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B (2-60) Bria It R IEIRIE (1-60) Ke AL R IE-P I (1-60) HE4A L \hetCyc” (1-60) kR,
H hetAr® (1-60) HEEIE Ar® (1-60) Be A dE . (1-4CKE L) (1-60) FR L. (1-3CHE HET% B
) (1-6C) FEfadk . (3-60) Btk [fF1EHEF .OH, (1-6CKedE) . (1-60) pr dLak (1-3Ck A0
(1-6C) LB chetArt \Ar* hetCyc? (0) CHo— (1-4CKE R IE IR L) (1-60) ffa Jk \ Fe R i
B (1-60) ik E LR IL (1-60) HrE L \hetCyc®C (=0) (1-60) ik F23E (1-3CH &
) (1-60) fefd i R =5 (1-60) etk . (1-30) B fl il it (1-60) Befd 3t . (1-3C) &2
FEBE I (1-6C) FEfA e = (1-3CHEE) B - JhetCyc™C (=0) 0- 3 4/ (1-60) bt
FaL (1-4CKERREL) (1-60) Jeddk . (1-6C) Lria ek  FR ik /P i VB R Al Bk L (1-3ChE A Ak)
BIEPHE hetCyc® X & L ONL =P FEREBEIE \N- (1-3CHEHS) MENE B L N- (1-3C=F b db)
M o J 2 (1-4CHEFERE BT A L) (1-6C) HESE I8 S Ribh— 1, 3— i 3 (1-6C) H 4 S BIN-
(1=3CHE2) Mg P i i
[0050]  hetCyc®E4E6 LI, LA A 1 E 2k 7 Mk [ NFIOFI 3R 44 JR 1, 3 FLAT S 41
F2ANMT G B AR B FEAR s (1-60) ek (1-4CKe L) (1-60) fe it fl (1-60) Bt
5

N Ny P ~g
W
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[0051]  hetCyc’/24E T 2435, HHA 1 2 27 ik F NAIORI R 26 J5L 7, I BAT 34—
AL Z AT HE DL R BB EEA : FLONL CFs. (1-60) ik 0 0t (1-60) 43k, (1-3Ck
L) (1-60) Fidk . (1-6C) B - (1-6C) ke IE il . = FUF JEWIMESE UL & (1-4CkE )
5

[0052]  hetAr® 5702 75 H3F, LA 1 B3O i AN OFISHI 3R 5+, I HAT % 4%
(1-6C) e EUA s

[0053]  Ar®j ot , HATEAY (1-4C) Frd U

[0054]  hetAr* 2567475 3R, H B A 1 £ 3 Mhor Mk (AN SO 3R 2% 57, 7 AT
Al 1 2L 3% 5 AR BRI BUAR : (1-6C) Sedi 1 2 CNLFR L (1-6C) BEdk . =5
(1-6C) krdk . (3-60) PRk (3-6CH KEdL) CHo— (3-6CFRF523E) C(=0) -, (1-3Ck% ) (1-
60) fedk . (1-60) fefa dE . (1-60) B bt 3L NHoy (1-6CHEIE) 2k — (1-6Cke k) &3t (1-
SCERPTAELL)  (1-30) =F bt DA S FAE R B B9 R 10 n B 44 05 2, K H A 123
NI EE S

[0055]  Ar*E R, AT gk — ANk 2 ANk % B LR L B : (1-60) Fedk X &K
CN.CF3.CF30-. (1-6C) fefa 3k . (1-6CkEHE) 0C (=0) — I Hedk . (1-60) kb 525 (1-
6C) Stk (1-6CHEHE) S02— HOC (=0) —LA Jz (1-3Cke4dE) (1-3ChEdE) 0C (=0) —;

[0056]  R*ZH. (1-6C) HEdk . g (1-6C) ik, ~H (1-60) ikt =4 (1-60) ik, U4 (2-
6C) HEE FLIR (2-6C) KEdk 5 Z LCN, (1-40) FEéd L FR AL (1-40) etk (1-3CHes L) (1-40)
Fe k. (1-4CkEE) OC (=0) - (1-6C) B i At 75 [Tk 4 — N2 AN o ik 5 i & -
(1-6C) B M1 (1-6C) Fe A FL M H BT L (3-4C) Fibedk /L VR I R AL o = 3 (1-3Cke
5E) Wi fla i 5 B

[0057]  R*FNRIE [H] e Ttk 2 1) 5L — ST 5 22 6 70 VL AT 3588 43 AN A1 1) BN R )
W, ARG — AN E 2 NS HE ) (1-60) B i B RSE B, 3R

[0058]  R*FNRIE ] e T $2 1) 5L — D J5 25 6 70 M NI & 3508 43 AV AR ) BOA b T £ 2%
W, H B A AN OBUSHI PR 4% J5i 5, Horp ik Z8 AT e e — N B AN Jd 7 ke B (1-6C %
) C(=0)0-. (1-6) Wi (1-60C) el A AL B HUARIEREUAR , - ELAT IR AR IR J5 3 4 4
S (=0) B%S02;

[0059]  hetAr’f&5E6 70475 FEIN , H LA 1 B3 M7 i % AN OB S FR 44 il 1, Hirh iy
RIMT A — AN B N B DA BRI RUR : 1 25 L (1-60) Jedik . (1-6C) L sa FE A
CFs;

[0060]  Ar®f& 78, HAR a4 — AN a2 Ao ik (B DL R I B : 36 2K (1-6C) Bedt
(1-60) $R4EIE . CF30—. (1-4C) S ia L IL FI g L pRe it

[0061]  RP*JES . (1-60) frdk. =4 (1-6C) kil | (3-60) kel AT — AN s 2 Ak
SR R (1-60) Kr AR B L AL AR 2R , BCR A 1 2 3 O ik BN, O
SIF IR 28 i~ BATRE A — DB AL B (1-6C) a8 A0 g 28 (1) JE ] B 5 226 70 44
Wik ST

[0062]  R*™E&(. (1-6C) ik =5 (1-6C) ke Ft . (3-60) sk ATLLEAH —NELZ AT H
176 F 0 25~ (1-6C) He R R 1 AL AR 2 it , BOCRLAT 1 8 3/ 7 e FENL O RIS 1)
WIRIEFIF BATE R — A s 2 Ao HiE B (1-60) Sk il 25 1 2 A BURII5 26 0 244 75
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[0063]  R*™E&L. (1-6C) FEdk. =5 (1-60) kedk Kk (T s — o2 Mo iz | UL
) FE A BUAR : (1-6C) 83 L 3 2 L ONLCF3 . CF30—. (1-6C) #e %3k (1-6CkE3E) 0C (=0) —. & B
Fe | (1-60) Brhm it F2 5L (1-60) ek . (1-6CHE L) S02— HOC (=0) —A F (1-3Cke 5 (1-
3CKEHE) 0C (=0) -] s BRGE6 244 75 F 30 , H B AT 1 2 34N b a7 %6 BN STIORY FR 2% J5 7 3F B
PRt 1 2P Sr e ) DL R O BARIEERAC : (1-60) Hddk 23 (1-60) kedk . =& (1-60) %t
B (3-60) PRkt . (3-6CH KEdk) CHo—. (3-6CHR K 3) C(=0) —. (1-3CHE R (1-60) fdik .
(1-60) e . (1-6C) BRERimE AL NHo. (1-6CKE3E) &L — (1-6CkEdE) & (1-3C=F bt
L) (1-30) =HRUGEE DL S AR R 2 3R

[0064] RS .G Z. (1-60) krdk. =5 (1-60C) Lk, (3-60) Ikt ATk — a2 ANk
ST E 2 (1-60) e 2 R B 1 B AR 0, B A 1 & 3l i TN O A
S IR 28 I+ BATE A — B AN H%E [ (1-6C) a2 0 i 21 (1) 22 ] B 1 5 226 70 44
IR

[0065]  fE-—ANaLty B, KGR A ST

R? Rb

[0066]

I!
[0067] B SZAR Rl BLAR S AR B 2 2 b AT 2 1 £h IR R S EET 2, o
[0068]  FRBHINH-C (=X) -NHFB 5 £ S A4 7
[0069]  R®.R"\REFIRM 7 3% I HAN (1-3C) ek ;
[0070] X ZOES;
[0071]  RUE (1-3CH4HL) (1-60) k2 . (SR AT (1-60) kit . (1-3CRiEH) (1-60)
Fe A LR (1-60) etk 3R (1-60) Sedk . =3 (1-60) br ks PU R (2-6C) ket T (2-60) Jit
SV (1-60) ek E A (1-60) fidk  Fa ik (1-6C) etk 385k (2-60) Hrkk. (1-6C) %t
FEE (1-3Cke AL 2 L) (1-30) feddk;
[0072]  R*JEH.FE{OH;
[0073]  FFBZEAr'BihetAr';
[0074]  Ar'j 2R3k, HAT M — B AN T % 1 DL R A BRI BUAR : i 25 L CF3 . CF30-
(1-4C) BEda ik  F2 AL (1-4C) BEFE A (1-6C) Su it
[0075]  hetAr' &5E 6 T 475, H B A 1 &3 vk (N SFIOR) B 44 J5i -+, 3F HAT 1%
Bl A 2B e DA IR A U s (1-60) Bk 1] 2 O CFs NHa AR L ((1-20)) be ik s
[0076] RCE
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[0077] =
R4 g \N'NsRso

[0078]  R*H. (1-6C) fedk . F2H (1-6C) Hidk Ar’.hetCyc'. (3-7C) B o he tAr’;

[0079]  Ar?JE IR, HAT 4 — B2 AN o ik B DLR 0 3L B - % & (1-60) fi 3
FI¥E 3

[0080]  hetCyc' 254670l ATEL B 23 ANV AL ) 2 B8 , e BLA 1 45 2N Sk 37 s 3% A NATOFE) B
Z

[0081]  hetAr*f&hE6 L2 75 730, 2 B 1 3T b AN OFISH 3R 26 J5L 1 ELAEi%
B (1-6C) KEdEEUAL

[0082]  R*JEH.OH. (1-6C) fedk. #dm (1-60) Kedk . 5 (1-6C) ke dk . = (1-6C) ke dk . PR
(2-60) Jedk . TR (2-60) Fedk . FIE (1-60) fedk  FakE (1-6C) pekk . —F 5k (2-60) ek (1-
3CKEAA L) (1-6C) itk &I (1-6C) Fidk  Z AL (1-6C) Kk (1-30) f S MmimEiG AL (1-
6C) Keddk HHBE L L (1-60) Feddk BRIk IE (1-60) FEdk -hetAr® (1-60) FEdk Ar® (1-6C) Hidt .
(1-60) a2k B3 (1-60) frsa . /i (1-60) Fr s Ak . =3/ (1-60) e L . VU R (2-6C) 4t
AL HA (2-60) FEA L FUIE (1-60) Frd 3t 25 (1-60) et . i3t (2-60) ket &
B (2-60C) Frfa FE VR IRIE (1-60) fr It I IRIE (1-60) Hrddt shetCyc” (1-6C) Brda
hetAr® (1-6C) HE 3 Ar® (1-6C) eIt . (1-4Cke 5 3E) (1-6C) eIt . (1-3Cke L% BE L)
(1-60) Fe ek . (3-60) Ffedt .hetAr'miAr?,

[0083]  hetCyc’/24F 670243, o H AT 1 % 2/ iy ik F NATOM R 2 Ji 7 3 FLAT 41 &=
2N ST M3 1 (1-6C) 4 2 1) S5 [ BA G 5

[0084]  hetAr’ &5t %75 3L R, L H A 1 5 34N bk (1 NS OISV BF S 19 FLT 4 (1-
6C) eI EUA s

[0085]  Ar®i it , HAT MY (1-4C) FrA FE U

[0086]  hetAr*JE&5h A6 T AT IR, H B AT 1 3N h A7 Mk AN SFIOMK BF 2% IR+ HLAT 1k
12 ik H (1-60) et iy SRR AU s BRI R 10T XA 2205 3, LR A1 23R
BT

[0087]  Ar™SEIEEE, HAT MMk — AN 2 AN RSz % B AR B9 FE AU s (1-60) Sk L 2
CN.CF3.CF30-. (1-6C) #%8 %k . (1-6CHEHE) 0C (=0) - & ILHRIEL . (1-60) bedkmidt  F it (1-
6C) FEdk . (1-6CHEFE) S02—HOC (=0) —F1 (1-3CHEREIL) (1-3CHEdE) 0C (=0) —; F H.

