-2.86 (m,7H) ,2.77 (d,10H) ,2.08-1.95 (m, 2H) ,
1.87(s,4H) ,1.51 (s,5H) ,1.46-1.20 (m,21H) ,1.03 (s, 3H) .

[0925]

S6-3-11-1-6

[0926]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISa %) -3- 25 -6- U4 -
2H- ML -2-3%) S 2E) -3- (3- RN &) W) -8-H 4 2:-4,6,8,10,12,12-/SH - 1-4
Fe-4- BT =%%-11,13- i (S6-3-11-1-6) (b &416) .

[0927]  AR¥ES6-3-T1-1- 119777k 57 A il £, 15 21 2 W IR 2R AR AL & 0  MS (ESTH) m/
2:600. 38 [M+H] ;"1 NMR (400MHz, % -d,) 64.49 (d, 1) ,4.27 (s, 1) ,4.15(d, 11) ,3.72
(ddt,1H) ,3.61-3.34 (m,5H) ,3.31 (dt,1H) ,3.27-3.09 (m, 1H) ,2.95 (s,4H) ,2.82(d,13H) ,
2.59(d,3H) ,2.41-2.12 (m,2H) ,2.10-1.91 (m,3H) ,1.91-1.66 (m,3H) ,1.64-1.45 (m,5H) ,
1.43-1.19 (m, 14H) ,0.94 (d,3H) .

AL
Y,

[0928]

S6-3-11-1-7
[0929]  (3S,6R,8R,9R,10R) -3- (3- (AP AL (HI ) L) N 2E) -9- (((2S,3R,4S,6R) -4-
(RS -3- 722 -6- H JL DU & - 2H-ME Ry - 2- %) 450 0%) -8-F4(2E-4,6,8,10,12,12- /N H
Be-1-E 4 -4-BAH - =%8-11,13- i (S6-3-11-1-7) ((b-&4990) .
[0930]  AR#ES6-3-11-1- 115 ¥EHIN- F IR i i) 4% , 79 21 2 FF R AR AR LA 5 40 o IS
(BSTH m/7:612.25[M+H] "3 'H NMR (400MHz, FF B -d,) 84.41(d, 11) ,4.24 (s, 2H) ,3.68 (tt,
2H) ,3.49-3.26 (m,2H) ,3.04 (s,6H) ,2.79 (s, 1H) ,2.61 (d,9H) ,2.37 (d,4H) ,2.20 (s, 1H) ,
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1.91(d,3H) ,1.71 (tt,3H) ,1.66-1.18 (m,20H) ,1.06 (s,3H) ,0.55 (h,2H) ,0.44 (g, 2H) .

Foy

[0931]

S6-3-11-1-8

[0932]  (3S,6R,8R,9R,10R) -3- (3- (It (H ) = Ak) N 2E) -9- (((2S,3R,4S,6R) -4-
(RS -3- 722 -6- H JL DU & - 2H- bR - 2- %) 480 0%) -8-F4(2-4,6,8,10,12,12- /N H
Fe-1-E - 4- B =8e-11,13- 8 (S6-3-11-1-8) (h&4199) .

[0933]  AR#ES6-3-11-1- 1155 HIN- FF 2 2R I Jie i) 4%, 749 21 2 FF R AR AR LA 5 40 o IS
(EST+)m/7:640. 30 [M+H] s 'H NMR (400MHz , F1f%-d,) 64.46 (d, 1) ,4.25 (dd, 21) ,3.86-3.65
(m,2H) ,3.54 (q,1H) ,3.42(dtd,3H) ,3.09(d,9H) ,2.80(d,10H) ,2.31-1.98 (m,4H) ,1.98-
1.62 (m,11H) ,1.61-1.45 (m,6H) ,1.46-1.25(m,13H) ,1.06 (d,3H) »

07,
G -

(o)

[0934]

S6-3-11-1-9

[0935]  (3S,6R,8R,9R,10R) -3- (3- (ZAFA T Hi-1-) P 4E) -9- (((2S,3R,4S,6R) -4- (=
HH L) -3- 20k -6- FE BE YA - 2H- ML Mg - 2- 58) 41 28) -8-FH 424 -4,6,8,10,12, 12- /S F -
-0 -4- B+ =%8-11,13- i (S6-3-11-1-9) (b-54160) »

[0936]  AR#HES6-3-T1-1-1HIJ77¥E BRI T el , 15 2 2 W IR Eh AR AL & P  MS (EST
+)m/z:598.42 [M+H] " 'H NMR (400MHz , F%-d,) 84.44 (d, 11) ,4.25(d,2H) ,4.02 (t,41) ,
3.83-3.57 (m,2H) ,3.51-3.24 (m,4H) ,3.22-2.84 (m,8H) ,2.78 (s,8H) ,2.44 (p,2H) ,2.18 (s,
1H) ,2.08-1.95 (m,1H) ,1.89 (s, 1H) ,1.66 (s,3H) ,1.49 (tt,6H) ,1.44-1.24 (m,13H) ,1.04
(d,3H) .
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[0937]

S6-3-11-1-10

[0938]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (—HIEK) -3-Fo Kk -6- H LIS -
2H- MR - 2- J) 4 L) -8- 4R 2L -4,6,8,10,12,12- /S FHAE-3- (3- (MERg - 1-45) P3E) -1-
A A- B A = 4w-11,13- = (S6-3-11-1-10) ((b-&4107) .

[0939]  AR#ES6-3-T1-1-1H)77 7% HH LI o il 5 , 15 21 2 H IR 3 I AR AL 5 4 o MS (EST+) m/
2:612.40 [M+H] "5 ' NMR (400MHz , H % -d,) 84.43 (d, 1) ,4.23 (dd, 2H) ,3.83-3.57 (m,2H) ,
3.51-3.20 (m,8H) ,3.13 (qd,3H) ,2.98(d,5H) ,2.77 (s,8H) ,2.15(s,1H) ,2.10-1.95 (m,6H) ,
1.83(d,4H) ,1.62-1.43 (m,6H) ,1.44-1.22 (m,12H) ,1.03(d,3H) »

[0940]

S6-3-11-1-11

[0941]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- U4 -
2H-PHE PR - 2- 45) 4 0E) -3- (3- ((R) -3- gL A& Joe - 1 - 58) I 2E) -8-H4(JE-4,6,8,10,12,12-%
FEE-1- 4 -4- A+ =%%-11,13- [ (S6-3-11-1-11) (k&4108) .

[0942]  AR¥ES6-3-T1-1-1HI7795H (R) -3- FUML IS L il £ , 15 21 2 H IR Eh AR AL & 7  MS
(ESTH) m/z:630. 28 [M+H] s 'H NMR (400MHz , Ff£-d,) 85.25 (dt,1H) ,4.45(d, 11) ,4.24 (dd,
2H) ,3.88-3.61 (m,2H) ,3.41 (dtd,3H) ,3.31 (p,5H) ,3.26-2.93 (m,9H) ,2.80 (s,9H) ,2.44-
2.07 (m,2H) ,2.03 (ddd,1H) ,1.94 (s, 1H) ,1.86-1.62 (m,3H) ,1.50 (d,6H) ,1.40(d,6H) ,1.34
(dd,6H) ,1.06 (d,3H) .

[0943]

S6-3-11-1-12
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[0944]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (= HISa %) -3-F2 5L -6- I E U4 -
2H-PHE PR - 2- 45) 4 0E) -3- (3- ((S) -3- Rl e - 1-58) N 2%) -8-H4(JE-4,6,8,10,12,12-%
B -1- 4 -4- A+ =%%-11,13- [ (S6-3-11-1-12) (fk&4125) .

[0945]  #RHES6-3-T1-1-1H9T7VEH (S) -3- FALMS b il 2% , 15 2] 2 H R Th b /AL S 400 o MS
(ESTH) m/7:630.27 [M+H] "3 'H NMR (400MHz, FF % -d,) 85.24 (dt, 1H) ,4.45 (d, 11) ,4.24 (¢,
2H) ,3.88-3.61 (m,2H) ,3.41 (ddd,3H) ,3.31 (p,5H) ,3.23-2.92 (m,8H) ,2.79m, 10H) ,2.37-
2.11(m,2H) ,2.08-1.99 (m, 1H) ,1.94 (s,1H) ,1.86-1.59 (m,3H) ,1.50 (d,6H) ,1.40 (d,6H) ,
1.34(dd,6H) ,1.06(d,3H) .

[0946]

[0947] S6-3-11-1-13

[0948]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- I HL U4 -
2H- Ak Mg - 2- FE) ) -8-H 4 E-4,6,8,10,12,12- /N HIHE-3- (3- ((S) -2- FR IR g Jo - 1 -
B L) - 1- 4 -4- B4 =%8-11,13- i (S6-3-11-1-13) b-&5117) »

[0949]  ARFES6-3-T1-1-1H9777%H (S) -2- FE BEnE g e il 2% , 73 21 2 FF R 3R I b Ak 540
MS (BST+) m/z:626.29 [M+H] "5 'H NMR (400MHz , F % -d,) 64.43 (d, 1H) ,4.37-3.99 (m,2H) ,
3.70(ddt,1H) ,3.55(s,1H) ,3.42(dd,2H) ,3.35-3.14 (m,8H) ,2.99 (s, 7H) ,2.73 (s, 7H) ,
2.23(dt,2H) ,2.10-1.92(m,4H) ,1.91-1.61 (m,5H) ,1.60-1.43 (m,5H) ,1.43-1.20 (m, 15H) ,
1.02(s,3H) .

Ol/j

[0950]

S6-3-11-1-14

[0951]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-$2 5L -6- U4 -
2H- Ak Mg - 2- FE) S JE) -8-H 4 E-4,6,8,10,12,12- /N HIHE-3- (3- ((R) -2- FR IR g Jo - 1 -
) TNEE) - 1-E A -4- BRI = -11,13- i (S6-3-11-1-14) (tb&#122) »

[0952]  AR¥ES6-3-T1-1-1F777kH (R) -2- F JERH S Joc il 2%, 73 31 2 R PR R 1 b AL 50 o
MS (BST+) m/z:626.29 [M+H] "5 'H NMR (400MHz , F % -d,) 64.44 (d, 1H) ,4.38-4.02 (m,20) ,
3.70(ddt,1H) ,3.56 (q,1H) ,3.42(dd,2H) ,3.36-3.18 (m,7H) ,3.00 (s,6H) ,2.74 (s, 9H) ,
2.25(dq,2H) ,2.09-1.94 (n,4H) ,1.87 (s, 2H) ,1.70 (dq,3H) ,1.48(d,5H) ,1.44-1.18 (m,
15H) ,1.02 (s, 3H) »
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[0953]

S6-3-11-1-15

[0954]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- YA -
2H- MR - 2- 3) 4 L) -8- FI4H(2E-4,6,8,10,12,12- 5 4E-3- 3- (R) -2- (=& L) kg
fr-1-28) NS -1-F % -4- B+ =4t-11,13- il (S6-3-11-1-15) (b &4123) .

[0955] AR #ES6-3-T1-1-1f 773 (R) -2- = U JEnth g Joe 1) 4% , 75 3] 52 PP R &6 A s AL,
A MS (BST+) m/2:680. 24 [M+H] "5 'H NMR (400MHz , HEE-d,) 84.40 (d, 1H) ,4.25(d, 21H) ,
3.86-3.55 (m,2H) ,3.46-3.28 (m,2H) ,3.26-3.14 (m,2H) ,2.97 (dd,8H) ,2.79 (s, 1H) ,2.70-
2.47 (m,8H) ,2.42 (td,2H) ,2.21 (s,1H) ,2.12-1.97 (m,2H) ,1.96-1.76 (m,5H) ,1.71 (t,1H),
1.65-1.17 (m,20H) ,1.06 (s,3H) .

.
G e

[0956]

S6-3-11-1-16

[0957]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-$2 5L -6- I EL U4 -
2H- ML IR - 2- 3) 45 3E) -3- (3~ (MImikmk-2-3%) A 2%) -8-H 4 %5-4,6,8,10,12,12- /N F 2 -
-84 -4- B4+ =%e-11,13- [ (S6-3-11-1-16) .

[0958]  AR#ES6-3-T1-1- 117775 HH gl Wbk i 4% , 49 21 5 F R SR A5 ik &4 (EST+H) m/
2:660.29 [M+H] "5 'H NMR (400MHz, F B%-d,) 87.27 (p,4H) ,4.46 (d, 11) ,4.26 (dd, 2H) ,4.11
(s,4H) ,3.89-3.64 (m,2H) ,3.53-3.27 (m,5H) ,3.18-2.91 (m,9H) ,2.80 (s,7H) ,2.20 (s, 1H) ,
2.10-1.92 (m,2H) ,1.75(ddd,3H) ,1.47(d,6H) ,1.44-1.29 (m,12H) ,1.06 (d,3H) .

N”“th .
= C

0
[0959]

S6-3-11-1-17
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[0960]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISE %) -3-$2 5L -6- AL PUA -
2H- MR - 2- 3) 4 L) -8- FI4E(2E-4,6,8,10,12,12- /S I AE-3- (3- (IRIE-1-45) PH3L) -1-4
Fe-4- BT =Lw-11,13- 8 (S6-3-T11-1-17) ((L&483) »

[0961]  AR#HES6-3-T1-1- 1177 % HHIRNE il 4% , 49 21 2 R 2L bR b &4 MS (EST+H) m/z :
626.56 [M+H] "5 'H NMR (400MHz, H B -d,) 84.45 (d, 1H) ,4.36-4.04 (m,2H) ,3.82-3.62 (m,
2H) ,3.43 (dd,2H) ,3.31(dt,3H) ,2.97(d,11H) ,2.76 (s,8H) ,2.09-1.95 (m,2H) ,1.95-1.69
(m,8H) ,1.63(s,3H) ,1.48(t,5H) ,1.45-1.19 (m,13H) ,1.04 (s, 3H) »

N
HO’O /ﬁ N 0/
(T o
o} “Ou _A~_ 4N
[0962] >
o o)
S6-3-11-1-18

[0963]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HIZHKE) -3-F2 5L -6- AL PUA -
2H-TLEg - 2-2) S 28) -3- (3- (4-FRIEWRIE - 1-55) N 2E) -8-HI&H-4,6,8,10,12,12- 78 H
Fe- -S4 -4- B A+ =%8-11,13- i (S6-3-11-1-18) (th-&54192) »

[0964]  AR¥ES6-3-T1-1-1H777%H4-FRIENRIE fil £ , 15 1) 2 W R ER AR AL & 70 MS (EST
+)m/z:642.36 [M+H]", "I NMR (400MHz , F#%-d,) 84.44 (d, 11) ,4.23 (t,2H) ,3.93 (s, 11) ,
3.85-3.65 (m,2H) ,3.54-3.22 (m,9H) ,3.03(d,10H) ,2.81(s,7H) ,2.20(s,1H) ,2.13-1.98
(m,3H) ,1.98-1.63 (m,6H) ,1.45(s,6H) ,1.44-1.23 (m,12H) ,1.05(d,3H) »

N
F’CI /ﬁ N 0/
0 " "0 _A_LN
[0965] \F?' h
0”0 o
S6-3-11-1-19

[0966]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISEKE) -3-$2 5L -6- AL PUA -
2H- MR - 2-38) 45 3E) -3- (3- (4-IRIE - 1-2%) A2%) -8-H % %E-4,6,8,10,12,12- /N F 2 -
-84 -4- B+ =%5-11,13- —ff (S6-3-11-1-19) ((b-&54103) »

[0967]  AR#HES6-3-T1-1- 1197775 H4- IR NE il 2% , 49 21 5 F R 2L B0 A5 4k 540 MS (ESTH)
m/z:644.36 M+]"; ' NMR (400MHz , F ¥ -d,) 84.79 (d, 11) ,4.45 (d, 1H) ,4.24 (t,2H) ,3.87-
3.63 (m,2H) ,3.42 (dtd,3H) ,3.31 (p,5H) ,3.12-2.90 (m, 10H) ,2.81 (s,9H) ,2.26-1.94 (m,
6H) ,1.77(d,3H) ,1.48(s,5H) ,1.44-1.26 (m,12H) ,1.06 (d,3H) »
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[0968]

S6-3-11-1-20

[0969]  (3S,6R,8R,9R,10R) -3- (3- (4,4~ —FRMRIE-1-3&) HIE) -9- (((2S,3R,4S,6R) -4-
(RS -3- 7224 -6- H JL DU S - 2H- bR - 2- %) 480 0%) -8-F4(2E-4,6,8,10,12,12- /N H
Fe-1-E - 4- B A =%5-11,13- i (S6-3-11-1-20) (b-&54110) »

[0970]  AR#¥ES6-3-T1-1-1H777%H4- —HIRNE fil £ , 15 21 2 H IR 2 AR AL & 70 MS (EST
+)m/7:662. 38 [M+H] " 'H NMR (400MHz , H B -d,) 54.45 (d, 11) ,4.24 (t,2H) ,3.88-3.64 (m,
2H) ,3.56-3.34 (m,3H) ,3.30 (p,4H) ,3.04 (d,6H) ,2.81 (s,7H) ,2.73-2.61 (m,4H) ,2.55 (t,
2H) ,2.20(s,1H) ,2.02 (dp,6H) ,1.75(dd,2H) ,1.50(d,6H) ,1.45-1.24 (m,12H) ,1.06 (d,

3H) »
ieaW
.

[0971]

S6-3-11-1-21

[0972]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- I HL U4 -
OH-THL IR - 2- 38) 483E) -3- (3- (4,4- —HIJLWRIE-1-38) L) -8- 4 3E-4,6,8,10,12,12-75
B -1- 4 -4- A+ =%%-11,13- i (S6-3-11-1-21) (fk&4128) .

[0973]  AR#ES6-3-11-1- 11955 H4- — FF BR0R0E il 4 , 759 21 2 FF IR AR AR AL 5 4 o S
(EST+)m/z:654.44[M+H] ;' NMR (400MHz, /% -d,) 84.45 (d,1H) ,4.38-4.05 (m,2H) ,3.83-
3.58 (m,2H) ,3.44 (dd,2H) ,3.36-3.27 (m, 12H) ,3.04 (s,9H) ,2.78 (s,6H) ,2.18 (s, 1H) ,2.01
(ddd,1H) ,1.97-1.69 (m,3H) ,1.64 (t,4H) ,1.51 (d,5H) ,1.45-1.25(m,11H) ,1.05(s,8H) »

0.

[0974]

S6-3-11-1-22
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[0975]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- I H U4 -
2H- LR -2- ) 4 L) -8- H 43K -4,6,8,10,12,12- 7N I 3E-3- (3- Wbk AR PR 8) - 1- 5 4% -4-
B+ =He-11,13- i (S6-3-11-1-22) (fb&4105) .

[0976]  AR¥ES6-3-T1-1- 117775 B S bk ] 2%, 453 21 52 FH R 2R I bR Ak &40 o MS (EST+H) m/z :
628.40 [M+H] "5 'H NMR (400MHz , HE-d,) 84.46 (d, 1H) ,4.25 (t,21) ,3.72 (t,6H) ,3.42 (ddd,
5H) ,3.05(d,7H) ,2.80 (s,7H) ,2.51 (dt,6H) ,2.22 (s, 1H) ,2.10-1.98 (m, 1H) ,1.94 (s, 11) ,
1.73(d,2H) ,1.65-1.45(m,7H) ,1.45-1.26 (m,12H) ,1.07 (d,3H) »

[0977]

S6-3-11-1-23

[0978]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISE %) -3-$2 5L -6- I HL YA -
2H- ML AR -2 - 55) 4 5E) -8-FI4 2 -4,6,8,10,12,12- /N 2£-3- (3- (3-FAACWRIE-1-35) 1§
) -1-E - 4- B3 =011, 13- i (S6-3-11-1-23) (fb&#115) .

[0979]  AR4ES6-3-T1-1-1(1) 75 ¥ HH R - 2 - B 1] 2%, 75 31 522 FF R 2R 1 bR Ak & 9 MS (EST
+)m/7z:641.40 [M+H] "5 'H NMR (400MHz , Hi ¥ -d,) 64.45 (d, 1H) ,4.25 (t,2H) ,3.88-3.63 (m,
2H) ,3.53-3.31 (m,8H) ,3.18-2.93 (m,9H) ,2.81 (s, 7H) ,2.76-2.62 (m,2H) ,2.53 (q,2H) ,
2.20(s,1H) ,2.10-1.88 (m,2H) ,1.88-1.66 (m,2H) ,1.66-1.44 (m,7H) ,1.44-1.25 (m,12H) ,
1.06(d,3H) .

N
<J:\)/Wh‘_ N o/
L T o
(o) “Ou A~ 4N
[0980] A
o) o
S6-3-11-1-24

[0981]  (3S,6R,8R,9R,10R) -3- (3- (3,4- A FmEmk-2 (1H) - %) 183E) -9- (((2S, 3R, 4S,
6R) -4- (T FIGJE) -3-F2 3L -6- H JE Y & - 2H- ML PR - 2- 3%) S 3%) -8-FH 4% -4,6,8,10,12,
12-/NFJE-1-E 4 -4- B4+ =%e-11,13- [ (S6-3-11-1-24) ((h&#¥120) .

[0982]  HRHES6-3-11-1-1R9 5 ¥1,2,3,4- VY& ST EEmk ) 4% , 15 31 52 B RR 25 1 b ik &
W) MS (ESTH m/7:674.33 [M+H] "5 'H NMR (400MHz , Hif% -d,) 87.28-6.98 (m,41) ,4.45(d, 1) ,
4.27(dd,2H) ,3.98-3.62 (m,4H) ,3.55-3.34 (m,4H) ,3.19-2.85 (m,11H) ,2.77 (s, 10H) ,2.18
(d,1H) ,2.01 (ddd,2H) ,1.91-1.65 (m,3H) ,1.65-1.44 (m,6H) ,1.44-1.25 (m,12H) ,1.05d,
3H) o

193



CN 113573779 A ﬁﬁ HH :I:; 170/255 1T

N7 | N'ﬁ\1 o
[ 1a,,

[0983]

S6-3-11-1-25

[0984]  (3S,6R,8R,9R,10R) -3- (3- (3,4- —&(-2,7-ZE0E-2 (1H) -3&) Pi3E) -9- (((2S, 3R,
4S,6R) -4- (CHERE) -3- 78 -6- FREPU S - 2H- ML IR -2- 3%) 6 2%) -8-H 4% -4,6,8,10,
12,12- N R-1- 8- 4- B3+ =%%-11,13- i (S6-3-11-1-25) (b &M177) .

[0985]  HRAES6-3-T1-1-1/073%H1,2,3,4-DUE -2, 7-Z50¢E il % , 49 31 5 FF 8 6 1K) b i,
EWMS (ESTH) m/z:675. 28 [M+H] s 'H NMR (400MHz, il -d,) 88.32 (s, 11) ,8.26 (d, 1H) ,
7.16(s,1H) ,4.45(d,1H) ,4.27 (dd,2H) ,3.89-3.64 (m,4H) ,3.52-3.32 (m,4H) ,2.99 (dd,
9H) ,2.89-2.75 (m,9H) ,2.66 (t,2H) ,2.20 (s, 1H) ,2.03 (ddd,2H) ,1.89-1.64 (m,3H) ,1.63-
1.45(m,6H) ,1.45-1.26 (m,12H) ,1.05(d,3H) .

)\,m” 1
C

[0986]

S6-3-11-2-1

[0987]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISE %) -3-F2 5L -6- U4 -
2H- MR -2 - J5) A 3E) -4- 2,28 -3- (3- (P2 (F2%) &) TN 2L) -8-H 4 24-6,8,10,12,12-
TR - - - 4- B T =hE-11, 13- i (S6-3-11-2-1) ((b-&410) .

[0988]  AR#ES6-3-T1-1-1/7795HS2-1-T1-2FIN- FF L 55 PR e i) 4%, 45 381 55 FPY IR 26 1) s it
LA MS (ESTH m/2:628. 50 [MHH] "3 'H NMR (400MHz , F % -d,) 84.51-4.65 (s, 11) ,4.42(,
1H) ,4.25 (s, 1H) ,4.01 (t,2H) ,3.69 (ddt, 1H) ,3.53 (s, 1H) ,3.41 (dd,2H) ,3.22(d,2H) ,3.02
(s,4H) ,2.82(d,2H) ,2.72(s,10H) ,2.34 (s,1H) ,2.27-2.03 (m,2H) ,1.97 (ddd, 1H) ,1.69 (d,
4H) ,1.56-1.17 (m,24H) ,1.16-0.74 (m,6H) .
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[0989]

S6-3-11-2-2

[0990]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISa %) -3-F2 5L -6- I HL U4 -
2H- N g - 2- FE) ) -4- 2 R -8-H A HE-6,8,10,12,12- FLFF3E-3- (3- (Mg ke-1-38) 1A
) -1-E - 4- B4+ =511, 13- i (S6-3-11-2-2) (th-&54187) »

[0991]  #R#ES6-3-T1-1- 1K 7 S2-1- 11 - 2FAntE g kv k] 4% , 45 21 2 FF IR 2h I A S AL &
) MS (EST+)m/7:626.41 [M+H] " 'H NMR (400MHz , F i -d,) 64.51-4.65 (s, 1H) ,4.44 (d, 1) ,
4.26 (s,1H) ,3.95(s,1H) ,3.81-3.52 (m,2H) ,3.50-3.19 (m,13H) ,3.21-2.88 (m,6H) ,2.78
(s,7H) ,2.20-1.94 (m,6H) ,1.84 (s,4H) ,1.58-1.23 (m, 18H) ,1.04 (s, 3H) »

N 4
S A,
[0992] (o ) 0 OH l!l
.
07>y o :(lj’
[0993] S6-3-11-2-3

[0994]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISE %) -3-F2 5L -6- U4 -
2H- AL - 2- 55) 4R L) -4- 2. FE-8-FI4E 3K -6,8,10,12, 12- T 2E-3- (3- (URME-1-5) F3) -
-0 -4- B+ =%5-11,13- [ (S6-3-11-2-3) ((b-&54129) »

[0995]  HRHES6-3-T1-1-1/5 7 HS2-1-11-2F00RIE 4%, 15 31 5 B8 3k i b ik &4
MS (BST+) m/z:640.46 [M+H]";'H NMR (400MHz , F [l -d,) 84.51-4.65 (s, 1H) ,4.44 (d, 1H) ,
4.26(s,1H) ,3.95(s,1H) ,3.83-3.52 (m,2H) ,3.52-3.27 (m,12H) ,3.28-2.88 (m,7H) ,2.79
(s,7H) ,2.19(s,1H) ,2.02 (ddd,1H) ,1.83 (p,7H) ,1.59-1.17 (m,20H) ,1.05 (s,4H) .

[0996]

S6-3-11-2-4
[0997]1  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (&) -3- I -6- FIEPIL -
OH-MEAg -2-3k) S 3k) -4- 2 &L -8-H4 JE-6,8,10,12, 12- L HL-3- (3- (4- FHJEIRME - 1-3&)
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L) -1- - 4- B+ =F-11,13- —Fd (S6-3-11-2-4) .

[0998]  AR¥FES6-3-T1-1-1/9J79H1S2-1-11-2FIN- FH LRI il % , 15 1) 5 82 £ 1 AL
EMS (EST+) m/7:655. 34 [M+H] s 'H NMR (400MHz , i -d,) 84.60 (s, 1H) ,4.42 (t,2H) ,
4.26(s,1H) ,3.93 (s, 1H) ,3.80-3.66 (m, 1H) ,3.58 (s, 1H) ,3.49-3.27 (m,4H) ,3.27-2.36 (m,
25H) ,2.17 (s,1H) ,2.07-1.96 (m,1H) ,1.97-1.19 (m,25H) ,1.06 (d, 3H) -

N

[0999]

S6-3-11-2-5

[1000]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (= HISa %) -3-F2 5L -6- U4 -
2H- LR -2- 35) 48 3L) -4- 2.3 -8-HI 43K -6,8,10,12, 12- LA 3E-3- (3- (4- (MkpE-4- %) Uk
e -1-28) NEE) -1-8 44 -4- BT =% -11, 13- i (S6-3-11-2-4) .

[1001]  HEHES6-3-11-1- 1195 HS2-1-11-2F01 - (ki - 4- 52) WR & ) 4% , 79 31 5 FF g 3k
(b3 AL MS (EST+)m/7: 71831 [M+H] "+ 'H NMR (400MHz , F % -d,) 88.13(d,7.11 (s,
2H) ,4.61 (s,1H) ,4.43 (q,2H) ,4.25(s,1H) ,3.91(d,1H) ,3.79-3.49 (m,6H) ,3.50-3.31 (m,
3H) ,3.14(d,2H) ,3.02(s,3H),2.79(d,7H) ,2.62 (q,4H) ,2.50 (hept,2H) ,2.15(d, 1H) ,
2.07-1.85(m,2H) ,1.84-1.18 (m,25H) ,1.06(d,3H) .

2alay
e

(0]
o
[1002] o * 0 : N‘“‘
iy o
S6-3-11-3-1

[1003]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISH %) -3-F2 5L -6- FHHE U4 -
2H- ML - 2-2%) S0) -3- (3- (P2 (R D) 20 0) T AR) -8-H 4 24-6,8,10,12, 12- F F 2 -
4-TREE-1- 24 -4-BEH+=ke-11,13- —f{d (S6-3-11-3-1) (fk-&418) «

[1004]  FEHES6-3-T1-1- 1973k HS2-1-11-3FN P Es il % , 45 3110 . 6mg 5 FF 2 6 1) b i,
L) MS (BST+) m/z:214. 8 [M+3H]*", 3217 [M+2H]*",642. 3[M+H] "3 'H NMR (400MHz , FF % -d )
68.52 (s,2H) ,4.44 (d,1H) ,4.40-4.25 (m,1H) ,4.12-4.00 (m, 1H) ,4.00-3.84 (m, 1H) ,3.79-
3.66 (n,1H) ,3.66-3.51 (m,2H) ,3.44 (t,2H) ,3.19-2.91 (m,4H) ,2.91-2.67 (m,11H) ,2.66-
2.48 (m,1H) ,2.45-2.08 (m,3H) ,2.00 (dd, 1H) ,1.94-1.57 (m,5H) ,1.57-1.41 (m,7H) ,1.39-
1.23(m,17H) ,1.23-0.82 (m, 7H) .
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am

,.EN

[1005] 9

S6-3-11-3-2

[1006]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISH %) -3-F2 5L -6- U4 -
OH- ML - 2-38) 48 38) -8- FA4H JE-6,8,10,12,12- FL I JE-4- T JE-3- (3- (LM - 1-35) 7
) -1-E - 4-BEH+=F-11,13- —f{ (S6-3-11-3-2) ((h-&W127) .

[1007]  #RHES6-3-T1-1- 1) 73k HS2-1-T1-3FIALNG b il 4% , 5312 . Tmg 5 FF IR £ 1 b
WA MS (ESTH) m/z: 214, 2[M+3H]7,320. 7 [M+2H]*",640. 3 [M+H] *; 'H NMR (400MHz , FF i -
d,) 68.52(s,3H) ,4.44(d,1H) ,4.40-4.21 (m,1H) ,4.10-3.80 (m,2H) ,3.71 (dd, 1H) ,3.66-
3.52 (m,1H) ,3.44 (t,2H) ,3.21-2.90 (m,6H) ,2.80 (s,9H) ,2.65-2.45 (m, 1H) ,2.45-2.12 (m,
3H) ,2.12-1.90 (m,6H) ,1.91-1.59 (m,5H) ,1.43 (s,7H) ,1.42-1.22 (m,14H) ,1.22-0.72 (m,

8H) »
N \
asie
. |
[1008] Q N
o)
S6-3-11-3-3

[1009]1  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISH %) -3-F2 5L -6- I H YA -
2H- ML IR - 2- 3) 45 3E) -3- (3~ (EMIWikmk-2-3%) A 2%) -8-H 4 %%-6,8,10,12,12- LA 3E-4-
PidE-1- 24 -4- B+ =%%-11,13- i (S6-3-11-3-3) (b &4126) .