[0088]  R°JEH. (1-6C) kedk . BAAR (1-6C) ki dk . —H (1-60) ki dk . =H (1-60) ke VYA (2-
6C) fit ik FLaR (2-60) Bk X1 2 JON, (1-40) Fedd ik ek (1-40) ke, (1-3CkeAE) (1-40)
Fedk . (1-4CKEE) 0C (=0) — (1-6C) KEFEAR L , BT 4 — DB 2 A7 ok 5 DL (1) 522 ]
HRAR 2R3, i 25 (1-6C) Bedk A1 (1-6C) kg b8 % ; 5]

[0089]  RFIR"IE [A] e i B2 1) SR+ — HE T 5 2 6 Te M IR 3R , JAT 34— B2 AN Jlor
I (1-6C) KEd 1 U HUAR , 3%

[0090]  R*FIRIE [A) He e B2 1) JR - — HE T AR 5 2 6 To M AN 24 38, 2L EL A7 328 1 N OB S PR 2%
JEF, Horh TR BN R AT (1-6CK3E) € (=0) 0-B% (1-6) BB I H R B 5+
RS AL LS (=0) B S0z,
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[0091] i 7 fiff, 7035 A8 FH W N ECE 2 AN SR SOE B R S BUREE LT, B
e A 1 e A A AR o Lo Ja e A I A 1 it e 22 v ik 5 44 o DRI, 497, R[] e 4 2
St BT eI 2 IR S5

[0092] 1k SCHT FI I ARAE “ (1-6C) e« (1-40) Fed&” A (1-3C) B ™ 450 B 2 A1
Z O JFE T 1 B AR JE AN 2 3N S5 1 WA LB AN R B B4y i B AT 3 E 6 5
T 3B AN IR F B3 S TR ORI B R SRR AR T 2 2 1-TR
F2-TFE TR - - A 2T - A2 L 2, - IR L1 R 2
0 T B A= B S A BB SR S B o BB = A S B O R B T/ B - B BB = S B P SN/
O 3- 3  2-FF -2 TR 0 L 3-FR J -2 i i (4R k-2 I, ik L 3- R -3k gk L 2R -3
I 2, 3- 2T DL 3, 3- R 2T A

[0093]  “(1-40) e . “ (1-30) KL . “ (1-6C) K HL” F1“ (2-60) fr a2 245 -ORHE
, H RS e B ST 8 U (1-4C) Jedik . (1-3C) ke (1-60) ke ok (2-60) etk . L4
A5 F AR B L AR DL S AL R A

[0094]  “(1-6) Bidt” M IERC (=0) A, H P RE B A 1 254 ik i 1 ELBE N B 4
BCEAT 3T 5k I 1 STRE VI AT BN R, 437 dun B s B S AN ADL L[] o

[0095]  “(1-3CHEEAIE) (1-6C) fdd” A1« (1-3Cke L) (1-40) fi " Bia i B A 1261
B SR B 1 A A 5L 1 LR v A A SR R B L AT 3 6N BRI B3 AN R SR S
VA R s, Ferh — MR R 48— DA ST 8 S (1-30) a2l L AR

[0096]  “(1-3CHE4E L) (1-6C) Krid i B s WA SCHT 8 LI (1-60) fesa B , Horp— AN 5
FHEUA ST S (1-30) e S8 FE BUAR o S 5] Fo, % FP 4 2 P AR 0 P40 S 2 DA B B
.

[0097]  “(1-3CHEAH L) A AR B (1-3CHEHE) ~0-NH-C (=0) —F:[H

[0098]  “(1-6C) Fe el L HR AL A1 (1-4C) Fr e B I 43 7l J 45 (1-6C) —0-C (=0) — 1 (1-
4C) —0-C (=0) —#£[H .

[0099]  “(1-ACHEAIE AL (1-60) Ftt” B e WA SCHT @ LI (1-60) Frdk , Horp — AN
WIASCHTE I (L-4CkR 4 ) B AR

[0100]  “(1-3CHESIE) =5 (1-60) Ftt” B e WA ST @ S (1-60) Fedk , Horp — AN
AR, I H 55— A SR E SR (1-3C) Se s B HUAR

[0101]  “(1-4CHEAIE L) (1-6CKE4A AL ™ B A LR LI (1-6C) fe a5 , Hop—A
BRJRF 4 — A (1-40) BrE FEFRAE (B, 5t 5E-0-C (=0) ~FE F]) Bt

[0102]  “(1-4CKeSAILFRIL) (1-3CHAIL) (1-60) ek & 45 A SCHT 5 S (1-3CkE A
) (1-60) L dh, Horp — AR E F o — A (1-40) B L It (B, 43 -0-C (=0) —JE ) B
o

[0103]  “(1-3CHEsHE) F2 3B I be I R 8 A S o SO R A e it , L rp — AN 5
T (1-3Ck L) B

[0104]  “ZAL” B FE-NRR [ , oA RFIR Jl S7 3 B A B i AR SCHT s X (1-30) ke st
SE A5 A9, 5 HoN— . CHaNH- . (CHs) oNBA J2Z5B3E A

[0105]  “ZJE (1-6C) edt” B AR H A 1 26w 51 B BRI A s AN R LB L 7 3 R 6 ik
JiR (1) SR VR AT BN e 2, B — AN R IR A — N -NRR A AR, HH RAIR Bk 3% H
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S ANAR ST Y (1-30) Brdk o SRR 2 L L R R A 2 L 2- 2 R (-2 -
L HEVL B AU

[0106]  “ZJk (2-6C) br el " M AR WA S H E LI (2-60) e fel s, Horp — ANk SR 45—
AS-NRR ZE A B, L RAFIR 7 i 1 B A SCRT SR (1-3C) ket

[0107]  “G & FRIL" B FERRNCO-J:[H] , o RAFAR 7ty 2 S B WA SR 8 X (1-60) 5t
H o SEBAFEHNCO- - FF R G i A S AL AT

[0108]  “GJEHIE (1-6C) fdt” BB B A 1 26 MR IR 71 B A8 5 A 32 6Nk
(1) SCRE AT B AN e e, L — AN R B A — AN AR SO s SO SRR R AL AR, o1l 2 -
PRI - R R R A T L 2- T R A RS T S T 3 - R SR U AR TR A DL
FANFEH

[0109]  “SELBRIL (1-60) ek B iR SR E LK (1-60) fe stk , Hodh— M S 4
— MNARSCHT E SRR IR

[0110]  “(1-3C) FedkBifu3E (1-60) e\ AL B A SCHT s X (1-6C) Je a4, Hh—A
WSS 4 — A e R 2 AR B, B, B (1-3C) € (=0) NH-Z:[A] B4

[0111]  “(1-4CKEED) BRIL” BIER -C (=0) 0-F:[], HorPR* & (1-40) kit

[0112]  “(1-ACHEAEREFTAL) (1-60) Krsa 5" B AR WA SCHT 5 X (1-6C) ketd 5, Horp—
AR F B — A (1-4CHE L) Rl fie S AL (1T (1-4CHE L) Si-0-JE ] , Wl T FE R e L) B
o

[0113]  “(1-3C) ke M EEL I Bda (1-30) Ked SOaNH-JE [ , Horp (1-3C) Fr A& WA S
[0114]  “(1-3CHEREMEBEIZ L) (1-6C) KEdk” BARHE — N WIASCHTE X (1-3C) ke S i Bt
e BRI B A 1 2645 T 1 B R AE LB A 326/ M I S BE VR AT B AN R
[0115]  “(1-3C) HEAE ML i (1-6C) e s 5 B WA SR X (1-6C) kesa 5, Horp—
AR JFE T — AN AR SCHT 8 SR (1-3C) e S T It e B HUARC

[0116]  “(1-3C) ke At i 5™ i 45 —-S0REE A, HorpR2 b3 sE S (1-3C) bk , 1
R RIS AN 2R3 A

[0117]  “(1-3CHEAMBEBERL) (1-60) AL s A SCHrE X (1-60) fe st , Hh—A
BSR4 (1-3C) Ke ST FL B A

[0118]  “FRJLHAL” B FFHOC (=0) -

[0119]  “(1-4CHEHE) KL (1-60) bt B s WA S A L (1-60) fedk , Hod — ANk i+
AN SC T E SR (1-4CHE L) R ILEUAR.,

[0120]  “HF(HE (1-6C) brdt” B AEpE ERE (CN) U B A 1 260 B0 J5 (1) B BE v e L Bl
HA 356/ IR S REVRRT BN R

[0121]  “(3-6C) Pt k" w5 H A 346k S B FRAR VLA S Je 6, (9 BR TR B V3R T
[0122]  “Z= (1-3CkesA k) (1-60) bedt” B d anA S LI (1-60) fdik , H AN % H
B — AN UAR SR E S (1-30) BEA AU

[0123]  “ 23k (2-6C) K™ B fe o A FE 3L (OH) BUAR A AT 25 6N 5l 1 1) B e vt A
JEHEBL A 36 MR STREVI A B AN R AL, AR IR S IR IR E AL TR — B e
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[0124]  “ 0k (2-60) ke A" BAR WA S E ¥ (2-60) brd ik , H AR PNk 4 2
AR

[0125] A SR Y “xi 27 B HEFLCL.BrE 1.

[0126]  “ZRIF” 25 HA — B A Q00 T 8 Z R [ i ik (0 2 2% Jif (34 1 A B 49
AN IR R Gy, b Z IR AT 4 ) T BT i e e 2 P12 [ B e SO AR AR

[0127]  “JRF5 3 AR R A — B2 MW THEE 22 5 5L Tk 0 3 R JE 5 2 6 o A
IR R G0 , Horp 44 55 AT IR A WO T BT ik e e 2% 75 2 i e U EARZE AR

[0128]  “hetCyc’C(=0) (1-6C) ke A IL" WA SCHT = LI (1-6C) Kesa 3t , Hoh — AN
JRF#hetCyc’C (=0) FF B, HrPhetCyc 2 WA L E Yo

[0129]  “f2Hk (1-6C) fe " M “Fedk (1-40) e dt” B4R 20 2 A 1 B 6B 5 7 51 £ 4408
JiR 1) BB AT B, B0 ) LA 3 364 ik B B3 2 4 ik i~ 119 SRV RT SR A e e, B
H— ANk iR 4 R 2 (OH) HUAR.

[0130]  “$d (1-6C) bl " AR WAL & X (1-60) H 2l s , Horp — /Mg JE 14
HUAR

[0131]  “§2JE (1-3CkE%E L) (1-60) Frt” BAR WA ST E LM (1-3CKe L) (1-60) Hrsk,
Hod— ANl 22 R HUAR

[0132]  “fa3 (1-3CHEAIE) (1-60) Fe st AR WA ST E LI (1-3CkEE AL (1-60) &5t
SR, o — N R A R LA

[0133]  “FRk 9 (1-60) b ™ SARWIA S & W) 38 (1-6C) Kaddk , Horh — M S 4

FRILAUA
[0134]  “adt =97 (1-60) e A" BAHR WA S E I = (1-60) Hesadk , Hrp — ik Ja
TR,

[0135]  “YRBEFRILHE R AR — > -COOHZEF HUAR I H A 1 26N Jol 7 1) L B A s 2
B EL AT 36N BR I ST RV AT B AN RS S B R 2R S L 2L L | R RS T AL L 2R
PRI T B 3 B A TR 3 DA K AL A

[0136]  “SRmg|Webk—1, 3- % (1-6C) krd 2 S da A SCHT e X (1-60) frsa ik, Hp
— AN S R~ 1, 3— R S ERAR

[0137]  “PRAR (1-6C) FEHE” L “ 3R (1-60) fdk” FT“=98 (1-6C) Lt e R WA SR LI
(1-60) frdk, Horp 43 54 1 B3N AR F i s B

[0138]  “PUiR (2-6C) HEdE” A “Tia (2-6C) Kok & 5 H A 28 64 il I 1 BLBE 1 R0 47y
SR EAT 3T 6N S (1) SREM AN SN R, Hoh o 4 BN A P R R B .
[0139]  “(=@mHEHL) (1-60) k™ B dat — 1 CF0—5: F AR B A 1 26 MMk 1 B
B RN L B LA 33 6Nk 1) SCRE M AN BN R

[0140]  “=4 (1-3CKe L) BEL R =48 (1-3CkedE) C (=0) NH-FE ], Hoh— g =13

B
[0141]  “=38 (1-60) A" BAR WA ST E I (1-60) FEdd 2, Horp— DB T =4
I

[0142] Bk dd (1-60) Bedd” B fa sl — MBS L e 3 (HaNSO2NH-) BUAR I B A 1 6N SR
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BCZH R4 1AL o X PP AL I R — M A E B BT AR S SR I EL AT Be R A A5 R K
K 77 o 93 DR S AT A2 W FVG T, 9 HLRR AR RIFR T-45 e i BRI P S e o fE— 25 0L T, &
A DAAR R A
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[0541]  AE—AsEja )y b, Ik & W0idE T8I IS M98 - a0 F PR & it 72 h = Pl e
SRS PR Z A RARR TR A S e LRSS AL I R R R R SR L.
15 PRSI R 2 R I B EE SRR, O B R B 0 = 2 ia 7 oA ik, — ot 34 HEE
Koo ERTBAFH HE - 51D A8 3 1™ 5 ] B,

[0542]  sCTAb & Wik il TR 7 R AE o HAA S A5 60 H5 Rl ok 22 A I e L OR R  Je I s 45
B Wi LA ST B B o

[0543]  IMAYETEH TR TT 2 0E ML G PR

[0544]  Gy4h, X4k &t n] Al TR 7 SRS IDE ¢ (10) VRS LSR5 9E (PBS) K2R
AR RN RAT VRN B 8 DA KA B8R

[0545] S I4b&Wpidid T FEWT AL e 7 a8 Mg , 46 45 Bk iy FL3h it FH
A BRI B Bk A AR RO H B ) — M E S R TS B 2 e B R R R E .
fE—ANSERt 7 S, BRI & 436 T i i 2 B RE W Sp35-TrkAAH TLAE FHI LA E #E BE BT B
22 TOATIE AN D SR 5T A M 3 A T P T3 7 I o R o A T R A o £ — S SE TR T SR, Al
LARVETIR & 22 KNVEREAL o 72— 52 5 Z8 b, P AR RSB 2 IH < AR ICR (Parkinson’s
disease) o fE—PSEHETT B, PP AR PR A2 P 25 I BRIC 9 (Alzheimer’s disease) o
[0546] WA SCHT FIIARWE “VB77 (treat) ” 8L “VAJT (treatment) ” i& ¥8 V6 T7 E B 42 fift R TS
47 34 7 S0 R R LA T K0 DA 8 0 5 55 W 5 e
BRASKAOEAR AR LIE AT S (AT ) AR ST 8 P e
AP IL LA S M By BR 58 4) « VBT 3k ] DL AR A7 TG 5 AR T G 0 N Y
TUHAZE AL A BT e K

[0547]  ZEJELL ST )y S, Ak & Wi H T3R5 an AR ST 5 SCRT B9 AR AE o WA ST T
FHEATE “FiBls ™ 5 4 56 4 BUEE 73 R WA SCHTa 7 98 BORS IR BCHRE IR ) A AR B2 R BiA%
.

[0548]  [R|th , A A WA — AN SE Tt U7 S $R A — M AR FLah Wit T A e ik, A HR 4
FIT IR 7L 3Nt FHAT Ry T BCRR BT i 2R ) S — Rl 22 AR A S sl 25 5 B ml 42
SR AE AN SR T B R AR B IR AR ST B R R SRR AR
ST G S PR AT JE TR IR PRI PR R DA S S ERE T AR T A DG R

(05491 AT 53— SKHtE 7 S Fe it — M AEI FL WM B yT S 0E I 7, Ho A4S 45 ik il
FLBhW I HA ZOibT7 B ik 2808 1) & 1) — PhE 2 Ml T4k S B 2457 BT 52 11
£h

(05501 A SN TS5 H AR e B LR AL A SR 7 S
U BRI LV FIAT R0 57 SRS P A2 T R B — ol 5 s 2
2y BRI I 2.

[0551] AT 53— SE it )7 S Fe it — M AEI FL W ey v IHE HURGL i U7 %, HAD 4
25 FITIR W 7L SN Wit FH A 28006 77 SRR B v QAE ek gL i) &0 — R a2 A Tk S
2y BRI I 2.

[0552]  JiE “H M E” MIRWAWAEL A WRNATT 75 2200 FL 24 it P 2 LA K3 BA T
(W& (1) Va7 BB AT A A TS 06 97 0 BAR B0 T IRBIURRE » (1) Bl 95« 2038 B30T
b BAR PR AR BORAE (1) — DB AR, B (111) TR BORE IR AR SRk i 2 A4 5 9
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FPRRBORAE 1 — PN ELEAER R AE

[0553] X BT IR B — P E I xR LA A 10 &0 B T B AR AL A4 58 o TR L 7™ B
& AYRTT 75 E I LA A B R A (B A E) 1 BRI i AR A, A T DA B ARSI RN
TV U SE -

[0554] A SCHT I ARAE “T LB A& 18 B A AR SCHT IR B B4 T 7= A2 A SC i 9
(49 RS R 304, IF AR HA PR TR R R KR /DR B R BL R K2R (B
N o

[0555] AR EHAL A AT LA S — PPk 2 o A8 R SCAS [F 4R B LSS AR F R Ra 25 4
HAE RSB A BT R AL AW S B (B B 2E K AL (dexamethasone) AT (1) fa
(cortisone) Mg R4 (Fluticasone)) ~ IEJE ] (WINSATD (5] Wik w] JCAK (aspirin) A
55 (ibuprofen) W& 3% 3 (indome thacin) RS 55 (ketoprofen) ) AR A4 51 (AnnsmE)
DA R AL ZE GBI

[0556] AR EHAL A W ml i i AT AT A e s A2 e 49 e FH 22 B Wi (B an & BB
M) & i LR R B 250, BUE S BCR B2 it F o A& mT DUTAT A B 1 it R X
Jiti T 5 8000 ) 3 70 P TR AR 0 BT TR AR R TR B8 R ) S R LV I R
IS AW AT 5 A 1 24 il 79 Hh o R 2EL 93, 8 R RE 1) S A  pHE 7 751 SR 7] B2 71 DA
Jo R A BTSRRI SRy BB W 1 ARt A, A A 0K 2 e B R 9 HL 238 AT 9 B )
VA TR BTR BT 2 o R A WY AR R B ) o — T3 T o3& A 9 0 R 28 (1 S 48] 2 5 A DA
T A7 £925mg . 50mg  100mg  250mg B 500mg A & I AL A4, Ho 5 290mg 42 30mg T 7K L
W L £)5mg 22 40mg A8 IR F L 41 4 4 £ 5mg %2 30mg 58 £ S Mt Le il (“PVP”) K30LA e £ 1mg
% 10mghi IR PR BRVR L o 15 50 1k AR Al 7 1R & 7E — RS JF HLAR J5 S PVPIETRIR & - 7 LA
BRI AW, Bk, 500 BB TR G BT AT 5 48 1 46 Bl A 70 20 o A0 B il 77 AT A
T IR 451 21 5me A2 400mg AR R BH (1) 40 B W S AE3&E A G2 iR (491 G Tl B £ 2 1) o, 0 B2
If s Ik 77 77) (B Eh , an S AN) ke il £ o 3885 49 A FHO . 240K It 8 28 D8 VA R DA 25 i 44
RS G .

[0557] 53—l 57 AT 8 40 AR SRR 4k G4 S5 BAR BURE VR AR il 45 o & A [ 3k
FIGE ) A2 A AT AN 52 BT 88 S 3 ELAE 0 LA T 258 STk PR 4H A : Anse ], Howard

C.% Ansel’s Pharmaceutical Dosage Forms and Drug Delivery

Systems.Philadelphia:Lippincott,Williams&Wilkins,2004;Gennaro,Alfonso R.%§,
Remington:The Science and Practice of Pharmacy.Philadelphia:Lippincott,
Williams&Wilkins,2000; A M Rowe,Raymond C.Handbook of Pharmaceutical

Excipients.Chicago,Pharmaceutical Press,2005. 74 ] G 45— Fhak £ fhag v ) fa
S 751 TRV P ) S PV ) S VT R S LA S B S B AR B AR R LR R Bl R
B3R A5 R AR R 55 A R0 R R R AR R R AL RS IR LA BRI 25 (RIA ST
R A B A YD) FIOLR 8B BTl 2= 2575 (P25 7)) .

[0558]  [Alt, A& I O — 7 M e — Mgy A &), HA & oo e LI &4
B 242 B AT EsZ 1 Sh (R 2557 b mT 4252 () B R Bl A4

[0559] R4 75— sl 7 B, AR SR AR I AL B B L 2452 bl 8252 11 £ T 7E 230
Py T I/ o AE— N SE T S, R e 1B R IR IR o AE — AN SR T B P, IR 2 SR
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FE—ANSEIETT ST, AR AE ZORE PR AR o PR AR DA S AR s T AR ST AR IR 4
[0560] 75 55—k Uy S b , AR W $ Tk S s 2527 BT 332 1 F T 760 5130
YrhiaTT RAE

(05611 FE 5 —sLiE )y S, AR W $R Tk S s 2527 BT 332 1 T 760 5130
Yorb a7 IS PRI (1 30 7 EFRHE )

[0562]  F£ 55 —skiE )y S, AR W HR T4k S s 2527 BT 332 1 T 760 5L 30
Yyrbia s T M AR VR B o

[0563]  HR#E o — Ty, AR W SR At AL S W B L 2 5 b ml RS2 1) 6 AL i3 TRy ik
[ R S B ~ A 0 AR T 7 o B e ER A SRR R ) R TR 0 24 50 ) P 3R o A — > SR T 5
SRR 18 PR o A5 — AN SEHETT S, R SRR o A SR S, AR A RAE
PRI A I PEAA SR DL S S REAE L T AR B I AR AR o A — D SEHE DT b i R i
AE o AE— D SEHETT S RIS RAE o A —DSEHETT R IR M AR PRI o £ — 5L i
Jr g R S ERAE HR G

[0564]  ASCHT IR 4 5 HATBL R 52 X

CDI A ke

DCE LR
[0565] DCM AR

DIEA Z RO

DMA NN-ZF 35 St

DMF NON- 9 3 F B e

DPPA ZRAGRAE R

HATU (2-(7-R 2 -TH-3R 5 Z v 1-45)-1,1,3,3-19 P I o AL R 4 2 )
[0566] | MP-TSOH | A4 /R B A 2 T RARER (2 A P R 0 IR R T

5 (4 g Biotage))

MsCl WAEBE A,

PS-DMAP | BRAE LKA AA — L R (W & Biotage)

TFA ZRLE

[0567] s3]

[0568] DL sk 1k B AR R BH o ££ R SCHTIR SL i mh, BRAE S /a7 , 75 W B I B DA IR &
A o a7 1 R B2 WA Ldrichfb 27 22 W) \Lancaster . TCIEMaybridge , 3f HERE )
ANETR , T WA G 33— 45 4 AL B8 F o THE L DCM ., B 2K L DMF I I8 5% & £E Sure /Sea l ™
M H Aldrich, 3 H% J5AEEAE .

[0569]  DAF Brid Je B — M AE B 2V ER U 3 N ECH RS (BRFE S5 U) AE /K
PR AT, HLUROSLREIIE 55 2 M B DA 28 FH V5 28 5N R AR 7] o 39 3 25 T 22 it
TR/ BT

[0570]  7EH A HERELC-18 R AHFE ) Biotage R4t (& : Dyax A \)) b BUAE %47k
SepPakfi4k (Waters) b iATH: i,

[0571]  A=¥pilsE

[0572]  SEfgA
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[0573]  TrkA OmniailliE

[0574]  fii FI5K 8 Invitrogen /2 &) [ Omn ia il U & R 0T 8 Trk Bk Bk A2 3844L (1 (1
FEAMER (Nune B 3% '5267462) HEP I E T B 1 CRE Invitrogend w] [ TrkA) A1
BALE Y (KRR EE) 109 %0 AR G0 Omnia TyrK4bl SATPER INBIAR b o e R B T
20nM . 500uM ATP. 1OUMARJEEY) o I 5E 22 PPl FH 25mM MOPS (pH 7.5) .0.005% (v/v) Triton
X-100F15mM MgCloZH . 8 FiMolecular Devices FlexStation IT1***f¥bRiszEUES Gk =
360nm; K 5 =485nm) 1% 4L W IR R AL TR (1) 77 A, BFEET0 40 $f o AT 06 28 i R il 261 .
ICsofEL A2 ¥ A4S HEG S H0E 1 i B & H X e ok 1t B .

[0575] AR B AL A7 1 I 5w DT (7)1 35 T Coo {ELAK T~ 1000nM o H: 28 46 - 49) 75 1k
5B H IR (19T 34 TCaofELAE T 100nM.

[0576]  RAFRMEAZ BH AL A DA S AR I 5 DU (1) 3 TCsof L, HHP AR IR -3 1Cso
{H.<100nM; B~ F- ¥ 1 CoofELAZ 100nMZE 1, 000nM; Ff H.CRIR T4 1CsofE A& 1,000nMZE 10, 000nM.
[0577]  FA

EHIR T T
1 A
2 C
3 A
4 A
5 C
6 C
7 C
8 B
9 A
10 A
11 A

[0578] 12 A
13 A
14 A
15 B
16 C
17 B
18 A
19 B
20 C
21 A
22 A
23 A
24 A
25 B
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s TrkA#§
ZHIh T oy

26 A

27
28
29
30
31
32
33
34
35
36
37
38
39
40
41
42
[0579] 43
44
45
46
47
48
49
50
51
52
53
54
55
56
57
58
59
60
61
62

AESRE-"NE--RE--RE o -"Rei

BB P || E O R 0 EOO R E e
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TrkAB§
EB %5 1Cs,

63 A

65
66
67
68
69 54
70
71
72
73
74
75
76
77
78
79
[0580] 80
81
82
83
84
85
86
87
88
89
90
91
92
93
94
95
96
97
98
99

OE = > |

9 4%

=2
-

BB | BB e R R QR B e P
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i TrAs
100 B

101
102
103
104
105
106
107
108
109
110
111
112
113
114
115
116
[0581] 117
118
119
120
121
122
123
124
125
126
127
128
129
130
131
132
133
134
135
136

T o |3 [P | (|3 |3 |3 || (B[ |3 | BB (3| B |33 B P | BB || e
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i TrAs
137 A

138
139
140
141
142
143
144
145
146
147
148
149
150
151
152
153
[0582] 154
155
156
157
158
159
160
161
162
163
164
165
166
167
168
169
170
171
172
173

o P N N N P P N S N e N N e G I S S G I I S N N N T e e oy
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i TrAs
174 A

175
176
177
178
179
180
181
182
183
184
185
186
187
188
189
190
[0583] 191
192
193
194
195
196
197
198
199
200
201
202
203
204
205
206
207
208
209
210

SR-AE AR R R R gl

W W (R E (P E P RE R e R ERORE R T
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ET e T‘i'é:fﬁ
211 A

212
213
214
215
216
217
218
219
220
221
222
223
224
225
226
227
[0584] 228
229
230
231
232
233
234
235
236
237
238
239
240
241
242
243
244
245
246
247

Wi (W W REE RS EE R E R R R WO
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e TrkAE
180 i
248 A
249
250
251
252
253
254
255
256
257
258
259
260
261
262
263
264
[0585] 265
266
267
268
269
270
271
272
273
274
275
276
277
278
279
280
281
282
283
284

ol g Pl e -~ o e o~ B e = B Tl f S S P Pl gl e K A 1R o ol g~ o B g sl = B gl o i e
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S i b TrkAﬁ-
RS o

285 A

286
287
288
289
290
291
292
293
294
295
296
297
298
299
300
301
[0586] 302
303
304
305
306
307
308
309
310
311
312
313
314
315
316
317
318
319
320
321

il g - E i P i al Cal P --I  E S o gl gl e S P S o g e e i e Sl il i B S Rl R
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s TrkAS§
%140 % oy

322 A

323
324
325
326
327
328
329
330
331
332
333
334
335
336
337
338
[0587] 339
340
341
342
343
344
345
346
347
348
349
350
351
352
353
354
355
356
357
358

il e g P -- R -~ o g e P S S Pl g == -~ o g e 1 P e g - e~ B e sl i B gl o
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S i b TrkAﬁ-
R 14h % oy
359 A
360
361
362