[1010]  FR#ES6-3-T1-1-1F) 77 H1S2-1-T1- 305705 WEmbk ) £ , 15 3/ 11 . 9mg 5 H R 5 1) b
BALA P MS (ESTH) m/z:230. 1 [M+3H]%",344. 7 [M+2H] %", 688. 3 [M+H] "5 'H NMR (400MHz , FH
fiZ-d,) 68.54 (s,2H) ,7.26 (s,4H) ,4.69-4.20 (m, 3H) ,4.20-3.86 (m,6H) ,3.69 (dd, 1H) ,
3.65-3.51 (m,1H) ,3.48-3.34 (m,2H) ,3.28-3.09 (m,2H) ,3.00 (s,2H) ,2.96-2.78 (m, 4H) ,
2.78-2.51 (m,7H) ,2.51-2.10 (m,2H) ,2.00-1.89 (m,2H) ,1.87-1.58 (m,5H) ,1.58-1.19 (m,
19H) ,1.14-0.82 (m, 7H) »
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o

7 OH

[1011] O T OGNS
0" o o
S6-3-11-4-1

[1012]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (= HISa %) -3-F2 5L -6- FHHE U4 -
2H- MR -2 - 58) S 0E) -4- S T 2E-3- (3- (A2t (H ) &(38) N L) -8-F 4% -6,8,10,12,
12- L F -1 -4 2 -4-E A T = - 11, 13- i (S6-3-11-4-1) (b 548) -

[1013]  AR#¥ES6-3-T1-1- 1/ /795 HS2-1-T1-4FIN- FE L 55 PR e ) 4%, 49 381 55 FPY IR 21 1) s it
AT MS (ESTH m/z:656. 34 [M+H] "5 'H NVR (400MHz, FEE-d,) 84.45 (d,2H) ,4.05 (d, 1H) ,
3.85(t,1H) ,3.77-3.51 (m,3H) ,3.52-3.42 (m, 1H) ,3.17-3.01 (m,3H) ,2.89-2.67 (m, 12H) ,
2.46-2.19 (m,3H) ,2.19-1.94 (m,3H) ,1.92-1.46 (m,10H) ,1.38-1.23 (m,18H) ,1.07 (dd,
6H) ,0.90 (t,6H) «

S L
SR,
[ S OH
[1014] o a L
"y 0
S6-3-11-4-2

[1015]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISE %) -3-$2 5L -6- I HL U4 -
2H-NEg -2-FE) k) -4- 7 T L -8-H A FE-6,8,10,12,12- FLFFFE-3- (3- (URME-1-3%) 4
B -1-E - 4- B4+ =E-11,13- [ (S6-3-11-4-2) ((h-&4121) «

[1016]  AR#ES6-3-11-1-1/77VEHS2-1-T1-4FINRNE il £ , 15 2 2 IR E AR AL &4 o
MS (EST+) m/7:668. 29 [M+H] s 'H NMR (400MHz , Z.Jf5-d,) 64.82 (m, 1H) ,4.55-4.34 (m, 2H) ,
4.05(d,1H) ,3.85 (t,1H) ,3.79-3.56 (m,2H) ,3.45 (dd, 1H) ,3.41-3.33 (m, 1H) ,3.29-2.89
(m,6H) ,2.79 (s,9H) ,2.44-2.19 (m,3H) ,2.19-1.96 (m,3H) ,1.94-1.78 (m,5H) ,1.78-1.60
(m,5H) ,1.53(d,5H) ,1.43-1.17 (m,12H) ,1.05 (dd,6H) ,0.90 (dd,6H) »
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N \(
&/\L’n N O/
E o QH
[1017] ? < M
o £ o
S6-3-11-4-3

[1018]  (3S,6R,8R,9R, 10R) -3~ (3- (3,4~ S FMenfk-2 (1H) -3%) A3E) -9- (((2S,3R, 48,
6R) -4- (I GHE) -3- ¥R -6 - FF R DY &0 - 2H- M eg - 2- ) 4(0%) -4- 53¢ T 56 -8- i 4 k-6, 8,
10,12,12- FLHEE-1-50% - 4-FAA + =0 - 11, 13- B (S6-3-11-4-3) ((b&H141) -
[1019]  4R4ES6-3-T1-1- 19773 HIS2-1-T1-4A011,2,3, 4- DU M i) % , 75 51 2 R 2
(bR AL A0 MS (BSTH) m/z:716. 32 [M+H] "+ 'H NMR (400MHz , % -d,) 67.41-6.89 (m,4H)
4.66-4.40 (m,2H) ,4.27-4.01 (m,3H) ,4.01-3.62 (m, 3H) ,3.62-3.30 (m,3H) ,3.15(dd, 5H) ,
3.05-2.67 (m,11H) ,2.66-2.01 (m,6H) ,2.01-1.49 (m,10H) ,1.49-1.25 (m,12H) ,1.25-1.02
(m,5H) ,1.02-0.77 (m,5H) «

N
0 ‘e, "y

S6-3-12-1-1

[1021]1  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5 -6- I HL U4 -
2H- NI - 2- ) 4 L) -8- 42 -4,6,8,10,12,12- /S FI AL -3- (3- (MERg - 1-45) P3E) -1-
Ak -4- BT =HE-11,13- = (S6-3-12-1-1) (#h-&1161) .

[1022]  #R#ES6-3-T1-1- 1K 7 S2-1-12- 1FARE I kv ki) 4% , 45 21 2 FF IR 2h I A S AL &
W) MS (ESTH m/7:612.37 [M+H] "5 'H NMR (400MHz , HifE -d,) 84.45 (d, 1) ,4.26 (t,2H) ,3.85-
3.63 (m,2H) ,3.41 (ddd,3H) ,3.31-3.21 (m,5H) ,3.15(t,2H) ,3.05(s,5H) ,2.78 (s,9H) ,2.19
(s,1H) ,2.13-1.97 (m,6H) ,1.86(d,3H) ,1.60 (s,3H) ,1.54 (s,4H) ,1.45-1.23 (m,12H) ,1.05
(d,3H) .

[1020]
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@

[1023]

S6-3-12-1-2

[1024]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISAKE) -3-F2 5L -6- U4 -
2H- MR - 2- 3) 4 L) -8- FI4E(3E-4,6,8,10,12,12- /NI AE-3- (3- (IRIE-1-45) PH3E) -1-4
Fe-4- BT =%%-11,13- i (S6-3-12-1-2) (b &4793) .

[1025]  #R4ES6-3-T1-1- 1R VEHS2-1-12- L FIWRAE i 4% , $2 4t 2 R R AR S &
MS (BST+) m/z:626.48 [M+H] s 'H NMR (400MHz , F % -d,) 64.45 (d, 1H) ,4.26 (t,2H) ,3.84-
3.63 (m,2H) ,3.51-3.33 (m,3H) ,3.21-2.91 (m,11H) ,2.78(s,9H) ,2.20 (s, 1H) ,2.08-1.96
(m,1H) ,1.83 (p,8H) ,1.74-1.57 (m,5H) ,1.51 (q,5H) ,1.40(d,6H) ,1.34 (t,6H) ,1.05(d,

3H) .
F e,
[1026] |
N\.
[1027] S6-3-12-1-3

[1028]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3- 25 -6- FHEL U4 -
2H- MR - 2- 3%) 45 3E) -3- (3- (4-FRIE - 1-2%) A2%) -8-H % %E-4,6,8,10,12,12- /N F 2 -
-4 -4- B+ =%5-11,13- —fif (S6-3-12-1-3) ({h-&485) .

[1029]  AR#¥ES6-3-T1-1-1H7795HS2-1-12- LFN4- 550k IE il 4% , 73 21 2 IR Eh bR Ak &
) MS (BST+) m/z:644.36 [M+H] " 'H NMR (400MHz , B -d,) 84.75(d, 11) ,4.45 (d, 11) ,4.29
(dd,2H) ,3.90-3.64 (m,2H) ,3.54-3.32 (m,4H) ,3.07 (s,5H) ,2.95-2.59 (m, 15H) ,2.24 (s,
1H) ,2.00(d,6H) ,1.78(s,3H) ,1.69-1.46 (m,7H) ,1.46-1.25 (m,12H) ,1.07 (d, 3H)

[1030]

S6-3-12-1-4
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[1031]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3- 25 -6- I HL U4 -
2H- ML IRg -2-358) S 8) -3- (3- (e (FFAR) =h) %) -8-H4%k-4,6,8,10,12,12- /5
Fe-1-E - 4-BAH -+ =58-11,13- i (S6-3-12-1-4) ((h-&W12) .

[1032]  AR#¥8S6-3-T1-1-1/ 7795 HS2-1-12- LFIN- FE 5L 55 P e ) 4%, 49 381 55 FPY IR 2 1) s it
AW MS (BST+H) m/z:614.43 [M+H] " 'H NMR (400MHz , F B -d,) 84.71 (s, 11) ,4.45 (d, 11) ,
4.27(d,2H) ,3.87-3.63 (m,2H) ,3.53 (p, 1H) ,3.49-3.33 (m,3H) ,3.05(d,7H) ,2.77 (s,9H) ,
2.70(s,4H) ,2.17 (s, 1H) ,2.01 (ddd,1H) ,1.85(s,3H) ,1.75-1.43 (m,7H) ,1.43-1.21 (m,
18H) ,1.04(d,3H) .

N
O LI‘~.I o/
% & |
0 0O _A_LN
[1033] 7?’ ™
o) o O
S6-3-12-2-1

[1034]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-F2 5L -6- FHEL U4 -
2H-NH g - 2- FE) ) -4- 2 R -8- WA E-6,8,10,12,12- FLFF3E-3- (3- (Mg ke-1-38) T8
B -1-E - 4- B4+ =%-11,13- [ (S6-3-12-2-1) ((h-&54113) »

[1035]  HEHES6-3-11-1- 1) 7 1EH1S2-1-12- 2 RNtk i b i) 4% , Bt 52 Y 36 i A i Ak, &
W) MS (ESTH m/7:626. 31 [M+H] "5 'H NMR (400MHz , HifE -d,) 84.46 (d, 1) ,4.13 (s, 2H) ,3.82-
3.49 (m,3H) ,3.49-3.20 (m,6H) ,3.21-3.04 (m,3H) ,2.92(s,4H) ,2.77 (s,7H) ,2.17-1.94 (m,
6H) ,1.94-1.68 (m,5H) ,1.68-1.41 (m,7H) ,1.43-1.26 (m,13H) ,1.21 (s,3H) ,0.97 (s, 3H) »

[1036]

S6-3-12-2-2

[1037]1  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (= HISA %) -3-F2 5L -6- FHE U4 -
2H- Mg -2-38) S 0E) -4- 2. FE-8-F 4 JE-6,8,10,12,12- FLHIHE-3- (3- ((S) -2- HH JEntk g
Fe-1-35) H3E) -1-E 4 -4- B+ =%8-11,13- i (S6-3-12-2-2) ({k-&488) »

[1038]  AR#¥ES6-3-T1-1- 1[5 VEHS2-1-12-2F0 (S) -2- B BLntk g 4w ol 4%, 49 381 52 P R 3R 11
FRAAL A4 MS (ESTH) m/7:640. 32 [M+H] "5 'H NMR (400MHz , F B -d,) 64.46 (d, 11) ,4.11 (s,
2H) ,3.80-3.51 (m,4H) ,3.49-3.22 (m,4H) ,2.97 (d,7H) ,2.77 (s,7H) ,2.28 (dq,2H) ,2.14-
1.92 (m,4H) ,1.92-1.65 (m,6H) ,1.66-1.26 (m,22H) ,1.19 (s,3H) ,0.95 (s, 3H) .
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[1039]

S6-3-12-2-3

[1040]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISEHE) -3-F2 5L -6- U4 -
QH- ML -2-35) 48 3E) -4- 2 K -8- 4 3E-6,8,10,12,12- L 3 -3- (3- (WRmE-1-2) 3L -
-0 -4- B+ =%5-11, 13- [ (S6-3-12-2-3) ({b-54140) »

[1041]  AR#ES6-3-11-1- 1757 S2-1-12- 2FINR IE H] 4 , 15 31 5 FH R £h (AR AL &40
MS (BST+) m/z:640.32 [M+H] "5 'H NMR (400MHz , F % -d,) 64.46 (d, 11) ,4.13 (s,2H) ,3.83-
3.39 (m,4H) ,3.38-3.24 (m,2H) ,3.24-2.83 (m, 10H) ,2.77 (s, 7H) ,2.11-1.93 (m,2H) ,1.84
(dt,9H) ,1.71-1.42 (m,9H) ,1.42-1.26 (m,13H) ,1.21 (s,3H) ,0.97 (s, 3H) .

[1042]

S6-3-12-3-1

[1043]  (3R,6R,8R,9R,10R) -3~ (3- (7,8- & MLnE I [4,3-d]manE -6 (5H) - &) L) -9-
(((2S,3R,4S,6R) -4- (“H&E) -3-F2 5 -6- FH DU - 2H- ML iR -2- ) 45 2%) -8-FHEA 2L -6,
8,10,12,12- HLH FE-4-THFE-1- A -4- B+ =4 -11,13- i (S6-3-12-3-1) (b &
182) .

[1044]  FRHES6-3-11-1-1(K /7 1EHS2-1-12-3M15,6,7, 8- PUSMENE I [4, 3-d] mE0E i) 4%
155 52 R ER B AR AL A0 o MS (ESTH) m/7:704. 04 [M+H] 5 'H NMR (400MHz, 1 i -d,) 68.93
(s,1H) ,8.54 (s, 1H) ,4.45(d,1H) ,4.41-4.10 (m,2H) ,3.73 (q,4H) ,3.57-3.16 (m,6H) ,3.08-
2.87 (m,9H) ,2.84 (s,6H) ,2.80-2.63 (m,2H) ,2.18-1.60 (m,8H) ,1.61-1.44 (m,6H) ,1.42-
1.22(m,13H) ,1.01-0.85 (m,6H) .
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[1045]

S6-3-12-3-2

[1046]  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (-HIEIE) -3-F23E-6- FF LY A -
2H- L Eg - 2- 96) A FE) -8- F 4R 0L -6,8,10,12, 12- F1 F L -4- Pk -3- (3- (ML - 1-8) 79
B -1-E -4 B =ke-11,13- i (S6-3-12-3-2) ((b&511144) .

[1047]  ARHES6-3-T1-1- 151k H1S2-1-12- 3FIMELI oz 1l 4% , 79 31 52 P2 6 10 A JAL &
W) MS (ESTH m/7:640.32 [M+H] "5 'H NMR (400MHz , HifE -d,) 84.45 (d, 1) ,4.09 (s, 2H) ,3.79-
3.64 (m,1H) ,3.57 (s, 1H) ,3.44 (dd, 1H) ,3.41-3.22 (m,7H) ,3.15 (qt,3H) ,2.87 (s,4H) ,2.79
(s,8M) ,2.14-1.96 (m,6H) ,1.80 (s,4H) ,1.66-1.41 (m,8H) ,1.40-1.20 (m,13H) ,0.96 (dd,
6H) .

[1048]

S6-3-12-3-3

[1049]1  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (- FHE L) -3-FH-6- F RIS -
2H- ML IR - 2- 3%) 45 3E) -3- (3~ (MImikmk-2-3%) A 2%) -8-H 4 %%-6,8,10,12,12- LA 3E-4-
P -1-E 4 -4- B+ =k%-11,13- [ (S6-3-12-3-3) (b &4145) «

[1050]  #RHES6-3-T1-1-1FK) J7 35 H1S2-1-T2- 30157 NG| Wk bh 1] 4% , 75 3] 52 HH G &6 A b i AL, &
) MS (EST+) m/z:688.27 [M+H] " 'H NMR (400MHz , B -d,) 67.29 (t,4H) ,4.46 (d, 11) ,4.18
(s,6H) ,3.72(ddt,1H) ,3.61-3.31 (m,5H) ,2.98(d,8H) ,2.79 (s, 7H) ,2.02 (ddd,2H) ,1.82
(s,7H) ,1.51(d,5H) ,1.44-1.23 (m,13H) ,1.00 (t,6H) .
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[1051]

S6-3-12-3-5

[10521  (3R,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (- F 41 %) -3-F2 3L -6- I KL P & (-
2H-TE IR -2-3) A 28) -3- (3- (CHER) N3E) -8-H & HE-6,8,10,12,12- T 2 -4- P2 -
-4 -4- B+ =%5-11,13- —fif (S6-3-12-3-5) ({h-&421) .

[1053]  #R#ES6-3-11-1- 17 S2-1-12-3F0 — H etk 4% , 15 21 2 1 R Sh A AL &
W) MS (ESTH m/7:614.26 [M+H] "5 'H NMR (400MHz , HifE -d,) 84.45 (d, 1) ,4.08 (s, 2H) ,3.78-
3.52(m,2H) ,3.44 (dd,1H) ,3.38-3.32 (m, 1H) ,3.14-2.52 (m,22H) ,2.21-1.93 (m,2H) ,1.75
(s,4H) ,1.64-1.40 (m,8H) ,1.39-1.18 (m,14H) ,0.96 (dd,6H) .

[1054]

S6-4-11-1

[1055]  (3S,6R,8R,9R,10R) -9- (((2S,3R,4S,6R) -4- (~HISA %) -3-$2 5L -6- I HL U4 -
2H-MHE IR -2-35) S 3E) -3- 3- RN IE) -8-FH4AFE-4,6,8,10,12, 12- /N AL -1- S 24 -4-H 4~
A =ke-11,13-ZF (S6-4-11-1) (b &414) -

[1056]  AR#ES2-2-13- 177V HS6-1-T1- 114, 43 2 2 H IR 2 A5 &L &4 MS (EST+)
m/z:559.35 [M+H]"; 'H NMR (400MHz , F % -d,) 84.44 (d, 1H) ,4.24 (t,2H) ,3.86-3.67 (m,2H) ,
3.64 (t,2H) ,3.49-3.37 (m,2H) ,3.33(d,

[1057]1  3H) ,3.04(d,7H) ,2.82(dd,1H) ,2.75(s,6H) ,2.21 (s,1H) ,2.07-1.90 (m, 2H) ,
1.89-1.54 (m,4H) ,1.49(d,5H) ,1.45-1.24 (m,13H) ,1.06 (d,3H) »

[1058] 7.
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B“'-"i}:}_
g R ¢
- 1 CHsy "

10.04 R

?BI {__j. e

~sN(CHilz  NaBHCN
(2049

MeOH/ACOH

T, 1

K
KHMDS (1.2% 'ﬂ%
SO;(OMe)z (204 F)  R;
ol +——

2
42°CE0°C,
20474%

[1059]

o=
{

Ry~
NaBH,CN (2.0% %) R gy

CF3CH,0H, -20°C,
NH, ~'3 ii % HsC

[1060]  {E-20°C N, [AHFEE MR- B (1. 225 &) MEEMEIm Q.04 8) 7 =ML
HH R VR R I S IR FR R (2, 3R, 4S,6R) -4- (H &L -2- (((2R, 3R, 4R, 6R) -4- FI 4
Fe-4,6- ZHIE-T-5AR-2- (2,2,5- ZHI R -4- 5 A0-4H-1,3- ZRESE-6-55) Pi-3-45) S I) -
6 FH DU AL - 2H - MERg - 3- i (1. 024 &) 7 = S S P IR T (Bt IR0 L IN) o S B A I
P A o 1 5E BT, 44 S I FHDCMA B . FH M FINaHCO,, 7K ¥ RV K o K A6 AL A FIDCMAR L
=MHAWZE I, B To7KNa, S0, 5 HLyak e 4 o i A € 18592: (e i 771 : DCM/MeOH:: 100 :
0%90: 10+1%NEt,) AEALRAT B I tu il AR 2t 54 -

Boc—N/D} CHs Boc—N%
A N o ol

OCH;,3 3 Rim{ ¢
Rie( H [ \CH, 7 Ry" 3

R 5 2
[1061] 2 OHHGC ) 982 {l0.0f—J’i}) OH
‘0 - N(CH3)2 NaBHa.CN
HaC ! (2.0% %) HaC
CH3 MeOH/ACOH
07707 “CH; CHy iR, 1Af

[1062]  7E=IE R FEE R Rt &9 (1,024 8) FFIEM LN (2. 024 &) fEMeOH/
AcOH 9: LVR-AY) (0. M) H ¥ v HH B i Vs IFE = S S B ) FR % (1524 8, fEMeOHH1 37
%) B N A FRAREFERE LN, PR LOMS 23 #7 B oR AL U578 45 B 3R AL K S 3 A Jii FIDCM
HiiFE B A AINaHCO, 7K P AR K o 44 A B FIDCMZAE B = IR R A HLE & 9F £ T8 7KNa,S0,
18k FLYRK R 446 o 388 e € 1% 7 (e B 77 : DOM/MeOH: 100: 04290: 10+1 % NEt,) 4ifb 3k 5 5 K [
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(SN AS B

[1064) 53K 15 BRIALAL 0 5 R R ICh =0, EL (RIS RERG L2 F b 74 U
KRR R A E T K AR VL (Lm0 T80 OB . M, LOMS 5B 8275
SEAERCRIT G 0. (2 IR, IR R T R — 3R

OCHj, KHMDS (1.2% %), )

Y M 204 % &
[1065] e g, SCHOMRED) ™ gz
" O\ AN(CHy), -42°CE0°C, “Ou A~ _N(CH3);
205-4F
0 O e
CHa, CHs CHy

[1066]  FEG A -42°C (CJE/ VKD N, a1 5EFEAE B KPR N BE7E THE A (0. 1M) o
ZSINIM KHMDSE R (1. 2258) , HAE S MR & YIFE IR E R HEFE 107 B SR JE 1E -42°C R 38
T VR 0 24 B A B R Y, HL KIS B M /T 0K R IR BLTR A YIAE0 C T RS 1 L2
FEA AL GEH 2070 81) K 10 BINE L, 78 I 2 S B A B BARR 250 B e — F s, H.
A 5 A JoR TR B B 3 o AR S PR (N, C LI T ANDCMAAR Jin 1) 5 82 A i v LK A HLAH A
DOMZEE L =K o K A HLIE & IF 5 42Na, SO, T-H B Jr R IR 46 , 19 2 T /5 KAl fg e A
R (BeMi 7] : DCM/MeOH: 100: 0%£90: 10+1 %NEt,) 4lifk..

Boc,
HN

" OCH;, TFA@30.05%)

—_— -

-CH
8 0Bz DCM Ry

Ry o) 'y 0 N(CHJ)ZU('_{X::;. 1+-8¢
HaC CH,

CHs

[1068]  7E0°C N TFA (30. 04 5) W N BIH#EE M KA N e (1.0 ) 7EDCMH I ¥
(0. IMER) 1, HoB IR BR A TE S IR REIE B 2 52 AR /NI FELCMS iR /R 52
LAY, o K DCMAN L FINaHCO . /K VRS I 21 S SV & 10 b, ELORIE i 24541573, LK 7K AH
DCM (3 X 10mL) ZEHL KA HLZ A 4 TEKNa, SO, I FLYS T e 45 , 73 B B AR 37 1 K3 Py g
HAZRFERT T — D%,

[1067]
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[1069]

o N
% § CH
CHy b S WA N
] NeBH,CN (205%) g
“1CH, . "CH, g
B Ry OBz
T MeOH/ACOH Ry o Ay,

] o N(CHy)z :iifmzimfﬁﬁ o N(CH3)
HC CHy HaC CHy

O
CHj CHs
[1070]  ¥f% (2.0%4.045) WMEBIHHAE B RN EE (1. 024 &) MEIEME LN (53mg,
0.84mmol,2.0 &) £ = LEE (0. IM) HH AT, BRI MR B B 2Bk 58 4
THFE  FE2 2 8/INIF 1 S B 8] 22 Ji5 , LOMS SRR RS U6 A ) 58 S FE A R BT 75 7200 o 1) IR SV 5 )
HA IIDCMAN 7K, H44 7K AH FDCMAE L =X o« ¥4 A L= & 9 2 Ta7KNa, SO, T4 H k4 , 43 2 e
TR, Fm I A %7 (DCM/MeOH+1 %6NEt, 100:0%£70:30) 4fifk,.

N
- i cms
b OCHy MeOH, 55 - 60°C
[1071] -CH3 e
Rfi ) 0Bz
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0. N(CH3);
HyC CH,

CH,
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N ORREBERE B R I 5 A AR GBH S/NI) o SR i K I A R L 25 MR 4 L AR S B
Y4 EHHPLCA AL, , 13 2 4 KA N FE A

[1073] i RTHVERII G AL, A H A A A 110-T16 F1 11941 L ML &4
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wedh HRAE
'H NMR (600 MHz, ¥
B%-ds) & 4.44 (d, 1H), 4.3
1 - 413 (m, 2H), 3.89 -
3.76 (m, 1H), 3.76 - 3.68
(m, 1H), 3.55 - 3.46 (m,
2H), 3.46 - 3.39 (m, 1
H), 3.37 - 3.32 (m, 2H),
3.12 - 3.05 (m, 4H), 2.98
- 2.89 (m, 2H), 2.89 -
2.79 (m, 6H), 2.77 (s, 6
H), 2.26 - 2.14 (m, 1H),
2.09 (d, 1H), 2.01 (d, 1
H), 1.96 - 1.85 (m, 1H),
1.85 - 1.64 (m, 4H), 1.64
- 1.56 (m, 2H), 1.50 (s,
3H), 1.45 - 1.25 (m, 12
H), 1.04 (s, 3H), 1.01- 0.
9 (m, 3H)
'H NMR (600 MHz, ¥
[1075] B%-ds) & 4.57 - 4.45 (m,
1H), 4.41 (d, 1H), 4.39 -
4.31 (m, 1H), 4.29 - 4.1
7 (m, 1H), 3.72 - 3.63

o) (m, 1H), 3.41 - 3.33 (m,
[>—(< 2H), 3.22 - 3.12 (m, 1H),
N 3.12 - 2.97 (m, 6H), 2.8

5-275 (m, 1H), 2.74 -
2.63 (m, 4H), 2.60 (s, 6
H), 2.31 (d, 1H), 2.37 -
2.25 (m, 1H), 2.24 - 2.27
(m, 1H), 2.04 - 1.88 (m,
2H), 1.88 - 1.78 (m, 1
H), 1.77 - 1.66 (m, 2H),
1.62 - 1.44 (m, 1H), 1.51
(s, 3H), 1.45 - 1.39 (m,
3H), 1.38 - 1.32 (m, 3
H), 1.29 (d, 6H), 1.16 -
1.00 (m, 2H), 0.98 - 0.88
(m, 1H), 0.84 (d, 2H),
0.80 (d, 2H).
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[1076]

we

RAE

CHj

'H NMR (600 MHz, ¥
B%-ds) & 4.51 (d, 1H), 4.3
8 - 433 (m, 1H), 4.15
(d, 1H), 3.74 (ddd, 2H),
3.66 (dd, 1H), 3.54 - 3.3
8 (m, 6H), 3.06 (d, 1H),
3.00 (s, 3H), 2.94 (s, 3
H), 2.82 (s, 6H), 2.30 -
2.21 (m, 1H), 2.19 - 2.11
(m, 2H), 2.07 - 1.96 (m,
2H), 1.94 - 1.86 (m, 1
H), 1.83 (d, 1H), 1.76 -
1.61 (m, 1H), 1.59 (s, 3
H), 1.56 (s, 3H), 1.53 (s,
3H), 1.42 (s, 3H), 1.41
- 1.30 (m, 16H), 1.08 (d,
3H).

'"H NMR (500 MHz, ¥
B%-ds) & 4.74 (d, 1H), 4.4
4 (d, 1H), 4.33 - 4.24
(m, 2H), 3.90 - 3.80 (m,
1H), 3.79 - 3.67 (m, 2H),
3.55 (t, 1H), 3.48 - 3.44
(m, 1H), 3.40 - 3.32 (m,
2H), 3.21 - 3.09 (m, 2
H), 3.06 (s, 3H), 3.04 -
3.00 (m, 1H), 2.95 (t, 1
H), 2.88 - 2.81 (m, 5H),
2.80 (s, 7H), 2.25 - 2.17
(m, OH), 2.17 - 2.11 (m,
1H), 2.05 - 1.92 (m, 2H),
1.86 - 1.68 (m, 5H), 1.6
7 - 1.58 (m, 1H), 1.56 -
1.47 (m, 1H), 1.54 (s, 3
H), 1.41 (s, 3H), 1.39 (s,
3H), 1.35 (d, 3H), 1.33
(d, 3H), 1.12 - 1.08 (m,
3H), 1.08 - 1.04 (m, 4H),
1.01 - 0.96 (m, 1H), 0.9
3 (d, 2H).
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e BAE
'H NMR (500 MHz, ¥
A%-ds) & 4.41 (d, 1H), 4.2
2 - 431 (m, 1H), 4.12 -
4.02 (m, 1H), 3.93 - 3.81
(m, 1H), 3.65 - 3.56 (m,
2H), 3.37 - 3.25 (m, 2
H), 3.25 - 3.12 (m, 2H),
3.12 - 2.99 (m, 3H), 2.96
- 2.86 (m, 2H), 2.83 (s,
6H), 2.66 - 2.51 (m, 2
H), 2.45 - 2.35 (m, 1H),
1.99 (dd, 1H), 1.96 - 1.8
2 (m, 1H), 1.82 - 1.70
(m, 2H), 162 - 1.51 (m,
3H), 1.49 - 1.32 (m, 4H),
1.28 (s, 3H), 1.27 - 1.19
(m, 6H), 1.11 - 0.99 (m,
3H), 0.95 - 0.88 (m, 9
H), 0.87 - 0.82 (m, 2H).
'H NMR (600 MHz, ¥
A%-ds) & 5.07 - 5.00 (m,
1H), 4.48 - 439 (m, 1H),
4.16 - 4.02 (m, 1H), 3.7
7 - 3.63 (m, 2H), 3.49 -
3.38 (m, 1H), 2.90 - 2.81
(m, 5H), 2.79 - 2.62 (m,
7H), 2.59 - 2.44 (m, 2
H), 2.06 - 1.98 (m, 1H),
1.95 (d, 1H) 1.82 (d, 1
H), 1.62 (s, 3H), 1.53 -
1.39 (m, 3H), 1.32 (d, 7
H), 1.29 - 1.23 (m, 3H),
1.04 (s, 9H), 1.01 - 0.93
(m, 3H).
'H NMR (500 MHz, ¥
B%-ds) & 5.14 - 5.08 (m,
1H), 5.02 - 493 (m, 1H),
443 (d, 1H), 4.10 - 4.0
0 (m, 1H), 3.74 - 3.63
(m, 2H), 3.49 - 3.38 (m,
2H), 3.27 - 3.16 (m, 2H),
3.02 - 2.91 (m, 2H), 2.8
1 (s, 3H), 2.71 (s, 6H),
2.57 - 2.46 (m, 1H), 2.45
- 2.31 (m, 2H), 2.10 -
1.99 (m, 2H), 1.99 - 1.91
(m, 2H), 1.76 - 1.69 (m,
1H), 1.67 (s, 3H), 1.61

[1077]
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[1078]

wedh

BAE

(s, 3H), 1.58 (s, 3H), 1.5
6 - 1.44 (m, 3H), 1.44 -
1.33 (m, 3H), 1.32 - 1.21
(m, 12H), 0.99 - 0.91
(m, 6H).

'H NMR (600 MHz, ¥
A%-ds) & 4.80 - 4.66 (m,
1H), 4.43 (d, 1H), 4.34 -
422 (m, 2H), 3.92 - 3.8
2 (m, 1H), 3.71 (ddt, 1
H), 3.39 - 3.33 (m, 2H),
3.29 - 3.22 (m, 1H), 3.17
- 3.08 (m, 2H), 3.05 (s,
3H), 2.92 - 2.78 (m, 2
H), 2.72 (s, 6H), 2.61 -
2.48 (m, 2H), 2.48 - 2.36
(m, 2H), 2.30 - 2.17 (m,
1H), 2.01 - 1.96 (m, 1
H), 1.94 - 1.86 (m, 1H),
1.83 - 1.67 (m, 1H), 1.53
(s, 3H), 1.52 - 1.45 (m,
7H), 1.39 (s, 3H), 1.34
(d, 3H), 1.31 (d, 3H), 1.1
1 - 1.01 (m, 3H), 0.97
(s, 9H).