[0588] 376

385
386
387
388
389
390
391
392
393
394
395

123
?”-!
oo P S el e P g et SR Pl S S Eal Pl ol o e i e g ol g e gl e gl
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E e T‘i‘é:fﬁ
396 A

397
398
400
401
402
403
404
405
406
407
408
409
410
411
412
[0589] 413
414
415
416
417
418
419
420
421
422
423
424
425
426
427
428
429
430
431
432

G (B (3 | (B (B (B B [ (B (B (B (B (|l (B (B [ B (B (B (BB (B B (e [ B (B (| e
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ET e T‘i'é:fﬁ
433 A

434
435
436
437
438
439
440
441
442
443
444
445
446
447
448
449
[0590] 450
451
452
453
454
455
456
457
458
459
460
461
462
463
464
465
466
467
468
469

QYB3 (B [P (B B (B (B (B (B [ (B (B (B B (B (B (B B (BB (B B | (B (B (B [ (B [ e B
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S i § TrkASs
%414 % iy

470 B

471
472
473
474
475
476
477
478
479
480
481
482
483
484
485
486
[0591] 487
488
489
490
491
492
493
494
495
496
497
498
499
500
501
502
503
504
505
506

e g Pl E i -~ - g el f S S Eal Pl o - g P e g ol g e sl i B gl - e - =
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s TrkA#§
ZHIh T oy

307 A

508
509
510
511
512
513
514
515
516
517
518
519
520
521
522
523
[0592] 524
525
526
527
528
529
530
531
532
533
534
535
536
537
538
539
540
541
542
543

R (B | (W (B (B B [ (B (B (B (B (B (B (B (B [ B (B (B (B (B (B e (B [ [ (B (B e (B (B B (B (B
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s TrkA#§
ZHIh T oy

344 A

545
546
547
548
549
550
351
552
553
554
555
556
557
558
559
560
[0593] 561
562
563
564
565
566
567
568
569
570
571
572
573
574
575
576
577
578
579
580

ol i R Pl e E o o (== -l e P S S =L Rl e e P o g e e P e g ol g -~ e sl i =l o e
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S i § TrkASs
18t oy

381 A

582
583
584
585
586
587
588
589
590
591
592
593
594
595
596
597
[0594] 598
599
600
601
602
603
604
605
606
607
608
609
610
011
612
613
614
615
616
617

ol Pl E i e e P e S S P Pl e e o e g g o B gl R
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Shi%5 Trkas
ICs

618 A
619
621
622
623
624
625
626
627
628
629
630
631
632
633
634
635
636
637
638
639
640
641
642
643
644
645
646
647
648
649

[0596]  fill 2 Rl ) 44
[0597]  fhI]4&A

[0595]

W R W O

[0598]
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[0599] e R4 SRt ke —3—Jh Uit IR T B

[0600] S URA . il 2 S AN-1 -2 P -3 R S -4 2R BRI NG e« 1) (B) — (- R £ M 3ik) 2K
(149g,1.00mol) f{IDCM (2L) ¥ W HH #R IOTFA (19.5mL,0.250mol) , B A HE-15°C, R 543
ZINESF A R NN PR A 2 FR N (R R e B ) DR R i (274,51 00mo 1) FDCM (500mL)
TR TR 30 S R IR B R 3R AE-15°C 5 -10°C 2 ) o f e AR 22 PR 5508 B2 9 HL i bk 1870
I5F, 4R J5 B 2N NaOH (500mL) e8¢ 3F H H2N HC1 (1L) &b 3R o 3 45 B (1) [ o B I L/,
Z Ja ik € It H ADOMPBE %% - S8 S5 HEDCM (11) A12N NaOH (750mL) ¥ N2 Frifc 8R4 1 (il 44 o IF
B4+ BB P A [ AR v A 1k A4 B Fa  FHDCM (2 X 1L) A HUKJZ - FiMg SO« T84 - H
MU, i 38 9F Bk, 153 21 2 K 3 [ AR I A #l =4 (2058 ,73% 7 28) MS (apei) m/z=
283.1 (M+H) .

[0601]  JDERB. ] £ e X1 -2 B B -4 JR BN g 52 -3 % - 1Al e a1 R R -3 -fiH -4 2%
FE-MERE 452 (93.9g,333mmo 1) 7EEOH (1. 201) H 1Y =2V 8 INARHCT (450mL) , 25 481 .5/
IF o B BN INERKT (173g,2.66mo ) , [F] A 48R B 4E FF7E65°C 260°C & 1] AR IR BT T
P BV A ) 18/INBT , SR G AEDK /7K ¥4 H) , 3238 I INVRNHLOH (900mL) « 13 38 VE A4 (pH
=105 11) F H HCHC L3 i Tl B2 1 88 o SR S 0 B AT A 43 15, 9F HL A CHC 3 (2 X 400mL)
UK JZ o FIH20 $hK B ik & I F A ML, FMgSOa T , 1L 38 I+ Hik 4 , 1531 2 3R 1 (1 ik
[RIAR AL A (85.0g,100% 7 28) MS (apci)m/z=253.2 M+H) .

[0602] D ERC: fil £ e - (1L -ZK R B -4 -8 ML g 5t -3 -3 — U R R T i - 483043
] 2 T~ 1 -2 F i —4 28 LA R -3 - % (85.0g, 333mmo1) THF (750mL) F1 = Z.Ji% (69.6mL,
500mmo 1) FITR AP B A5V N Boc) 20 (72.7g, 333mmo) o £F PR 51 B N Hi bl [ MTR &
V167N FF HAE B 28 iR 4 o 305 R VE iR T CHCL s+ F H HINa2COa 7K 13 i RN #h 7K e % - FH
MgSO4 A LZ , ik I Hlk4d , 49 2] 2 ¥ ot ta BRI PR AL &) (116g,99% 77 28) JMS
(apci)m/z=353.0 M+H)

[0603]  JBERD: fhill & e -4 - ZR B kg e —3 - U B G T I8 - Rl 2B iH 7R (Parr) OB
A AR N s - (-2 R J 4 - OR R -l g e — 3— ) — 20 U] i (114g, 323mmo1) JEtOH
(2L) F110%Pd/C (0% IF, 11.0g) o FHNaMR B S N 285 T-IK , HIH3E 78 £56psi £57psif HAE
80°C N3N o MARAEHPLC A B I B 58 ), 3o 8 I B2 VR A 0 ELIR G B, 49 321 2 2 E ] 4
RETAL =4 - R o R R R B L 49 31 2 A F [ AACIR I Fr A= 47 (6848, 78 % 77 2R) JMS
(apci)m/z=262.9 M+H) .

[0604] |4 A2

7
R
[0605]

Roc—N |
N2 \“f’y"‘

[0606]  Jx -3 I —4-TRFLML % e -1 -FF IR AU T B

[0607]  JDHRA: i & R U -N- (12K -4 O B & e -3 -%) -2, 2, 2- = SR L BE I : 1] J
-1 -IR R -4 - 2R g b —3-F (il & AP 98B, 61 . 9g, 245mmo 1) ZEDCM (400mL) H1 ¥ ¥ 7K
VR ANDIEA (64. ImL,368mmo 1) 3§ FLZE VKA Fh ¥4 HVR-A )  ZENSRUE T 4304 S i s I = 4
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LRET (38. 1mL, 270mmol) o 78 NG » P HEIR A M030 73 B I HLAR Ja 78 5 25 vh ik 4 A8 R W0V
fiftT-DCMH FF H F 1 FINaHCOs K I8 WU 5 7K e 5% « Mg SOa TR VA WL, 1 98 7 HAE A8 Rk
4 o T e AL FE AR B0 BAE PR EEUE 2 N P hE P4 2016 58 (0 82 TR LN o Ji e e RS 4R [
W, O BRI BAEE 2 T, 15 38 2 S A WAR AR @k 54 (78.7g,92% 72 2K) MS
(apci)m/z=349.1 M+H)

[0608]  JDEEB: fill % e K -3-TRHE-4- (2,2, 2- = L W FG L) ML b —1 - B BT I = FHNo
W BE R R -N- (1- R B 4R R iR 4 —3—8) -2, 2, 2- = 2. Bk % (78.7g, 226mmo 1) ZEEtOH
(400mL) 9 )¥E W FE H TS R (31.7g,45. 2mmol) F[#)20%Pd (OH) oAb FE o £E1IH /R e B 28 H
FEMEILE 30psi Ho N RBNR G M7/, FF H AR fa il GF /F4Rat 98 FF B AR B 25 Hh ik 4
TR AW AR T-DCM (250mL) H , 3235 7R INTEA (49 4mL, 355mmo 1) F H7F UK R4 #1 . £ 155
BREEAZ R NBoc20 (56 . 8g, 260mmo 1) F HAT K SLTE &4 FHE 2 PRI FE 9F B HE 1/ o
T AINaHCOs 7K VA VR AN ER /K Beia VR A0 » S8 e Mg SOa T4 o 1 Y8 VAR, W 4 Hoad it — S ek
FE L3872 H40 % Et0Ac/ T el R 2840 i W, 13- 21 2 3 4 IR I AR AL &4 (63 2¢g,
75% 7 #) ,'H NMR (CDCls3) 67.23-7.39 (m,5H) ,6.36 (br s,1H) ,4.47-4.55 (m, 1H) ,3.92-
4.00 (n,1H) ,3.78-4.00 (m,1H) ,3.50-3.59 (m, 1H) ,3.22-3.45 (m,2H) ,1.49 (s,9H) .

[0609]  PERC. i & e SN -3-Z k-4 R BRI g be—1 - BT B « AR 0K v 3 e 0 -3-0%
H-4- (2,2, 2- = F BRI Mg b - 1-F IRAHUT EE (63.2g,176mmo1) 7EMeOH (200mL) H 1)
FEWIF B N2N NaOH (220mL , 440mmo 1) o fOVF S NVR A 40 R 2 IR 5538 B 4, 98 Ja ik 4
£ 27200mLIF H FHH20 (200mL) 58 « FHDCMAS B K PR VR & ¥ 3F B FH Sh/K B & I B9 A HU I+
H 2 Na2 SO I JEVE BT Hik 4, 15 21 2 1R 28 PRI R B A4 (46. 28,99 % 72 2) .
MS (apci)m/z=163.0 M+H-Boc) »

[0610]  #I%&B
, "
[0611] \G*\m /\#‘;\}j "
N T & HO
“NH

K
Z

[0612]  Jxal-1- Q- AL I 4R FEMEg k-3 bRk

[0613]  JLURA: il & e a-1- Q-F AL £ FE) —4-FR LML fe -3 - L 20 FF R RUT B - 1Al
T4 AL I e —3— 2 e R R AL T IR (Al #5A, 4. 82,17 5mmo 1) 7EF-J§2DMF (50mL) H1 ) V%
PR IS MDIEA (9. 12mL,52. 4mmo 1) T —yR-2-F 4 268 (1.97mL,20.9mmo) - fEFF5E
IR IHER S 46/ I H AR 5 48] AH20 (300mL) 71 . FHEtOAc (3 X 150mL) 2 HUE & 41 3F
H KB G I 2 H) , Mg S04/ PEBR T , 1t 55 A7 5 78 [ Mg S04 ¥ S1 0228 14 i , I
H HEtOAcHE I « W4 VR O HAE HL 25 vh 48, 49 31 8 A (8 [ AR 1) 74 (5. 15,92 % 7
) JMS (apci)m/z=2321.1 M+H) .

[0614]  JGUEB.: il % -1 Q-F L Z3E) 4TRSS e -3 bR &k - Al e s -1
(2-HE Jk ) —4- R BRI be—3— R U Y IR AUT I (5. 10g, 15.9mmo1) £E2: 1Et0Ac-MeOH
(150mL) KV s 4N HCL I R8BI (59 . Tml, 239mmo 1) o AEFREIR JE R R &
W90 5 I HLAR 5 78 B 25 vh ik 45 . FHEtOAc (200mL) Ab 3R T3 3 W IR , 8 7555 % B
FZL 45 R B B 41 () 2 IO O 1L - 1 B, FHEtOACHE I I HAE B2 F T4, 12
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2 AR FRIFR B AW (5.10g,100% 7= 2) MS @apci)m/z=221.1 M+H) .
[0615]  fi|£&C

\ TS

O | ;

[0616] ' f‘*>
o

[0617]  2-F4JE-N-(FEEF L) N-(CEHR ARG B ) 4k

[0618]  HRA: fill % 2-FF AL -N- (EH kAL FHL) 41 /E90°C Nl ke &
4043 Bl 2-FF 4L 2% (14 2mL, 163mmo 1) [IDMSOVA Y (15mL) Hisin (&R L) = F Eak e
(11.4mL,81.5mmo1) [{IDMSO (10mL) VAVK - 7290 °C T INHIR W3 . 5/, SR J5 4 H) B R EEE
J& o 8R J5 FIH20 (150mL) 5% 3 B AHEtOAC (2 X 150mL) 2. FHEh 7K (150mL) ¥eids & I ML
AHA) , FMgSOaT #5819 FF Hlk4a , 15 2 2 2 A PRI =4 (8. 14g,62% 7 %) MS (apci)
m/z=162.0 (\M+H) .