'H NMR (600 MHz, ¥
B%-ds) & 4.77 (d, 1H), 4.4
4 (d, 1H), 4.32 (d, 1H),
431 - 426 (m, 1H), 3.89

(s, 1H), 3.74 (dqd, 1H),
3.57 (t, 2H), 3.47 (dd, 1
H), 3.40 (ddd, 1H), 3.36
- 3.32 (m, OH), 3.20 - 3.
13 (m, 1H), 3.07 (s, 3H),
3.06 - 3.02 (m, 2H), 2.9
6 - 2.89 (m, 1H), 2.87
(s, 3H), 2.82 (s, 6H), 2.2
8 - 220 (m, 1H), 2.13
(d, 1H), 2.04 (ddd, 1H),
1.97 (d, 1H), 1.83 - 1.71
(m, 5H), 1.70 - 1.63 (m,

1H), 1.60 (dd, 1H), 1.56

- 1.49 (m, 1H), 1.52 (s,
3H), 1.42 (s, 3H), 1.40
(s, 3H), 1.39 - 1.37 (m,
9H), 1.35 (d, 2H), 1.33
(d, 5H), 1.07 (d, 3H), 0.9

4 - 0.89 (m, 2H).
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et FAE
'H NMR (600 MHz, ¥
A%-ds) & 4.81 - 4.64 (m,
CH, 1H), 4.42 (d, 1H), 4.35 -
4.14 (m, 2H), 3.91 - 3.8
}—\ 2 (m, 1H), 3.69 (td, 1H),
HsC N 3.40 (ddd, 1H), 3.23 -
3.14 (m, 1H), 2.99 (bs, 3
H), 2.94 - 2.79 (m, 2H),
2.69 (s, 7H), 2.59 - 2.44
(m, 2H), 2.29 - 2.06 (m,
1H), 2.04 - 1.92 (m, 2H),
1.85 (d, 1H), 1.75 - 1.5
6 (m, 3H), 1.53 (s, 3H),
1.49 - 1.37 (m, 15H), 1.3
4 (s, 3H), 1.30 (i, 3H),
1.13 - 0.97 (m, 3H), 0.91
(td, 6H).
'H NMR (600 MHz, ¥
A%-ds) & 4.81 - 4.64 (m,
1H), 4.43 (d, 1H), 4.34 -
4.14 (m, 2H), 3.91 - 3.8
3 (m, 1H), 3.70 (dqd, 1
H), 3.55 - 3.45 (m, 2H),
3.41 (dd, 1H), 3.28 - 3.1
9 (m, 1H), 3.03 (bs, 3H),
2.86 - 2.73 (m, SH), 2.7
0 (s, 6H), 2.14 - 2.04
(m, 3H), 2.01 - 1.90 (m,
2H), 1.86 - 1.76 (m, 2H),
1.73 - 1.62 (m, 5H), 1.5
3 (s, 3H), 1.46 (td, 1H),
1.38 (s, 3H), 1.34 (d, 3
H), 1.33 - 1.29 (m, 5H),
0.99-1.07 (m, 3H).
'H NMR (600 MHz, ¥
B%-ds) & 7.56 (d, 1H), 6.4
9 (d, 1H), 6.44 (dd, 1H),
474 (d, 1H), 4.44 (d, 1
H), 431 (d, 1H), 4.26 (d
d, 1H), 3.94 (s, 2H), 3.91
- 3.84 (m, 1H), 3.74 (dq
d, 1H), 3.46 (dd, 1H), 3.
42 - 3.32 (m, 2H), 3.18
(q, 3H), 3.06 (s, 3H), 2.9
9 (d, 1H), 2.85 (s, 3H),
2.81 (s, 6H), 2.51 (t, 2
H), 2.23 (s, 1H), 2.07 -
1.97 (m, 2H), 1.88 - 1.82

[1079]

Y

o]
=z
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wedh

BAE

(m, 1H), 1.82 - 1.70 (m,
1H), 1.62 (dd, 2H), 1.53
(s, 3H), 1.52 - 149 (m,
1H), 1.41 (s, 3H), 1.39
(s, 3H), 135 (d, 3H), 1.3
3 (d, 3H), 1.06 (d, 3H).

'H NMR (600 MHz, ¥
A%-ds) & 8.01 (d, 1H), 4.7
9 - 471 (m, 1H), 4.44
(d, 1H), 4.35 (ddd, 1H),
4.32 - 4.24 (m, 2H), 3.93
- 3.83 (m, 1H), 3.81 -
3.69 (m, 2H), 3.45 (dd, 1
H), 3.39 - 3.32 (m, 2H),
3.21 - 3.11 (m, 1H), 3.06
(s, 3H), 2.89 - 2.80 (m,
3H), 2.78 (s, 6H), 2.72
(tdd, 1H), 2.22 (s, 1H),
2.02 (ddd, 1H), 1.96 (dd,
IH), 1.87 - 1.71 (m, 4
H), 1.66 - 1.61 (m, 1H),
1.54 (s, 3H), 1.52 - 1.46
(m, 1H), 1.41 (s, 3H), 1.
40 (s, 3H), 1.36 (d, 3H),
1.32 (d, 3H), 1.30 - 1.2
5 (m, 1H), 1.23 - 1.16
(m, 1H), 1.06 (d, 3H).

'H NMR (600 MHz, ¥
B-ds) & 4.75 (d, 1H), 4.4
3 (d, 1H), 4.32 (d, 1H),
4.26 (dd, 1H), 3.90 - 3.8
4 (m, 1H), 3.75 (dqd, 1
H), 3.61 - 3.522 (m, 1H),
3.47 - 3.42 (m, 2H), 3.4
2 - 337 (m, 1H), 3.31
(s, 3H), 3.19 - 3.13 (m,
2H), 3.07 (s, 3H), 3.05 -
2.99 (m, 1H), 2.99 (d, 1
H), 2.85 (s, 3H), 2.82 (s,
6H), 2.30 (s, 3H), 2.26
- 221 (m, 1H), 2.14 - 2.
09 (m, 1H), 2.07 - 1.98
(m, 3H), 1.82 - 1.70 (m,
2H), 1.71 - 1.58 (m, 2H),
1.52 (dd, 1H), 1.52 (s, 3
H), 1.41 (s, 3H), 1.39 (s,
3H), 1.34 (d, 3H), 1.32
(d, 3H), 1.07 (d, 3H).
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e BAE
'H NMR (600 MHz, ¥
B-ds) & 4.78 - 4.71 (m,
1H), 4.43 (d, 1H), 4.36 -
4.17 (m 3H), 3.93 - 3.8
4 (m, 1H), 3.69 (pt, 1H),
3.46 - 3.34 (m, 3H), 3.1
7 (d, 1H), 3.03 (s, 3H),
2.89 - 2.80 (m, 3H), 2.67
(s, 6H), 2.25 - 2.19 (m,
1H), 2.10 (d, 1H), 2.01
- 1.89 (m, 2H), 1.84 - 1.
56 (m, 8H), 1.52 (s, 3H),
1.49 - 1.41 (m, 2H), 1.3
8 (s, 3H), 1.30 (dd, 12
H), 1.09 - 1.03 (m, 3H).
'H NMR (600 MHz, ¥
A%-ds) & 4.80 - 4.68 (m,
I1H), 4.44 (dd, 1H), 4.34
- 421 (m, 2H), 3.92 - 3.
80 (m, 1H), 3.78 - 3.69
(m, 1H), 3.59 - 3.50 (m,
2H), 3.46 (ddd, 1H), 3.41
- 3.33 (m, 2H), 3.23 -
3.10 (m, 1H), 3.07 (s, 3
H), 2.99 (t, 2H), 2.94 -
2.82 (m, 6H), 2.80 (d, 6
H), 2.29-2.18 (m, 1H), 2.
12 (d, 1H), 2.08 - 2.00
(m, 1H), 1.96 (d, 1H), 1.
84 - 1.71 (m, 4H), 1.71 -
1.58 (m, 2H), 1.57 - 1.4
8 (m, 1H), 1.53 (s, 3H),
1.44 - 1.37 (m, 6H), 1.34
(ddd, 6H), 1.06 (d, 3H),
1.03 - 0.98 (m, 3H).
'"H NMR (600 MHz, ¥
A¥-ds) & 4.47 (d, 1H), 4.3
5 (t, 1H), 4.15 (d, 1H),
3.74 - 3.63 (m, 2H), 3.51
- 343 (m, 1H), 343 -
3.34 (m, 2H), 3.23 - 3.13
(m, 1H), 3.03 - 2.97 (m,
1H), 2.99 (s, 3H), 2.92
(s, 3H), 2.76 (d, 3H), 2.6
7 (s, 6H), 2.65 - 2.56
(m, 1H), 2.31 - 2.17 (m,
2H), 2.07 - 1.99 (m, 2H),
1.99 - 1.88 (m, 2H), 1.7

[1081]
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e BAE

8 - 1.63 (m, 4H), 1.57
(d, 6H), 1.52 (s, 3H), 1.5
0 - 1.45 (m, 4H), 1.41
(s, 3H), 1.34 (d, 6H), 1.3

0 (d, 6H), 1.28 - 1.19
(m, 2H), 1.07 (d, 2H), 0.
98 (q, 3H), 0.93 - 0.83

(m, 1H).

'"H NMR (600 MHz, ¥
A%-ds) & 4.38 (dd, 1H), 4.
06 (dd, 1H), 3.63 - 3.55
(m, 1H), 3.23 - 3.14 (m,
2H), 3.10 - 2.97 (m, 1H),

291 - 2.77 (m, 1H), 2.8
6 (s, 3H), 2.55 (s, 3H),
2.45 (s, 6H), 2.42 - 2.27
(m, 3H), 2.06 (d, 1H), 1.
85 - 1.71 (m, 4H), 1.66 -

1.58 (m, 2H), 1.56 (d, 3
H), 1.44 (d, 3H), 1.37 (d,

6H), 1.32 (d, 1H), 1.29
- 1.22 (m, 9H), 1.22 - 1.
[1082] 13 (m, 1H), 1.07 (d, 1H),

0.98 - 0.93 (m, 3H), 0.8

9 (dd, 2H).

'H NMR (500 MHz, ¥
A%-ds) & 4.46 (d, 1H), 4.3
5 (t, 1H), 4.15 (d, 1H),
3.73 - 3.62 (m, 2H), 3.42

- 3.34 (m, 2H), 3.17 -
3.07 (m, 1H), 2.99 (s, 3
H), 2.98 - 2.94 (m, 1H),

2.90 (s, 3H), 2.73 (s, 2
H), 2.62 (s, 6H), 2.41 -
232 (m, 1H), 2.21 (s, 3
H), 1.98 - 1.86 (m, 2H),
1.86 - 1.79 (m, 2H), 1.72

(dd, 1H), 1.65 - 1.59

(m, 1H), 1.56 (d, 6H), 1.
51 (s, 3H), 1.50 - 1.45
(m, 1H), 1.41 (s, 3H), 1.
36 - 1.31 (m, 1H), 1.34
(d, 6H), 1.33 - 1.22 (m,
1H), 1.29 (d, 3H), 1.07
(d, 3H), 1.01 (s, 3H), 0.9

1 (s, 9H).
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Wl BAE
'H NMR (600 MHz, ¥
B%-ds) & 5.16 - 5.08 (m,
1H), 4.51 - 4.40 (m, 1H),
423 - 4.09 (m, 1H), 3.7
5 - 3.66 (m, 1H), 3.54
(d, 2H), 3.52 - 3.36 (m,
2H), 3.05 - 2.98 (m, 2H),
2.96 - 2.87 (m, 5H), 2.8
7 - 278 (m, 7H), 2.11 -
2.04 (m, 2H), 1.97 (d, 1
H), 1.94 - 1.86 (m, 1H),
1.84 - 1.74 (m, 2H), 1.68
(s, 3H), 1.58 (s, 3H), 1.
55 - 147 (m, 7H), 1.41 -
1.32 (m, 3H), 1.32 - 1.2
3 (m, 2H), 1.06 - 0.98
(m, 5H).
'H NMR (500 MHz, ¥
B%-ds) & 5.16 - 5.10 (m,
1H), 4.44 (d, 1H), 4.17 -
423 (m, 1H), 3.75 - 3.6
4 (m, 1H), 3.57 - 3.42
(m, 1H), 3.48 - 3.36 (m,
3H), 3.01 - 2.82 (m, SH),
2.81 (s, 6H), 2.13 - 1.93
(m, 3H), 1.92 - 1.81 (m,
1H), 1.79 - 1.63 (m, 2
H), 1.58 (s, 3H), 1.55 (s,
3H), 1.39 (s, 3H), 1.35
(d, 3H), 1.28 (d, 3H), 1.0
4 - 097 (m, 3H).
'H NMR (600 MHz, ¥
B%-dg) & 4.79 - 4.70 (m,
1H), 4.44 (d, 1H), 4.34 -
“3°>_\ 424 (m, 2H), 392 - 3.8
HiC N 2 (m, 1H), 3.78 - 3.68
(m, 1H), 3.58 - 3.50 (m,
2H), 3.50 - 3.42 (m, 1H),
3.42 - 3.33 (m, 2H), 3.1
9 - 3.11 (m, 1H), 3.07
(s, 3H), 293 - 2.83 (m,
8H), 2.80 (s, 6H), 2.27 -
2.17 (m, 1H), 2.17 - 2.0
7 (m, 1H), 2.07 - 2.00
(m, 1H), 1.98 - 1.91 (m,
1H), 1.84 - 1.71 (m, 4H),
1.71 - 1.58 (m, 2H), 1.5
6 - 149 (m, 1H), 1.54

[1083]
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RAE

(s, 3H), 1.41 (s, 3H), 1.3

9 (s, 3H), 1.35 (d, 3H),

1.33 (d, 3H), 1.06 (d, 4
H), 1.04 (d, 7H).

'"H NMR (600 MHz, ¥
B%-dy) & 4.82 - 4.65 (m,
1H), 4.43 (d, 1H), 4.34 -
4.18 (m, 2H), 3.93 - 3.8
1 (m, 1H), 3.71 (dtd, 1
H), 3.46 - 3.33 (m, 4H),
3.29 - 3.20 (m, 1H), 3.04
(s, 3H), 2.93 - 2.66 (m,
5H), 2.71 (s, 6H), 2.29
- 2.11 (m, 1H), 2.03 (d,
IH), 1.98 (ddd, 1H), 1.89
(d, 1H), 1.84 - 1.73 (m,
4H), 1.73 - 1.68 (m, 1
H), 1.68 - 1.58 (m, 2H),
1.53 (s, 3H), 1.47 (q, 1
H), 1.38 (s, 5H), 1.36 -
1.33 (m, 3H), 1.31 (d, 3
H), 1.22 (qt, 1H), 1.10 -
0.97 (m, 5H).

'H NMR (600 MHz, ¥
B%-ds) & 4.80 - 4.69 (m,
1H), 4.44 (d, 1H), 436 -
423 (m, 2H), 3.93 - 3.8
2 (m, 1H), 3.74 (dt, 1H),
3.62 (d, 2H), 3.45 (dd,
1H), 3.40 - 333 (m, 1H),
3.06 (s, 3H), 2.94 (d, 2
H), 2.92 - 2.83 (m, 3H),
279 (s, 6H), 2.27 - 2.16
(m, 1H), 2.12 (d, 1H), 2.
02 (d, 1H), 1.97 (d, 1H),
1.84 - 1.70 (m, 3H), 1.6
I (dd, 2H), 1.56 - 1.49
(m, 1H), 1.52 (s, 3H), 1.
42 - 1.40 (m, 3H), 1.40
(s, 3H), 1.35 (d, 3H), 1.3
3 (d, 3H), 1.12 (dg, 1H),
1.06 (d, 2H), 0.76 - 0.7
2 (m, 2H), 0.40 (dt, 2H).
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'H NMR (600 MHz, ¥
B%-ds) & 5.73 - 5.48 (m,
1H), 4.82 - 4.64 (m, 1H),
Hsc/_\N 4.42 (d, 1H), 4.33 - 4.0
7 (m, 2H), 3.93 - 3.80
(m, 1H), 3.66 (ddt, 1H),
3.36 (t, 1H), 3.24 - 2.96
(m, 4H), 2.97 - 2.79 (m,
3H), 2.60 (bs, 8H), 2.42
- 230 (m, 1H), 2.28 - 2.
15 (m, 1H), 1.91 (d, 1H),
1.71 - 1.59 (m, 2H), 1.5
0 (s, 3H), 1.44 - 1.36
(m, 4H), 1.33 (s, 6H), 1.
29 (d, 3H), 1.02 (t, 2H),
0.96 (t, 3H).
'H NMR (600 MHz, ¥
B%-ds) & 9.12 (bs, 4H), 4.
81 - 4.68 (m, 1H), 4.47 -
4.41 (m, 1H), 4.32 (dd,
1H), 4.27 (dd, 1H), 3.87
(d, 1H), 3.79 - 3.71 (m,
1H), 3.67 (s, 2H), 3.50 -
3.44 (m, 1H), 3.44 - 3.3
7 (m, 1H), 3.34 (td, 1H),
3.22 - 313 (m, 1H), 3.0
7 (d, 3H), 3.03 (d, 1H),
2.87 (s, 3H), 2.82 (s, 6
H), 2.33 (s, 2H), 2.24 (s,
1H), 2.04 (d, 1H), 2.00
- 191 (m, 1H), 1.84 - 1.
71 (m, 3H), 1.61 (q, 1H),
1.54 (d, 4H), 1.42 (d, 3
H), 1.39 (d, 3H), 1.37 -
1.31 (m, 5H), 1.07 (dd, 3
H).
<L 'H NMR (600 MHz, ¥
B%-ds) & 4.77 (d, 1H), 4.4
5 (d, 1H), 4.32 (d, 1H),
4.26 (dd, 1H), 3.87 (s, 1
H), 3.78 - 3.69 (m, 3H),
3.47 - 3.44 (m, 1H), 3.43
- 3.41 (m, 1H), 3.29 -
3.21 (m, 1H), 3.19 - 3.14
(m, 1H), 3.08 (s, 3H),
3.06 - 2.99 (m, 1H), 2.86
(s, 3H), 2.81 (s, 6H), 2.
53 (s, 2H), 2.24 (s, 1H),

[1085]
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2.06 - 2.01 (m, 1H), 2.01
- 1.93 (m, 1H), 1.89 -
1.85 (m, 2H), 1.80 (d, 2
H), 1.72 (d, 1H), 1.60 (t,
2H), 1.54 (s, 4H), 1.52

(s, 1H), 1.41 (d, 6H), 1.3
6 (d, 3H), 1.34 (d, 3H),
1.31 (dd, 3H), 1.07 (d, 3

H), 0.67 - 0.62 (m, 3H).

'H NMR (600 MHz, ¥
B%-ds) 8 4.78 - 4.72 (m,

1H), 4.42 (d, 1H), 4.37 -
4.13 (m 3H), 4.06 - 3.9
8 (m, 1H), 3.92 - 3.84
(m, 1H), 3.69 - 3.59 (m,
3H), 3.41 (s, 6H), 3.20 -
3.11 (m, 1H), 3.08 - 2.8
9 (m, 3H), 2.87 - 2.77

(m, 3H), 2.60 (s, 3H), 2.
49 (s, 3H), 2.25 - 2.19

(m, 1H), 2.17 (d, 1H), 2.
90 - 2.79 (m, 1H), 2.71 -
2.62 (m, 1H), 1.62 - 1.4
4 (m, 1H), 1.51 (s, 3H),
1.49 - 1.41 (m, 2H), 1.39
(s, 3H), 1.35 (s, 3H), 1.
30 (s, 3H), 1.09 - 1.03
(m, 1H), 0.99 - 0.80 (m,

1H).

HN

'H NMR (600 MHz, ¥
B%-dy) & 4.77 - 4.71 (m,
1H), 4.43 (d, 1H), 4.37 -
4.16 (m 3H), 3.92 - 3.8
4 (m, 1H), 3.68 (t, 1H),
3.46 - 3.35 (m, 3H), 3.17
(d, 1H), 3.08 - 2.89 (m,
5H), 2.87 - 2.77 (m, 1
H), 2.67 (s, 6H), 2.25 -
2.19 (m, 1H), 2.11 (d, 1
H), 2.02 - 1.90 (m, 2H),
1.84 - 1.56 (m, 2H), 1.51
(s, 3H), 1.49 - 1.41 (m,
2H), 1.38 (s, 3H), 1.32
(d, 3H), 1.29 (d, 3H), 1.0
9 - 1.03 (m, 3H).
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'H NMR (600 MHz, ¥
B-ds) & 4.36 (d, 2H), 4.0
3 (d, 1H), 3.91 (s, 1H),
3.65 (s, 1H), 3.62 - 3.57
(m, 2H), 3.07 (s, 1H), 3.
01 (s, 1H), 2.83 (s, 1H),
2.75 (s, 2H), 2.46 (s, 4
H), 2.42 (s, 2H), 2.38 (s,
3H), 2.23 (d, 4H), 2.15
(s, 2H), 1.93 (s, 1H), 1.8
1 (d, 2H), 1.72 (s, 1H),
1.57 (s, 2H), 1.48 (s, 1
H), 1.40 (s, 3H), 1.27
d, 16H), 1.07 (s, 1H), 0.9
7 - 0.93 (m, 8H), 0.91
(d, 3H).
'H NMR (600 MHz, ¥
Bf-ds) & 4.47 (d, 1H), 4.2
7 - 4.19 (m, 2H), 3.86 (t
t, 1H), 3.75 (dtt, 1H), 3.6
2 (1, 2H), 3.50 - 3.43 (m,
2H), 3.43 - 3.34 (m, 2
H), 3.22 (q, 1H), 3.10 -
3.00 (m, SH), 2.99 - 2.91
(m, 3H), 2.88 (s, 2H),
2.86 - 2.79 (m, 3H), 2.28
- 222 (m, 1H), 2.16 (dt,
1H), 2.05 (ddd, 1H), 1.9
6 (dt, 1H), 1.90 - 1.81
(m, 2H), 1.81 - 1.73 (m,
4H), 1.73 - 1.68 (m, 1H),
1.68 - 1.50 (m, 4H), 1.5
0 (s, 2H), 1.49 - 1.43
(m, 1H), 143 - 1.30 (m,
10H), 1.30 - 1.19 (m, 2
H), 1.07 (d, 3H), 1.04 (d
d, 3H).
'H NMR (600 MHz, ¥
B%-dy) & 5.10 (dtd, 1H),
4.46 (d, 1H), 4.24 (, 1
H), 4.21 (dd, 1H), 3.85 (t
t, 1H), 3.74 (dtd, 2H), 3.
66 - 3.57 (m, 2H), 3.49 -
3.33 (m, 4H), 3.13 (ddd,
2H), 3.08 (s, 2H), 3.07
- 2.94 (m, 5H), 2.94 - 2.
88 (m, 2H), 2.87 (s, 2H),
2.85 - 2.75 (m, 4H), 2.2

[1087]
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6 - 221 (m, 1H), 2.18 (d
t, 1H), 2.08 - 1.94 (m, 4
H), 1.84 - 1.66 (m, 7H),
1.66 - 1.58 (m, 4H), 1.58
- 1.44 (m, 7H), 1.41 (d,
6H), 1.34 (dd, 6H), 1.26
- 1.18 (m, 2H), 1.12 -
1.04 (m, 3H), 0.96 (d, 3
H).
'H NMR (600 MHz, ¥
A%-ds) & 8.51 (s, 3H), 5.7
0 (dd, 1H), 5.65 (ddd, 1
H), 4.45 (d, 2H), 4.21 (s,
1H), 3.72 (dtt, 2H), 3.50
(s, 2H), 3.45 (dd, 3H),
3.37 (ddd, 3H), 3.05 (s, 2
H), 2.94 - 2.90 (m, 3H),
2.84 - 2.81 (m, 2H), 2.79
(s, 9H), 2.20 (d, 2H), 2.
10 (d, 6H), 2.02 (ddd, 2
H), 1.91 - 1.83 (m, 4H),
CH 1.82 - 1.78 (m, 2H), 1.71
L1088] ” ’ - 1.68 (m, 1H), 1.66 (s,
1H), 1.57 - 1.46 (m, 8
H), 1.43 - 1.36 (m, 8H),
1.33 (dd, 10H), 1.04 (s, 3
H).
'"H NMR (600 MHz, ¥
B%-ds) & 8.40 (s, 3H), 8.1
1 (s, 1H), 4.47 (d, 2H),
4.20 (dd, 2H), 4.07 (t, 2
H), 4.01 (d, 2H), 3.75 -
3.68 (m, 3H), 3.65 (dq, 3
H), 3.47 - 3.33 (m, 7H),
3.09 (d, 5H), 2.86 (s, 3
H), 2.81 (s, 6H), 2.74 (d,
3H), 2.08 - 1.93 (m, 6
H), 1.91 (s, 1H), 1.79 (d,
2H), 1.65 (dd, 2H), 1.61
- 1.57 (m, 1H), 1.55 (s,
3H), 1.55 - 1.47 (m, 2
H), 1.34 (s, 3H), 1.34 -
1.27 (m, 11H), 1.23 - 1.1
5 (m, 5H), 1.01 (d, 5H),
0.92 - 0.85 (m, 2H).
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'H NMR (600 MHz, ¥
B%-ds) & 4.36 (d, 2H), 4.0
3 (d, 1H), 3.94 (d, 1H),
3.65 (s, 1H), 3.63 - 3.57
(m, 2H), 3.21 (d, 2H), 3.
06 (s, 1H), 2.81 (s, 1H),
2.76 (s, 2H), 2.45 (s, 4
H), 2.24 (s, 2H), 2.17 (d,
1H), 2.07 (d, 2H), 1.87
(d, 1H), 1.81 (d, 2H), 1.5
7 (s, 2H), 1.45 - 1.38
(m, 3H), 1.29 (s, 4H), 1.
27 (d, 8H), 1.24 (d, 6H),
1.09 (s, IH), 0.90 (d, 3
H).

'H NMR (600 MHz, ¥
B%-ds) 8 4.58 (s, 1H), 4.3
6 (d, 1H), 4.03 (d, 1H),

3.64 (s, 1H), 3.60 (dd, 1
H), 3.04 (d, 2H), 3.01 (s,
1H), 2.76 (s, 1H), 2.45

(s, 2H), 2.37 (s, 1H), 2.2
9 - 2.19 (m, 3H), 2.14
(d, 1H), 1.88 (d, 1H), 1.8
0 (s, 1H), 1.73 (s, 1H),

1.65 (tt, 2H), 1.57 (s, 1

H), 1.48 (s, 1H), 1.40 (s,
1H), 1.30 (s, 2H), 1.29

- 1.23 (m, 6H), 1.07 (s,

1H), 1.02 (d, 3H), 0.90 -

0.87 (m, 3H).

'H NMR (600 MHz, ¥
B%-dy) & 4.40 (d, 2H), 4.2
7 - 4.13 (m, 3H), 3.70 -

3.62 (m, 3H), 3.37 (q, 4
H), 3.14 - 2.98 (m, 6H),

2.71 (s, 1H), 2.65 (d, 5

H), 2.59 (1, 7H), 2.49 -

2.44 (m, 2H), 2.26 (s, 1

H), 2.04 (d, 2H), 1.91 (d,
2H), 1.66 (s, 2H), 1.52

(s, 2H), 1.43 - 1.24 (m,

31H), 0.94 - 0.87 (m, 6

H).
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'H NMR (600 MHz, ¥
B%-ds) & 8.53 (s, 2H), 4.9
8 (dd, 1H), 4.58 (s, 1H),
4.46 - 4.39 (m, 2H), 4.2
0 (dd, 1H), 4.01 (d, 1H),
3.96 (dd, 1H), 3.71 - 3.
58 (m, 3H), 3.39 - 3.30
(m, 8H), 3.11 (s, 1H), 3.
07 (s, 2H), 2.85 (s, 2H),
2.63 (s, 4H), 2.58 - 2.52
(m, 2H), 2.48 - 2.35 (m,
4H), 1.97 - 1.92 (m, 2H),
1.92 - 1.86 (m, 1H), 1.7
7 (d, 1H), 1.64 (dd, 1H),
1.55 (s, 2H), 1.54 - 1.43
(m, 4H), 1.43 - 1.40 (m,
1H), 1.40 - 1.27 (m, 11
H), 1.16 (d, 2H), 0.90 (t,
3H).

'"H NMR (600 MHz, ¥
B%-ds) & 8.54 (s, 1H), 4.6
1 (s, 3H), 4.59 - 4.52
(m, 2H), 4.42 (p, 1H), 4.
[1090] 38 (d, 1H), 4.10 (d, 1H),
3.79 (ddd, 2H), 3.65 -
3.59 (m, 1H), 3.49 (dd, 1
H), 3.42 - 3.35 (m, 1H),
3.29 - 3.24 (m, 1H), 3.18
(s, 2H), 3.12 (dd, 1H),
2.85 (s, 2H), 2.82 (d, 1
H), 2.60 - 2.34 (m, 10H),
1.87 - 1.78 (m, 2H), 1.6
5 - 1.56 (m, 2H), 1.48 (d
ddd, 4H), 1.38 (d, 4H),
1.35 - 1.27 (m, 4H), 1.26
(d, 2H), 1.10 (d, 2H), 0.
91 (t, 4H).

'"H NMR (600 MHz, ¥
Bf-ds) & 8.54 (s, 3H), 4.5
8 (s, 2H), 4.26 (s, 1H),
3.37 (s, 3H), 3.33 (d, 12
H), 3.20 (s, 3H), 3.05 (s,
2H), 2.83 (s, 2H), 2.67
(d, 4H), 2.64 (d, 4H), 1.9
3 (d, 4H), 1.70 (q, SH),
1.53 (s, 3H), 1.44 (s, 5
H), 1.41 (s, 4H), 1.38 (s,
4H), 1.33 - 1.27 (m, 8
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H), 1.11 - 1.03 (m, 5H),
0.98 (t, 6H).

'H NMR (600 MHz, ¥
BZ-dy) & 8.54 (s, 3H), 4.5
8 (s, 2H), 4.42 (dd, 2H),
428 (s, 1H), 3.67 (ddd,
M i 3H), 3.38 - 3.35 (m, 2H),
N \ i 3.34 (s, 2H), 3.32 (s, 13
Me—(_ H), 3.05 (s, 2H), 2.88 (s,
1H), 2.64 - 2.58 (m, 8
H), 2.02 (s, 1H), 1.91 (d,
3H), 1.88 (s, 2H), 1.53
(s, 3H), 1.49 (s, 2H), 1.3
8 (s, 4H), 1.35 (d, 5H),
1.29 (dd, 7H), 126 = 1.2
[ ZEL L1 - 1.0
(m, 4H), 0.99 (d, 9H), 0.
90 (d, 1H).

'H NMR (600 MHz, ¥
B%-ds) & 4.51 (d, 1H), 4.4
1 (d, 1H), 4.39 - 4.31
(m, 1H), 4.26 - 4.18 (m,
0 1H), 3.88 - 3.80 (m, 1H),
[1091] > 3.67 (td, 1H), 3.40 - 3.3
4 (m, 1E, 321 - 3.14
(m, 1H), 3.10 - 2.97 (m,
5H), 2.83 - 2.74 (m, 1H),
2.73 - 269 fm, 1H), 26
4 (s, 6H), 2.59 (s, 3H),
2.34 - 2,17 (m, 1H), 2.03
- 1.89 (m, 3H), 1.81 (s,
1H), 1.72 (s, 2H), 1.53
- 1.46 (m, 2H), 1.41 (s,
3H), 1.35 (s, 3H), 1.30
(s, 3H), 1.29 (s, 3H), 1.1
4 - 1.02 (m, 2H), 0.96 -
0.88 (m, 1H), 0.84 (d, 2
H), 0.80 (d, 2H).

'"H NMR (600 MHz, ¥
B2-dy) & 8.55 (s, 2H), 4.3
6 (d, 2H), 4.03 (d, 1H),
3.65 (s, 1H), 3.63 - 3.57
(m, 2H), 3.21 (d, 2H), 3.
06 (s, 1H), 2.81 (s, 1H),
2.76 (s, 2H), 2.45 (s, 4
H), 2.24 (s, 2H), 2.17 (d,
1H), 2.07 (d, 2H), 1.87
(d, 1H), 1.81 (d, 2H), 1.5
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66 7 (s, 2H), 1.45 - 1.38
(m, 3H), 1.29 (s, 4H), 1.
27 (d, 8H), 1.24 (d, 6H),
1.09 (s, 3H).
'H NMR (600 MHz, ¥
B%-ds) & 8.49 - 8.46 (m,
4H), 4.62 (s, 4H), 4.46
(d, 2H), 4.19 (s, 1H), 4.0
5 (s, 1H), 4.00 (d, 2H),
3.74 - 3.62 (m, 5H), 3.47
- 3.39 (m, 3H), 3.11 -
3.08 (m, 2H), 2.99 - 2.96
(m, 1H), 2.86 (s, 2H),
2.77 (s, 5H), 2.01 (s, 1
H), 1.92 (s, 1H), 1.79 (d,
2H), 1.67 - 1.60 (m, 3
H), 1.55 (s, 2H), 1.50 (q,
4H), 1.41 - 1.30 (m, 11
H), 1.29 (d, 3H), 1.23 (d,
1H), 1.16 (s, 2H), 1.06
- 1.00 (m, 3H), 0.99 (s,
2H), 0.94 - 0.87 (m, 3
H).
[1092] 'H NMR (600 MHz, ¥
B%-ds) & 5.71 - 5.64 (m,
IH), 4.45 (d, 1H), 4.24 -
4.12 (m, 2H), 3.72 (td,
1H), 3.66 (s, 1H), 3.45
(dd, 1H), 3.41 - 3.34 (m,
1H), 3.12 - 2.87 (m, 6
H), 2.80 (s, 6H), 2.51 (d,
1H), 2.34 (d, 1H), 2.02
(ddd, 1H), 1.56 - 1.48
(m, 4H), 1.41 - 1.34 (m,
5H), 1.32 (d, 6H), 1.10
(s, 1H), 1.07 - 0.95 (m,
3H), 0.72 (d, 2H), 0.42 -
0.34 (m, 2H).
'H NMR (600 MHz, ¥
A%-ds) & 5.34 (d, 1H), 4.5
9 - 447 (m, 1H), 4.42
(d, 1H), 4.30 - 4.18 (m,
1H), 4.16 - 4.05 (m, 1H),
3.68 (ddd, 1H), 3.42 (dt,
1H), 3.37 (dd, 1H), 3.14
- 2.96 (m, 4H), 2.91 -
2.80 (m, 2H), 2.72 - 2.63
(m, 2H),2.62 (s, 6H), 2.
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149 51 (s, 2H), 2.47 - 2.38
(m, 3H), 2.25 (s, 1H), 1.
96 - 1.90 (m, 1H), 1.82
(s, 1H), 1.60 (q, 2H), 1.5
2 (s, 3H), 1.42 (s, 1H),
1.39 (s, 3H), 1.35 (d, 2
H), 1.29 (d, 3H), 1.12 -
0.99 (m, 2H), 0.94 (t, 3
H).
'H NMR (600 MHz, ¥
B%-ds) 8 5.40 (d, 1H), 4.5
1 (s, 1H), 4.45 (d, 1H),
425 (s, 1H), 4.15 - 4.06
(m, 1H), 3.71 (d, 1H), 3.
47 - 3.39 (m, 2H), 3.29 -
3.25 (m, 1H), 3.05 (s, 3
H), 2.98 - 2.91 (m, 3H),
2.85 (s, 4H), 2.74 (s, 6
H), 2.63 - 2.53 (m, 4H),
2.53 - 2.46 (m, 2H), 2.23
(s, 1H), 2.03 - 1.97 (m,
IH), 1.84 - 1.73 (m, 1
H), 1.70 - 1.59 (m, 1H),
1.52 (s, 3H), 1.48 (d, 1
150 H), 1.40 (s, 6H), 1.36 (d,
3H), 1.32 (d, 3H), 1.08
- 1.02 (m, 3H), 1.01 - 0.
97 (m, 1H), 0.63 (q, 2H),
0.25 (d, 2H).
'H NMR (500 MHz, ¥
B%-ds) 8 7.19 (dd, 2H), 7.
18 - 7.11 (m, 2H), 5.45
(d, 1H), 522 - 5.03 (m,
IH), 4.47 (d, 1H),4.45 -
437 (m, 1H), 4.22 (d, 1
H), 4.04 (dd, 1H), 3.73
(ddd, 1H), 3.45 (dd, 2H),
3.38 (ddd, 2H), 3.21 (d,
IH), 3.18 (d, 1H), 3.05
(s, 3H), 3.00 (dd, 3H), 2.
90 - 2.83 (m, 2H), 2.80

‘0 N(CH3),
\(Q, (Ss IH)s 2.56 (q’ 2H)’ 24
5 9 (q, 2H), 2.25 - 2.17
CH
HsC CHs (m, 1H), 2.03 (ddd, 1H),

191 1.81 - 1.74 (m, 1H), 1.68
- 1.58 (m, 1H), 1.56 -

1.47 (m, 1H), 1.50 (s, 3
H), 1.40 (s, 6H), 1.36 (d,

[1093]
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3H), 1.33 (d, 3H), 1.22
(t, 2H), 1.09 - 1.04 (m, 2
H).
'H NMR (500 MHz, T
B%-ds) & 7.38 - 7.32 (m,
3H), 7.32 - 727 (m, 1H),
5.40 (d, 1H), 5.18 - 5.0
6 (m, 1H), 446 (d, 1H),
@ 444 - 435 (m, 1H), 4.21
(d, 1H), 4.01 (dd, 1H),
o9 - 3.76 - 3.70 (m, 1H), 3.68
\ 3 (s, 2H), 3.45 (dd, 2H),
3.37 (ddd, 2H), 3.18 - 3.
"CHs 09 (m, 1H), 3.04 (s, 3H),
oL i 279 (s, 6H), 2.71 - 2.56

“Ou_~_N(CHs),
(m, 4H), 2.49 (1, 2H), 2.
o 42 (dt, 2H), 2.25 - 2.15
(m, 1H), 2.02 (ddd, 1H),

1.83 - 1.73 (m, 1H), 1.66
- 1.57 (m, 1H), 1.56 -
1.47 (m, 1H),1.50 (s, 3

H), 1.39 (s, SH), 1.36 (d,
3H), 1.32 (d, 3H), 1.20
(t, 2H), 1.05 (d, 2H).

[1095] X7 KT VIR & Rt 2 HEAT B 00, LA SEIUAE R 3R N IR 3A R C240 AT 5 AUSE ]

ISR A Ao J7 Z8H T LA B 2R 52 s B ML 11 o
[1096] 58,

Boc,
* HN
_...CH:.
TFA {30.0% ) ch:{
[1097] OBz ——— . 0Bz
FN(CHy), DCMOCEER, Lhsf 7O AN(CH3)
Q
CHa Chy

[1098]  ZE0°C R, TFA (0.96mL,12.56mmol,30.024&) H N $E£EH4- (((3R,6R,8R,
9R, 10R) -9- (((2S,3R,4S,6R) -3- CRHIBLAEAE) -4- (ZH &) -6- HI AL PU S - 2H- Ik - 2-
) I -8- 4 HE-4,6,8,10,12- FLHI HE-11,13- —8UR-1-E & -4- B+ =4%-3-30)
P S MR IE - 1- PR R AL T 1S (0.33g,0.44mmol , 1.0248) £E7mL. DOMA (v b, HL I VR
EPE IR T RN EE B 2 e 2R . VNN S LOMS 2 7R 58 A F 4K - K5 10mL. DCMAN1 OmL 1
AINaHCO, 7K I S N2 S5 S JEE 0 ELOR$F Jall 2458 457 B o K ZKAH FIDCM (3 X 10mL) 2 HY
WKAVZEE I & I67KNa, S0, 15 B H W4 , 19 2 Bt OR3P RIA A B, FLAZ JERRE T T —

TR
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HN
"CH N(.0%#
[1099] _ ,QBZ + NaBH,CN (2.0 % ) -
S ~ o N(CH3) CFyCHaOH, i3, 5.0t L NCH
|
ﬁ 0
CHy Ly

[1100] KBRS (0.12mL,0.84mmol,2. 024 &) s N 245 £ 5 2 IR (2S, 3R, 4S,6R) -4~
(—H &) -2- (((3R,6R,8R,9R, 10R) -8-H % 3E-4,6,8,10,12- FLFHFE-11,13- 4848-3-
(WRIE -4 - FEFJL) - 1- %008 -4- WA T =i - 9- &) S HE) -6- 1 2 DY &1 - 2H - Nk g - 3 - R
(0.29g,0.42mmol , 1.0 &) AFFEMEILEN (53mg,0.84mmol , 2. 04 &) £ =% L EF (TmL)
W B ORI R B R R AR AR 58 A THFE o 2/ IR ) S SN TH] S, LOMS i 7w S
GEMRL 5E A FE AV N TR =4 o Tn) SOSETR B 0 H R INDCMAN 7K, HL3d Ik DCM (3 X 5mL) ZEHL /K 4
WA HLEE I £ T /KNa, SO, F15: H IR, 145 2 B 75 44, s A i (DOM/MeOH+1%
NEt, 100:0%270:30) 4lifk . 3R 45 54K [ [ 4K K 2 FF R (2S, 3R, 4S, 6R) -4- (. F 2 2E) -2-
(((3R,6R,8R,9R,10R, 12R) -3- ((1- BEFENRAE -4 - F&) HIE) -8-H %A H-4,6,8,10,12- 7L H
Fe-11,13- 8- 1-2 0 - 4- BRI = ke -9- F8) &AL -6- W B DY & - 2H- Atk g - 3 - BB
(0.28,61% %) ,

1) ‘BuOK(1.2%¥)
FoFRMOSEFE)

H N(CHa)z 2) MeOH

CHy CHy HsC R

[1102]  FEGRIR L -42°C (LHE/TUKE) 8 RS 1R 3A Y BRLE THE AR R P (0. 1M)
VS N BuOK A MR (1. 224 8) , HAE R B G WITE LI BE F 841040 8 SRS TE-42°C i
T IR Tl (L. 525 5) , H UK B O /TR R R BLE S AE0C TR ERF i
HAEE AR CBH2E 3/ SRR T8]) o S8 Ja R~ RTFKINH, C LI FROAMDCMZS N 21 52 32 A
Jirh HoRe A LA FHDOMAL B =R e A HLE & I, 4eNa, SO, T8, BSR4 , 75 21 52 i FhelE
X5 RS (10 VR 45 P 1 £E.C - 280 HAT XUPAR I R IR N i o 555 P I 0 Ao W B2 , 58 R
SRS

[1103]  fd A G I& ) 26 L 3 1R AN 5 b T2 7 S8 PR T I 1) IR 2 45 BSRe e SR ALL ) 5 FERE P
il % LA ML E
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e RAE
'H NMR (600 MHz, ¥ 8%-d
4) 8 729 - 7.21 (m, 3H), 7.
15 (dd, 2H), 4.45 (d, 1H),
4.46 - 435 (m, 1H), 4.22
(d, 1H), 4.02 (dd, 1H), 3.77
- 3.63 (m, 2H), 3.45 - 33
6 (m, 2H), 3.03 (s, 3H), 2.9
3 - 2.84 (m, 1H), 2.71 (s, 6
H), 2.03 (d, 1H), 1.98 (d, 1
H), 1.88 - 1.81 (m, 1H), 1.
69 (s, 2H), 1.59 (s, 1H), 1.
48 (s, 3H), 1.44 - 1.40 (m,
2H), 1.39 - 1.34 (m, 5H),
1.34 - 131 (m, 8H), 1.30 -
1.27 (m, 3H), 1.22 (s, 2H),
0.93 - 0.88 (m, 4H).
'H NMR (600 MHz, ¥ &-d
4) & 4.89 - 4.87 (m, 2H), 4.
75 - 4.73 (m, 1H), 4.69 -
4.67 (m, 1H), 4.43 (d, 1H),
4.12 - 4.04 (m, 1H), 3.74
- 3.71 (m, 1H), 3.70 - 3.63
(m, 2H), 3.41 - 3.33 (m, 3
H), 3.14 - 3.06 (m, 1H), 3.
04 (s, 3H), 2.63 (s, 6H), 2.
23 (d, 1H), 1.99 (d, 2H), 1.
92 (d, 2H), 1.89 - 1.83 (m,
3H), 1.68 - 1.66 (m, 1H),
1.65 (s, 3H), 1.59 - 1.53
(m, 1H), 1.46 - 1.37 (m, 2
H), 1.38 - 1.26 (m, 12H),

[1104]
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ot HAE
0.93 - 0.86 (m, 4H).
'H NMR (600 MHz, ¥ &i-d
4) 8 450 (d, 1H), 4.27 - 4.
16 (m, 1H), 3.92 - 3.81 (m,
I1H), 3.77 - 3.68 (m, 1H),
3.54 - 3.49 (m, 2H), 3.48 -
3.42 (m, 2H), 3.39 - 3.34
(m, 1H), 3.03 - 2.92 (m, 4
H), 2.89 - 2.88 (m, 1H), 2.
79 (s, 6H), 2.06 (d, 1H), 2.
02 (d, 1H), 1.95 (d, 1H), 1.
87 (s, 3H), 1.72 (s, 2H), 1.
69 - 1.65 (m, 1H), 1.55 -
1.50 (m, 2H), 1.48 (s, 3H),
1.41 - 1.35 (m, 6H), 1.32
(d, 8H), 1.29 (s, 3H), 1.04 -
0.93 (m, 1H), 0.91 (t, 3
H).
'"H NMR (600 MHz, ¥ &%-d
42) & 442 (d, 1H), 4.28 - 4.
16 (m, 1H), 3.91 - 3.82 (m,

\ 1H), 3.67 (dd, 1H), 3.36
(t, 1H), 3.03 (s, 4H), 2.92 -
[1105] 2.81 (m, 1H), 2.62 (s, 6H),

HsC 2.11 - 2.03 (m, 1H), 2.00
(d, 1H), 1.96 - 1.90 (m, 1
H), 1.87 (d, 1H), 1.72 - 1.6
1 (m, 4H), 1.62 - 1.54 (m,
1H), 1.45 - 1.38 (m, 3H),
1.38 - 1.34 (m, 4H), 1.33
(s, 3H), 1.34 - 1.30 (m, 3
H), 1.30 - 1.28 (m, 3H), 1.1
1 - 098 (m, 2H), 0.91 (qd,
3H).
'H NMR (600 MHz, V& -d
4) & 442 (d, 1H), 4.26 - 4.
17 (m, 1H), 3.92 - 3.82 (m,
1H), 3.77 - 3.69 (m, 1H),
3.69 - 3.63 (m, 2H), 3.39 -
3.33 (m, 2H),3.03 - 2.92
(m, 4H), 2.61 (s, 6H), 2.00
(t, 2H), 1.91 (d, 1H), 1.87
(d, 1H), 1.74 - 1.68 (m, 1
H), 1.67 - 1.61 (m, 3H), 1.
38 - 1.34 (m, 4H), 1.34 -
1.30 (m, 3H), 1.29 (dd, 3
H), 1.10 - 0.99 (m, 1H), 0.
94 (d, 3H), 0.91 (t, 3H), 0.
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e FAE

84 (d, 3H).
'"H NMR (600 MHz, ¥ &%-d
4) 0 4.43 (d, 1H), 4.31 - 4.
15 (m, 1H), 4.11 - 3.95 (m,

N 1H), 3.81 (d, 1H), 3.69 -
HsC. 3.62 (m, 1H), 3.39 - 3.33
N7 (m, 1H), 3.10 - 2.94 (m, 2

HsC H), 2.87 (s, 3H), 2.60 (s, 6
_ OH H), 2.39 - 2.20 (m, 1H), 1.
‘o N(CHs)2 | 99 (d, 1H), 1.95 - 1.80 (m,
o D, 2H), 1.70 - 1.59 (m, 3H),

/ 1.58 - 1.51 (m, 1H), 1.40

CHs (s, 6H), 1.37 - 1.34 (m, 4
H), 1.32 (q, 3H), 1.28 (d, 3
H), 1.25 (d, 3H), 1.13 - 0.9
9 (m, 1H), 0.91 (t, 3H), 0.9

0 - 0.79 (m, 1H).

[1106]

[1107] 9.

£CHy H:.C.N CH. NaBHyCN(2.0% )

H - -
[1108] H‘choi/\ENHa HyC-. "'oB_‘%fZCHZ ZH T8

OH -15°C.6-8F, 81%
/’T'CHJ

0”0 THs
[1109]  7E-15°C RN M #EFEE R (4S,5S,E) -4-&FE-5-FF 0 -2- 1482 415 (122) (0.418g,
2.25Tmmol) AL A L8N (0.294g,4.58mmo]) 7E = H( £ B (20mL) T VAR A, oK HH R
(2S,3R,4S,6R) -4- (-5 %E) -2- (((2R,3R,4R,6R) -4- 4 H-4,6- ~HE-7-248-2- 2,
2,5- IR -4-FA-4H-1,3- ZHEE-6-5%) BE-3-3E) S 2E) -6- B R PU A - 2H- ML R - 3- fig
(1.38g,2.34mmo ) ZEIGUR N E [ SV &4 LA HE6 /NS o 4 R4 FHCH,CL, (30mL) i B H.
FEAARNR L ¥ 7K (20mL) s A0 KA HLE 70 8, B /K2 FHCH,CL, (20mL X 3) SRk o K& JF
(G HLZ F /K i BB A HLUZ 4 TE7KNa, SO, T8, B e 4 FL A PR b (i v i, 15 2
2 E YR BRI R R (2S,3R,4S,6R) -4- (ZHZ L) -2- (((2R,3R,4R,6R) -7- (((R,
E) -5- k- 1- ik -5- UK -3- 44 -2-58) &AL -4- &S -4,6- —HFE-2- (2,2,5- =H
He-4-FM-4H-1,3- ZRETE-6-J5) Pe-3-5%) L) -6- LU & - 2H- ML - 3- P (1.572g,
81%) «

Hj\H (400 5§) HC O
NaBHiCN (2.0 % )

CH,0H: CHsCOOH (9:1)
-15°C, 64881, 79%

(11111 7E0°C FmHiHEE K F R (2S,3R,4S,6R) -4- (- HEK) -2- (((2R, 3R, 4R, 6R) -
7- ((R,E) -5- LR IH-1- 5 -5-F AL -3-15-2-F5) & L) -4- A FE-4,6- —HF-2- (2,
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2,5 ZHHE-4-5FAR-4H-1,3- ZRES-6-4%) B -3-2) L) -6- AL PUS - 2H- ki - 3- g
(700g,1.917mmol) FIE M L4 (0.240g,3.82mmol) 7 =% LB (20mL) H v, %
FH S (4. 3mL, 30 % MeOHIE Y , 28 . 17Tmmo1) 218 8 I 21 Je IR &40 HAFE2 /NN o 31725 W 4
Ve ) ELR e S FCH,CL,, (50mL) B HLZE AR R FE T 7K (20mL) o AT KA HLZ 73 55 H.
W 7K 2 FCH,CL, (20m1 X 3) Pk o 4 & I A HLJE H KB B A HLE & o /KNa, S0, +
f, FUE k4 H A PR vk Alidb , 15 21 2 A R IR AR R 2K R (25, 3R, 4S,6R) -4-
(&) -2- (((2R,3R,4R,6R) -7- ((R,E) -5- L8 F-1-FFE-5-FUK-3-/F-2-3) (H
) AL -4-HEHRE-4,6- —HH-2-(2,2,5- =3 -4-F40-4H-1,3- ZMEDE-6-3E) Pi-3-
B R IE) -6- B PO & - 2H- A - 3 (1.13g,79%) -

(o] H;,q M
- N i,
H;;CAOJK/T( 3
H OCHQ s
OH £\CH, H:C.N e AR
' T e i N-CH
1 Py BzO_/_\ﬂ N v 3
[1112] HaCr,, s 0-ZcH, 155°C, 120, 72% 5 ch,
HsC
/lz-CHs
0”0 CH,

[1113]  HIRHR (2S,3R,4S,6R) -4- (ZH &) -2- (((2R, 3R,4R,6R) -7- ((R,E) -5- L%
Fe-1-32FE-5-FH AR -3- M -2- 28 () &AL -4-FHERE-4,6- —HHE-2-(2,2,5- —H -
4-FAR-4H-1,3- ZIESE-6-38) Be-3- ) ) -6- AL PU S - 2H- bR - 3- s 5 H ORAE R AR
LV TR D0 R HLR R T 21 2 1 o 4 3000mL 3] JES B3 J IA T4 HLA 1 223°C, HAE
NHFEHES (2S,3R,4S,6R) -4- (—HEHE) -2- (((2R,3R,4R,6R) -7- (((R,E) -5- Z 48 FE-1-
R -5- AN -3 -2 5E) (R AR) =) -4- AU -4,6- —H3E-2- (2,2,5- —HIJE-4-4
-4H-1,3- R8I -6- ) Pi-3-3%) A 2E) -6- LU - 2H- ML iR - 3- fi (810mg, 1. 074mmol)
&K (2100mL) — #2558 BB A o NI @SB 3050 B, HECA [ 4 &4 o it
INE 23080 H @ AR (B 3IR) W R BV A ITE M P IN#E 150 CRE4E 12/ o 3d
T LOMS W 52 I, ¥ 7= 58 A B A0 R 7 25 T R, FLKERH ) o e el pRod A € 1% 4tk
SRR (2S,3R,4S,6R) -4- (—H & L) -2- (((6R,8R,9R,10R) -3- ((E) -3- L& HE-3-A
RF-1-1-1-3%) -8-H4E%-4,6,8,10,12- FLFFFE-11,13- “HAMNA-1-EL-4- B0 +=
Fe-9-3%) A FE) -6- FF LU AL - 2H- ML - 3- g (717mg, 81 %) -

HC HsC
o \ ,..Cl(;;c . KHMDS (2.0 % ) o NN O
H;CAOJ\/\( r, CH:; HaC'N-CH (Si;?s:)l:] (12:]1 ) H SCA 0” NF O’g:; HyC,
[1114] e . G5 e B 5
CHs DME, 40 °C, 30441, 80 % o “Ql-O~LCHs

(o] 0 fo)
CHy

[1115]  #E-40°C Flait #:E AR H R (2S,3R,4S,6R) -4- (~H &) -2- (((6R,8R, IR,
10R) -3- ((E) -3-Z.58 2 -3- M -1-M-1-5) -8-F4H-4,6,8,10,12- FHH-11,13-—
AMR-1T-FH A -4- B AR+ = ht-9- %) A -6-HAEPIA -2H-mkmg -3 -8 (715mg,
1.379mmo1) FRITEWR (7TmL) A 22 15V INKHMDS (1. 27mL,1.246mmol) HAWHE1570 &b . Vs InAk iR —
H g (0.197mL,2.076mmo 1) HFFHi+: 15508 o 18 i LOMS HR I 5 87 , 27 58 A3 th o FH = 0 fi%
(0.396mL,2.89mmo1) H Al S B o 8 HIZK A 1R £, 18 (15mL) KA HLZ 508, R KZEH IR
Z T (10mL X 3) ek & I A HLZE LK% , & T67KNa, SO0, T , B We4n , Hoamid i
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kAL, 15 2] 2 8 AR AR 2 R (2S, 3R, 4S,6R) -4- (ZH 2 H) -2- (((6R, 8R,
9R,10R) _3_ ((E) ‘3‘&%%'3‘%4&%'1‘%_1_%) _8_Eﬁ/§k%_4y6)8) 10; 12; 12_/_‘\‘EFI%_
11,13- Z5AR-1- AR - 4-FAR I T =i -9-58) & JE) -6- FH DU (- 2H- L - 3-8 (501mg,

81%) o
N
OCH, 2~
MCHy oo DIBAIH(3.5 % ) H
v ¥ _— ] . :
‘0 N(CHa)2  THF, -20°C, 1.5 i (¢ N(CH3),
HyC CHs

CHs CHs

[1117]  #E-20°C @S, A ZE g (2S, 3R, 4S,6R) -4- (—H & ) -2- (((3R,6R, 8R, 9R,
10R) -3- ((B) -3- A -3- AN -1-1%-1-3L) -8-F43E-4,6,8,10,12,12- /N HH-11,
13- A 1- - 4- BRI =5 -9-2%) A5 -6- H Z DY A - 2H- 1L iR - 3- i (100mg
0.14mmol,1.0% &) fETHF (1.5mL) 1 M ¥ W B s INAETHR () = 7 T A4k 43
(0.28mL,0.28mmol,2.0 &) , H WK [ A R B8 FE40 70 Bl o LB, 72 1573 B (1) B 18] A H¢
BAMNAIL . 5T 5 T RS RS I B S S A o DLk G J 350 2 R R IR iR o 4
FE3093 B 5 , LOMS /3 AT R e 40 56 43 380 i o 4 S 82 A1 Jo7 FHDOMAR B H. F 1 FINaHCO, 7K VA 9
VER BERE2043 4 DL 43 B 2 5 , $RAEDCM (3 X 5mL) REHUCH LA # A HLZE & 4Na, S0, T
e H B WRY AE S i (e FIDCM/MeOH: 100: 02290 : 10) 44k f5 , 3545 5 K 13 2 [F 14
[PIZR B R (2S,3R,4S,6R) -4- (ZH &) -2- (((3R,6R,8R,9R, 10R) -3- ((E) -3-F2HEH-1-
Ji-1-25) -8-H 4 HE-4,6,8,10,12,12- 7S H - 11,13- —FAR-1- & -4- B4+ =48 -9-
B A L) -6- B PO & - 2H- A - 3- i (69mg, 74%) o

HaC,

~CHs
OCH,

.‘\CHa Ms O \N

OCH, y :
“CHy OBz MsCI (1,05 % %) H
Y P g —_— HiC, -,
O N(CH3), NEts (1.1%%) 0 N(CHa),
0 X Yo \CQ’ sl o“X o o
HsC CH3 HaC CHa

CHj ' CHs

(11191 ZEO°C ST, FEmES (1.811,0.024mmol , 1. 0548 ¥ I 34 11 35 1) 28 F
(2S,3R,4S,6R) -4- (—HI&3E) -2- (((3R,6R,8R,9R,10R) -3- ((E) -3-FFH-1-M-1-%) -
8-FIAFE-4,6,8,10,12,12-75H3E-11,13- “F - 1-E 4 -4- B4 T =ki-9-35) H L) -
6- F L DU S - 2H- AR - 3- i (15mg, 0.023mmol, 1.024 &) A= % (3.501,0.025mmol, 1.1
&) fEDCM (2mL) HH VR o 4 I M IR S DR BRI HE B 2 R IR A B 8 Ak (L/INN) o
J2 A1 5 F A FINaHCO, K VAR (2mL) ¥ 2K B A HLZ HIDCM (3 X 4mL) 2B KA HLZE &9, &
Na, SO, M H B W4 , 43 BH 5 &5 724, Az 5 be T — 8%

HaC, CHy RyR,N HaC.N
OCH,

: Va
i NHR4R, (2.0% ™
Hj 0Bz 1Rz ( ) H

WCHg
OCHy4

‘7 OGAUNCH),  NEt, (205 %) ‘o N(CHa),
07N o \Q’ DCM, £i2, 16/8% o p, (o) \CQ’
H,C CHj HsC CHy

CH, CHa
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(11211 Bz (2,04 8) M=% .04 5) IR & 2K R (2S, 3R, 4S,6R) -4- (Z
F & 3E) -2- (((3R,6R,8R,9R, 10R) -8-F 4 -4,6,8,10,12,12-/NH F-3- ((B) -3- ((F 3
TR L) S0 TN -1-J-1-48) -11, 13- 25K -1- 44 -4- B+ =5 -9-5) &) -6-H
DY - 2H- ML iR - 3- i (1. 024 &) FEDCMH B (0. 1) H, HoA I MR S WIFE 2 iR T IR %F
PP LOMS A3 At Fi 7 AR A6 44 ) 56 4 B A o K M AINaHCO, 7K VAV (2mL) WS N 38 i 82 A7 Joig v
HAAG HUAH FHDCM (3 X 3mL) ZEH 4 A L /=5 IF , £Na, S0, T4 H L W4, 13 BT % 740 o
P I ORI AL, SE ORI I A B

[1122] g 5 R 7 R9H BT IR (1) AR LA AR 7 AL & B 7 1) 2% LA R AL &4 o

weH RAE
'"H NMR (600 MHz, ¥ &%-d
P 4) & 839 - 833 (m, 1H), 7.
N & 72 (ddd, 1H), 7.28 (ddd, 1

H), 6.36 - 6.22 (m, 1H), 5.8
8 (d, 1H), 5.05 - 493 (m, 1
H), 4.61 (s, 1H), 4.44 (d, 1
H), 431 - 421 (m, 1H), 4.0
7 - 4.04 (m, 2H), 4.00 - 3.9
7 (m, 2H), 3.74 - 3.67 (m,

2H), 3.58 - 3.50 (m, 2H), 3.
41 (dd, 2H), 3.27 - 3.16 (m,
1H), 3.07 (s, 3H), 2.94 - 2.
84 (m, 2H), 2.71 (s, 6H), 1.

[1123]
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BAE

97 (d, 1H), 1.88 - 1.84 (m,

1H), 1.52 (s, 3H), 1.50 - 1.4

3 (m, 2H), 1.40 (s, 6H), 1.3

8 - 1.33 (m, 4H), 1.32 (d, 2

H), 1.30 (d, 2H), 1.30 - 1.26

(m, 1H), 1.12 - 1.00 (m, 2
H), 0.89 (td, 1H).

[1124]

'H NMR (500 MHz, ¥ &-d
4) 0 5.89 - 578 (m, 1H), 4.
57 (d, 1H), 4.46 - 4.38 (m,

1H), 3.72 (dddd, 1H), 3.66

(ddd, 1H), 3.38 - 3.32 (m, 1
H), 2.95 - 2.84 (m, 1H), 2.5
7 (s, 6H), 2.40 - 2.24 (m, 1
H), 1.96 - 1.89 (m, 2H), 1.8
8 - 1.83 (m, 2H), 1.50 (s, 3
H), 1.41 - 135 (m, 2H), 1.3
5 - 1.30 (m, 4H), 1.29 (s, 3
H), 1.28 (s, 3H), 0.92 - 0.83

(m, 4H).

'H NMR (600 MHz, cdsod)
6 8.38 (s, 3H), 748 - 7.29
(m, 5H), 6.26 (s, 1H), 5.89
(dd, 1H), 493 (d, 2H), 4.46
(d, 4H), 4.36 - 4.16 (m, 3
H), 3.83 - 3.69 (m, 5H), 3.4
3 (ddd, 4H), 3.32 (dd, 4H),
3.06 (s, 3H), 2.96 (d, 2H),
2.89 - 2,76 (s, 6H), 2.38 (s,
4H), 2.25 (s, 2H), 2.02 (t, 2
H), 1.82 (d, 3H), 1.61 (d, 3
H), 1.58 - 1.46 (m, 6H), 1.3
9 (d, 6H), 1.36 (d, 3H), 1.34
(d, 3H), 1.05 (d, 3H).

[1125]

[1126]

‘¢ ""0u_~_N(CH3);
H,C CH
x) 3 CH

[1127]

K_/\‘(
NaNj3 (1.5% ) H

THFMH,0 %%, 2:8f

"0, N(CH3),
HsC CH,

CH,

EERE K28 (1.9ng,30.0umol, 1.52495) S INFIHEEE 1 X H R (25, 3R,

4S,6R) -2- (((3R,6R,8R,9R,10R) -3- ((B) -3-{RA-1-Hi-1-3%) -8-F43£-4,6,8,10,12,
12-7SHBE-11, 13- Z5AR- - AR -4- B4 =kt -9-58) D) -4- (CH L) -6-H L)Y
S - 2H- ML - 3- 1 (18mg, 25. Oumol , 1. 04 5) FETHF/H,0 5: VRS R (0. 05M) H o K¢
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AN TR AR R RE2 /N o BRI, LOMS 29 #r 2 7 2 4B M4 L 58 A 5 A R i 7 72 - B 23 7 L
FHIR &8 I HPLC 44k, , 75 3 A R (25, 3R, 4S,6R) -2- (((3R, 6R,8R,9R, 10R) -3- ((E) -3-
BEIEN-1-1F-1-3) -8-FH%HH-4,6,8,10,12,12- /NH H:-11,13- —484R-1-A 24-4- A 2
W =5t-9-28) ) -4- (CHEE) -6- H A PUS-2H- LR - 3- 5

N
002; Il R 2
*URs 205 5% H

), oBe g o — RS )

0 N(CH3); | > CuSO, (5 £% 0 N(CH3),
<X o :auora;nﬁﬁorgmgfz:zn X o o
HaC CHa L RS ST HaC CHs

o)
3 CH3

"ICH3 OH

[1129]1 2K H 2 (2S,3R,4S,6R) -2- (((3R,6R,8R,9R, 10R) -3- ((E) -3-BE A -1-1F-1-
B -8-HIHHE-4,6,8,10,12,12- /N JE-11,13- M- 1-E & -4- BB+ =H-9-38) A
) -4- (CHEEL) -6- I (- 2H-FE g -3 -5 (6mg, 8. 75umol , 1. 024 5) s i B35 FE 2 1)
2- LR FENERE (2.7u1,26umo0l ,3. 0248 0. IMBRER A /K 1AW (4.411,0.44umol , 58 /R %) I
0.1M 2- (1,2- —“FpFk £ 3E) -4-Fo K -5-5 -2, 5- WKW - 3- B8 /K s (17.501,1. 750
mol , 20 /K %) 7 tBuOH/MeOH/7K2: 2: IR G ¥R MUV, ELKE S BV A W4 H1 307N o 1t
i, LOMS 4 #7 4 /R R A6 b R) 58 4 44K o K 1 FINaHCO, /K VAT (2mL) 8 N S N2 A 5 o, FLH
A HUAH FHDCM (3 X 3mL) ZEHL 44 ML= G I, 4Na, SO, T H I e 4s , £33 (3R, 6R, 8R, 9R,
10R) -9- (((2S,3R,4S,6R) -4- (ZH & FE) -3-F2 0k -6- F BL DU & - 2H- ML g - 2 - J%) 450 5%) -8-H
AFE-4,6,8,10,12,12-75H -3~ ((B) -3- (4-ZKFE-1H-1,2,3-=M-1-F5) §-1-4-1-3%) -
-2 -4- B RFF+=48-11, 13- — i (b & 4151) K@ HPLCAA . 'H NMR (600MHz , FF
fi-d,) 88.58 (dt,1H) ,8.09 (dt, 1H) ,7.94 (td,2H) ,7.39 (ddd, 1H) ,6.52-6.44 (m, 1H) ,5.69-
5.60 (m,2H) ,5.30-5.21 (m,3H) ,5.10-5.00 (m,2H) ,4.65-4.57 (m, 1H) ,4.44 (d,2H) ,4.37-
4.26 (m,2H) ,4.25-4.13 (m,2H) ,3.75-3.69 (m,4H) ,3.42 (dd,2H) ,3.36-3.32 (m, 2H) ,3.23-
3.14 (m,2H) ,2.98 (s,4H) ,2.91-2.81 (m,3H) ,2.77 (s, 7H) ,2.30-2.23 (m, 1H) ,2.03-1.99 (m,
1H) ,1.89-1.85 (m,3H) ,1.59-1.55 (m,1H) ,1.53-1.48 (m,2H) ,1.47 (s,3H) ,1.41-1.36 (m,
3H) ,1.32(s,3H) ,1.31(s,3H) ,1.30-1.28 (m,2H) ,1.27-1.24 (m,3H) ,1.04 (s,3H) ,0.90 (t,
2H) .