[0619]  JDEEB. i £ 2 FF S 2 -N- (R AL 50 -N- (= ke i) B R Ok -0 g
(37 % KW ,4.91g,60.6mmo 1) FIMeOH (2. 45mL) A A H 20°C , 3 H s B s in2-H 4
F-N- (R B L) B A 4% (8.14g,50. 5mmol) RALIE  7E0°C T i P VR 5 437N
N}, SR 5 7R INK2C03 (6.97g,50. 5mmol) 3 HAEQC R HitHE IR AWy 1 /INS o 408 2 (2 pIR W it A 2]
K2C03(2.00g,14.4mmo1) |, JF HAEFAEGIE BT Hi bk 1R 5 W2/ Nk o A 2 iR s H
Et20 (2 X 10mL) ¥ B 4RK2C03 , H HATE t2086 5 -5 U (1) 28 3R A 9 ¢ HAE e 2%
KA Hedm 153 2 B ARG P71 (9.922,96 % 72 22) J'H NMR (CDC1s) §4.00 (s, 2H) ,3.37-
3.43 (m,2H) ,3.29 (s,3H) ,3.19 (s,3H) ,2.77-2.82 (m,2H) ,2.18 (s, 2H) ,0.00 (s,9H) .
[0620]  #i|4D

[0621] ‘O”\__Nz :
heo HGI
Ny o

[0622]  (3S,4R) —1- @Q-FEIEZLH) 4-FR Mg e -3 —2hgih

[0623]  JDIRA. fill & (R) —3— PR Pk ik —4 - R JEIE W B8 — 2 il < 40 (R) —4—ZR S I gt — 2 — i
(5.90g,36. 2mmo1) [ THF (50mL) JE VR4 21 2 -78°C I H 242 157 B i HI A (= FE fe e )
A (36.9mL,36.9mmo 1, 1.OM THFVAW) &b FE AE-78°C T HiHE 1550 85 , S8 )5 5I N REBR
S (6.33g,38.0mmol) [ THF (10mL) &R . FE-78°C N HiHH IR &4 1 /NN I HLAEPR 5316 52N 4
L2/, 2 S5 B AINGHCOs (50mL) ¥ K 3 HAHE 1/ FIEt0Ac (200mL) #s B8 24, Fi 7k
MER AP B, ZeMg S04 , i yiE I Hilk4d , 15 3 2 3k L AR I 74 (10.6¢,99.9% 7
) JMS (apci)m/z=293.9 M+H) .

[0624]  DEEB: il % R) —3- ((3S,4R) —1- Q-FF I 2 FE) —4-JRFMEIE S5t -3 PR AL —4- KA
IRE e BE — 2« 15 540 (R) —3— PR REBE L —4 - 2= FEE e 2 -2~ (8.00g,27.3mmo 1) FITFA
(0.210mL,2.73mmo1) [f] FF 2% (500mL) AW E 225 C A 10°C, B BT i in2—F 48 2 -N- (FF
AR ) -N- (EH AR b A5 B L) 20k (4 C, 8. 40,40 . 9mmo 1) Y FF 2K (30mL) V49K o f
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B A3 B R A PR R IR T IF B e 37N, S8 5 A AINaHCOs MK B, FMg S04
B, 198 BARE 2 h k4 il i A AR Ak, H 16 % 3220 % Et0Ac/ CUGEHe f sk 2lifk
YL, 132079 (6.5g,60% 7= ZE) MS (apci)m/z=2395.2 (M+H) .

[0625] D ERC: #ill 4 (3S,4R) —1- Q-FHIE L) -4-TRFM M S -3-F R : /£0°C T A1 1M
LiOHZK VAR (41.2mL,41 . 2mmo1) H s iNH202 (3. 37mL,33.0mmo 1, 30wt %) AR G40 C R4 10
SETEIR WA INE] (R) -3- ((3S,4R) —1- Q-H 4 Ak 4 F8) —4-JRFEMEg e -3 dh) -4 gk
WE bt —2—P (6.50g,16.5mmo1) ZETHF (100mL) H ¥ P o FiHE /IS 5, ZE0°C TR 51 N2. 0M
Na2S037K ¥ ¥ (33.0mL,65. 9mmo 1) Ff HAF e MR VAR BRI 1008 )5, H
EtOAc (50mL) FeikiR &4 FHIN HCIER{L/K )2 H 2 pH A3%5, 285 FiNaCl (10g) 4b3E , 2R J5 H
10% iPrOH/DCMAE YL » FiMg SO« A HLZ , ik 98 5+ Hlk 4, 13 21724 (4. 11g,100% 7= Z) MS
(apci)m/z=250.1 M+H)

[0626]  JDEED: il % (3S,4R) —1- Q- EHIE L) —4-FK MR -3 E L R RIEF IS : A
(3S,4R) —1- C-H & 4 5) —4-JR Mg fe-3-F R (4. 11g,16.5mmo1) 7EF 2% (70mL) H 1)
VAPPSR INTEA (5. 74mL, 41 . 2mmo 1) , 38 W N — 2R LB S B A (4.99mL, 23 Immo) »
ER IR E T IR AW 1/, 3F HAR 5 i 2 B9, Fr 82 1/ o SR 5 U i 28 B
(3.42mL,33.0mmo1) J HAF e B V-4 M E137% 15 /N o FHEtOACK B8 e i VR A1), 7K Beigs, 4
MgSOa-158 , 1t 9k FF HAE B 25 v ke 4 o i — A ik A 133925 , FH 1 %6 Me OH/ DCME it ke 2646 A
YR, 1231778 (2.5g,43% 77 28) MS (apci) m/z=2355.2 M+H) .

[0627]  JDIRE. i & (3S,4R) —1- Q- S L HL) 4R LN Le—3- ik — Eh iR ¢k . /£60°C T
I (3S,4R) —1- (2-H A 4 L) —4- R B ng e -3- B B R R oK F iR (0. 257g,
0.725mmo1) FITFA (3.91mL,50.8mmo1) 177N o 78 J. 2 A8 FH FR 2R S VR A5 A0 4 ol
Yy, 2R Ja 2N HCLIJE t2035 WAL B 3 H -2k ik 4 , 43 21 8 2 3 (5 [ 440K 19 Fr @ AL 5 4
(0.21g,100% =) MS (apci)m/z=221.2 M+H) .

[0628] %U%E

H SIS
[0629] \{}«*"\wg‘:s i i}/kgﬁ
“..< &

[0630]  (3S,4R) —4—(3,5— ~FIRHL) —1- Q-F A 25 Mg fe-3-E = F/ L Bk
[0631] D URA: il & (R,E) —3— (3— (3, 5- “FIRIL) PRI IE L) —4 IR FLIEME bE—2 i : /E0°C
T () -3- (3, 5- @A) IMSES (10.0g,54 . 3mmo 1) £EEt20 (150mL) AR T R INIDIEA
(9.48mL,54.3mmo1) , & INHTLEEE (6.69mL,54.3mmol) o 7E0°C N HFE IR &4 1/ IF
ﬂ%%n@ 78°C , [A] I HEAE THE (200mL) H (7] (R) —4— 2 e k= — 20— (8.86g,54 . 3mmo1) ¥4 &)
FE-78°C I HE S in T A4 (21.7mL,2.5M,54. 3mmol) . 7E-78°C N HHE IR & 1120550 3 H.
WS RRNR AR AE-T8C T A& IFRIRA 150 8, P H AR E0°C
I H HBFE30 5 Bh o FIAINHACL (25mL) ¥ K R BLTR 54, FHEt0Ac (600mL) #58E , A 7K |
NaHCOsFl £h 7K He ik , Mg S04 T4 , I HAE 125 vl 4 ol ik — ARk AE iy, FH10% &
20% 2.8 2. BR/ C e e B R 2 A 5T, 43 20 724 (11.0g,61.5% 77 %K) .
[0632]  JDHEB: il % (3S,4R) —4- (3,5- FARIE) —1 - Q-F A 25 Mg bi-3-f — 8 4
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R WL H 4 DB BBEEH BRI 5, F R,E) -3- (3- (3, 5- UK AMEEEL) -4-0K
S frE—2 R B3 AR (R) —3— PR B Bk ik — 4~ L e —o i > il 4%, 15 B bR UL A4 (1. 70,
102% 72 28) MS (apci) m/z=257.2 (M+H)
[0633]  #l|%&F

E

- 4
£ {
[0634] \cs -
3 P
_\W s

\'w"'"i‘#
d¥y

[0635]  (3S,4R) —4-(3,4-—FH A —1- Q-FHAE L) g ke-3-

[0636]  HRHEHIA DR Tk (K 7732, FH (B) —3— (3, 4- F 2K L) T4 M5 1 50 1 A TR e i & ke ol
2 MS (apci)m/z=257.1 (+H) o

[0637] |

[0638]

[0639]  (3S,4R) —1- Q-FAHFEZ ) —4- - EHFF ) HI) Mg f-3- - hmh

[0640]  JLIRA. 4% (3S,4R) —1- Q-FHEIL LT -4- G- EHFF ) K5 mrg k-3 E
FE PR T BG  AEPREEIE B R BERE (3S,4R) —4— (3— (= 3E) ZEIE) —ing b 3-SR L P R
AT HE (100mg,0.303mmo 1, ] 7 I3R1S) N, N- = Z, 7 -2-% (0. 145mL,0.908mmo1) 11—
TR-2-FR4E L 2. 4% (0.0361ml,0. 363mmo 1) ZEDME (ImL) H (VA M2/ NS, 2R I A E60 °C 15 4
AN R A HV A BRI B I X o AE A TR AEE tOAc 5 1 FINaHCOs (4% 10mL) 2 [8] Ji , /K A gk
K (52X 10mL) FedAMLZ , ZeNasS04 15 , i & FF Hk4d , 15 2 2 1 6 SRR KR ™ 4
(80mg ,68% 77 Z) LLCMS (apci)m/z=2389.1 (M+H) .

[0641]  JDERB. i % (3S,4R) —1- @-F A FE L HE) —4- 3- AL R IL) ik g fe-3-f% —
SRR EL  AEPR I B T e (3S,4R) —1- Q-F AL 4 FE) —4- 3— (Z A ) IR L) i L2 -3-
FEEIEF R ECT B (80.0mg,0.206mmo1) FESNAEG6N HC1 ) IPAVYE W (4.12mL,20.6mmo1) F1f
VIR LN $ 56 A0 B Tk 4 9 HLFHE G0N BE , 453 31 K B AR 74 (T4mg ,99.5% 7™
#) ,LOMS (apci)m/z=289.1 (M+H) .

[0642] 41
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[0643]

HCH
HC

¢
[0644] (3, 4R) ~4- (3-SR ) ~1- (2R IEZ J) Wi -3k — #h

[0645]  HR445 fll & GH T34 F (3S,4R) —4— (3 A%3E) MEmE fE—3-J 2 5L FF IR T B 4K
(38, 4R) 4~ (3 (= FRF 2) ZRIL) —WEE e -3 SL U FF IR AT ok Ml 46, 19 B bR L &1«
LCMS (apci)m/z=239.1 (M+H) .

[0646] £ T
N

g

N
HE Nl
MO e
[0648]  (3S,4R) ~4- (2,4~ FARIL) —1- Q- S IE L FL) Mg k-3 R iReh
[0649]  FEHEHI&GII 7%, FH (3S,4R) —4— (2, 4- —FH IR L) Mg f—3- L Z L P e U T Be %
R (3S,4R) —4- (3— (=& JL) FKFL) —ME g b -3 & 5L FF R AU T BE oK il 4% , 15 B An Ak &
Y1, LCMS (apci)m/z=257.1 (M+H) .

[0650] il ]

[0647]

[0651] {
M

HY
HE

[0652]  (3S,4R) —4-(2,5- /AR EL) —1- Q-F S L HE) mEig be-3-fik — R Eh

[0653] M4k il %G J7v23, T (3S, 4R) —4— (2, 5— - FR 2 3k) ML g —3 ik G 0k R e R T i %

£ (3S,4R) —4— (3= (g J) 2R ) — ik g Joe— 325k U FFY IR LT B ke Wil 4%, 19 B A AL &

. LCMS (apci)m/z=257.1 M+H) .

[0654] 4K
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[0655] \EBMW\\mm ,
TN HE

NH,  HCI

[0656]  (3S,4R) —4— (4—RAHE) —1— Q- S £ FE) Mg e—3-flg —Ehig &k

[0657] AR A& DH Bk 9 75725, H (B) —3- (4-F 2R TR A B A B AP R BE SR 4% MS

(apci)m/z=239.1 M+H)

[0658]  fil| £ L1

"

P
=
.

\
[0659] O
wﬂ\mmw

M,

[0660]  (3S,4R) —4— (- AKE) —1- Q-F 4 FE L H) Mg fi-3-i%

[0661]  BUEA: il % (B) ~1-F-4- Q- L) K AR BRETHELR (2.0L,
35.5mol) A Z. B (310.5g,4.03mol) L/INKS , S8 S5 ER INAHAE B 4t (61 1mL, 11.3mol) Fl4—5F A
% (200g,1.61mol) FF H A S B VR AW I A 90 CREE23 /NN o S0 VF N 078 H B IR
SR JGTEAUM IR FE T 222/ 8 INH20 (A1) o Bk BN, SR e 1 38 3+ H A 2: 1K/ 2
1% (500mL) Peisk o 7E B HEAR (50°C) rh M 44, 15 21 5 3 28 10 [ A4 IR i A i 7= ) (2384,
1.42mo1,88% 77 2&) ,'H NMR (CDC13) 67.98 (1H) ,7.55 (3H) ,7.16 (2H) .

[0662]  JDERB. fill 2 R N-3— (4-FAKE) —1- QR4 4 L) —4-Rg AEME IR 5t - 2230 73 B ]
(B) —1-F—4- Q-RHE 21538 2% (201g,1.20mo1) £EDCM (1.09L) FATFA (9. 3mL, 120mmo1) F1 ]
VR B S N 2- FR AR -N- (RS AR L) -N- (I B ik be %) RS ke (il & C s
383g,1.86mo1) H FLIH L AE VK ¥4 HIHE P 0 s B2 P2 447 AE 23 °C %236 'C Z [H] R ML TR
HEINTER £ 58 KA (pH 7,500mL) H 3 H HIDCM (300mL) #8435 % 4H JF HFIDCM
(400mL) ZEELUKAH & FE G MU, FEh7K (300mL) Heidk, T4 (MgS04) , it 8 3F HLAE W E ik
g6 o 8 R REAE B, 40 % EtOAC/ BEST IR R Al AR IR , 15 31 2 38 A JeiR I A
HLEY) (245,76 % F=2) JMS (apci)m/z=269.1 M+H) .