[1130]  HZEl1l,

wCHy

OBn “ OCH,
= - R [ 1CH3 9BZ N(CH3);
2 ; NaCNBH,, TFE
[1131] HyCi, A, 0 4
OH HC o -15°C
CHy,  CHs

[1132]  #-15°C (WKERW) N, BEEMAL49 (0.583g,9.28mmol,2.0034 &) — XA N
F120(0.939¢g,4.64mmol , 1 24 &) 1£ =% L (10mL) HP B o 28 E v 5 28 34 Vi o g
(1.85g,4.64mmol, 1245) £ =% L% (3.0mL) H VAR - FHAREI VA (2 X 1.5mL) SHEF%
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AT € B 2/DI Ja , TLC AT 4R/ i O 58 VAR o (1 I NIR S TR 22.23°C , SR Ja IR A< 4
WIRAR AR S e (20mL) 51 AR R SN /K VA (15mL) 18] 43Fic o 7K =00 8 HOFH &
H e (2 X 10mL) 3 — 25 ZHL A F- A WL Z LM BR N T8, ELIRYE T 18 ik A id
AR TR (30% TR - CLbE+0. 3% = 4 %) itk , 13 3] 2 [ By R K iR (25, 3R, 48,
6R) -2- (((2R,3R,4R,6R) -7- (((2S,3R) -3- CRH L) -1-BFC -5-JF-2-F5) L) -4-H
ASE-4,6- HHE-2-(2,2,5- I -4-5FA0-4H-1,3- ZREDE-6-28) Pi-3- 48 HAL) -4- (&
4 3 -6- FH 3L U & - 2H-RtE PR - 3- S (1.93g2,71%) «

«CH3

,.‘C H3 N

N

H OCHs ) OCH,3
OH & Bz OH CHy \J.cH.0BzN(CH

[1133] CH,Q N{ICHa)z NaCNBH,, 7 5} 3282 N(CHs),
ch;. '-,0 Hic‘ﬂ. ".ro
HCHO, £ i& o)
HyC ¢} HsC
Qchy  CH QcHy  CHa
0”0
0" 0" th, CH;

[1134]  FE=IE T 4 E LA L4 (0.583g,9.28mmol ,2. 004 &) — /It 7R I 2128 FH g
(2S,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- (((2S,3R) -3- CGEH AR -1-BH D -5-1F-2-5)
) -4-HEHE-4,6- —HIHE-2-(2,2,5- =HHE-4-5FAR-4H-1,3- ZREYE-6-2E) Bi-3-34)
AL -4- (CHEIL) -6- FHEL DY & - 2H- ML - 3 -5 (1245 76 H B2 (10mL) AR ¥ - £ i
VRS 2R Z T A 0 (1024 8) o 1/NI J , TLCO T H8 7R B 2 576 4 Y B - DU MR 45 I TR &
Yo K FR AR WAE it (20mL) 57 A R S A /K VR (15mL) 2 18] 43 FE o 6 7K J2 23 3 H
&L 2X10mL) #E— P AR KA H RGN E LB N T, B s T BRI TR AR
Yy A B RE TR (30 % AR - C ke +0.3% = 2 %) 4lifh, 15 3 2 1 ik A IR (2S5, 3R,
4S,6R) -2- (((2R,3R,4R,6R) -7- (((2S,3R) -3- CRHI%EIL) -1-FH D -5-1F-2-3) (FR) &
B -4-HEIE-4,6- HE-2-(2,2,5- ZHFE-4-FAR-4H-1,3- HEIE-6-FE) Pi-3- )
3) -4- (CHEI) -6- H LD & - 2H- MR - 3B (71%) »

CHy o
. .CHa 0BZ N(CH) _
o 2 pheLmik

O..-CHz CHs

0" tH,

[1136] A M- 5L 358 N 2K H1 88 (2S, 3R, 4S,6R) -2- (((2R, 3R, 4R, 6R) -7- (((2S,
3R) -3- CRH L) -1- 32 -5-Jf-2-28) (&) &) -4-FHERE-4,6- —HHE-2-(2,2,5-
SR -4 AR-AH-1,3- SRESE-6-4E) FR-3- ) AL -4- (SH &) -6- R A - 20k
M -3~ (1.56g,2.28mmol) FIE K (3L, ImM) o eIt EC A kT 1 Bl A ko - 28t 22 5 513k F
TR R AENBE 550 8 AR 5 B PR AN T A 150 C I 5 LA VR SO B3 VR
HIER 16 /NF 5, B 22 mBGE , BUB IR RA H1 2223 °C K v FIR I B0R R e 4 (et 28 %
211045, 40°C KR HAR AWl il PeidiA: iy alifh , 15 21 5 [ I vk i 2K R (2S, 3R, 4S,
6R) -4- (ZHEH) -2- (((3S,6R,8R,9R, 10R) -8-FH4EHE-3- (R) -1-H I T -3-M5-1-25) -
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4’6’8)10y12_£$%_11 5 13‘:/5?&’1%‘1‘/fk%“l‘/ﬁj\j%ﬂ:ﬂ“zﬁf‘E)‘%) /EI:ZE%) _6_EFI%IE]/§=(A_
2H- AR - 3- B .

BnO M& ~_.CHs Bno M8

OCH, N" Y ocH,
“CH 7 “CH
0 0Bz KHMDS, DME AN

‘0. N(CHa) - - ol “0 N(CHa),
o) \o(;j, : C R T B . 42°C 0 :Q’
CH, HaC CHj

CH,3 CH,

(@]

[1138]  #£-42°C (FUK/ MG E AT, FKHMDS (1. 1mL, 1. 105mmol, 1.3 5) B ¥s
INE B (2S,3R,4S,6R) -4- (& HL) -2- (((3S,6R,8R,9R, 10R) -8- 4 J&-3- (R) -1-
FAEFE T -3-Jf-1-38) -4,6,8,10,12- FL AL -11,13- 4R -1- 2 -4- 9+ = 4¢-9-
H) AL -6- F LU A - 2H- Ak g - 3-8 (0. 650mg, 0.850mmol , 1. 024 ) ZEDME (10mL) 1 )&
W AR -A2°C N R R FE 155081, B MR ER — H g (0.161mL,1.699mmol ,2. 04 ) ¥ X
RIPIEE0°C o 2073 Bl , HRMS 528715 56 45 F J A0 o 5 1024 S AONE £, 78 I 21 e B2 TR & 1
BAS [ N IRE )% B S 15 A INACOE L (10mL) FA7K (10mL) H i@ iEAcOEL (2 X 5mL) ZEHLK AH .
WBEIEG I, AT KNa,S0, T, g s k4 , 75 2 S AR R R R (2S, 3R, 45, 6R) -
2- (((3S,6R,8R,9R, 10R) -3- ((R) -1- CRHI%HE) T -3-4&-1-%5) -8- 4 JE-4,6,8,10,12,
12-7SH 2 -11, 13- 28R - 1- A 4- B4 =kt -9-5) F) -4- (CHER) -6-F RN
- 2H- ML - 3- T o P RH VR A5 Al e A € v (e B FRIDCM/MeOH 100:04290: 10) 44k,

BnO V& A~ .CHs 8nQ M"h ~CHs
N OCH, / | Chis
/ o "'CH 0 o "CH:,
[1139] "N, S, o8z Os, TFA, DMS, o 7 0Bz
0 3 Ou_A__N(CHa)z Skt 0o (o) N(CHa)2
0o o 7 0" o \c@'
HiC' CHs HiC CHs
CH, CHs

[1140]  7E-78°C NI TFA (327ul,4.44mmol,20. 04 8) ¥ A K H R (2S,3R,4S,6R) -2-
(((3S,6R,8R,9R,10R) -3- ((R) -1- CRHIAEL) T -3-M-1-%) -8-FH%HH-4,6,8,10,12,12-
FNEEE-11,13- 28R -1-FH A -4- BRI+ = -9- ) H ) -4- CHER) -6-F DI -
2H- M PR - 3- i FEDCMH B, ELUKS S ST S IFE AT iR B R dE2 0 8h ARG #E-T8°C R
W BB R R, BRI R B (5-67 8 o SRR S N A RN, Bt SRS R i —
HH BRI (1811,0. 24mmol, 1. 139 5) o« FF SBAT BIAE - 78°C N ORFFHiHES 73, SR e i HAE =
TN R, B4k SR 553 B LOMSHR /s 2 28 A4 B} 58 2 B Ak N B 75 18 o 5 DCM (3mL) A1 Al
Na,CO, 7K R (3mL) ¥ 1 2 e RV & 4 HIE DO (3 X bul) ZEHUA HLAH K A HLE S I, &
To7KNa, SO, T H I 25 e 4t , 15 32K H R (2S, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3~ ((R) -
1- CEFIAEEE) -3- 2R 3E) -8- 4 3E-4,6,8,10,12,12- /N HIEE-11,13- — AR -1- 24 -
4- B A = ht-9-28) HEL) -4- (SR -6- F R DUA - 2H- bR - 3- g, KAz i T 1

— DK,
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8n0 BnO Meh «CHy
OCHS
0/ R,-.rlq He' 1ICH; oz
[1 141] NHR4R; TFE R; ) 1 N(CHa),
NaCNBH,, -20°C
0o o
HoC' "CHa
CH,

[1142]  {E-15°CF AR F R (2S,3R,4S,6R) -2- (((3S,6R,8R,9R,10R) -3- ((R) -1- CKH
A -3- AR L) -8- HI4H(HE-4,6,8,10,12,12- /S HIHE-11, 13- 44 L-1-A 24 -4- B 4H
T =hE-9-3) H L) -4- (CSHEL) -6- LU -2H- Mg - 3- i (170mg, 0. 22mmo1,1.024
&) £ =9 S WE (0. 5mL) HH ¥ VBOZ i s In 23 HE 35 1 A i (0. 44mmol , 2. 024 &) FHTFEE Y
SAb4H (28mg, 0. 44mmol, 2. 024 5) fE =H L (1.5mL; M& 0. 12498) T HEm T RN
A JRLE BT B R BB 2/)N o BEDOM (5mL) AN FINa, CO, /K VAR (3mL) s N2 S SR & 4
H#EDOM (3 X 5mL) ZEHUA HLAH 4 A WA G I, 2 To7KNa, SO, T HLIL WK 4R A =4
o3k (Wi 7IDCM/MeOH : 100: 0Z£90: 10) 4ifk, , 15 51 5 (3 I Wk 1 B 5 724

8nO Meh WCHs HO MB'N wCHs
R r\)\( o R : i
1~N H -1CH, 1~N H 'CHy
\ 08z PAIC, 1N HCI ! g6z
[1143] Ry o : o Re :

0, N(CH3); : "0 N(CHa);
MeOH, 52, 15:-8F
X_0 O 0" X.0 o
Hac‘ CH; Hac CHJ

o
CH; CH,

[1144]  HH, R IIN (BN RRFEE 157081 FiiE 6 R N s (1.0 5 JHC1 (3.034
) MIPd/C 10E 7 % (5088 /K %) fEMeOH (5mL) A YR & W0 KA oh4 . 04 F AIHCT (IN) ¥
INE B R B, R HAEH, U (LRAUER) MR R % 5, LOMS 7R 58 e e Ak
FIT 75 P24 o 5 S A S5 3 i B R I (4 X 3mL) e 345 J LR B DCM (10mL) ¥ in 31 2 B2 V8 &)
, ELRE B AT Ji A AINaHCO, 7K ¥ (15mL) Bl Ak 2= pHOg 4011 38 3 DCM (4 X 10mL) AZHL K
FH WA NUAR, £ T 7KMg SO, T, HLf 5 LSRG, 43 B i B 75 724, 44 e R A 8 15
afifk.

HO ME‘N ‘,\CHg

/\)\( OCH,

N H 1CH,
O v 302 MeOH, §5°C

[1145] oG g N(CHa)2
o Vofg’ 8.5 Bt
HyC CHy
CHy

[1146]  7£50-55°C N i sk 2 H & (2S, 3R, 4S,6R) -4- (ZH &%) -2- (((3S,6R, 8R,9R,
10R) -3- ((R) - 1-F24k-3- (WErgbe-1-5) P4 -8-FH4H2k-4,6,8,10,12,12- NI %E-11, 13-
ARG = - 9- ) AL -6 F R DU S - 2H - IR - 3 - R A B R T
W ELE I B 58 e ARG (8/INIF) o 1 S TR A5 0 0 42 i L il [ ok 25 ¥ 771 o J it P
B R (VR 75) - DOM/MeOH: 90: 10%280: 20+1 %NEt,) lifk,, 3575 (3S,6R,8R, 9R, 10R) -9-
(((2S,3R,4S,6R) -4- (- HI&HE) -3-F20E-6- FI ALY - 20-HEmg -2- ) 84 -3- (R) -1-%%
3-3- (Mgt - 1-30) THJE) -8- FARSE-4,6,8,10,12, 12- /N F L - 1- A 44 -4- B R+ =t -
11,13~ Z il ((b&478) o' NMR (500MHz, B -d ) 68.53 (s,3H) ,4.61 (s, 1H) ,4.45(d, 2H) ,
4.37(s,1H) ,4.19(s,1H) ,3.70 (dt,3H) ,3.51 (s, 1H) ,3.44-3.33 (m,6H) ,3.20 (s, 2H) ,3.09
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(s,2H) ,2.99(s,3H),2.69(s,7H) ,2.00(s,4H) ,1.91(s,2H) ,1.53 (s,4H) ,1.45(d,3H) ,1.38
(s,5H) ,1.34-1.27 (m,11H) ,0.99 (s, 3H) .
(11471 {5 B e R0 BRI L & AR 7 2L & R 7 i) 2 DL R AL &9

Ao FAE
'"H NMR (600 MHz, ¥ &-d
4) O 8.49 (s, 3H), 4.46 (d,
3H), 4.24 (s, 1H), 3.77 - 3.
69 (m, 3H), 3.45 (dd, 4H),
3.37 (ddd, 3H), 3.19 - 3.16
(m, 2H), 3.08 (s, 3H), 3.0
3 (s, SH), 2.79 (s, 10H), 2.
73 (s, 4H), 2.24 (s, 1H), 2.
02 (ddd, 3H), 1.97 (s, 2H),
1.66 (s, 1H), 1.53 (s, 6H),
1.49 (d, 2H), 1.39 (d, 9H),
1.32 (tt, 18H), 1.04 (s, 3
H).
[1148] 'H NMR (500 MHz, ¥ #&-d
4) O 8.54 (s, 3H), 4.40 (d,
1H), 4.31 (d, 1H), 4.23 (4,
1H), 4.02 (d, 1H), 3.64 (t,
1H), 3.57 (ddt, 1H), 3.43 -
3.38 (m, 1H), 3.33 (s, 3H),
3.28 (dd, 4H), 2.99 (d, 1
H), 2.88 (s, 2H), 2.66 (td,
6H), 2.56 (d, 1H), 2.37 (s,
3H), 2.35 (s, 4H), 2.12 (t,
1H), 1.94 (d, 1H), 1.85 (h,
4H), 1.82 - 1.80 (m, 1H),
1.76 (ddd, 2H), 1.51 (s, 2
H), 1.34 (s, 2H), 1.31 - 1.2
1 (m, 8H).
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HAE
'H NMR (600 MHz, ¥ #&%-d
4) & 8.53 (s, 2H), 4.60 (s, 3
H), 4.44 (d, 2H), 4.17 (s, 1
H), 4.04 (s, 1H), 3.71 - 3.6
2 (m, 4H), 3.42 - 3.37 (m,
2H), 2.83 (s, 2H), 2.68 (s,
6H), 2.02 (s, 4H), 1.95 (dd
d, 3H), 1.84 (s, 1H), 1.55
(s, 3H), 1.45 (q, 3H), 1.35
(s, 4H), 1.29 (d, 11H), 0.90
- 0.88 (m, 2H).
'H NMR (500 MHz, ¥ 8-d
4) & 8.44 (s, 3H), 4.48 (d,
2H), 3.47 (dd, 3H), 3.41 (d
d, 2H), 3.25 (s, 1H), 3.11
(s, 5H), 2.90 (s, 2H), 2.82
(s, 11H), 2.27 (s, 6H), 2.13
(s, 1H), 2.09 (s, 1H), 2.07
- 2,01 (m, 3H), 1.57 (s, 5
H), 1.53 (d, 2H), 1.40 - 1.3
2 (m, 20H), 1.31 (d, 6H),
1.20 (s, 3H).
[1149] 'H NMR (600 MHz, ¥ &%-d
4) & 8.49 (s, 4H), 4.46 (d,
2H), 4.12 (s, 1H), 3.72 (td,
3H), 3.60 (s, 1H), 3.45 (d
d, 3H), 342 - 3.33 (m, 4
H), 3.14 (s, 2H), 2.91 (s, 2
H), 2.80 (s, 10H), 2.77 (s,
4H), 2.05 - 1.99 (m, 4H),
1.95 (s, 1H), 1.54 - 1.47
(m, 6H), 1.36 (s, 5H), 1.32
(q, 20H), 1.17 (s, 3H).
'"H NMR (600 MHz, ¥ #&%-d
4) & 8.44 (d, 6H), 7.40 - 7.
35 (m, 8H), 4.46 (d, 3H),
435 (s, 1H), 4.17 (s, 2H),
3.90 (s, 1H), 3.78 (s, 1H),
3.76 - 3.69 (m, 4H), 3.56
(s, 2H), 3.44 (ddd, 4H), 3.3
8 (ddd, 5H), 2.98 (s, 3H),
2.80 (d, 13H), 2.42 (s, 2H),
2.02 (ddt, 4H), 1.97 (s, 1
H), 1.82 (s, 1H), 1.52 (s, 7
H), 1.49 (dd, 2H), 1.38 - 1.
30 (m, 26H), 1.01 (s, 3H).

[1150] 512,
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F13C” NH,

TFE

[1151] NaCNBH,, -20°C

(i N(CHs)z
HiyC CHj

CHj

[1152]  7E-15C FKIEHF # (2S,3R,4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- (R) -1- CEH 4
) -3-SEARAEE) -4- 2 -8- A HE-6,8,10,12, 12- L 2E-11,13- 48R -1-E 44 -4- A
FeIRT = hE-9-58) L) -4- (CHEE) -6- FBEPUA-2H- kg -3- 15 (170mg, 0. 22mmol, 1.0
M) 7E =9 G IE (0. 5mL) H Y VO A8 N BB FEE 1 =9 < ik (38uL,0.44mmol,2.024
) MEIEME LN (28mg,0.44mmol,2. 029 &) 7£ =9 L BF (1.5mL; =& : 0. IR H ¥
T o K SN A JRAE T R 5 PR B4 2/ o F4DCM (5mLL) A1/ ANa, CO, /K (3mL) 8 N £ J2
IR G, HIEEDOM (3 X 5mL) ZEHUA ML KA HL= & I, £ T67KNa, S0, F 45 H EZ 7SIk
% o R4 S5 2 B R H R (25, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- (R) -1- CEH
AL -3-((2,2,2- =5 O3 &AL IR -4- 236 -8-F4J:-6,8,10,12, 12- L 3E-11,
13- AR 14 -4- BRI T = -9-38) L) -4- (&) -6- R DU & - 2H- Ik iRg - 3 -
fig (40 % 7= %) AR (2S, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- (R) -1- CGEKH 4 IE) -
3-FRNIE) -4- 2, K:-8-HI4H H-6,8,10,12,12- LRI HE-11, 13- 4R - - 4 -4- B4 H+
—JE-9-3%) AL -4- (CHEEL) -6- H DU S - 2H- Mk iR - 3- i (45%) o

BnO (

‘.\c Hy BnO

N OCH
g /N H -..cls-l
N o 3
Fc N B CHs op, HCHO,NacNBH,  Fi€ g ) 0Bz
[1153]  Fs .2 s o e NCHS
o O A NCHy)y —— \Q, a2
oo o o
0" .0 o &
HyC CHy \Q’ HyC CHgy L

CHj
[1154]  FEZE TN, HEIEMEALE (7.27mg,0.116mmol, 2. 004 5) — R VR N2 26 F g
(2S,3R,4S,6R) -2- (((3S,6R,8R,9R,10R) -3- ((R) -1- CEH L) -3- ((2,2,2- =5 L) &
B L) -4- 2.3 -8-FEHFL-6,8,10,12,12- L 3E-11,13- MR- 1-EH L -4- B0+ =
fi-9-3L) A L) -4- (S -6- FREEPUS - 2H- ML AR - 3- g (R thiti:) (50mg,0.058mmol , 1
) 75 EE (3mL) H VA TR R o 28 v T 8B i S I S (34 .8mg, 1. 157mmol,20 %4 &) . 1
INBT S TLCAX BT i 7 G ) 56 4% Y FE o B IR 48 e BV A4 K Bk R /e — & e (20mL) 5
LRI PR S BN /K I VR (15mL) 2 (8] 43 o K5 K 240 88 H A & b (2 X 10mL) ik — 2 22 L %
G IHAVLE LB AN TR, HLIR Y8 T8 1V W o R AR W ik A i v (30 % P - 2 Ji+
0.3% = %) 4tk , 153 2 [ iR R R (2S, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3~
(R) -1- GRHAERL) -3- (A (2,2,2- =84 F) &) HHL) -4- 2.3 -8-HH3H-6,8,10,
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12,12- FF3E-11,13- 2584 -1-8 4 -4- B 4990+ =4 -9- ) E L) -4- (CHEHR) -6-H
FEPUA - 2H-IHE IR - 3-8 (71%)

ot N
A LocHs RERLS " S
"‘h-.,N H“ "'CH3 5—\- N H\
[1155] ) L 9Bz 2) ¥ By o 1% J ).,
FaC 7 “Oa_~_N(CH3), FaC 0o oﬁmcm}z
o il 0 O 0" 3 O O
HyC CHy ﬁ HC CHy

CH; CH,
[1156] {2 (2S,3R,4S,6R) -2- (((3S,6R,8R,9R,10R) -3- (R) -1- CGEF&KE) -3- (H
F(2,2,2-=F ) TF) ) -4-23-8-F5EIH-6,8,10,12,12- FLHFE-11,13- 4
R-1-F AR -4-FARI T =k -9-08) 0L -4- (S HEIL) -6- H IEPUE - 2H- ML R - 3- BRadb AT
S CARR 2228 H R R 2, SR S5 dn ol A% e i 3R A7 2R FR I 1) I 40 i, 749 31 (3S, 6R,
8R,9R, 10R) -9- (((2S,3R,4S,6R) -4- (ZH &) -3-F2 5 -6- H L DY (- 2H- Mg - 2- 2%) 44
B -4-7.8-3- (R) -1-83-3- (FH(2,2,2- =5 2 3) s H) ) -8-H4E%-6,8, 10,
12,12- FL B -1-4 44 -4- B 4301 = - 11, 13- — 8 (b&4193) .'H NMR (600MHz , H i -
d,) 68.55 (s, 1H) ,4.61 (s, 1H) ,4.44 (d,2H) ,3.71-3.60 (m,4H) ,3.12(s,2H) ,3.03 (s, 1H) ,
2.79(s,2H) ,2.72(s,3H) ,2.64 (s,2H) ,2.45(s,3H) ,2.27 (s, 1H) ,1.95(s,1H) ,1.79-1.74
(m,2H) ,1.53(s,2H) ,1.36(s,4H) ,1.29(t,7H) ,1.07 (s,3H) .
~CHj HO ( WCHs

BnO (
N 1 ocH, N
W enl £ Ho -~
[1157] . G 0Bz DER(A H :

“0 N(CH3), 2)F 5% 2 “r "o N(CHa)2
X 0 O 0" o o
HsC CHa HyC CHy

0
CH;; CH3

[1158]  DLZEAL 7 =0, A R H R ((2S, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- (R) -1- CF
FRAR L) -3- 2T 58) -4- 2. 3L -8- 4 3E-6,8,10,12, 12- LA 3E-11,13- & -1-F 44 -4-
R+ = hi-9-38) FEIE) -4- (CHRIE) -6- FF IE DY S - 2H- kiR - 3 - BR 47 S AL DARBR 8%
HH R3PS, SR 5 0 H IR 8 e ok 147 25 1 Ik 6 11 HH 2 40, 1531 (3S, 6R, 8R, 9R, 10R) - 3-
(R)-1,3- —“FFEPHEL) -9- (((2S,3R,4S,6R) -4- (&) -3- 53 -6- FFLPY S - 20tk
Wi -2- ) ) -4- 23 -8-HI4A -6,8,10,12,12- L B -1- S 4 -4- A+ =%- 11,
13- i (1 495200) . 'H NMR (600MHz , F £ -d,) 88.49 (s,4H) ,5.12 (s, 1H) ,4.46 (d,3H)
4.42 (s, 1H) ,4.34 (s, 1H) ,4.21(s,1H) ,3.78-3.69 (m,8H) ,3.60 (s, 1H) ,3.52(s,2H) ,3.45
(dd,3H) ,3.41-3.33 (m,4H) ,3.24 (s, 1H) ,3.00 (s,4H) ,2.80(s,13H) ,2.22 (s, 1H) ,2.02
(ddd,3H) ,1.85(q,5H) ,1.66(s,1H) ,1.55-1.47 (m,10H) ,1.37 (d,12H) ,1.36 (s,3H) ,1.33
(dd,17H) ,1.05 (s, 3H) .

[1159] %13,

1CH3 OH
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ACHs -

o]
OCH
B 3 ey
" H i, wCHy HC. Gy NaBH;CN(2.04 &)
[1160]  HO ' HC... ., 8207557 ., ZR.LE
OH “on 3 45,6000, 80%
HiC ~ o
J—cH,
0”0 bﬂ;

[1161]  £E-15°CF, I Bi#E M (2S,35,4S) -4- R -3~ CGEHEIE) Rke-1,2,5- =B
(123) (0.519g,2.152mmol) FIFIEME L4 (0. 180g,2.87mmol) 75 = 4R £ BE (20mL) H [ 7
WA KR (25, 3R, 48, 6R) -4~ (ZHZEE) -2- (((2R, 3R, 4R, 6R) -4- A4 HE-4,6-
ST A2 (2,2,5- A4 SR 41,3 IEHE-6-2E) Pe-3- ) LK) -6 AL
2H-HE I -3 - (0.846g, 1. 435mmo) LRV N R SLIR & 4 0h FLBEPE6 /NI o 4 2 2470 i
CH,C1, (30mL) # % , 75 AH AR B2 N ¥ 7K (20mL) o Al KAG HLIZ 73 B, B 7K )= FCH,CL,
(20mL. X 3) et o 16 A I WU LB AC e ELISA HUR TEANa,S0, T4, JU30R 45 FLA
B € kAt b, 1550 2 19 YU I P 2 TR (25, 3R 45, 6R) -2+ (((2R, 3R, 4R, 6R) -
7- (((25,38,4S) -3- GEHEIE) -1,4,5- =FH 8 -2-2) &I) -4- 42k -4,6- I 2k-2-
(2,2,6 A4 SR AH-1,3- ZHESE-6-E) PE-3- ) BUIE) ~4- (UK -6 DY
- 2H-ME I -3- 1 (0.931g,80%) .

o]

A

H™ "H
NaBHJCN(2.0 % )

[1162]
CH3OH: CH3;COOH (9:1)

-15°C, 6.0, 84%

[1163]  ZEOC T, [ HE & 1K 2 (2S, 3R, 4S,6R) -2- (((2R, 3R, 4R, 6R) -7- (((2S,3S,
48) -3- CRHEL) -1,4,5- =% -2-38) H ) -4-H R KEE-4,6- —HIH-2-(2,2,5- =H
He-4-FAR-4H-1,3- ZIESE-6- ) BE-3-58) ) -4- (CH L) -6- H JEPU S - 2H- i - 3-
Mg (0.931g,1.142mmol) FFILHHE AL (0.179g,2.86mmol) £EMeOH : CH3COOH (9:1) (20mL)
H R, S PR S (4. 3mL, 30 % MeOHIA W , 40 . Ommo 1) 2218 7 N2 e RVE-S 0 B HE2/)N
I o B2 R i 79 EL ¥ S 24 FHCHLC L, (50mL) A7 B , 76 AH AR FE T AV 7K (20mL) o Al KA
BUZ 5 8 B K2 FICH,CL, (20mL X 3) Beik 44 & HE A HLZE H K ek B A HLZ& oK
Na, SO, ¥, B2 W 4s B HPROE AT ik gl , 43 3 2 5 O AR A 1) 28 R (2S, 3R, 4S,
6R) -2- (((2R,3R,4R,6R) -7- (((2S,3S,4S) -3- GEFHEIL) -1,4,5- =L -2-38) (H )
) -4-HEHE-4,6- —HIHE-2-(2,2,5- =HHE-4-5FAR-4H-1,3- ZREYE-6-2E) Bi-3-34)
A2 -4- (CHER) -6- I ZEPUA - 2H- Mk R - 3-8 (0. 794g,84 %) -

oH oo Mg, T s "
. 3 - - 3
[1164] B, “'t?fmcu, CHClI2, 0°C. 5. B, 82%
H,3C 2
aCHy
4 i ) THs

[1165] [ EEER A (2S,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- (((2S,3S,4S) -3- (%

244



CN 113573779 A ﬁﬁ HH :I:; 221/255 L

HEE) -1,4,5- =8 -2-38) (F ) &) -4-HHEH-4,6- —HHE-2-(2,2,5- =H -
4-FAR-4H-1,3- ZHES-6-4%) Pi-3-38) L) -4- (SHER) -6- B PUA - 2H- 1L - 3- T
(0.794g,0.958mmo1) £EJ5/KCH,C1, (10mL) H FIVAWR K2, 2- — S FE I Je (0.199¢,
1.915mmol) AL &= CSA (56mg, 0. 239mmol) s INE e M4 H w35/ o [ B 58 1% 5
W3 7KK B FHCH,CL,, (5mL) % A HLZE 73 B8 B /K 2 FHICH,CL, (2 X 10mL) ZEHL 45
FHHIEWLZE T KNa, SO, T W46 5, SRR Vs e I (159248 H 4R 2 s/ 2l A ke
Jit R A4k , 45 21 52 0 €0 YR B0 1 7 o S5 KA AR (VR 5 0 o 77 0 30 3 e s R £ 1y AliA e , 43 31
L (2S,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- (((1S,2S) -1- CEREEE) -1- ((S) -2,2-—=
HJE-1,3- 2R -4-58) -3- Rk -2-38) (H %) &AL -4-HSE L -4,6- —H&-2- (2,2,
5- —HI L -4-F A -4H-1,3- ZHETE-6-58) BE-3- ) HAL) -4- (CH ) -6- FEEPIS-2H-
Mg - 3- g (0.681g,82%) .

HiC. S
-CHs

o CHs 155 °C, 12 8, 78%

CHa

[1167] 4K EE (2S,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- (((1S,2S) -1- CER & EE) -1-
((S)-2,2- —HIHE-1,3- “F I -4-28) -3-F Nk -2-2) (FH) ZH) -4-FHEHKHE-4,6-
THEE-2-(2,2,5- =L -4-FAR-4H-1,3- IR -6- L) Bikn-3-3E) A L) -4- (CHE
HE) -6- AR PUS - 2H-Mb PR - 3- PR 5 R AE R R AL TR Uk H BB TR T IR A=
R B 55K (1576mL) — 4255 £ 28 3000mL K HE -6 i 5 e B A o 5 e N 9 VR FH <
it S304> &b, HLCAG (5] 97 VA B % o it i B 25 3080 H RSB (R 310 K I MR A W) 7E
IR INE AR 150 CRESE 127N o 2T H SR R Y i o PR A e i vk alifh 15 2 2 1
o FE AR 2R R (25, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- ((S) - CEHE KL ((S)-2,2-
TRFE-1,3- TAEURIN-4-5E) L) -8-HI4(FE-4,6,8,10,12- T HFE-11,13- —EAAR-1-H
HR-4-FIRM A =5 -9-38) L) -4- (SR EIE) -6- H AR PUA - 2H-ME AR - 3-fi5 (0.494g,
78%) .

KHMDS (2.0 %+ )
(CH3);80,4 (1.2 %)
Z L (105 ¥)

DME, -40 °C, 30441 . 82 %

[1168]

CH,3
[1169]  #£-40°CF, [al ¥ HE 5 10 2K % (2S, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- ((S) -
(RHFEAE) ((S)-2,2- ZHE-1,3- ZFKIH-4-2) R -8-H4HH-4,6,8,10,12- HH
HFe-11,13- M- T -4- BRI T =0 -9-48) |8 -4- (TR AR -6- I EPU A -2H-
nE HRg - 3 - i (0. 494g,0.840mmo1) 7EDME (7mL) HH R A 5 K KHMDS (0. 734mL, 0. 731mmo1) 2%
PN N2 [ VR AP HAWFE 1553 B IS I EE — H 8 (0. 116mL, 1.218mmo1) , H K [ i 4
P15 Bl o B LOMS B M Je B, 2 7R 58 2 3 A o M I B H = < % (0. 896mL,
6.089mmo1) H Fl K K I8 I 2 S SR S, HFH 8. .16 (15mL) Bk K B HLZE 23 Hokg
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KZEH R B8 (10mL X 3) Pk & I A ML= F R KPS, BRAHLZ4 J6/KNa, S0,
{4, HIE Ik R f niE vk alifh , 15 21 2 A U SRR AR B 2K H R (2S, 3R, 4S,6R) -2-
(((3S,6R,8R,9R,10R) -3- ((S) - CRH &) ((S)-2,2- —HIHE-1,3- 5K -4-58) H ) -
8-FIAFE-4,6,8,10,12,12-75H3E-11,13- “F - 1-E 4 -4-BAH T =ki-9-45) F L) -
4- (CHESE) -6- H FEDU S - 2H- MR - 3-8 (410,82%) »

HiC
BnQ CH,
/ HsC, c CSA HO o H" “1CH3 3 ‘N'CH:’
N-CH. = H .. BzO}
[1170] _OMCH‘: MeOH, 23 °C, 14-1: i, 83% -foﬂmw,

02y Yo
H3C CH,

(11711 [P E R AR (25, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- ((S) - CEH 48 E)
((S)-2,2- ~HIJE-1,3- ~SURFF-4-3E) HFIIE) -8- A HE-4,6,8,10,12,12- /N HIHE-11,13-
TR T-E - E R = - 9- ) SRR -4- (CFEIE) -6- R DY A - 2H- ik R - 3- i
(410mg,0.497mmo1) 7£757KMeOH (10mL) H HIHE VR A INCSA (50mg) o Kf S NI F 14 /N
SRS 5E B 25 F B, ELKERLA 9 FICH,C L, (10mL) # B¢ HHIZK (5mL) ¥ K o K ML) 43 29 H.
¥ 7K /2 FCH,CL,, (2 X 10mL) ZEHL 45 A HLZ A TE 7K Na, SO, T W4l J5 , Bk AR Wid il 1k
I B 1A 2 R <G/ OB A R e i R 44k , 15 21 2 0 6 JeiR Y 6 e Fh e i R R S 40
T o A P Rl v — AP A4k, 15 3 2 i AR [ AR 1 2K FER (25, 3R, 4S,6R) -2~
(((3S,6R,8R,9R,10R) -3- ((1S,25) -1- CRHEAEE) -2,3- R HL PN HE) -8-HI4(2E-4,6,8,
10,12,12- 75 EE- 11, 13- 8- 1- 58U -4- BRI T =08 -9- 38) 850 -4- (CHIEES) -6-
FH 35 PO & - 2H - PH RS - 3 - i (325mg, 83 %) o

HaC
BnO I‘\J ‘.\CHg
- o‘é:*-‘ HiC. PIC, Hy, HCI
[1172] Ho H . JcH

BIOY 5 oy, MeOH,23°C.241 8, 6%
3

@ % o
HaC CHy

[1173]  {E23°CF, Al #E5 B W Z (2S, 3R, 4S,6R) -2- (((3S,6R,8R,9R, 10R) -3- ((1S,
28) -1- CRHIEE) -2,3- ¥R N 3E) -8- % 5:-4,6,8,10,12,12- /NI 2E-11,13- 5 U4R-
-3 28 -4- B+ =kt -9-3%) ) -4- (&) -6- AL PO - 2H- kg - 3- Fis (50mg,
0.064mmo1) 7EMeOH (3mL) H 19 H , #Pd/C (16.33mg,0.025mmo 1) ¥ N E s iR A P,
HFHCL (0. 1mL,0.763mmo1) ¥ M2 SRS o« FHESIWR I R B1043 8, 98 5 K i
PIELR SRR A S T 24/ R A s /N 8 -+ 2380 38, H FMeOHBE I IE D 2
U, LR 56 42 RIS 1 MR 47 5, #FHL ) 51 FHCHL,C L 4 8, AR J5 4 . A A FINaHCO, 7 )
(5mL) ¥ 2K o KA HLIE 70 8 HK5 K JZ FHCH,CL, (2 X 10mL) Hedik - ik 4a A HLIE , 159 2 & 3 (iR
R EA R F R (2S,3R,4S,6R) -4- (ZH L) -2- (((3S,6R,8R,9R, 10R) -8- H 4 %k-4,6,
8,10,12,12- /NI HE-11,13- —448-3- ((1S,29) -1,2,3- = HNHE) -1-A&-4- B0 +=
Ft-9-FL) A HL) -6- H L DU S - 2H- Ak PR - 3- s (50mg , ¥~ 4) «
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HyC
HO wCHy
OCH, HaC £ HsC,
[1174] HO wd H "'Cﬂa‘ N-CH, ¥ A% ) 0.:-..,0 ZN‘GH
“Ql-O~LCHs 55°C, 718, 38% CHs
o 0 24k
HsC CHs

[1175] M4 E R R (2S,3R,4S,6R) -4- (ZHI 2 %5) -2- (((3S,6R,8R,9R, 10R) -8-H
FA2E-4,6,8,10,12,12-/NH BE-11, 13- =5 K-3- ((1S,29) -1,2,3- =N EE) -1-FH%-4-
B+ =he-9-5L) FIE) -6- I ELPY S -2H- AR - 3-8 (50mg,0.072mmol) fEMeOH (2mL) H1
[P AR5 C R IR T /NI TR A Wik 4 Ham i HPLCAtiAL , 759 21 2 3 (B [E 441 ((3S, 6R,
8R,9R, 10R) -9- (((2S,3R,4S,6R) -4- (ZH &) -3-F2 5 -6- H L DY S - 2H- Mt isg - 2- 2%) 44
i) -8-H 4 HE-4,6,8,10,12,12-75H 2£-3- ((1S,29) -1,2,3- =N -1-A44-4-F R0
+ = k11, 13- i (1 &9201) (14mg,38%) «'H NMR (600MHz , cd,0d) 68.47 (s, 3H) ,5.06-
4.94 (m,1H) ,4.56 (ddd, 1H) ,4.44 (t,1H) ,4.33-4.27 (m,2H) ,4.27-4.20 (m,2H) ,3.89 (s,
3H) ,3.79-3.71 (m,2H) ,3.69 (dd, 2H) ,3.66-3.61 (m, 1H) ,3.45 (dt,2H) ,3.43-3.35 (m,2H) ,
3.35-3.26 (m,3H) ,3.25-3.14 (m, 1H) ,3.07 (t,3H) ,2.81 (s,6H) ,2.26 (s, 2H) ,2.08-1.99 (m,
2H) ,1.81(dd,2H) ,1.65-1.58 (m,5H) ,1.58-1.48 (m,6H) ,1.42 (dd,6H) ,1.38-1.29 (m,6H) ,
1.14-0.94 (m,3H) .

[1176] & 14,

OH OH

ﬁH’ N‘Boc
(12 &)
NaBH4CN (2.0 % ¥ )
ZRTE, -10°C, 128
86%

[1178]  fE-15°C N, m$FEEM4- (AR, 2R) -2-FHE-1,3- “FRFEIIE) URE-1- R T
fig (117) (0.230g,0.838mmol) FIFIEWHEALEN (0.079g,1.257mmol) 7E =3 £ % (5mL) HHH]
6- FHR-7T-HR-2-(2,2,5- =HH-4-F40-4H-1,3- MEH-6-FL) Bi-3- %) AL -6-H
FEPY AL - 2H- MR - 3- 15 (0.495¢,0.838mmol) 7E =3 £ B (10mL) A VA R o 45 [ TR & 0
FE6/INSF o S N A FHCH,CL, (10mL) A FE BLAE AR [RIE BE T YA 7K (10mL) Hr KA HLZ 70 B8
HA 7K JZ HCH,CL, (15mL X 3) Bk - 4 & I A HL= F Sk, HISE A PLZEZ T /KNa, S0,
T, YR Hoad ik Ped A e vk alifh, 19 2 2 B B AR A4 - (IR, 2R) -2- (((2R,
4R,5R,6R) -5- (((2S,3R,4S,6R) -3- CEHIFEEIE) -4- (CHZE ) -6- FIEPUE - 2H- MR - 2-
) A FL) -4-FHEHE-2,4- —HH-6-(2,2,5- ZH R -4-FMR-4H-1,3- ZREH-6-3%) Pidl)
) -1,3- “FRRE ) URNE - 1- FHER AU T g (0.612g,86%) -
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OH
H
O/'\“t N—_CHy
Hsy
N OH “1CH4 HiC. WE(10.0%¥)

Boc -CH __ N-CHy
[1179] HiC.. ,.,031\013& on,  _NaBHION (20 % ) G2 S chiy
3
HiC MeOH:ACOH (9:1), -10°C, 12+)~8
Jchy i

(o] otH;

[1180]1  {EO°C Fla#tdEE#I4- ((UR,2R) -2- (((2R,4R,5R,6R) -5- (((2S,3R,4S,6R) -3- CE
H IR IE) -4- (L FE L) -6- F DU -2H- ML -2-38) A 3L) -4-F&E R -2,4- —H 3L -6-
(2,2,5- —HI 3 -4-FA0-4H-1,3- ZRETE-6-3%) Bidd) &) -1,3- RN EL) IR - 1- IR
FUT g (0.300g,0.354mmol) AIFIETHE L4 (44 .5mg,0.707mmol) 7F =% L F% (10mL) )
R S TN I R (1. 6mL, 30 % MeOHYAT » 3. 54mmo1) o 25 R 48 ¥ 71) FLKe s B4 FICHLC1,
(10mL) A% %8 HL7E AR RN BE R FHYA /K (LomL) H A G HLE 7 B8 HK 7K 2 FICH,CL, (10mL X 3)
Peik BRI A HUZ F K Bk, 2 T8 7KNa, S0, T4, FLAs 34 H I PusA: (i ik atifh , 13
B2 A VAR FE R 4 (IR, 2R) -2- (((2R, 4R, 5R,6R) -5- (((2S, 3R, 4S,6R) -3- (G H it
AL -4- (CHEIL) -6- F R PUA - 20-ME iR -2-F8) L) -4-H AR -2,4- —HH-6- (2,2,
5- = FIBE-4- 5 AR-4H-1,3- ZHEDE-6-2%) Bekk) (FJE) &28) -1,3- R L HL) ke - 1-
FRAL T g (248mg,81%) .

OH 9“3
N \CH3
N H OCH5
[ ] o ke CHs -ch 3
1181 HaCo,, A, O‘C\:Z ———
: Y5 CHy  1559C, |2.18¢, 67%
HJC

[1182]  #4- ((IR,2R) -2- (((2R,4R,5R,6R) -5- (((2S,3R,4S,6R) -3- CEH L&KL -4- (—
HZ L) -6- I PU ST - 2H- ML AR - 2- J5) 40) -4-H A0 -2,4- R JE-6-(2,2,5- = HI 3 -4-
AAR-4H-1,3- ZREDE-6-38) PRdk) (L) &) -1,3- RN WRIE - 1- FHEREU T Big
(0.248g,0.288mmol) 5 H ZRAEG A N b T DU Ik AR = B2 R CE R, ARG R = IR
N H5EH (525mL) — AR FE T8 1000mL IR B (E AR IHHT KOG T8 H o B I LA i
@A 304 %, HECA [l A 52 o it in 5 25 3080 H & SR (R 30 K ViR
A WIAE TS TN EE 150 C FRSE 127N o 38 LOMS Wa U Sz N7, 3 73 100 % #4474 o A s
YA AR =, HAR S BN 2800 SUR K A i P A (i vk 2lifh , 79 31 2 3 ik
R EAER4- (R) - ((3R,6R,8R,9R, 10R, 12R) -9- (((2S,3R,4S,6R) -3- CGEHEELEIL) -4- (—
HH L) -6- L DU ST - 2H- Mk iRy - 2- %) 460 0E) -8-F%2E-4,6,8,10, 12- A AE-11,13- 5
R-1-F 2% - 4- AT = he-3-28) GREL) FL) WRIE - 1- IR T 15 (0. 144g,62%) -

H
, on ¢
KHMDS (2.0 4 ¥ ) N wCHy
(CHy);804 (1.2 %) OCH; CHs
[1 183] =ZLEA0L ) N H "“CHj N—CHa
DME, 40°C30441,87%  Boc’ +RZ0 CHs

(o] A o]
CH; HsC CH;

[1184]  fF-40°C F¥rEEmI4- (R) - ((3R,6R,8R,9R, 10R, 12R) -9- (((2S,3R,4S,6R) -4-
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(RS -3- 722 -6- I JL DU & - 2H-ME R - 2- J%) 28 0E) -8- 4%k -4,6,8,10, 12- T HH 2L -
11,13- 8- 1- - 4- B8R+ =i -3-38) (GBJE) HE) WRiE - 1- FF R T 15 (0. 180g,
0.224mmo1) 7£ — H 4B £ bt (TmL) H ¥ Hh 22 12 JOKHMDS (26911,0. 269mmol) HAWHE:15
3B IS INER IR — H B8 (42.511,0.448mmol) , H -4 #1550 B . 8 i LOMS W W S v, ¥ 7R 58
AT K S S = % (30611 ,2.89mmo ) H AT, EUKE /KA N2 I MR G , HH 1%
TG (15mL) Fke A HLZ 20 B B K ZEH R 2B (10mL X 3) Yok K& A HLZ R
KB, HRAHLZEZ 6K Na, S0, -, B4, Hoal i PRodiAt (o ik aiifl , 15 3 2 3 (3l
AR EARI4- (R) - ((3R,6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -4- (ZH &) -3-F23-6-
FH R O & - 2H- Rk g - 2- 368) 480 3E) -8-H 43 -4,6,8,10,12,12- 7N 3E-11, 13- &R -1-K
Fe-A-FAIA = he-3-28) (Fdd) HRS) WRIE - 1- HH R AN T e (165mg,87%) -

TFA(30.0% #)
CH3Clz,0°C £23°C
8. 8F, 72%

[1186]  7E0°C FAj4- (R) - ((3R,6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -4- (—H &) -3-
PRk -6- HJL DY & - 2H-NE R - 2- J%) S8 0E) -8-F 40k -4,6,8,10,12,12- /N F AR -11,13- 5
-1 -4 BAA A=t -3-25) (FR2L) H L) URIE - 1- F AU T T8 (165mg, 0. 202mmol) 7
CH,CL, H VAR AR N2, 2, 2- =H £ 1% (46311 ,6.05mmol) HAHEL2/NNF o 5N 58 B K
10mL ) CH,C1, A1 1OmL A FINaHCO, /K V7S TN 2 S 2R S e » HLORKR R 2R HES 20 B o K
BUZ 70 5 B 7K A FHCH,CL, (3 X 10mL) 0L A W= & I, & J6 7/KNa, SO, FH HLis & e 4 »
15931 5L 3 006 AR [ A ) 2K B R (25, 3R, 4S,6R) -4- (—H &%) -2- (((3R,6R,8R,9R, 10R) -
3- (R) -F2 5L (WRIE-4-J&) FIHL) -8-F4&H-4,6,8,10,12,12- /N 3E-11,13- —&EMR-1-H
Fe-A- WA = -9-38) S -6- FJEPU S - 2H - IRG - 3 - (114.8mg,79%) o

1)|>—<:{1D.u%i +)

NaBH3CN (2.0 )
MeOH, -10 °C, 3+~ B,

2) MeOH, 50 °C, 12]~ B
40% 422/~ B

[1188]  7EO°C T [l ¥kt & MK R (2S, 3R, 4S,6R) -4- (ZH & 3E) -2- (((3R, 6R,8R,9R,
10R) -3- ((R) -2 (URAE -4-3%) H L) -8-H 4 2E-4,6,8,10,12,12-7SH 2E-11, 13- AR -
1-5R-4- B =0 -9- ) ) -6- H DU & - 2H- Nk W - 3- i (0. 300g,0. 354mmo1) Al
RS A4S (25mg, 0. 707mmol) 75 B EE (2mL) FF 4 7 o 248 R N FR TR K FR 8% (4. 5L,
3.54mmol) o ¥4 S S FE3 /N, SR FE e A HA S S A FHCH,CL, (5mL) Ffi e HLZE AR AR B R
F¥ 7K (5mL) s A KA HLZE 5 5, HAG7KJZ FCH,CL, (5ml X 3) Pk A& I HIA HLZ HE K
ek BANLEZ T 7KNa, S0, 45, H B S 4e , 15 21 2 3 O AR R 4- (IR, 2R) -2-
(((2R,4R,5R,6R) -5- (((2S,3R,4S,6R) -3- CRH B -4- (ZH & H) -6- HIEPUE - 2H-
MR - 2- 3k) S 3E) -4-FH 4R -2,4- HIE-6- (2,2,5- =HIgE-4-5A0-40-1,3- HEL-6-
) Pegk) (WAE) 2 0k) -1,3- 3 BRI AR IRIE - 1 - IR T B (17mg) o 7E55°C Y iAok £
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38 7ECH,OH HF FF I 43 A ok 2 2% FH IR S 4R 2 7/ o S I LOMS s T S B2, 7R 58 4 e A Ay
P o LA IR Y I, EUF AL &) FHHPLC At AL , 753 31 52 R 2R 1 1 #4117 (3R, 6R, 8R, IR,
10R) -3- ((R) - (1- GANEEF IR IRIE -4-38) (F22L) HI L) -9- (((2S,3R,4S,6R) -4- (ZHZH
B -3- Ak -6- HI LU - 2H- MM -2- 55) S 2E) -8-F 2L -4,6,8,10,12,12- N F 2 -1- 51
Fe-A-B I = k- 11, 13- 0 (b &423) (9.2mg,40% , 224518 .'H NMR (600MHz , B
i-d,) 68.45(s,3H) ,4.71 (s, 1H) ,4.46 (dd, 1H) ,4.33-4.17 (m, 1H) ,4.08-3.84 (m,3H) ,
3.79-3.61 (m,4H) ,3.46 (dd,2H) ,3.44-3.39 (m,2H) ,3.23 (t,2H) ,3.06 (dd,3H) ,3.02-2.90
(m,6H) ,2.83(d,6H) ,2.60-2.51 (m,2H) ,2.23 (s, 1H) ,2.08-1.92 (m,2H) ,1.86 (dd,2H) ,1.80
(d,2H) ,1.71(d,1H) ,1.57-1.45(m,3H) ,1.45-1.36 (m,9H) ,1.33 (t,3H) ,1.11(ddd,3H) ,
0.75(d,2H) ,0.40(d,2H) .

[1189] 8 H 5 b ThI 75 7 S 14+ Fr il 1) TR L8 45 A 7 AL & BSR4 o (044K T 1785
1184 LL M &4

] FAE
'H NMR (600 MHz, F&-ds) & 8.
52 (s, 3H), 4.43 (s, 1H), 4.26 (s,
1H), 4.13-3.87 (m, 2H), 3.67 (d, 2
H), 3.52 (s, 3H), 3.46 - 3.36 (m,
1H), 3.21 (s, 3H), 3.10 (d, 1H), 3.
02 - 2.80 (m, 2H), 2.73 (s, 6H),
2.53 (s, 2H), 2.03 - 1.94 (m, 6H),
1.94 - 1.77 (m, 2H), 1.70 (s, 3
H), 1.51 - 1.40 (m, 10H), 1.37 (s,
6H), 1.31 (d, 6H), 1.09 (s, 6H),
0.91 (t, 3H).

[1190]
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ot BAE
'H NMR (600 MHz, ¥&%-ds) & 8.
39 (s, 3H), 4.71 (d, 1H), 4.53 - 4.
36 (m, 1H), 4.26 (s, 1H), 3.99 (d
d, 2H), 3.78 - 3.67 (m, 1H), 3.6l
(t, 2H), 3.46 (dt, 2H), 3.43 - 3.35
(m, 3H), 3.28 - 3.21 (m, 1H), 3.20
- 3.12 (m, 1H), 3.06 (s, 3H), 3.0
1 - 2.87 (m, 3H), 2.83 (s, 6H), 3.
01 (s, 1H), 2.08 - 1.93 (m, 4H),
1.90 - 1.65 (m, 10H), 1.51 (dt, 3
H), 1.41 (s, 3H), 1.33 (d, 9H), 1.2
2 (dd, 3H), 1.04 (dd, 6H).
'H NMR (500 MHz, ¥&%-ds) § 8.
49 (s, 3H), 4.59 (d, 1H), 4.46 (d,
1H), 4.28 (s, 2H), 4.14 (s, 3H), 3.
96 (s, 4H), 3.73 (s, 2H), 3.56 (s,
3H), 3.46 (dd, 2H), 3.25 (s, 3H),
3.22 - 3.14 (m, 2H), 3.21 - 3.15
(m, 2H), 3.09 (s, 3H), 2.97 (s, 2
H), 2.88 (s,6), 2.80 (s, 2H), 2.02
(d, 2H), 1.91 (t, 3H), 1.81 - 1.64
(m, 6H), 1.52 (d, 3H), 1.43 (s, 3
H), 1.39 (s, 3H), 1.34 (d, 3H).
'"H NMR (600 MHz, ¥8%-ds) & 8.4
4 (s, 3H), 4.47 (d, 1H), 4.33 (s, 1
H), 4.25 (t, 1H), 3.91 (s, 1H), 3.79
- 3.61 (m, 2H), 3.56 - 3.44 (m, 2
H), 3.40 (t, 3H), 3.21-3.17 (m, 1H),
3.13-2.87 (m, 6H), 2.84 (s, 6H),
2.22 (s, 1H), 2.09 - 2.00 (m, 2H),
1.97 (d, 3H), 1.81 (d, 3H), 1.70 -
1.59 (m, 5H), 1.58 - 1.47 (m, 2H),
1.39 (m, 6H), 1.32 (t, 3H), 1.12
(s, 3H), 1.05 (d, 3H), 0.75 (d, 2H),
0.42 (d, 2H).
'"H NMR (600 MHz, ¥8%-ds) & 8.4
4 (s, 3H), 447 (t, 1H), 4.28 (d, 1
H), 4.23 (s, 1H), 3.89 (s, 1H), 3.73
(dt, 2H), 3.62 (t, 2H), 3.53 (s, 1
H), 3.46 (dd, 2H), 3.44 - 3.34 (m,
3H), 3.28 (d, 3H), 3.23 (s, 3H), 3.1
8 (s, 3H), 3.13 (d, 3H), 2.99 (s, 3
H), 2.80 (s, 6H), 2.11 (dd, 2H), 2.0
3 (d, 2H), 1.90 (d, 2H), 1.86 - 1.7
4 (m, 2H), 1.70 (s, 3H), 1.61 (s, 3
H), 1.52 (dd, 2H), 1.39 (s, 6H), 1.3
3 (d, 3H), 1.22 (d, 3H), 1.02 (s, 3
H), 0.85 (d, 2H), 0.53 - 0.44 (m, 2

[1191]
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) | RAE
H).
'"H NMR (600 MHz, ¥&%-ds) & 8.4
5 (s, 3H), 4.80 (s, 2H), 4.72 (s, 1
H), 4.48 (d, 1H), 436 - 4.29 (m, |
H), 4.25 (d, 1H), 3.92 (s, 1H), 3.81
- 3.69 (m, 2H), 3.66 (d, 2H), 3.64
(s, 3H), 3.52 (s, 1H), 3.45 (dd, 2
H), 3.43 - 3.33 (m, 3H), 3.25 (d, 1
H), 3.00 (s, 3H), 2.92 (d, 2H), 2.81
(s, 6H), 2.19 (s, 1H), 2.03 (d, 3
H), 1.90 (d, 2H), 1.78 (d, 2H), 1.6
9 (s, 1H), 1.62 (s, 3H), 1.52 (dd, 2
H), 1.39 (s, 6H), 1.33 (d, 3H), 1.16
(s, 2H), 1.04 (d, 3H), 0.82 (d, 2
H), 0.47 (dd, 2H).
IH NMR (600 MHz, ¥&-d4) & 8.
44 (s, 3H), 4.46 (dd, 1H), 4.33 (d,
1H), 4.26 (d, 1H), 3.92 (s, 1H), 3.7
4 (dd, 1H), 3.57 - 3.44 (m, 4H), 3.
44 - 3.36 (m, 2H), 3.05 (1, 2H), 2.
99 (d, 3H), 2.94 (d, 2H), 2.82 (s, 6
H), 2.22 (s, 1H), 2.07 - 2.01 (m, 3
H), 1.96 (d, 2H), 1.90 - 1.74 (m, 2
H), 1.68 (d, 2H), 1.63 (s, 3H), 1.53
(dd, 3H), 1.40 (s, 3H), 1.39 (s, 6
H), 1.35 (d, 6H), 1.33 (d, 6H), 1.0
5 (d, 3H).

(11931  fli 5 b1 77 S 1P o6 T-S1-5-T1 - LIK il £ Bk 1) 0 26 & e A e SR ALL ) & R
i PR 7S I S I A 2% DL N A S0 8 5 B P R 2 FH 3 Bt R 7 6 A K o

] KA BAE
'H NMR (600 MHz, ¥
A%-d4) & 8.43 (s, 2H), 4.
62 (td, 1H), 4.44 (dd, 1
H), 4.29 - 420 (m, 2H),
3.72 (dqd, 1H), 3.57 (dt
_S NHy | t, 1H), 3.54 - 3.40 (m, 3
\/\[ H), 3.40 - 3.32 (m, 1H),
OH | 327 -3.19 (m, 1H), 3.0
0 (s, 1H), 2.91 (d, 2H),
2.81 (s, 5H), 2.75 - 2.65
(m, 2H), 2.61 (dt, 1H),
212 (d, J = 1.3 Hz, 2
H), 2.10 - 1.98 (m, 3H),

[1192]

[1194]

252



CN 113573779 A -IH' HH :F; 229/255 1T

e AN FAE
1.96 - 1.87 (m, 1H), 1.8
0 - 1.70 (m, 2H), 1.56 -
1.46 (m, 2H), 1.36 (d, 3
H), 1.34 - 1.27 (m, 8H),
1.06 (d, 3H).
'H NMR (600 MHz, ¥
B%-d4) 3 8.45 (s, 4H), 4.
58 (s, 1H), 4.42 (dd, 2
H), 4.39 - 429 (m, 3H),
421 (dd, 2H), 3.87 (s,
1H), 3.74 - 3.69 (m, 2
H), 3.47 - 3.42 (m, 2H),
3.35 (s, 1H), 3.04 - 2.9
6 (m, 3H), 2.88 (d, 3H),
NH, | 2.79 (s, 5H), 2.69 (d, 1
\A[ H), 2.67 (d, 3H), 2.35
OH | (d, 1H), 2.15 (s, 1H), 2.1
2 (d, 1H), 2.09 (s, 1H),
2.01 (d, 3H), 1.93 (s, 1
H), 1.82 (s, 1H), 1.71 -
1.57 (m, 4H), 1.56 - 1.44
(m, 4H), 1.38 (d, 2H),
1.35 (s, 1H), 1.34 - 1.25
[1195] (m, 14H), 1.10 (t, 2H),
1.01 (d, 3H).
'"H NMR (600 MHz, ¥
%-d4) & 8.49 (s, 1H), 4.
53 (dd, 1H), 4.43 (dd, 1
H), 4.40 - 4.31 (m, 1H),
4.24 (d, 1H), 3.86 - 3.7
8 (m, 1H), 3.78 - 3.68
(m, 2H), 3.52 - 3.45 (m,
2H), 3.44 (d, 1H), 3.36
(ddd, 1H), 3.18 (dd, 1H),
291 (s, 2H), 2.83 (d, 1
H), 2.79 (s, SH), 2.68 (t,
1H), 2.02 (ddd, 2H), 1.7
9 - 1.67 (m, 2H), 1.56 -
1.45 (m, 2H), 1.38 - 1.2
4 (m, 13H), 1.09 - 1.03
(m, 3H).
'H NMR (600 MHz, ¥
B%-d4) 5 8.34 (s, 1H), 7.
N~ NHz | 73 (d, 1H), 7.06 (s, 1H),
M ﬁ;]/ [ 447 - 437 (m, 2H), 4.3
G OH | 2 (ddd, 1H), 4.13 (d, 1
H), 3.94 (q, 1H), 3.73 (d
dd, 2H), 3.57 (dq, 1H),

o]

w
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205

3.45 (dd, 1H), 3.42 - 3.3
6 (m, 1H), 3.22 - 3.17
(m, 1H), 3.06 - 2.88 (m,
4H), 2.82 (d, 7H), 2.13
(s, 1H), 2.06 - 2.00 (m,
1H), 1.73 (dd, 1H), 1.65
(dd, 1H), 1.56 - 1.45 (m,
2H), 1.36 - 129 (m, 5
H), 1.29 - 1.23 (m, 5H),
1.09 (d, 3H).

[1196]

HsC., _NH,

OH

'H NMR (600 MHz, ¥
B%-d4) & 8.45 (s, 2H), 5.
48 (s, 1H), 4.47 - 436
(m, 2H), 4.30 (ddd, 1H),
4.14 (d, 1H), 3.75 - 3.6
8 (m, 1H), 3.61 - 3.53
(m, 2H), 3.43 (dd, 1H),
3.37 - 3.32 (m, 1H), 3.06
- 299 (m, 1H), 2.94 -
2.84 (m, 3H), 2.78 (s, 5
H), 2.11 - 2.05 (m, 1H),
2.01 (ddd, 1H), 1.72 -
1.62 (m, 2H), 1.49 (td, 2
H), 1.37 - 1.23 (m, 14
H), 1.14 - 1.05 (m, 3H).

Hac\[NHz

OH

'"H NMR (600 MHz, ¥
A%-d4) 5 8.43 (s, 2H), 4.
49 - 438 (m, 2H), 4.24
- 4.16 (m, 2H), 3.70 (dq
d, 1H), 3.55 (tt, 1H), 3.4
8 - 3.40 (m, 2H), 3.40 -
3.33 (m, 1H), 3.21 (dt,
1H), 2.89 (d, 2H), 2.78
(s, SH), 2.65 (dd, 1H), 2.
00 (ddd, 2H), 1.72 - 1.68
(m, 1H), 1.54 - 1.50
(m, 1H), 1.50 - 1.44 (m,
1H), 1.41 (d, 1H), 1.36
- 124 (m, 12H), 1.04 (d,
3H).

"'CH3

208

NMBZ
CH3

@/h., EN Ha
OH

'H NMR (600 MHz, ¥
B%-d4) 5 8.49 (s, 3H), 7.
35 (t, 2H), 7.32 - 7.25
(m, 3H), 4.42 (d, 1H), 4.
30 - 422 (m, 2H), 4.11
(d, 1H), 3.91 (q, 1H), 3.
74 - 3.68 (m, 1H), 3.64
(s, 1H), 3.58 - 3.50 (m,
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o AR FAE
1H), 3.43 (dd, 1H), 3.24
- 3.18 (m, 1H), 3.07 (dd,
1H), 2.99 (d, 1H), 2.81
(d, 3H), 2.76 (s, 5H), 2.0
2 - 1.99 (m, 1H), 1.73
(dd, 1H), 1.58 - 1.51 (m,
1H), 1.51 - 1.42 (m, 2
H), 1.34 - 1.27 (m, 7H),
1.26 (d, 2H), 1.22 (d, 2
H), 1.07 - 1.00 (m, 3H).
'H NMR (600 MHz, ¥
B%-d4) & 8.42 (s, 2H), 7.
15 - 7.07 (m, 2H), 6.81
- 6.74 (m, 2H), 4.44 (d,
1H), 4.42 - 4.34 (m, 1
H), 4.25 (ddd, 1H), 4.12
(d, 1H), 3.76 - 3.68 (m,
2H), 3.54 (ddd, 1H), 3.48
- 3.32 (m, 3H), 3.08 (d
t, 1H), 3.04 - 2.97 (m, 1
H), 2.88 (dd, 1H), 2.85 -
2.79 (m, 7H), 2.76 (dd,
1H), 2.02 (g, 2H), 1.72
(dd, 1H), 1.62 (dt, 1H),
1.56 - 1.44 (m, 2H), 1.36
- 1.24 (m, 9H), 1.23 (s,
2H), 1.13 - 1.03 (m, 3
H).
'H NMR (600 MHz, ¥
B%-d4) & 8.49 (s, 2H), 5.
49 (s, 1H), 4.99 (dt, 1H),
4.41 (d, 1H), 4.12 (d, 1
H), 4.00 (q, 1H), 3.75 -
3.67 (m, 2H), 3.67 - 3.63
HsC/, _NH, (m, 1H), 3.47 - 3.30
HaC [ (m, 10H), 3.08 (dd, 1H),
" TOH 2.83 (dd, 1H), 2.78 (d,
7H), 2.04 - 1.98 (m, 2
H), 1.75 (ddt, 2H), 1.66
(ddt, 1H), 1.50 (td, 1H),
1.42 (dd, 1H), 1.35 - 1.2
4 (m, 13H), 1.05 (d, 3
H), 0.97 (t, 3H).