[0663]  JBERC: fill 88 Je :K—4- (4-FR R HE) —1— Q-F A Jk 2 0 ML IR e 3% « 7R /R 25 25
A] [ -3 (- 2K FE) —1- Q-F L 2. 3) —4- AL ng 4 (289¢g,1.08mol) ZEELOH (11) HH
FEW I INEAL SR (TV) (24.5g,108mmol) FF H. % B AEMA /R PR35 25 H - 25 28 il B =5 9 HL A
R (3X) [, AR G A E 2 9F H A (60psi) [BI3E . 00 B ) 25 45 2 N RS BB N
SERN L T Celite® it 18 & NTR A4 91 H FMeOH (50mL) 135t , 28 & 7R T e 4 , 79 21
BRI bR L &1 (243,95 % 77 Z8) MS (apci)m/z=239.1 M+H) .

[0664]  JBERD: il & (3S,4R) —4— U-FAKE) —1- @Q-F I 2 ) Mg b -3-i% (2S,39) -2,
3R (4—FP 2% P R AR 0) BEFMR 1« 1) (3S,4R) —4— (4-FRR L) —1- Q-F 4 L 2, 3) MEng e -
3-f% (120g,504mmo1) ZETHF (3.0L) FH20 (333mL) H A8 b 8 I — 4 B 25 B e 3Dl 1
% (195g,504mmo 1) o FEFREGI FE T HidE /NG, SRS 7EV R4 (-11°C) 1 B8/ o Hi kTR
AW, 3Bk, 138 IF H B 20 (4 X 100mL) P 78 B ASHERE (40°C) Ho I8 [ A4 /N, 48
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J ek DA R B A R IR« A IR AR 45 °C TR A4V AT THE (1. 06mL) FTH20 (118mL) H,
IRIG L2/ SRV H R IRETIE L, SR G 7E% R 48 (-11°C) Hh B8/ My s T H IR 54, 15 21
R}, 1 FF H HE 20 (4 X 100mL) M PR 45 i i » 72 BB (40°C) 18208 #4187
N, 75 2 2 1 45 & BHRIR AR AL G4 (968,31 % 77 Z8) MS (apci)m/z=239.2 (\M+H) .
[0665]  JLIRE. i % (3S,4R) —4- U-FIEHL) —1- Q-F &3 238) g fe-3-F% . 38 (3S,4R) -
4= (4-FAEE) —1- Q-2 AL £ ) MEng Be-3-Ji% (25, 3S) -2, 3-8 (4—H % F i S ) R 3T
B &L (20g,32. 0mmo1) YA /% -TDCM (300mL) 1 3 H A 1M NaOH (2 X 200mL) ¥t . FIDCM (200mL)
A IR KA . FHEh7K (200mL) Heik & WAL R, T MgS04) , it JEFF H ik 4d , 28
JEERE AT T 158 2 A PRI bR 8 59 (6.17g,81%,>99%ee) MS (apci)m/z=
239.1 (M+H) .

[0666]  FRAE il A& L1 J5v2: , 7820 BRA RS A 410 o FR I 5 EL7E 2 BRCHp 43 Jnll FMe OHAN B
Je £ & ARE tOHAI S AL B (TV) Sk il 28 T Z1 itk g J5z o () 44 o 0F Tl 4 L3, 76 0 BRDH HI85 %
MeOH/H20%5 ££90 % THF /H20,

w4 M & # x4
%5
L2 F (38,4R)-4-(3,5- = A | MS (apci) m/z =
Al \ RA)-1-2-F AL ¢ | 257.1 (M+H)
/ Hyerebob -3
NH, F

L3 SOy . (3S,4R)-4-(3,4- = #. | MS (apci) m/z =
Q‘Q’F FH)-1-2-F &4k ¢ | 257.1 (M+H)
W, F oy bk MR -3-

(28,35)-2,3- L (4- ¥
AR TR L) IR
[0667] g _ﬁi

L4 B A -4-(3-F.-4- 5K | MS (apei) m/z =
HEO)-1-2- F Ak @ | 273.1 (MtH)
F)mtebn-3 -
B R -4-(4-R.-3- 8K | MS (apei) m/z =
F)-1-2- F &k @ | 273.1 (M+H)

R yrteb b -3 -
B K -4-(3-3-5- A | MS (apei) m/z =
F)-1-2- F & & T | 273.1 (M+H)
Ayt b3

L5

L6
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& sEHy P23 FH
%5 | |
L7 AO~N O B X -4-3- R F | MS (apei) m/z =
/S / FE-1-2- F & % 7 | 2551 (M+H)
NH, of | A)ubebir-3-e
L8 i A X 4-(24- = f 3 | MS (apei) m/z =
/O\/’\N: v . . £ )-1-2- ¥ 8.k ¢ | 256.1 (M+H)
—/ HyhrbdR -3 M
NH,
L9 Oy =N R A -4-(5- Bt wE-3- | MS (apei) m/z =
' \_/ | E)-1-2-F Ak 2| 2400 (MFH)
NH, e | Bbesi-3-
LI0 | O~ N= B R A-(5- B2 -2- | 'THNMR & F
wF £ )-1-Q-F 8k ¢ | FH—%
[0668] T AR yre -3
N2
L11 O R B R -4-(3- B A- | RTAF
2NN QN | Ere-? AL
/ Z bkt -3- M
NH,
LI2 1 O~y /=N R K A-(5- A3 | MS (apei) miz =
N\ / E)-1-2-F AL T 256.1 (M+H)
N, o | B
LI3 | O~ / N~ | AR-L-2-F AR Z | 'THNMR 54
Q_<;p'_q Hy4-(1-F B -1H-#k | Fah—%
W w4 H et -3
2
L14 Oy Nen [ AR-L-Q-TREAL | A
%é A )4-(1,2,3-% =k
[0669] #4115
f{}xﬂ\&:\; O R
[0670] _ ) -
NH,
(06711 4- (R -4-5 -1 - Q-F A AL 2 ) Mg e —3-Jk) X R i
[0672] R4 il & L 1D BRAT CH TR (K 75105 , 700 SR AR 4 FR I8 56 2% AR i 5 R4 - 2R

W JF HAE A BRCrh 23 5 FIMeOH L Zn (k) AU FINH4C1 5 ARE t OHAN 4 AL B (TV) S il £ o MS

(apci)m/z=246.1 M+H) .
[0673]  f#il|#L16
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[0674] WO\«""\;Q N

Ny
[0675]  3- (Jeal-4-ZH-1- Q-FEHZ I Mg He-3-) KR
[0676]  MRYEH| LD BRAZ CH BT 9 7515, 18 5 BRAFR 3 HF IR 34 2K FF i 25 A4 - K
1 I H 75 2 B Crh 43 51 FiMeOH Zn CFy) AT FINHAC1 B AXE tOHFI A4k £ (TV) 2K 1] 4% o MS
(apci)m/z=246.2 M+H)
[0677] &M

[0678]

[0679]  (35,4R) ~1- Q-FF UL ) ~4- (3,4, 5- =30 MG -3k — #h b
[0680] A4 & D e Fradk (K 75725, Y (B) —3— (3,4, 5- = FRHE) PIM RSB AR RS Sk
#1145 . "H NMR (D20) 87.06-7.10 (m, 2H) ,4.13-4.20 (m,1H) ,3.92-3.99 (m,2H) ,3.71-3.74 (m,
1H) ,3.57-3.63 (m,3H) ,3.41-3.49 (m,3H) ,3.25 (s, 3H) »

[0681] %I 4&N

w2
\«-»*"‘"\

[0682]

[0683]  Je -5 (4-Z( -1 - Q-F L 4 B0 MLk fe—3-J%) —2-F R F I

[0684]  JDURA: (B) —2-%-5- - MEKE M 28) ZK I : 1Al 2-F -5 B A R R IS (3. 84g,
25.0mmo1) 7£3: 1CH3NO2/CH3CN (25mL) H [ ¥4 ¥ H 8 INDMAP (0. 305g, 2. 50mmo 1) F HAEIR
BJE TR G 23/ AE0KIE BV HNEA Y I B NAc20 (3.54mL, 37 5mmo 1) o i $t:
TRAWIS B, VR HOA B PR EEIR B IE HLAt e 1N o JE VR A0k 4 il 2 £ [ 4k o JE P AR B 77
TiPrOH (70mL) o I H At HE 104 Bh . 28 FH 5 25 i pE U SE B V9, i PrOHYE kI8 - HLAE &
25 T, 19 3 2 R AR OB ACIR AR BLAL &4 (3.36g,70%) o 'H NMR (CDC13) 87.96 (d,
1H) ,7.79-7.88 (m,2H) ,7.57(d,1H) ,7.36 (t,1H) .

[0685]  DHRB: x\-2-8 -5 (1- (Q-F AL 2 5E) —4-hg SEnE g e -3-38) 2K I - el 44 L1
BT IR PP I 2 BRB R (B) -2 -5— Q- hi AL M5 28) R I , fill & 23R & i 2RO A
Btk A9 (1.56g,53%) MS (apci)m/z=294.1 M+H) o

[0686]  HRC: e al-5— (4-ZHE-1- Q-FF UL 4 ) MEng e —3—Jk) 2R i - 0 K-
2-9-5— (1- (2-F R Jk ¢ k) —4-fg R g be—3-J%) R fig (450mg, 1.53mmo 1) fEMeOH
(6.0mL) HHEBA R 0C ARFEMZn A (1.00mg, 15. 3mmo 1) A AINHLC1 7K ¥ W
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(1.0mL) Jf HAWFEIR 54055 B SUVFR A Y01k BIPF I 2 IF H 4+ B 358 e QB LCMS 43
FrilsE) M ik @it 78 1 Celite® i FIMe OHBEAT gk Ayt e e 8 VR A4 , I HARBERIR
A A REHOIRY) « FHIM K2COs (15mL) AL BE RN, 1R A FF H HCH2CL2 (3X) ZEHL . £2Na2 S04
FEE I HICHCL AR LY, 1 98 I B4 , 49 21 2 o ORI PR B 54 (412mg, 100%) o
MS (apci)m/z=264.1 M+H) .

[0687] %20

-0

[0688]

[0689]  Joe -3 (4-Z( -1 Q- I A Mg ke-3-45) -5-F R F I
[0690]  JDIRA:3-F-5-F ARG 3R -5-F A FJIE (5.00g,25.0mmo1) /£ T THF
(25mL) AR A A2 0°CIH HAE55 ¥R MW n2M iPrMgCL¥ THFE W (15.0mL,
30.0mmo1) o 7EOC N HH IR A W15 B, SR G R BEE & N HLFE NG S HERA R H1520°C
F£ HAINT-EEDME (5. 81mL, 75 . 0mmo 1) o FEFEVE A0 L T/INKF, HR )R FEAE 2/ S ik B PR B
B 3RSV IR pK K (150mL) FIEt20 (100mL) o o $ I AH IR &4 3% H A 6M HC14b3E DA
fEARAHIE BlpH=3. LA HLZFH H FHEt20 2X) ZHUK Z « M FINaCl He i A I E t2088 4>
I HL4 Mg S04/ 35 PR T4 o i 3 S102 28 , FIE to0%e st i DB T4 A VAR MR 4 DT , 153 & %
£ [ O PR bR AL B4, 30 e A B A T T8 (3.68g,99%) o 'H NMR (CDC13) 610.0 (s, 1H)
8.00 (s, 1H) ,7.81-7.86 (n,1H) ,7.62-7.67 (m,1H) .
[0691]  BIRB: x\-3- (4-%(FE-1- Q-F I L) MM ki -3-38) -5-F K i : 7E X il
2 e - (42 Fa—1- -k £ 08 ML St -3 —0%) —2-FOR R i (il &N) BIradk 9 7% 77 v 3
F3-3 -5~ Bt 2L 28 Ik il & A AL 5 8 2T EFERRFI A (542mg,93%) JMS
(apci)m/z=264.1 M+H) ,
[0692] %U%P

=g

™

N\
Oy
% \ G

N,

[0694]  Jxal-1- Q-F AL I —4- U-FRHL) LMK 5 -3

[0695]  JDHRA: ke 3(-3- (4-FRIE) —1- Q-F A Ik £ Jk) —4- R SEmE g e 76 il 25 L1 BT ik
PRSP BB S (B) —1-8-4— (2R 5 245 48) 2%, il & SR P Tty R 1 A AL 5 )
(5.10g,64%) MS (apci)m/z=285.0 M+H) .

[0696]  IEB: Jeak-1- Q-FEIE 2 ) —4- -FURH) MEIE bE-3-f% : 1112800 JE 4 (fE
H209150wt % ,0.873g,5. 10mmo 1) fEMeOH (25mL) HH [ A V59 R 8 INFEMe OH (25mL) ) Jz 3% -
3— (A-FRHE) —1- Q-FH A 2 5L —A-fiHHEMEn 45t (2.90g,10. 2mmo 1) « FHH AWM IR &4
I BAEH S ERGUH T BieE 16 /0] o NSRS IR & W) 3¢ Had I EH 781 Celite® , 87 FIMeOH
AT I3 R0 R Ao 95 o HE R VR A6 RV HTHCIR A o A IR 0 ¥ T CHoC Lo I Ho 2
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NSO /355 PR T8k o 1L DETA O ELIR A, 795 20k & PRI BRI 4 5 LA 25 b T
J (2.46g,95%) MS (apci)m/z=255.1 (+H) .