[1197]
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[1198]

RAH

BAE

HiC.,,

Hsc \\\-'[

NH2

OH

'"H NMR (600 MHz, ¥
B%-d4) & 8.50 (s, 2H), 5.
49 (s, 2H), 4.40 (d, 1H),
3.71 (ddt, 2H), 3.43 (dd,
1H), 3.33 (d, 11H), 2.88
(s, 2H), 2.76 (s, 6H), 2.
00 (ddd, 1H), 1.81 (s, 1
H), 1.74 (s, 1H), 1.49 (t
d, 3H), 1.39 (s, 2H), 1.3
3 - 1.25 (m, 9H), 1.05

(s, 2H), 0.96 (t, 3H).

HO]:T:NHZ

OH OH

'"H NMR (600 MHz, ¥
A%-d4) & 8.49 (s, 2H), 5.
13 (d, 1H), 4.48 - 4.41
(m, 2H), 4.07 (d, 1H), 3.
83 (dd, 2H), 3.77 - 3.57
(m, 7H), 3.48 - 3.40 (m,
2H), 3.37 - 3.32 (m, 2
H), 3.09 - 3.02 (m, 2H),
2.96 (d, 4H), 2.90 (d, 1
H), 2.77 (s, 6H), 2.03 -
1.97 (m, 2H), 1.79 - 1.65
(m, 3H), 1.48 (t, 4H),
1.37 - 1.26 (m, 12H), 1.0
7 (d, 3H).

'H NMR (600 MHz, ¥
A%-d4) & 8.35 (s, 2H), 5.
78 (dt, 1H), 5.62 - 5.55
(m, 2H), 4.46 - 439 (m,
2H), 4.39 - 4.32 (m, 1
H), 4.15 (d, 1H), 3.97
(p, 1H), 3.72 (d, 1H), 3.
60 - 3.52 (m, 1H), 3.45
(dd, 1H), 3.39 (dd, 1H),
3.36 - 3.31 (m, 1H), 2.95
- 290 (m, 1H), 2.87 (d,
2H), 2.81 (s, 4H), 2.78
(d, 1H), 1.70 (dd, 1H),
1.59 (d, 1H), 1.52 (q, 1
H), 1.37 - 1.30 (m, 5H),
1.30 - 1.25 (m, 5H), 1.0

HsC

ACHy
OCH,

“CHj N(CHg),

MS (ES-API, m/z): [M+2
HP*" = 251.3
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KA BAE
< K
[1199]
H3C,
o 130

= NH,
M \/\[ MS (ES-API, m/z): [M+2

CHs OH HP** = 257.3
8 124
[1200]  J77%15.
NH o) ¢}
= i ~ N
[1201] @)‘Lo/\ 2 \OJKENHZ_HCI e O)K[ \)_@

[1202]  [A)L- 2 &R ESEh IR L (10g,52.6mmol) 7E1,2- =5 Z.%% (100mL) H (R Hh s
AR 2.1 (8.5g,62.2mmol) o KE VA W IR L 207N, ¥4, il Ak e Lok €, HOk
BT, 153 2 [EARY K (S) -2- A Fk-4,5- A NEM:-4- HF R H g (10.52,82%) -

0
[1203] ‘“o)kEN»_@ DIBALHQR1% %) Ho’\E N\>_@
o % o

THFp°C £23°C, 18/ if .99

[1204] TE-78°C N, MIBFEHER (S) -2- I -4,5- A MEM-4- FH R H fg (10.5¢,
51.2mmo1) 7ETHF (150mL) H F1 ¥ H A2 U8 iNDIBAL-H (14.55mL, 102mmol) , 2R JGEE iR T
T4 1 A o G TLC R W e . 5 S 7~ i 56 4 30 Jir A P o 7 A ) 308 T 0 e 52 42 Vs R o TR
BAERVER (50m1) A, PR ANCH,CL, (100m1) HAE23C T HiHE R MW E 2 R0 % A G IE D
&, BR7K = HICH,CL, (50mL X 3) ¥l « ¥4 & I A HLZ FHER /K Bk, 4 0 7KNa, SO0, T4, ik
i Hod i i ek aife, 15 2 2 T EHPRT ®) - Q- 38%k-4,5- A REmE-4-55) FjE
(9g,95%) .

12051 HO/\[I\{»_@ CHySOsCI (1.2 51 ¥ ), TEA (205 %) MsO/\[N\>_©
o) CH,Cl,0°C£23°C, 3/ if.82 % o

[1206]  #£23°CF, (Al £E250mL G JI et o I e HE 5 1 (R) - (2- 44k -4,5- Z A NEME-4-5)

H i (4g,22.57Tmmol) £ECH,C1,, (100mL) F HIVE R SR N =tz (4.57g,45 . Tmmo1) AHHH

LS (3.10g,27. Immol) , SR JE i FE3 /NG o K s S AE AR R I BE F A& 7K (50m1) H A, H

VR NCH,CL, (50m1) o ¥ H B2 4 B A% /K 2 FACH,CL, (50ml X 3) $E¥k o 45-& FHAIA HLUE Fl 2k

IKBEHR » 476 7KNa, SO, 1 HIKk 4, 453 3 2 7o O R HRER (S) - (2- 282k -4,5- Z 418
e -4-5L) FHES (4.752,82%) o

o DMF,70 °C, 12/~ 8, 94% 0
[1208] [ #iHE I IR (S) - (2- K3k -4,5- & Wame-4- L) S (4.8g,18.88mmol) 7E
DMF (60mL) H (1 R s in 2 &AL 8N (4.89¢, 75mmo ) , HE S SN E 70 C It 4 N
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BEMA R =, Hia R MNIREY I 7K (20mL) FIEt0Ac (200mL) G HLZE 75, H
¥ 7K )= FEt0AC (2 X 100m1) 22 K5 I A LR FER /KB Bk, 4 6 7KNa, SO, 45 , e 4 B il
IR vk Al 1S B R A HIRYE R) -4- (BEIEF L) -2- 7K -4, 5- A REM
(3.72,94%) .
(1209] N3/\[N\>_© ANHCIKZR NS/\ENHZ

0 107 °C, 4 8, 45% OH
[1210] K 7E4N HCLIEWHF B (R) -4- (BRI ) -2- KK -4,5- S WEM: (3. 8¢,
18.79mmo1) £E107 ‘C I IS T HERES /NI o SR 5 K5 S S 40 FIMe OHAR F: ELIR 45 - K R A2 0
W R AEMeOHH , Hid it Amberlist- (OH) W lig i 38 o 44 44 IE FAMeOH 78 43 W ldk , Wk 4 i 771), AR
AL AL, 13 2 B AHIRYN ®R) -2- 2 5E-3-SFAEN-1-8 (1g,45%) .
a11] NSAENHZ TBSOTf, DIPEA N"/\ENHz

OH CH,Cl,, 0°C, 218, 91% OTBS
[1212]  #E23°C 7, ) (R) -2- 22 -3- B 5N - 1 - A% (1g,12.32mmo1) 7ECH,C1, (15mL) H 1)
BEFEE IV KDIPEA (2.3g,25. 12mmo 1) A1 RS (0. 72g,12. 41mmol) 22128 N2 [
VRS K H AR 2/ NI o SR JE K S A FH P 7K (50m1) H AT B INCH,CL, (20m1) o ¥5A L
J= 57 B8 B /K JE FCH,CL, (50m1 X 3) Pk o 4 & I A HLE FH /K ek , & H67KNa, S0, 15
Hkds , 32 2T MR R) -1- B % -3- (U] 2 H R F R F 28 N-2- 1%
(1.47g,91%) -

: HsC,

NH, NaBH,CN (2.0 41 i) *“N-CHa

(1213 W EY ¥ o~ Zcw,
oTBS -15°C.6+) B, 82%

[1214]  #E-15°CF, [ FEE R (R) -1- 2 5= -3- (GRUT W IR H R e 5E) 4058 I -2-
i (0.315g,1.605mmol) FIEIEMIA AL AN (0.202g,3. 21mmol) £F = 4 £l (20m1) H )35 ¥
SEISIN AR (2S,3R,4S,6R) -4- (ZH &) -2- (((2R,3R,4R,6R) -4- F 4 E-4,6- —H
Fe-7-5AL-2- (2,2,5- ZHIHE-4-FfR0-4H-1,3- ZMEYE-6-25) Pi-3-58) A L) -6- YA -
2H- LA - 3-8 (0.946g,1.605mmol) , FLKE SRR &4 FE6 /NN o 4 S R4 FCH,CL, (30m1)
iR ELAEARTRNIR T AV 7K (20ml) Hh AT KRG HLZ 5, B /K2 FHCH,CL, (20mL X 3) BE¥ .
W& A WLZ I ER/K GRS , 2 T07KNa, S0, T8, W4 FLis i PRodiA: e iy aifh , 15 31 2 1
IR [E 44 ) 25 F R (25, 3R, 4S,6R) -2- (((2R,3R,4R,6R) -7- ((R) -1-BFIE-3- (T
BT L R R L) ROE) TR -2-0) &) -4-F AR -4,6- S EE-2-(2,2,5- =3 -4-4
R-4H-1,3- ZHEH-6-38) Pi-3-58) | -4- (ZHE ) -6- B PUS - 2H- ki - 3- I
(558g,82%) »
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CH; 0O O C
HsC 3 FEHJ
e SO S U 5y, Some
[1215] DMAP(HE1L7]) L0 Zcn,

CH,Clp, 23°C. 4]~ 1, 67%

[1216]  {E23°CF, M #HEE R FE R R (2S,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- ((R) -1-&
BHE-3- (GRUT B H R R e L) SA08) N -2-48) & Bh) -4- k-4, 6- —HI -2 (2,2,
5- =ML -4-f0-4H-1,3- ZHETE-6-K5) Be-3-48) A -4- (CH ) -6- 1 EE DY & - 2H-
ML -3 - P (558g, 1. 47mmol) £ECH,C1, (30mL) FH R ¥A HH ZE 18 S I — B IE — AU T I (22.91g,
105mmo 1) o4 S5 WLk G WIBEREA 7> B o SR JE R S B A7 7K (50m 1) 7 A, R NCH,C1, (50m1) o
¥ B HLZ 50 8 B K2 FICH,CL, (50m1 X 3) Peifk 4 & H WA HLE F b KB, & T8 K
Na, SO, 45, W4 , HL ik PRs AT (B ik 2l , 15 2] 2 0 PRI 28 R (2S, 3R, 4S,6R) -
2- (((2R,3R,4R,6R) -7- (((R) -1-B&IE-3- (GRUT B H EH R FA L) H-2-2) ([
TEREERIL) &) -4-HEH-4,6- —HIE-2-(2,2,5- =H3-4-5FC-4H-1,3- "IEZE-6-
5) PE-3-3) L) -4- (CHEEL) -6- A PUS - 2H- LR - 3- g (354g,67%) -

Bocg \
CH
Na’\[N ° Na/\[
OCH,
OTBS Y "'CH3 "°"N-CH, s
. TBAF (2% ¥)
[1217] HaC "*osmcﬂa

THF, 40 °C, 2/~ B, 74%

20
PR

0" 0 CHs
[1218]  7E23°C I, [ FiHF 5 10 4% B g Y 3% (2S, 3R, 4S,6R) -2- (((2R, 3R, 4R,6R) -7- (((R) -
1- B -3- ((BUT 5 I A fe dE) S03E) T -2-38) (BT A HRIE) & IE) -4- F &t -
4,6- ZHIHE-2-(2,2,5- =W -4-5AK-4H-1,3- ZREHE-6-38) Pe-3-25) ) -4- CH=R
HE) -6- F R PY S - 2H- NI - 3- i (354mg, 1. 14mmol) 7ETHF (10mL) 4 33 i 22 18 7% INTBAF
(1.4mL,2.28mmol) ¥ [ BV W4 HE4 531 o SR 5 4 I A YA 7K (50m1) A A, ¥ IMEt0Ac
(50ml) CEEHENES B, B 7K 2 FHELOAC (50ml X 3) Yeik & A HLE F KBk, 4
J67KNa, S0, 08, W4, His i Puigih: ( isvE Ay, , 13 21 200 AR R H R (25, 3R, 48,
6R) -2- (((2R,3R,4R,6R) -7- ((R) -1-B&IFE-3-FLIHEH -2-F) (FUT AIEFRIL) &) -4-HF
ASE-4,6- —HHE-2-(2,2,5- = FE-4-5AC-4H-1,3- “REHE-6-J%) Pi-3-3%) L) -4- (&
A k) -6- B DY & - 2H- LR - 3- g (234mg, 74 %) o

BOQ
Ns/\[N ‘C;::Ha &
[1219] . :..:%23;1%% 25
O0—£0~LCH;  155°C, 12.)° 8, 64%
HiC A
oo o

[1220]  CREZKF R (2S, 3R, 4S,6R) -2- (((2R,3R,4R,6R) -7- ((R) -1- B & A, -3-F A A ki -
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2-55) GRUT EH:) & 3E) -4- Ak -4,6- 1 3E-2- (2,2,5- =HI R -4- 5 AK-4H-1,3- I8
Pi-6-3%) Pk -3-38) A L) -4- (CHEIL) -6- SR PUS - 2H- LR - 3- B (120mg, 0. 204mmo)
5 IR TR I TR IR HE T BN A5 2L JRBE I O T4 Hve 21 2823°C o 4
=Hif FRACE Y SR (893mL) — AL BIBEIH o K S S U <3070 B, HLACA
(] L vk s o Wt DL A% 3080, H G RUR] 78 (B3 o S SR & WIAE i Hh 22 150°C
FREE12/N o e S SR S IR T HERE , SR 5 2 i AT 2800 H SO o R A o i PR A g i
2404k, 435 (3R, 6R, 8R,9R, 10R) -3- (B HFEH ) -9- (((2S,3R,4S,6R) -3- CRHBEAEEL) -
4- (g Hk) -6- F L DY (- 2H- Pk PR - 2- %) 280k) -8-F 4804 -6,8,10, 12- DU F k- 11,13-—
AR T- 2008 - 4- BRI+ =k -4- R T i (110mg,6426) .

BocHN
N
/' N=
= BocHN
L-4 30 dn A y N\ N-CH3
CuS0,.5H,0 Pe)
TEA = CHs

t-BuOH: MeOH: H,0
111

[1222]  #23°C T, [A4HEE 1 (3R, 6R,8R,9R, 10R) -3- (B & FEH ) -9- (((2S, 3R, 4S,
6R) -3- CRHEEAEE) -4- (ZH &) -6- FI RS- 2H- M - 2- 55) S 58) -8- 426, 8,
10,12-PUH FE-11,13- &AM -1-H - 4-BABH T = h-4-FHERHTHE (100mg,
0.0743mmo1) - (6- Z BN NE -2~ 5) 2 5 F R AL T g (30mg, 0. 0743mmol) AIL-HL K I 1
(110mg,0.0793mmol) 7E#L T #% :MeOH:H20 (1:1:1) (10mL) H ) % = ¥ nCusS0, . 5H,0
(0.02mL,1.03mmo1) FITEA (30mg,0.0743mmo1) « ¥ 5 M FE 127N, 48 J& FH YA 7K (50m1) Hr
A B INCH,CL, (50m1) K AEHLZ 7015, A /K2 FICH,CL, (50m1 X 3) ik K& IR A HLZ
FHER /KB , 2 T07KNa, S0, T4 , 4 B i PRosi A ik 4lidh, , 45 31 2 T G bR (3R,
6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -3- GRHI Bt IE) -4- (& HE) -6- R PU S - 2H- it
MR - 2- 5) 8 5E) -3- ((4- (6- (GRUT A ZEHRIE) 228 MbnE -2-38) -1H-1,2,3- =M -1-3%) F
5) -8-H4HHE-6,8,10,12-PUFFE-11, 13- AR - 1- 5844 -4- B R+ =i -4- FIRHUT T
(87mg , S HH AL

CHy

" OCHy | C

R
Boc N
CHy H2N 1
HaN . N HiC. N CT 6 W'{'/\( ) ..cu:. N-CHs
[1223] 7R /—':lf( HiG, ) _Z\%CH’ . 2 _ N-,N o ZC,
N .
. o]

WL e,
O-LCH;  2)MeOH, 55 °C, 6} 8

CHs

CH;

[1224]1  {EO°C N, [ #+EE ) (3R,6R,8R,9R, 10R) -3- ((4- (6- 2 FEMLE-2-3E) -1H-1,2,3-
—Wg-1-J8) HEE) -9- (((2S,3R,4S,6R) -3- CRHIBEAA L) -4- (I E L) -6- HZEPU A - 2H-
MR -2 - 3%) 4 3E) -8- F 4 FE-6,8,10,12- DY FEJE-11,13- 4840 -1-5 4 -4- B+ =i -
4- FH AU T T (87mg,0.053mmo1) 7ECH,CL, (2m1) H1 AV R INTFA (0. 34mL , 0. 648mmo1)
HA SN AE23°C R HEFE6 /NI o S8 J5 K SNV 1) FICH,CL, (5m1) #5%¢ H F 9 AINaHCO,
W AN A HLZ 23 88 EoKE K2 FCH,CL, (20m1 X 3) ¥edk o & 3R E HLZE FEh K ek, &8
7KNa, SO, F45 , L4 , 13 52 FF IR (25, 3R, 4S,6R) -2- (((3R,6R,8R,9R, 10R) -3- ((4- (6-&
FEMEnE-2-55) -1H-1,2,3- =M~ 1-3) FJE) -8- 4 3%-6,8,10, 12- U FE-11,13- 5 AR-

260



CN 113573779 A ﬁﬁ HH :I:; 237/255 L

-5 -4- BRI T =0 -9-38) S L) -4- (&) -6- FF AR DY &0 - 2H- nbPRg - 3- 15 (38mg ,
M) -
[1225]  7E55°C T AT HEE 1) 2 R (2S, 3R, 4S,6R) -2- (((3R,6R,8R,9R, 10R) -3- ((4-
(6-Z FEMEIE -2-F5) -1H-1,2,3- =Mk~ 1-J8) HJL) -8-H % 2E-6,8,10,12- DU JE-11,13-
AR-T-AR-4- BRI =k -9-38) 2L -4- (SH L) -6- H1 3 Y & - 2H- ML iR - 3 - 8
(38mg,0.0173mmo1) 7EMeOH (1mL) H (AR 7/INI o MR 40 s N4 HL =@ ik HPLC4tiAk , 15 21 2
H A 44 (3R,6R, 8R,9R, 10R) -3- ((4- (6-ZFEMEAE-2-55) -1H-1,2,3- = M- 1-J) F L) -
9- (((2S,3R,4S,6R) -4- (HE L) -3-F25E-6- H JL DS - 2H- Mg - 2- 3) S 2E) -8- H 48 2 -
6,8,10,12-PU 3L -1-5 J-4- B+ =Fe-11, 13- —F (b 54219) (9mg,40% , 424
%) o 'H NVMR (600MHz , il -d,) 87.53 (t,2H) ,7.25(d,2H) ,6.54 (d,2H) ,4.87(d,3H) ,4.56
(dd,1H) ,4.43 (dd,1H) ,4.27 (dd,1H) ,4.20 (t,1H) ,3.87 (q,1H) ,3.72(t,1H) ,3.48-3.42 (m,
2H) ,3.36-3.30 (m,25H) ,2.85 (s, 1H) ,2.82(s,2H) ,2.21-2.12 (m, 1H) ,2.03-1.92 (m, 11) ,
1.58-1.49 (m,2H) ,1.34-1.21 (m,9H) ,0.95 (t,3H) »
[1226] 7216,

CH3P*(CgHs)3Br

Q Boc
[1227] H N‘ I'I-BULI o
0>< THF, -40 °C, 12/)°8F, 76%

[1228]  #E-40°CF, AL MICH,P (CH) ,Br (4.2g,19. 2mmol) 7F THFH [ 5300 Hh 45 i i
TR (8.9m1,4M, 19. 2mmol) o ¥ I MTR G M4 HE 3043 1, HLURON B AR RS AT 68 . 307 B
J&i » 1) FH THER B 1 s VR & W0 P i s I (1. 7g, 9. Tmmo 1) , HARFE 12/ o 8 oK,
HA R A ) FHEt0AC (100m1) 76 K A HLIZ 73 B, HAF7K 2 FEt0AC (20m1 X 3) JE¥ - 4%
HIFANLZ H K BEE 2 T07KNa, S0, T8, Wi, Ham i Pidi it (i alifh , 15 31 2 oR5 5
WARE) (R) -2,2- —HIIE-4- 2 )@ IEREM b - 3- FER AU T B6 (1.52g,87%) o

Boc
[1229] A[N)( =25 P 494 M HCI (3.0% ) %[NHz
o

MeQH, 0°C, 15/~ 8¢, 81% OH

[1230]  7EOCF, M HFEEN (R) -2,2- ZFJE-4- 24 L 0Eme b - 3- R AU T Big (1.52¢,
8. 12mmo1) 7£ H BEH BV TR 8 InAE gk s AHCT (4m1,4M, 36 3mmo1) o [ B VR & W1
23°C I HEHELS /NG o B R 2 R, HOK I SR &) FHCHLCL, (15m1) #6 HL FH Y AINaHCO, ¥
W AN A HLZ 23 88 EoKE K2 FICH,CL, (20m1 X 3) ¥edk oo & 3R B HLZE SR K ek, &8
7KNa, SO, T , Wi HLid i PRodi A ik alifh, , 49 2 A FRAR 1) (R) -2- 225 T -3- ) - 1 - %
(890mg,81%) »

A\ NH, TBSOTTf, DIPEA, A N\—~NH;
[1231] -

OH CH,Cly, 0 °C, 2/, 91% oTBS

[1232]  {EOCN, [AHEFEERT (R) -2- Ik T -3- 4 - 1- 8% (890mg, 3. 45mmo1) £ECH,C1, (20m1)
HhFR) B0 8 INDTPEA (1. 5mLL, 6. 48mmo 1) 1 = 45 A R A ] 3 — P PR AR Je i (0. 458mlL,
3.87mmol) o s S MR A AE23 C R HE 6 /NI o 6/ i, R S SR & ) HICH,CL, (5m1) Hike
H A AINaHCO, 3 v A0 K A L2 70 18 HaA K2 FHCH,CL, (20m1 X 3) SRk K 5 IR A AL
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JZ R # 7K &0 /KNa, SO, T4, L4, 15 2 2R AR (R) -1- (GRUT & —HI LI ik
Fedk) S T-3-4-2- 1% (1.32¢,91%) .

NaBHZCN (2.0 % )
ZRCH
-15°C,6+)~ 8, 89%

[1234]  fE-15°CF, mAHHEER R) -1- (GUT 2 H L AR IL) &8 T -3-M-2- )%
(0.315g,2.605mmol) FIE LI A4 (0.202g,5. 32mmol) 7E =4 £ 1% (20m1) H ) VA Tk T 4%
MBS INZEH R (2S,3R,4S,6R) -4- (“HZEHE) -2- (((2R, 3R, 4R,6R) -4- 4k -4,6- —H FE-
T-HAR-2-(2,2,5- = HI -4 -4H-1,3- I -6-3E) PBi-3-38) A3 -6- R & - 2H-
HLIE - 3- i (0.946g,2.605mmol) o [ WLVR & Wi HH6 /NN o 2R J5 K S i) FHCHLCL,, (30m1) #i
R HAEMRNTREE N V7K (20m1) sl R HLZ 202, R 7K 2 RICH,CL, (20mL X 3) ik o K
HIFMANZ HERKBEG, £ T07KNa, SO, T4, Wi BLid i s AT (v alifl , 13 3 2 A 6
JRLACHR [ K 1 2 R R (2, 3R, 4S,6R) -2- (((2R, 3R, 4R,6R) -7- (((R) -1- (iU T 3 — HI JLFH
T Bt S IE) T -3- 4 -2- k) &) -4- WIS -4,6- HI3E-2- (2,2, 5- =1L -4- SR -4H-
1,3- ZREgE-6-4%) P-3-28) ) -4- (SRR -6- R DY S -2H-nb iR - 3- 5 (1.168g,
82%) o

CH; O O CH
HyCJ @H,
H SCXOJLOJLOXCHa

[1235] DMAP(HEALA])

CH,Cly, 23°C.4/)+ [].-j“ 74%

[1236]  {E23°C T, [ #tHEE A X R (25, 3R,4S,6R) -2- (((2R, 3R,4R,6R) -7- (((R) -1-
(GRUT R R L ) 08 T -3-M5-2-0%) = h) -4-HAE-4,6- —H3E-2-(2,2,5-
IR -4- AR -4H-1,3- ZRESE-6-58) PE-3-2%) AAE) -4- (S EIE) -6- i AEDU - 2H- it
M -3~ (1.065g,3. 21mmol) ZECH,C1,, (30mL) = {13 ¥ Hh VR I — B8 — AU T I (1.131g,
5.13mmol) o 44 [ BEVRA VIR FEA S Bl o SR JE 4 S SEAIAE AR R BE T FHV 7K (50m1) Hh AT, #2235
A INCH,C, (50m1) o K5 A HLJZ I3 8 HA5 /K= FCH,CL, (50m1 X 3) el o K & B A HL= F &R
IK B, & To7KNa, SO, T 1, W4 FLam it bR AT € 1y 4k, , 43 380 52 6 AR 8] 446 (1) 25 R
(2S,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- (GRUT A HEHIE) (R) -1- (GRUT 5 = W L P b
) L) T-3-0m-2- ) @ IE) -4- A IE-4,6- —HIIE-2-(2,2,5- = E-4-4H8-4H-1,3-
TEYL-6-58) PE-3-0E) L) -4- (SR RS -6- FALPUS-2H- ML R - 3-8 (0.743g,74%) o

262



CN 113573779 A 239/255 11

[1237]

[1238]  #E23°C T, LB A H | (2S, 3R, 4S,6R) -2- (((2R, 3R, 4R, 6R) -7- (BT & 3
BIL) (R) -1- (GRUT ZE H R R L) E38) T -3-44-2-38) &(3h) -4- 4 -4,6- —H
H-2-(2,2,5- ZHE-4-FM-4H-1,3- ZREDE-6-48) pi-3- ) H L) -4- (CHEAER) -6-F
FEPUS - 2H- Nk - 3-8 (0. 743g,1.13mmol) 7E THF (20mL) H %k 22 185 JITBAF (2. 2mL,
2. 1mmol) K¢ X MR G HEA ST B, SR JE A4 I B AEA0 °C T A2 /NI o SR Ja ks S Ay
7K (50m1) A, il J5 7S INEt0Ac (50m1) o 44A HLJZ 53 85 B /K JZ FEt0AC (50ml X 3) Peik - 4%
HIFMANUZ HERIKBE G, & T07KNa, SO, T4, Wi BLid i s A (i alifl , 13 3 2 ot
LRI F R (2S, 3R, 4S,6R) -2- (((2R,3R,4R,6R) -7- (GRUT AL (R) -1-FHT -
3-Jfh-2- k) GHE) -4- A HE-4,6- -2 (2,2,5- = FIHE-4-5(R-4H-1,3- ZIE5-6-
3) BE-3-3E) EIE) -4- (RS -6- HIE DA - 2H- MR - 3- ik (0.584g,84%) »

Boq
/\EN .-‘CHS
OCH,
HaC, e
[1239] e ] e JeCHh ~T
1239 W A, BZO!
s OJB:ZCHs 155°C, 12/~ 8, 64%
HiC Ao
J=cH,

[1240] 42K H B2 (2S,3R,4S,6R) -2- (((2R,3R,4R,6R) -7- (BT A IEHRIL) (R) -1- ¥t
T-3-M-2- k) &AL -4- A -4,6- I HE-2-(2,2,5- = R -4-FAR-4H-1,3- -
6-3%) PE-3-3) L) -4- (&R -6- H IEPU A - 2H- Mk R - 3- P (0. 543mg, 0.804mmol) 5
HRAE GRS R I TRk BB TR B R 2L B K G T A 1 E23°CEE
BN ARG 5 &K (993ml) — R #% #% B e 8 e B & S A304r 8, B
BCA (R4 2% o it N 23 3040, H &Rl 78 (R 3R o I TR & V) AE s s 2
150 CHPEL L2/ o B I NIAE 2 iR T i FE , SR 5 76 1y L2528 00 H &0R R Y od o bR ak
R L4tk , £33 (3R, 6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -3- CEH AL -4- (CHEA
JE) -6 FRE DU - 20 - Mt - 2- J) S200) -8- Ak -6,8, 10, 12- DU BE-11, 13- —5(f(-3- &
I dE - 1- AR - 4- BRI T = - 4- HRAUT 1 (314mg,64%) o

Os, DMS R oﬁ*ﬁ
L

CH,Cly, -78 °C,15%

CHg CHa
[1242]  {EO0°CF,mIHiHEE R (3R,6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -3- CEH A IL) -
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4- (ZHEHL) -6-H JEDYE-2H- ML - 2- J%) 50 0E) -8-H 4 %k-6,8,10, 12-PYHI 3E-11,13-=
B3-S - 1A -4 B IR T = e - 4- I ERRUT T (60mg, 0.078mmol) 7ECH,C1, (2m1)
RV S INTFA (0.48mL, 0. 781mmol) o {3 5L A [ SR &M £:107 B AR5 S
BN A 5 L1 s 4 F A N R R g o S S YR £ 4 FCHLC L, (5m11) i B EL FH A A
NaHCO, ¥ Al B A HLE 43 85 B 7K 2 FICH,CL, (20m1 X 3) Bk ¥4 & FF A HLE F #h K
el 4 Ho/KNa, S0, F# , H k4, 75 2 S UK B4 (3S,6R, 8R, 9R, 10R) -9- (((2S, 3R,
4S,6R) -3- CRHBEAIL) -4- (R -6- FFEEPUS-2H- LM - 2- 58) S 58) -3- 2 - 8-
HHAHHE-6,8,10, 12- DY I AE-11, 13- —5AR- 1- - 4- BRI T = -4- HIRBUT e (67mg,
)

1
[>—NH,
[1243] O//\t NaBH(OAc)s N-CHj
CH,Clp, 0°C, 24 8 O—LCH;

CH, CH,

[1244] FF-15CF, MHMFERI A IE 9mg,0.071mmol) 1 = Z A =M AL 44 (40mg ,
0.142mmol) £ = L BF (2m1) H BV TR H 2127 N (3S,6R,8R,9R, 10R) -9- (((2S, 3R, 4S,
6R) -3- KAL) -4- (CHEE) -6- VYA -2H-ME iR - 2- 55) 528 -3- F k2L -8- F 4
£-6,8,10,12-PY I JE-11, 13- 40 1- R -4- BRI T =i -4- HERABUT fE (67mg,
0.071mmol) o ¥ S NVR-E W H16 /NI o K S i FHCHLCL, (3m1) #ke BLAE AR [R]3 22~ ¥4 /K
(5ml) H A G HLE 7 B, HoF K Z FCH,CL, (20mL X 3) Heifk 4 & 1A HLZ FHER K P
2 To7KNa, S0, T4 , B 25 ik 4 Hom i Podioi: vk 2 fb , 15 31 2 3 G AR E 4416 (3R, 6R,
8R,9R, 10R) -9- (((2S,3R,4S,6R) -3- CRHIELAIL) -4- (ZH&IE) -6- FF B DY S - 2H- ARt g -
2-38) HA) -3- (AR FA) -8-FHEHE-6,8,10,12-PUHFFE-11,13- 5 AR-1-FH 44
4- BRI =L - 4- HIRABUT e (53mg, #A 5D) -

Boc
i CH,
N"N" OCH, HC
&\foﬁ iCH3 ' "N-CH, TFA
H ., BzO} e ———
[1245] e /)3 mCHg CHaChy 615
o) (o)
CH;

[1246]  #E0°CF, M4 HEE 1 (3R, 6R,8R,9R, 10R) -9- (((2S,3R,4S,6R) -3- CKHI LA ) -
4- (CHEIE) -6- FHARDUS - 2H- LR - 2- 2) 450 0%) -8-FH 4 2E-6,8,10, 12-PUH 2E-11,13- =
EAR-3- L - 1A -4 B IR T = e - 4- R ERRUT T (60mg, 0.078mmol) 7ECH,C1, (2m1)
H S INTRA (0.48mL, 0. 781mmol) o 44 [ VR A IAE23 C T i HE6 /N o SR J5 4 I 7
TRAPIHICH,CL, (5ml) #i B H ¥ FINaHCO, 79 Al 5 HLZ 43 85, KK 2 FHCH,CL,
(20m1 X 3) Peigk K& HHIA HUZ FH 2K BRI, £ T0KNa, S0, T4, Hik4s , 13 22K R (28,
3R,4S,6R) -2- (((3R,6R,8R,9R, 10R) -3- (GANZ L) HJE) -8- H 4 Jk-6,8,10, 12- PY HI I -
11,13- 28R -1T- A -4-F A+ =i -9-58) L) -4- (ZHEE) -6- F R YA -2H-1t
W -3- i (67mg, #LY ) o
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A\ A\N A H3C‘N CH
N MeOH ~Lhs
H —_— H .., HO;
[1247] 565 °C,6°)° i SLLcH,

CH,

[1248]  7E55°C N hn#didrE 0 R B R ((2S,3R,4S,6R) -2- (((3R,6R,8R,9R, 10R) -3- ((FF
P IE) ) -8-H43£-6,8,10,12-PYFJE-11,13- AR 1-F 4 -4- B4+ =5E-9-
3E) k) -4- (CHFEIE) -6- F FEPU S - 2H- AL IR - 3- BE (40mg,0.0173mmol) FEMeOH (1mL) 5 [
TR T /NI IR 45 S N4, EUFH =4l it HPLC 44k, , 79 31 & (1t [H 4411 (3R, 6R, 8R, 9R, 10R) -
3- (AR ) -9- (((2S,3R,4S,6R) -4- (—HERE) -3- 3L -6- B LU ST - 2H- Nk iR -
2-F5) A ) -8-FHEH-6,8,10- = H I -1-FH 24 -4- B+ =kt -11,13- i (b 54218)
(10mg,23% , 2345 %) . 'H NMR (600MHz, FREE-d,) 88.53 (s, 1H) ,5.34 (t,11) ,4.51 (t, 1H)
4.41(dd, 1H) ,4.28-4.18 (m,2H) ,3.93-3.84 (m, 1H) ,3.69 (dd, 1H) ,3.45 (qd, 1H) ,3.41-3.36
(m,1H) ,2.94 (s, 1H) ,2.93-2.79 (m,4H) ,2.73 (s, 1H) ,2.69 (s,3H) ,2.24-2.16 (m, 1H) ,2.03
(d,1H) ,1.95(d,1H) ,1.72-1.63(m,1H) ,1.60(d,1H) ,1.50-1.41 (m,2H) ,1.35-1.20 (m,
13H),1.07-0.96 (m,3H) .
[1249]  f§i F 5 IO AE T 169 % T-4b & W21 81K il 45 BT i 1) AR E8 & ple R 7 2R ALK & B
7458 R 7R I B il 4 L R AL &9
o4 L3 FAE
'H NMR (600 MHz,
THE-d3) & 8.27 (s,
1H), 4.70 (t, 2H),
448 - 441 (m, 1H),
441 - 436 (m, 1
NH, H), 4.36 - 4.28 (m,

2H), 4.17 (d, 1H), 3.
T 96 - 3.83 (m, 3H),
3.66 - 3.51 (m, 3H),
3.44 - 335 (m, 2
H), 333 - 3.24 (m,
2H), 3.13 - 3.08 (m,
1H), 2.88 (s, 2H),

[1250]
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2.78 (1, 1H), 2.54 (s,
1H), 2.48 (t, 6H),
1.70 - 1.61 (m, 2H),
1.35 - 1.20 (m, 16
H), 1.02 (dd, 3H).