[0697]  ZR1HRAE AT & s Frif Ak & 4000 A 1 R4S I ik mes o ()4 R 5 5
[0698] 1
HEH/E RS CAS &%
OQakwood, 021512 126208-61-5
Array BioPharma, A1075-0 | N/A
Maybridge, GK03066 1192-21-8
J&W Pharmalab, 68-02578 | N/A
Ryan Scientific, EN300-14400 | 89399-92-8
Qakwood, 021516 N/A
NHN
\ Alfa Aesar, AAB20095-06 118430-73-2
[0699] '
I
FipNa N - . .
2 M Aldrich, 532223 3524-32-1
NH,
= ) Accela ChemBio Chem Co, .
- 299-97-7
< \7 | 8Y003755 WA
HoN
@rN.N/ Chemfmpex, 18122 778611-16-8
F \
NHz
L ,N\Q Oakwood, 017105 175137-45-8
N
NHZ
/N \N,N\© Alfa Aesar, AAB20464-06 5356-71-8
NH3 |
/QQ Aldrich, 541001 1131-18-6
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[0700]

Qakwood, 023890

BER/ART CAS %%
A N Alfa Aesar; AAA15754-06 | 10199-50-5
f(N TCI America, A0174 826-85-7

A

J&W Pharmalab: 68-00358

1187931-80-1

VWR: EN300-09508 N/A
ChemBridge, 4019184 885529-68-0
ChemBridge, 4001950 A
Chemlmpex, 19156 337533-96-7
Chemlmpex, 19155 898537-77-4
ChemBridge, 4006072 N/A
Oakwood, 005982 5346-56-5
Chemlmpex, 18771 182923-55-3
Maybridge, KM00278 118430-73-3
Maybridge: KMO00835 118430-78-7
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BEH/BES CAS &%

ChemBridge. 4015288 N/A
ChemBridge; 4015289 N/A
| Matrix, 020274 N/A
Matrix, 019183 N/A

7bri M 04073 2 | 7-82-

[0701] Maybridge, KM 04038 126417-82-1
ChemBridge, 4001950 N/A

Lancasters AAA17470-06 7152-40-1
_ ChemBridge. 4010196 91642-97-6
N | VWR, AAAIL13296-14 16078-71-0
) NN_ -

[0702]  N/A=RT[{4
[0703]  j1jF] fkp1

[0704]

[0705]  3- (5 FE-3—RUT FE-1H-MEME—1-3%) KPP iR 2. TG

[0706] [ 3t L ZE FE R 2L B Eh R 21 (500mg, 2. 31mmo 1) EEtOH (20mL) v i) B I W s
4,4~ " HHE-3-EACRNE (318mg,2.54mmo 1) K [ MLV A WD ININ A [, RF 4218/, 3R S
A HBAEEE T B E ks i i A EAE L Ei2:, 0 % 325 % MeOH/ DCME iR 3k
AP, 5B 2 BRI (154mg , 23 % 72 28) LMS (apci) m/z=288. 2 (M+H) .

[0707] @3k ot T (4R P 1R IR 1 7792, F 38 24 10 ORI & R4, 4 -3~ AR I
I B & A AR AE R R R 2L R Eh R SRk il s R 2 AL B

[0708] %2
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[0709]

80/359 1T
F A kT L] A
P2 MS (apci) m/z = 188.2 (M+H)
P3 MS (apei) m/z = 218.1 (M+H)
P4 MS (apci) m/z = 218.2 (M+H)
P5 MS (apei) m/z = 188.2 (M+H)
Po MS (apei) m/z = 214.2 (M+H)
P7 MS (apei) m/z = 188.2 (M+H)
P8 MS (apei) m/z = 301.0 (M+H)
P9 MS (apei) m/z = 218.1 (M+H)
P10 MS (apci) m/z = 175.2 (M+H)
P11 MS (apci) m/z = 237.3 (M+H)
P12 MS (apei) m/z = 188.2 (M+H)
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P13 MS (apci) m/z = 188.2 (M+H)

Pi4 MS (apci) m/z = 188.2 (M+H)

P15 MS (apci) m/z = 204.2 (M+H)

P16 MS (apci) m/z = 204.2 (M+H)

HoN o _ N

P17 = O MS (apei) m/z = 199.0 (M+H)

/N‘N/
HoN
[0710] P18 N” p cN | MS (apei) m/z = 199.1 (M+H)
77N
F
\ e NHp . V -
P19 £ MS (apei) m/z= 192.2 (M+H)
4 N =N N
F
NH; N v .
P20 ;\\ MS (apei) m/z = 192.2 (M+H)
NN
Q ‘ S NHz

P21 p S N MS (apei) m/z = 232.2 (M+H)

P22 MS (apci) m/z = 204.2 (M+H)

P23 MS (apci) m/z = 206.1 (M+H)

[0711]1  ha]4&P101
NHy

N
[0713]  2- (1 -FF J&-1H-MEME—4-3E) -2, 4,5, 6- VU AR L M I [ ML k-3 fi%
[0714]  JDIRA. 25 1— (1L-FF S -1 H-mh -4 -3%) -1, 2- —FF R U BE: A #1582 -78°C

I 4—P—1-F JE-1H-ME M (1.93mL,18.6mmo1) 7F Z. Tk (37. 3mL) = [ VA P ¥ IinBul i
(23.3mL,37.3mmol) - ZE-78°C N HiFE309 % J5 , i I8 0 — H e BT BiE (4.29¢g,
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18.6mmol) ZFEt20 (37 .3mL, 18.6mmol) H1 IR - L/INS I , A8 R REVR SV FHEE -20°CHE A
VKA K L B BRI L o, 1 I8 IR AW 7 H HE 120 35 o 418 Fir 43 21 () [5] 44 725 £ T- DCMA
IKKREP, 3 BXNRE ST 3 . ﬁHMgsoﬁIﬁﬁmE,uﬁﬁ—ﬁfﬁ >k 4 , 13
B8 B BRI E A (1.64g,28% 77 3) o @it A AR (5%, FH40% £60%
e /B tOACHE I i AV R [T 58 — 4L =4 (0.51¢, 8. 8/ﬁ$) oMS (apci) m/z=313.0 M+
H .
[0715]  JDIEB. il £ 2- (1-FF JE-1H-MEME-4-55) -2,4,5, 6- VU A IR L M JF L] ke -3-fZ .
] 1— (1—F - T H-AE e —4—35) JifF—1, 2- —FI 8 40T BS (103mg, 0. 330mmo1) ZEEtOH (1.65mL,
0.330mmo1) H KA HH R INARHCT (137uL,1.65mmol) o ZEFRESIE B T iR & 54 4f , 48
JEAEOK I RV A, B B I 2— 28 AREA ke B S (36.0mg, 0. 330mmo 1) o FiHE57- 81 i , {3 S B
TR AW 2 PR E RO A R 4 e TR A W FF B 4 BLAE K FIDCM AR o AH 43 B9 = B AL K 2
(pH10) - HAR 5 FIDCM (3 X 10mL) ZEEL . FMg SO+ T4 3 A FLAE B , 1L 98 JF HAE s
AR It AR B8, 0% 22100 % 25 /7K B B Sk 4iAb AL 4 o2, 15 21 2 2 [ AACIR 11
P (4.5mg,6.7% 77 ) MS (apci)m/z=204.1 M+H) .
[0716] ] 4£&P102

NHs

[0717] M |
N ]
O

[0718] 3T JE-1- (PUSA —2H-AE i —4—JE) — I H-nik -5

[0719] D URA: il & (VY -2H-ME M —-4-J%) [P SRR &6  ffF — S -2H-Mk i —4 (3H) —fR (2.00g,

20.0mmo 1) A FF ER AT Bis (2.64g,20.0mmo1) 7E L 45% (20. OmL) H [ B FFIR (B3 27N o ¥4 Al

J& » B JIBHs—THF . &4 (20.0mL, 20 . Ommo 1) - HLAwHE S SR A L/INB o SR f& FHAN HCLf) —

ﬂﬁk’“ﬁé/ﬁ (20.0mL,79.9mmol) Zb¥RVR G, 5255 FI 3 K b R o fE PRI S T B L/ )i
I P8R MR A I HHEOAc e , 19 21 2 AR =4 (2. 39, 78.4% 77 %) MS (apci) m/

7z=117.0 M+H) .

[0720]  BUEB. il % 3- T F—1- (PU S - 20— —4—F5) —1H-E e —5—fig - il 5k fnnt T 1l 4%

(AP LR (1) 77925, F (DY - 2H-TE i —4— %) i #h R #h B AR 3B oK FR R 2 B #h 1R #h

Sfe 4%, 493 2 B HPIR I 771 (0.472g,99.9% 77 2) JMS (apci) m/z=224.1 (M+H) .

[0721]  tha]4&P103

NH
[0722] N NN
ey
o
[0723]  2- (Mkmg-2-F%) -2,4,5,6-VUE IR i I [c] ki -3
[0724] B OBA . il £ 2- (2— (hwE —2-3%) W F ) PR % ke - B g« AHCT (0. 764mL,
9. 16mmol) Zb 3 2 FEAERE (0.200g, 1.83mmo 1) A2~ ACH 4 g (0.200g, 1.83mmol) 7
MeOH (9. 16mL) H [V I ELAF H IR 16/ o 78 B2 Pk 4 I MR &8, 3F HAR G e T
K EDCMH o #7355 J5 » FDCMBE /K Z , Btk (P FINaHCOs, pH 10) , 3 H FIDCMAEER . Mg S04
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TREEIFMA LR TP H4E o i — A kALt 32, A 100 %6 EtOACHE M R AL A
T, 43279 (0. 289¢,78.6 % 7= ) MS (apci)m/z=201.2 M+H) .
[0725]  BUEB. il & 2— (biE-2-5) -2,4,5,6-PUAIF R M I [c ML -3-Ji% . F{6M HC1
(0.202mL,1.21mmo1) LbFE2- (2- (MkmE —2-2%) Y0 2) PR e B i (0.243g, 1. 21mmo 1) 7F
EtOH (6.06mL, 1. 21mmo1) H (A FF AT H 3K « B IE G R R UM B K H,
TgiAk. (HLAINaHCOs, pH 10) 3 H FHDCMAE HL . FMg S04 T A I A HL)Z , ik 98I+ FLe s o Jmid
TR R, 50 % EtOAc/ T kR P R A A ) BT, 43 3177 (0.198g,81.6% 7
) MS (apci)m/z=201.2 M+H) .
[0726]  rh[E]4£&P104

NHg

= o
T
N \ N‘f
[0728]  2— (ukmE-3-3E) —2,4,5,6-PUSE IR IR 0 3 [c] e —3-Ji%
[0729] I DA XS T EARP 103 BT ik B 5 v, F 3-SR ntt e B A2 2L ke ok 1] 4%, 159
B BR B2 MS (apci)m/z=201.1 (+H) .
[0730]  Hh[fE]4AP105

[0731]

[0732]  6,6- ~FFJE-2-2K3E-2,4,5,6-PUSE IR 0 3 [t me—3-f%

[0733]  JDURA: & 5-8-2,2- “ R AP FEF A 0 5 T 5 (1.38g,20. 0mmo1) A1~
IR-3-F A LT (3.46g,22.0mmo 1) )78 N2 IMAL (= FF L Ak e ) AL BRVA W (20 OmL,
20.0mmo1) W1 o 7E70°C Mt 16 /NI 5, FH KK I SLVR A4 » 98 J5 FHDOMAS B« Mg SO+ 15
GBI HE D98I B A 2 Rk 4E, 2 1552, 2- BB (2.91g,100% 77 3) o 'H
NMR (CDC13) 63.57-3.61 (m,2H) ,1.94-2.02 (m,2H) ,1.67-1.72 (m,2H) ,1.37 (s,6H) .

[0734]  DIEB. 452, 2- —FHIEC 5 E100°C R ns-&-2,2- —H L (2.91¢,
20.0mmo1) FINaCN (1.57g,32.0mmo1) ZEDMF (20.0mL) 557K (ImL) 1 ¥ = 29K 16 /N F A H
FH KR B S LV A ) 3 ELAE L 30 73 8h, SR 5 ¥ 40, BN K A 3 B FE3 /N o S8 5
Et20E BUE T « FH0BE 4 A H I E L2023 B , FMg SO 158 , i 38 I HL7E B 25 vh ik 4 , 19 217
) (2.20g,80.7% 7 2&) ,'H NMR (CDC1s) 62.42-2.47 (m,2H) ,1.83-1.92 (m,2H) ,1.67-1.72
(m,2H) ,1.39 (s,6H) o

[0735] D ERC. il #3,3- B -2-H AR e B G : 2, 2- —HF EC )5 (1.00g,
7.34mmo1) [ FF 2 (2. 0mL) VAR AL FEKOtBu (0.511g,4.55mmol) £EH %5 (18. 4mL) [ B 17K
I+ HAES0C N N2 IN o SR S S N T A 094 30 IR BRI 9 HL KV K o o B R A 19T
HAE2N HCL (20mL) - HLZ 167N o 73 BS IR A4 9 B FMg SO« T A HLE , 1k 383+ AL7E
S PR 4 R A A i T AR AR i i, 10 % F40 % Et0Ac/ O B v i R 4lifk
FH E 44, 15 31724 (0. 2508, 24.8% 72 22) . 'H NMR (CDC1s) §3.20-3.26 (m, 1H) ,2.38-2.47 (m,
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1H) ,2.14-2.25(m,1H) ,1.97-2.05(m, 1H) ,1.74-1.83 (m, H) ,1.14 (s,6H) »

[0736]  JUED.: il 446,6— ~H H-2-283-2 4 5, 6-PUE IR 4 IF [c] mEme—3—fi% . i@t
X T AP LR 6 7512, 2R 8 A3 H#ﬁxﬁﬂaaﬁbihﬂﬁﬁkﬁﬂﬁm,B—QEF'% 2%,
RIR b B B A4, 4 -3 AU ke il 4, 159 31 2 3 A fE A4IR 1 774 (0. 192g,
46.2% 77 ) MS (apci)m/z=228.2 (HH) .