[1251]

'"H NMR (600 MHz,
THi-d3) & 843 (d
d, 1H), 8.30 (s, 1H),
7.54 (td, 2H), 7.44
- 7.39 (m, 2H), 4.47
- 441 (m, 2H), 4.3
7 (dt, 2H), 4.29 (dd,
2H), 4.16 (d, 2H),
4.00 - 3.88 (m, 4H),
3.88 - 3.82 (m, 2
H), 3.63 - 3.60 (m,
1H), 3.45 - 3.32 (m,
3H), 3.27 - 3.24
(m, 2H), 2.89 (s, 3
H), 2.85 (s, 4H), 2.4
6 (dd, 9H), 1.63 (s,
2H), 1.44 (d, 1H), 1.
33 (d, 4H), 1.30 (s,
2H), 1.28 (d, 5H), 1.
27 - 1.20 (m, 8H),
1.03 (t, 3H).

e

N=N

IH NMR (600 MHz,
¥ B7-d4) & 8.43 (s,
1H), 7.81 (s, 1H),

7.67 (s, 1H), 7.13 (s,
1H), 7.03 (s, 1H),

6.98 (s, 1H), 5.34 (1,
1H), 4.56 (d, 1H),

4.43 (t, 1H), 4.17 (d,
1H), 4.11 - 4.02
(m, 3H), 3.72 (d, 1

H), 3.70 (s, 1H), 3.5

3 (t, 1H), 3.49 - 3.4

1 (m, 2H), 3.34 (s,

1H), 3.04 (d, 2H), 2.

95 - 2.86 (m, 4H),

2.86 (s, 2H), 2.79 (s,
5H), 2.76 (s, 1H),

225 (d, 1H), 2.24 -

2.16 (m, 2H), 2.01
(d, 2H), 1.82 (p, 3

H), 1.65 (d, 2H), 1.5

9 (d, 2H), 1.52 (1, 3
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H), 1.44 (d, 1H), 1.4
0 (s, 2H), 1.34 - 1.2
7 (m, 15H), 1.26 (s,
3H), 1.00 - 0.94
(m, 3H).

IH NMR (600 MHz,
¥ A3-d4) & 4.44 (d
d, 1H), 4.11 (dd, 1

H), 3.81 (dd, 1H), 3.

[1252] y 77 - 3.68 (m, 2H),
HoN i 3.36 - 3.30 (m, 20

. H), 3.23 - 3.16 (m,
Och,,_ NH; 1H), 3.11 (d, 1H), 3.
00 (dd, 1H), 2.87 (d
Y d, 1H), 2.74 (d, 2H),

202 - 1.96 (m, 1

H), 1.83 - 1.76 (m,
1H), 1.47 (q, 1H), 1.

35 - 1.28 (m, 4H),

1.25 (td, 3H).
[1253]  rhfAjfAk Ty &
Boc |-| . 0 Boc 22;1?:*19

HOASENH 4 e N opgg —EDC VM H,c‘NJ}ENH ; HsCy, )l\( CHy

J:n:o"' HCI ?il}n - Med Hloy ** B MeG Joor,

5 7 ke ek Hieg" Boc i CH;BW

Mel.i HC CH3 H3 + = ><
[1254] E4,0. -7800 3 THF 7800 XCH‘, CH3
28 %, (rfiﬁ&)ﬂd, DieE  KkE, (IEH»M

AP e,
NaH, TBAI, DMF,
60%
H,c §B" TFA: H,0 (9:1) HsC OBn BOC
— e NHZ X
H
OH o -

[1255] 517,
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o7 ACHy
Me, OBn OCH;, OCH,
A, CHyOBZNICH) 3% Bk “'CHy gy
- * HiC... g 2. CHyCHO, NaCNBH, 1 08 A _N(CHa)
HiC o 3.5 IR A BRI
0 0
i..cu, CHy 4.C, PR
07 0"k, CHs
1. OyMe;S, DCM | 2. NaCNBH,, “tho4 k% ,
\CH,
oc:g.’.. Bni HSCN wCHy
? 0Bz HyC OCH;,

,,,0 3 N(CH;); N H‘ ., 'CH3
0Bz
\t!)?‘ O "Oa A _N(CHy)2
[1256] CHy e ey Q
? CHy
\CHJ
OCH,
" on
" O A _N(CH3)2
o
CH,
O Boc H EDC, NMM O Boc
™ HsC.
OH HCl MeO OH

[1257]  (S) - (3-F2 -1~ (F A (H4E) &) - 1- AN -2-5) ZEH IR T g -
[1258]  {£-15°C F,MD-Boc- % (5.0g,24.37mmol , 1 *4 &) 7ECH,C1, (60mL) H [ 75
TRIIN,0- — W R e b ie 21 (2.5¢,25.6mmol, 1. 0524 H) FIN- I BL Dk (2. 5g,25. 6mmol ,
1.05348) , 2R S (E3040 4 N 2> PR IIEDCT « HC1 (4.9g,25.6mmol, 1.054%5) . £EAH [F] iR &
THEFE0 7 B, I UKV IM HCT (30mL) VA KL o KA HLJE 73 , HaE L CH,C1, (100mL)
FHUKZ K& A HLUZ - ANaHCO, /K R (150mL) ¥ o KeNaHCO, 2% FICH,C1,, (100mL)
REEHL 45 IFHICH,CL JZ &M SO, T-H o il SE IR 4, 19 31 2 13 ([ AR 724 17 (4. 84g,
80%) , AL —Paifbmi HT P&,

2 0
MeO H NHBoc - W& ; Bon
[1259] NN 22-=FHAAK rMeO‘N)gEN CH,

Me OH BF3.0Ety, MR, 98% I\lerH 0><CH3

[12601  (S) -4- (42 (1 2k) R BEAE) -2, 2- — WM b - 3- F IR AT i -

[1261]  “KEBF,:0Et, (0.255mL,5/8 /K %) IS NI HEEE (5. 0g,20. 14mmol , 124 8) ££ —HI %,
FEPA e (45mL) FTPTEA (100mL) I o R BT A5 3 (AL 23 C M HEHE2 . /NS o Bl s
oy HLBR R BB R AR LR £ B (200mL) H6 e o B AN e SN L/ K (12 1)
(100mL) A &L 7K 100mLYEH » Mg SO, Tk HLS S 28 A 77 » 49 B4, xek FLdb AT Pkt i
% (ke LR TR 3R 2T RN ER (5.57¢,98%) o
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MeL| Boc
HSC N CH 0 CH
[1262] 3 Et,0, -78°C HSC \< 3
Meo CHs 248 0 CH,

[1263] (S)—4—ZE5E9@E-2 2~ HIREREME T - 3- PR AT iR -

[1264] {E-78CF,&HEF M IETHFH I EYELEZ (5.0g,17.34mmol , 124 5) F ¥ N
MeLi (17.34mL, 7 Z k11 .0M,17. 34mmol , 1 24 5) HIEt 2078 W - 26 HH A6 B T $t#E90 7> #h
J& I AINH, C1 /K VAR (250mL) YK N o IR ) FHE,0 (3 X 200mL) 2B o 4 JF: 1) 1k
JEZMgS04T 15 . 20 % EtOAC - CLEHEAT BRI RE IR A (i vL 44k , 15 313 . 04 S TE (iR

(R4 (T2 % F=5R) .

O Bec MB Boc

f:l CHs 7 ks :‘:ﬂ’.'ﬂz /\)T CHy /\_/l\[ 9H
HiC™
[1265] . Jn-?EOXCH THF, -78°C XCH, xcn;
84%
1%, (RH) ol
@ng R (@R

[1266]  (S) -4- (R) -2-F2FE L -4-J%-2-3E) -2,2- —FJEMEM b - 3- FH R AL T g :

[1267]1  #EEAS T, ER BB (2.8g,11.51mmol, 1. 024 5) ¥ MRAETHF (30mL) H . K5
WA HI A -78°C, HIR NG L IRALEE (11.51nL, 76 kR 1. OM, 1349 8) AT EE-78°C .
ST ke B R4/ NI o SO 5E %G S £E-78°C T FH 10mL M AINHAC T Y K [N o K5 15 R T
2 5 HLA N 20mL 7K LI AE 68 44 o KK 2 T T (2 X 200ml) ZEEL KA FER B HLES
Na2S04T-4 , 1 38 HIR 40 o 5 F Ak J50 €0 0 v 4 A 79 P A 0 Bk S5 A 4 o 08 3 XF 288 % Ak 2% AIE 52
BRI E

OH Boc OBn Boc
ME;,( I Me.,
[1268] y N N CHs BnBr, NaH, TBAI Z N N><CH3
LS CHs  DMF,1500F, 85% H L ~cHs

[12691  (S) -4- (R) -2- CRHEIE) [T -4-J-2-2%) -2,2- — FF BEmEm b - 3- FR BT T8 «
[1270]  fEE (1.7g,5.96mmol , 1 &) ¥ fif 7£ JC7KDMF (20mL) H , HOBIETRA 1 220°C HAE
N, R HEEE AP T Sk (3.06g,8.94mmol , 1.5 &) 12K FH BLIR (1.065mL,8. 9mmol
1.5398) , 88 J5 2> AL IiNal (60 % ,0.429g,17.87mmol , 334 &) ¥4 [ MR & HITE0C Rt
FEAS I B, SRS E 2R T BFEAS 53 B o an A FHTLC A I e B 58 2 Ak ), 4 IOV IR &1 &
M AR K, LA S SR G ) F Tk <4><40mL> A A I A VLAY (ENa, SO, T
T4 H A e 4 DB T i B JHUIR Y ol e PR i vk Al 4k, 49 2 5 AR B (1. 34g,
60%) o

OBn Boc . Me,OBn
C1271] /\)\( CHy TFAH 0N N5 \-NH

CHa CH.Clo, 3B, 80% H -

[1272]  (2S,3R) -2- & Hk-3- GRHISEIE) -3- W3O -5- 44 - 1- 187 -
[1273] 2R BERK (1.5g,3.99mmol , 1 &) VAR AE — & H b (20mL) H . ¥ INTFA (13. 3mL,
200mmo1, 504 &) FI7K (9:1,1.3mL) HIVR G o 44 [ VR & PIAE 20 T B HE 3/, BRI TLC
I3 N AR IE A BHEFE SR G FE e L 28 K A i R £ T B ¥R, HAG R AR YDV ARAE3M NaOH
W, HREpHIR A ZEpH= 13 KR &4 FICHC,: 'PrOH (9: 1,10 X 50mL) ZEHL o Kt A I (A L
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REHU I ZMgSO, T4, 1ok HLBL A5 v, 7226 (0.490g,8296) ¥ 3 (o IR 9 o ek A €6 1V /E
MeOHAICH,C1, ¥ 74k Zrpr4iifl . (TLC 10%MeOH: CH,C1,)

[1274) 5 LT AR DT ST TR IR IS4G & R e S ABL A 4 JRE e 5 L T R A £ A
P SR & UL T LB

FAE
'H NMR (600 MHz, ¥ & -ds) & 8.
53 (s, 3H), 445 (d, J = 7.1 Hz, 2
H), 4.24 (s, 1H), 4.08 (s, 1H), 3.7
0 (dqd, J = 123, 6.1, 1.7 Hz, 3
H), 3.64 (s, 1H), 3.43 (dd, J = 1
0.5, 7.1 Hz, 3H), 3.36 - 3.31 (m,
2H), 3.21 (d, J = 13.3 Hz, 2H),
3.13 (s, 1H), 3.01 - 2.96 (m, 4H),
2.90 - 2.86 (m, 4H), 2.77 (s, 9
H), 2.08 (s, 1H), 2.00 (ddd, J = 1
2.4, 4.3, 2.1 Hz, 3H), 1.94 (s, 1
H), 1.87 (s, 1H), 1.70 (p, J = 7.4,
6.7 Hz, 7TH), 1.54 (s, 4H), 1.49
(td, J = 12.5, 10.6 Hz, 3H), 1.35
[1275] (s, SH), 1.31 (d, J = 6.3 Hz, 14
H), 1.21 - 1.16 (m, 3H), 1.00 (t,
J = 7.3 Hz, 10H), 0.93 (s, 3H).
1H NMR (600 MHz, ¥ &%-d4) &
8.45 (s, 4H), 4.46 (d, J = 6.9 Hz,
2H), 4.37 (s, 1H), 4.21 - 4.14
(m, 2H), 3.73 (ddd, J = 12.1, 6.5,
3.5 Hz, 2H), 3.63 (p, J = 6.2 H
z, 2H), 3.55 (s, 1H), 3.49 - 3.37
(m, 6H), 327 (d, J = 6.3 Hz, 2
H), 3.23 (s, 1H), 3.16 (s, 1H), 2.9
6 (s, 3H), 2.82 (s, 9H), 2.76 (s, 4
H), 2.08 - 1.98 (m, 5H), 1.76 (s,
1H), 1.53 (d, J = 4.5 Hz, 7H), 1.
37 (s, 5SH), 1.34 (dd, J = 11.5, 5.8
Hz, 18H), 1.32 (s, 9H), 1.02 (s,
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'H NMR (600 MHz, ¥ & -ds) & 8.
54 (s, 3H), 443 (d, J = 7.2 Hz, 2
H), 4.18 (d, J = 19.2 Hz, 2H), 4.
05 (s, 2H), 3.75 (s, 2H), 3.67 (dd
dd, J = 14.7, 10.4, 7.6, 3.7 Hz, 4
H), 3.38 (dd, J = 10.3, 7.2 Hz, 3
H), 3.16 (d, J = 7.6 Hz, 1H), 2.6
8 - 2.64 (m, 6H), 2.56 (s, 1H), 1.
94 (d, J = 12.4 Hz, 2H), 1.84 (s,
1H), 1.54 (s, 4H), 1.43 (q, J = 1
2.0 Hz, 3H), 1.35 (s, 4H), 1.29 (q,
J = 3.9, 2.7 Hz, 16H).

[1276]

'"H NMR (600 MHz, T 8%-ds) & 8.
47 (s, 1H), 7.19 (dt, J = 5.8, 3.1
Hz, 2H), 7.11 (dd, J = 5.6, 3.1 H
z, 2H), 446 (d, J = 7.0 Hz, 1H),
4.20 (s, 1H), 3.84 (p, J = 7.9 Hz,
1H), 3.73 (qd, J = 6.8, 3.6 Hz, |
H), 3.54 (s, 1H), 3.45 (dd, J = 1
0.5, 7.0 Hz, 1H), 3.39 (td, J = 11.
5, 10.8, 3.9 Hz, 2H), 3.16 - 3.01
(m, 7H), 2.99 (s, 2H), 2.81 (s, 5
H), 2.06 - 2.00 (m, 3H), 1.82 (s,
1H), 1.53 (d, J = 12.1 Hz, 1H),
1.50 (s, 3H), 1.38 - 1.30 (m, 13
H), 1.07 - 1.04 (m, 2H), 0.71 - 0.
66 (m, 1H), 0.64 (d, J = 7.1 Hgz,
2H), 0.54 (s, 1H).

'"H NMR (600 MHz, T &%-ds) & 8.
48 (s, 1H), 4.51 (dd, J = 7.1, 1.9
Hz, 2H), 442 (d, J = 12.3 Hz, 2
H), 4.09 (s, 1H), 3.75 - 3.69 (m,
2H), 3.59 (p, J = 7.3 Hz, 2H), 3.
46 (dd, J = 10.6, 7.1 Hz, 2H), 3.4
2 - 332 (m, 7H), 3.04 (s, 1H), 2.
92 (s, 3H), 2.81 (d, J = 2.2 Hz, 7
H), 2.50 (s, 1H), 2.08 (d, J = 6.7
Hz, 5H), 2.02 (ddd, J = 12.3, 4.
3, 2.1 Hz, 3H), 1.94 (s, 1H), 1.87
- 1.83 (m, 2H), 1.57 (s, 3H), 1.5
5 - 1.48 (m, 2H), 1.35 (s, 4H), 1.
32 (d, J = 6.2 Hz, 5H), 1.30 - 1.
26 (m, 8H), 1.25 (s, 2H), 0.88 (d,
J = 7.0 Hz, 3H).
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[1277]

[1278]

[1279]

'"H NMR (600 MHz, T 8%-ds) 5 8.
48 (s, 3H), 4.50 (d, J = 7.2 Hz, 1
H), 441 (q, J = 7.6, 6.5 Hz, 2H),
4.08 (d, J = 8.0 Hz, 1H), 3.83
(t, J = 5.3 Hz, 2H), 3.75 - 3.68
(m, 1H), 3.59 (p, J = 7.3 Hz, 1
H), 345 (dd, J = 10.5, 7.2 Hz, 1
H), 3.35 (d, J = 6.2 Hz, 1H), 3.3
1 (s, 21H), 3.16 (s, 1H), 2.92 (s,
2H), 2.80 (d, J = 12.8 Hz, 7H),
2.51 (s, 1H), 2.03 - 1.96 (m, 2H),
1.87 (d, J = 14.7 Hz, 2H), 1.78
(td, J = 13.8, 11.4, 5.4 Hz, 1H),
1.56 (s, 2H), 1.55 - 1.46 (m, 2H),
1.35 (s, 3H), 1.34 - 1.25 (m, 12
H), 0.92 - 0.84 (m, 3H).

'"H NMR (600 MHz, F8%-ds) § 8.
39 (s, 3H), 4.51 (d, J = 7.0 Hz, 1
H), 4.42 (q, J = 8.3, 7.9 Hz, 2H),
4.11 (d, J = 8.0 Hz, 1H), 3.72
(dqd, J = 12.2, 6.2, 2.3 Hz, 2H),
3.59 (p, J = 7.0 Hz, 2H), 3.47 (d
d, J = 10.5, 7.0 Hz, 1H), 3.44 -
3.31 (m, 3H), 3.26 - 3.19 (m, 2
H), 3.14 - 3.02 (m, 5H), 2.93 (s,
3H), 2.82 (s, 6H), 2.56 (s, 1H), 2.
02 (ddd, J = 12.3, 4.1, 2.0 Hz, 2
H), 1.99 (s, 1H), 1.88 - 1.78 (m,
3H), 1.75 (dtt, J = 13.4, 10.0, 4.9
Hz, 4H), 1.57 (s, 2H), 1.53 (td, J
= 12.3, 10.5 Hz, 2H), 1.36 (s, 3
H), 1.30 (dd, J = 20.9, 6.6 Hz, 12
H), 1.02 (t, J = 7.3 Hz, 6H), 0.92
- 0.86 (m, 3H).

A FH S A2 T o Pl PR AR 485 GRS Py AL & RGAE Fr 1 26 DL ML &40

e
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[1280]

[1281] A=W,
[1282]  fii FH 35 [ % F) /A JF52017/0305953 0 24 T K AR AR 7 0 5 A SC BTk i) KR
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P EES BL TR PR ) foe /MR L (MTC)

[1283]

[1284]

[1285]
[1286]

[1287]

S W B % BR B MP-12
KaHt MP-4
i 98 ve B AH I B MP-546
il 78 ve B AH K B MP-648
A AR M TR MP-3
fifd IR A BT MP-15

JURPR B R IA DY I IR A B3 28 5 22 B B 1R T ik (0975 22 B 25 T ) 198 R0
P, 40 RBP4 A T R B BEM I G 5€ Y CLS TARYEERS 1 o /N T 855 - 4mg /LI AE Y
MICHE Ry 47, K TFdmg /L H /N T 8035 32mg/LIFE RS 08 “++7 , HKT32mg/ LI {E
RIS B B R E TR EAT DI

*B

WA VIRIMICE

e | BREH | W | WILE | WILE | WRRE | oo
Stk | HREMP | FWH | AKE RN A ] e
5 -12 MP-4 MP-546 MP-648 MP-3

MP-15

1 + +++ ++ + + +
2 + ++ 3 + + +
3 ++ +4+ +++ +++ + +
4 + +++ ++ ++ + +
5 + ++ i3 - < ¥+
6 + +++ +++ - + &
7 -+ ¢ ++ $HE 3 3
8 +++ -+t +H- +t 3 3
9 + ++ ++ - + +
10 +++ - - +++ + 3
11 ++ +++ +++ - + +
12 ++ +++ +H+ ++ + +
13 + ++ ++ - + +
14 + ++ =} - + i3
15 + ++ + - + +
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[1288]

A | BREH | KW | WIAE | WILE | mERE | e
&% | HREMP | HE | MKH 1B RH A ] o
5 -12 MP-4 MP-546 MP-648 MP-3 MP-15
16 ++ +++ ++ - + +
17 + + + - + +
18 +++ F=F i+ Bk & %+
19 ++ +++ +++ - + +
20 o et Ht- == + +
21 ++ +++ +++ +++ +++ +
22 + +++ ++ + + +
23 ++ ++ ++ ++ + +
24 ++ ++ ++ + + +
25 + +++ ++ ++ + +
26 + +++ ++ ++ + +
27 + ++ ++ + + +
28 + + + + + +
29 5 ++ 5 + & &
35 ++ +++ +++ = + +
36 ++ +++ ++ - + ++
37 + + + . + +
38 + +++ +++ - + +
39 + +++ ++ e + +
40 ++ +++ ++ e + ++
41 + ++ ++ . + +
42 ++ +++ +++ -- + +
44 ++ + + - + +
45 ++ ++ ++ . + +
46 ++ +++ +++ -= + +
47 ++ +++ ++ . + +
48 + +++ ++ - + +
49 + +++ ++ . + +
50 ++ +++ +++ +++ + +
51 + ++ + + + +
52 ++ +++ +++ ++ + +
53 ++ ++ 4+ +++ + +
54 ++ +++ +++ - + +
55 ++ +++ +++ +++ + +
56 ++ +++ +++ +++ + +
57 ++ +++ +++ +++ + +
58 ++ +++ +++ +++ + +
59 +++ +++ +++ ++ + +
60 ++ +++ ++ +++ + +
61 ++ +++ ++ ++ + +
62 ++ ++ +++ +++ + ++
63 ++ +++ +++ ++ + +
64 + + + + + +
65 ++ +++ +++ ++ + +
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[1289]

A | BREH | KW | WIAE | WILE | mERE | e
% | HREMP | HE | AKE HRE LA ] o
5 -12 MP-4 MP-546 MP-648 MP-3 MP-15
66 + ++ ++ — + +
67 + ++ ++ - + +
68 + 4+ ++ - ¥ 3
69 ++ ++ ++ - + +
70 + et eh - + +
71 + ++ + — + +
72 + +++ ++ — + +
73 ++ +++ +++ ++ + +
74 + + + + + +
75 + ++ + + + +
76 + +++ ++ ++ + +
77 ++ +++ +4+ +++ + +
78 +++ +++ +++ +++ + +
79 + &t % ik % F
80 ++ + + = + +
81 ++ + + — + +
83 ++ +++ ++ = + +
84 ++ + + - + +
85 -+ ++ 4+ +H+ + +
87 +++ +++ +++ +++ + +
88 ++ +++ +++ +++ + +
90 ++ +++ +++ ++ + +
91 + + + — + +
92 + +++ ++ ++ + +
93 5 ++ +++ $HE % %
95 ++ +++ +++ +H+ + ++
96 ++ +++ +++ ++ + +
97 + + + 2 + +
08 ++ +++ +++ +++ + +
99 ++ ++ +++ +++ + +
102 ++ +++ +++ +++ + ++
103 ++ +++ +++ +++ + +
104 + ++ + - + +
105 ++ Lo ++ 4+ + 3
106 ++ + + - + +
107 ++ +++ +++ +++ + +
108 ++ ++ +++ ++ + +
109 ++ ++ + - + +
110 ++ ++ + ++ + +
111 ++ +++ +++ +++ + +
112 +++ +++ ++ +++ + ++
113 +++ +++ +++ +++ + +
114 ++ + + - + I
115 + + + + + +
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[1290]

A | BREH | KW | WIAE | WILE | mERE | e
% | HREMP | AFH | AKE HRE LX) o
5 -12 MP-4 MP-546 MP-648 MP-3 MP-15
117 +++ +++ +++ +++ + +
118 + 41 +++ +++ + ++
120 e -+ Al 3 % -
121 1 1+ ++ ++ + +
122 o et Ht- +++ + +
123 + + & + + +
124 ++ + + - + +
125 = +++ +++ ++ + +
126 Tt +++ +++ +++ + ++
127 ++ +++ +++ +++ + +
128 +: 1+ +++ +++ + +
129 ++ ++ -t +++ + +
130 + + + -- + +
133 + + - - Py Y
134 ++ +++ -+ +++ + +
135 ++ + + - + +
136 + + — — + 4
138 +++ +++ +++ +++ + +
139 ++ + + - + +
140 +F 1+ +++ +++ + +
141 +++ +++ +++ ++ + +
142 ++ + + -- + +
144 4=+ ++ -t +++ 4= +
145 -+ +++ -+ +++ ++ +
146 5 4 tyny e ' g
147 ++ +++ ++ ++ + +
148 ++ +++ ++ ++ + +
149 ++ ++ ++ ++ + +
150 ++ +++ +++ ++ + +
151 + ++ - + + +
152 ++ +++ -- ++ + +
153 ++ +++ - +++ + +
154 + +++ -- ++ + +
155 ++ Lo - ++ + 3
156 ++ +++ - ++ + +
157 ++ +++ - ++ + +
158 ++ +++ - ++ + +
159 ++ +++ -- ++ + +
160 + ++H +++ ++ + +
161 +++ +++ +++ +++ ++ +
168 ++ +++ ++ +++ + +
169 ++ +++ -- ++ + +
170 ++ £ - A + F
171 ++ +++ ++ ++ + +
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[1291]

A | BREH | KW | WIAE | WILE | mERE | e

% | HREMP | AFH | AKE HRE LX) o
5 -12 MP-4 MP-546 MP-648 MP-3 #

MP-15

172 +HF a3 4} - £ F
173 + +++ +++ ++ + +
174 - -+ -+ e % +
175 ++ +++ ++ + + +
176 t et Ht- ++ + +
177 + ++ -- + + +
178 + +++ -- +++ + +
180 + =t - + + +
181 + +++ - + + +
182 ++ +++ ++ ++ + +
191 - 1+ - T + ++
192 R ++ -- ++ + ++
193 + ++ -- + + +
194 o L 00 -- Pt e ot
195 ++ +++ - ++ + ++
196 ++ +++ -- + + +
197 ++ +++ - ++ + +
198 ++ ++ - + + +
199 ++ ++ - + + +
200 + ++ -- + + +
201 + ++ - + + +
202 + + = e + +
203 + + - - 4 +
204 + + = = + +
205 + + - —-— + +
206 + ++ - - + +
207 + + - - + +
208 ++ + - - + +
209 ++ + - - + +
210 + + - - + +
211 + + S = + +
212 + + - - + +
213 + + - - + +
215 + + - - + +
216 + ++ =S 5 + +
217 + + - — + +
218 + + - - + +
219 + + - - + +
220 + + = - r T
221 + -- + - - -
223 ++ +++ -- ++ + i
224 ++ ++ = ++ + +
223 ++ S - ++ + I
226 ++ +++ -- ++ + +
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e | AREH | xB | WEALT | WALT | meme | K

W8 | BREMP | FE | MR | RN | RE |
[1292] % -12 MP-4 MP-546 MP-648 MP-3 MP-15
227 ++ ++ - + + +
228 + + -- T 3 ‘3
229 ++ ++ - + + +

[1293]  ZE[R]4 AN

(12941 FERCAZR F, BRARSR B AR S AR DL B 53 A 7T SCAP S it 5 L » 15 D 3] A
(@) 7 Rl (an) " LB “Pirid (the) ™ Al 4G — A/ FElZ A/ Bl B ARG B S AR HL B TS
AR SO S W A5 IR A 2 T O AR AR T T E 7
T3 BUA A 5 205 45 5 7 i SO VAR O WA AE LI — N B2 Al B3 2 ) B A Bl
RIS SR Bt A A s A2 1) o A R R B rp iR L AT — D A T U T4
77 i BT R R B BL EA IS 45 R 7 BUNE A ORI SE T R AR B 2 A
s B AL B3 AFAE T R T BB A 5 ORI T 45 R 1 7 i B R P SR 7 56

[1295]1 ARG HEH A 2 T — A EA R RAAAE T i T DL A 7 GG T 45
SE K77 i B R 1) St T3 5 o 0 s AT SR T 7 — TR SR A AR SR i m] AREAB T,
DAL 2 A T [ — TR At SR SR PR A AT A SR 5K o A L) — > el 22 A BR o £ 22
AAEBIICL 5 PEAT A S FIR 2B DL R . iE AT T BRI 741, JF B TP
AP RR AR el P EEE o BB AR, — JBOR UL, AR AN R ) B S I 1) 7 T AR o 35
SE ELF AN/ BURFE TG DU 5 A% W 1) 25 8 SI2 it 7 58 AR S W 1) 075 T PR TR 18 2 3R/ sy
AEZH R, R A b KRR S 3R/ BURFAE 2 il o O T B kS L, IR BE St 7 SRAE A SO i
HO LA o 3B R R, ARTE B8 A5G B AR I, I H A VRS 2R sob
W AEZE VS B 1 D0 T 5 A3 3 o U AN, BRI 9 A0 I B 5 A A 7T SCRIAS 403 25 3 ¢
AN G ER AR AR 1 55 DL, 75 D)2 DA Rl ) Pl A B ) AN [ S it 5 b >R P i v
N AR AT R AR B BTV ] BR AR B SO AME AR Y, 15 0 E AV T R A 20
Z—

[1296]  AHAFIS KA PR A 22T LA H AT 0TI SCE AN Al B AR, BT X 22 3C
BRI T 51 FH I A S R TN 225 SRR (AR — A S AU A5 2 a7 A v 58, LA
AU A9 o A, FEBUAT BRI AR e B A A B AR St 7 5 T AT — Bl 22 AL
A ZER Y FHRRR o X 9 O IS SE it 5 S A I S B N BT 2RI, BV AS SC3s
A IR IR HER BT HERR BT e B S I BORIIAAAE R, AR B AR ] B AR S
7 SR AT AT 5 DR A AR ASCR 25K R

(12971 AGUREARN FURF AR 2 B P H A S 6 B 8 1% 1 X AR SR 08 1 B A4 s
it 7 SRRV 25 S R 2 o AR SCRI I (K A 5 W 1) S5 i 7 S PR VTR O A B AEFR T BL_E A ,
72 YT BRSSO B2 SR AS B 1) 3 o A A S B AR N R B AR, 26 A i B LR AR ZESKR A
SE S AS WY ERAR e vt R ) IR 00 R OR35S FE 2L
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