[0737]  h[E]{AP106

[0738]

[0739]  7,7- PR E-2-2K3E-4,5,6,7-PY5 20Ny —3—fi%

[0740]  JDURA: &2, 2- H BEHE L - B Ik ok T AR [ AARP 105 25 BRAR 5 SRB A (1) 7

P, FL-IR-A-50T BE R L3-S A e ok il 4%, 13 2774 (2. 218, 73.7% 7 5) . 'H NMR

(CDC13) 82.37-2.42 (m,2H) ,1.53-1.77 (m,6H) ,1.36 (s,6H) »

[0741] B IEB. fil#3,3- —H E-2-FAH P IE: H2,2- —F BB JF (1.00g,

6.66mmo1) 7£F 2K (2.0mL) H (AWML FEKOtBu (0.463g,4 . 13mmol) £EF 4% (16.6mL) A &

TR HAEBOC T IN#RA8/ING o ¥4 A B IR ERIR FE 5, FIKEE R R SR &3 BT 93

FHHAEHFYLIZE 52N HCL (20mL) — 216 /N o 443 )5, Mg SO A ALZ , iy HL

TEE A IRYE Bt AR B, B 10% E20 % Et0Ac/ T EE e B S 2 AL FAL 4 i, 13 31

FEH(0.374g,37.2% 7= 2) .'H NMR (CDC13) 63.72-3.78 (m,1H) ,2.42-2.50 (m.1H) ,1.78-

2.04 (m,4H) ,1.60-1.70 (m,1H) ,1.21 (s,3H) ,1.16 (s, 3H) »

[0742]  AERC. A&7, 7- B H-2-2K K4 5,6, 7-PU S —2H-M| -3z « 3 3 fonf T i)

1ZISP1F)TLB’J731£ FZE ARSI X R R 2 B 3h iR £ 00 HL A3, 3- R 2RI U e
NE AR, 4- = -3 -SRI R il 4%, 49 21 2 K B i 4R 1 724 (0. 490g,54. 2% 7

%,66%%/}?) oMS (apci)m/z=242.2 (HH) o

[0743]  th[a]4&P107

a¥s
[0744] ”&i

N
/

[0745] 3-SR P2E-4-F HE-1 R -1 - 5%
[0746]  JDERA. il 282, 4-— FF B34 : /E-78°C N2 T | A i (518mg, 9. 40mmol) 7E
THF (50mL, 7.83mmo 1) H (1) V& ¥ 1 2248 s I A0 (= B ak e Jik) S A0 8 (1M THF )
(7.83mL,7.83mmo1) - 3048 5 , WA I T IR i (0.898mL,7.83mmo ) , I HAH e B R
EFHLZEOC JE T EYTIEY P BV A Y0 LN, S8 5 FH20 (50mL) 7 % DA 74 fidt [51
ﬁ: FHEt20 (25mL) A BUE-A), 31 H A2M HC1 (GmL) FRALBE I /K A 3 H FE 20 (2 X 50mL) A%

FI 27K (50mL) B4 I HA MU, FIMgSO4 T4, 1t 38 IF B4 , 9 3] 74 (421mg,
42.9%#%%
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[0747]  JDIRB. % 3-F NI -4 J -1 R - 1 H-ME e -5 fig - d ik it T ()44 P 1 BT ik
7775, 2R B3 - I OR IR L BR Sh iR #h 91 B 2 4-— R -3 AU IE B4, 4-=
-3 RNUIE R il 4%, 43 31 2 3 (ORI 77 (0.587g,81. 1% 7 3) MS (apci) m/z=
216.2 M+H) .

[0748]  r[a]4£&P108

[0750]  2-JdE-4 6— S —2H-TRIE I [3, 4—c] Eme—3— i
[0751]  ABRA. il £ 4204 RPY S -3 —H JiF « 1] 7% E 220 °CI¥KOtBu (996 . 6mg, 8. 88 1mmo1)
FETHF (640 . 4mg, 8.881mmo1) H [ &7 H B s n2— ¥ 5k B 1 lis (675. 7ul, 8. 881mmol)
It HAEEEL04 Bh SR G INTR 47 i (589. 1uL, 8.881mmo1) 3 H 7F FRE5IE & T e hk & Sty . 3
/NI, FIH20 (50mL) #5BE e M), SR J FHE 20 (25mL) ZEEL LA 25 B AR 2 44 s . A 2M HC1
(5mL) FRALT MR K AH , 2R J5 FHE t20 (2 X 50mL) A5 HL « FMg S04 #AF 09-A HLAH , 1 38 FF Hk
4, A3 BRI Y (446mg,45.2% 72 2) o'H NMR (CDC13) 84.63 (t,1H) ,4.24 (t,1H) ,4.14
(d,1H) ,4.02(d,1H) ,3.57 (t,1H) .
[0752]  JDIRB. fill % 2- KAk -4,6- —F—2H-WE R I [3, 4—c ] Mk -3 fi - ek fmnxsd - o i) 44
PLETIR R T71% , FIZR RS AR - OR B R 20 TR #h 1R #h 3 H A - A DY Ak i -3 - i B AR
4,4- R3-SR R il 4%, 15 B 2 AR BRI ) (182mg 5 22.5% 7= 2) MS
(apci)m/z=202.1 M+H)
[0753] i) 4£&P109

)

o751 SN )
-
N\

[0755]  3— (AL L) —1 2K -1 L k-5 fi%

[0756] D ERA: il & 4-F | E-3- AT IF: /E-78°C N2 a1 2-FF 4 5L 2 1R 6
(0.4753mL,4.803mmo1) 7£ THF (20mL, 4 .803mmo 1) 1 [ ¥ W h ¥ 2. i (0.3033mL,
5.763mmol) , & WS I (ZFF ZEREE L) AL 81 (IM THFVAVR) (4.803ml,4.803mmol) o FitFt:
VNI, A S VR A TR E0°C I H AR RE LN o 4R J5 FIH20 (25mL) # R S SR A4,
Et20 (25mL) Feigs, SR Ja FI2M HC1 (1.5mL) 5. FIEt20 (2 X 25mL) 2K 7, 3 B A £6 7K
(25mL) Yok A I A LA, FiMgSOa T8 , b i€ I FLyk 45, 13 2174 (169mg, 31.1% 77 %) . 'H
NMR (CDC13) 64.09 (s,2H) ,3.66 (s,2H) ,3.46 (s,3H) .

[0757]  JLRB. ] 43— (P AL FF 3L —1 2RI - 1 H-ML e —5 - - S 2o st Fp (R4 P 1T
7712 IR IS A3 - O Y R <Ll ER IR 6 JF H A A-HR AU -3 T IS 404, 4 -
-G e il &, 15 2 2 s AR R WIE U 74 (6. 0mg,2.0% 77 28) MS (apci) m/z=
204.0 (M+H) .

NH.

[0749]
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[0758]  Hr[E]4AP110

[0759]

[0760]  3- (AR L) —4-F A1 2R R -1 H-IL 5%

[0761] R4 Xt T A [E AP 109 BT IR I Tk, IR B AR 2 G Sk il 2%, 15 2 R ik &)

TERI 2 MS (apei)m/z=218.0 (M+H) .

[0762]  HrE]{AP111
T, NH,

[0763]

I OH

[0764]  2— (5 Jk—1 —ZF JE—1 H-AHk M —3—J) —2—FR LA -1 %

[0765]  DURA. i £ 3— GRUT B — kbl ) -2, 2- — L NI P I . {3 - k-2 2-—
B LA I BS (1.000g,7.567mmol) \TBDMS—C1 (1.140g,7.567mmol) FIBKIE (0.5666g,
8.323mmo ) ¥4 fi# T-DMF (5mL,7.567mmo1) 1 3 HAE IR & T HiFE 4% - FIH20 (25mL) # 8
SR AP FF H FHEtO0AC (2 X 25mL) A2 HL . 67K (25mL) BE#Ek & I BA HLAH , FiMgSO4 T4,
e IF Bk 4E, 550774 (1.92¢,103% 77 28) .'H NMR (CDC13) 83.66 (s, 3H) ,3.57 (s, 2H) ,
1.15(s,6H) ,0.87 (s,9H) ,0.02 (s,6H) .

[0766] D UEB. il & 65— GBUT i — H B fikbe ) -4, 4—— H B34 ARG - AR 4 0T )
YAPLOY PR ) 775, FH3— GRUT 2 b be 40 %) -2, 2- R L PR R PP IR AR 2-FR 2l 0k
i PP i Ok 1l 4%, 15 31 2 3 5 R AU 770 'HONMR (CDCLs) 83.70 (s, 2H) ,3.55 (s, 2H)
1.15(s,6H) ,0.89 (s,9H) ,0.06 (s,6H) .

[0767]  HIRC. il £ 2— (5% Ja—1-JE e — T H-npk e —3— %) —2—FR L —1 -« i ik T o i)

YRP1HTIR I 7775 , FZR IR AR 3 - iR 2 Ok FR R 20 IR b 2 3k 9 HL A 3— GRUT 28 — R B R e A
) -2, 2- “HIFETHIR BG4, 4- L FF -3 S AR e il 4%, 19 B 2 i COEROR I T
(7T4mg,66 % =) MS (apci) m/z=232.2 (M+H) .

[0768]  thia]4AP112

BHy

73

[0769]

~
OH

[0770]  2- (5 & —4-F B 1 JRJE-1H- bk -3 J) —2-FF LT -1 i

(07711  MRHEXS T AP L LA R 7%, TR B ARG R il , 13 31 B i (AR R MY
R MS (apei) m/z=246.2 (+H)

[0772]  pfa]4AP113
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HoN
[0773] &i}l\f/
=N o,

[0774]  3- G- HFETHIL) —4-F H-1-RIE-1H-MEM-5-F%

[0775]  FRAE AT H [BMEPLO9 BT IR I J7 7% , 78 0 BRAD I 4-HR 480 0L T 1R P R 5 AR 2 - AU 2
LR IR H ARG BRI R % 15 2 2L B RRI 7= MS (apci) m/z=246. 1
(M+H) o

[0776]  Hha){AP114

HaN .
[0777] Y }{?‘*
Ny N

[0778] 1,1 ’—:Eﬁ%—m, 1’H-3,4  —BEnt e —5—fi%

[0779] G ERA . 43— (1-FF B — L H-HE M —4-J8) -3 AT i« — ¥k P FHKOtBu (1092mg,
9.73mmo1) A3 1-H FE—-1H-Mt M -4-F 2 £, 5 (500mg , 3. 24mmo1)  F 2K (7.50mL, 70 . 4mmo1)
A (346uL,6.49mmo 1) (VA , 13 BIVE PRI W o 7E PR RIR SR ik S L L/INET , FF
HIBIEHPLC 3 B 52 5E k. K (7. 5mL) AFE IR A9 3F Hoi ke 1438, 28 )5 FI3M HC1 (3027w
1.,9.08mmol) FEt. % pH 5.5%6. Hl 2. 2. B5 (3 X 5mL) ZEHUK 2 I HAE B2 Pk 4a &
NUEEEA) , 49 21 28 ORGP IR YD, A R 12 T OB I 58 A e, 49 2074 (102mg, 21.1%
72 22) 'H NMR (CDC13) 88.02 (s, 1H) ,7.94 (s, 1H) ,3.98 (s, 3H) ,3.82 (s, 2H) »

[0780]  JGEEB. 41,1 - —HJ-1H, 1 "H-3,4 — AL -5 - S 1 ) T o () 4P 1 ik
(07712, PR R A3 I O R G 2L T8 £ IR 6 JF HL A 3— (1 -FR A - TH-mib ik —4—38) 3% 4R A
AR, 4- R 3-SR SR il &, 19 3 2 95 ) A AR =4 (45mg , 44. 6 % 72 2K)
MS (apci)m/z=178.1 (HH) .

[0781]  HHa]{£&P115

[0782]

[0783]  4-%(-1,3- —ZFJE—1H-HEME -5k

[0784]  [a|1,3- 2R L-1H-MEME—5-% (361;0.100g,0.425mmo 1) 75 7. JiE (2mL) = [ VAW
IS IIN-SACHE HTBE Y % (0.0568g,0.425mmo 1) o 7ERREGIR & T bk ik 38 (7S R 3/ N, SR 5
B3 Th ki 31 BT — AU R 8 582 FH20 % EtOAC/ T S vk i Sk 4, , 7531 5 v Azt il
R4 (0. 108,87 % 77 22) MS (apci) m/z=270.0 (M+H)

[0785]  tha]{AP116

ot

Bro  NHy
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[0787]  4—yR-1,3- R FE-1H-ME -5

[0788]  HRHE XS T+ [AIAPL L5 FTIR FIFE 7, FAN-RAHE G 0 e B A N-S A HR B0 9t 0 e ok
il 4% MS (apci)m/z=313.9 M+H) .

[0789]  drfa){£kP117

[0791]  4-&1—3—FF -1 IR R -1 -tk e —5— i

[0792] AR T-Hr [HAP 1S Bk (2 /7, F3—FF B -1 R -1 H-Ip e -5 &% AR, 3-— 0%
FE—1 H-H -5 ke i) £ MS (apci) m/z=207.9 (M+H) .

[0793] i [E]{AP118

Bry  NHy

[0794] N ,.N e
*‘3

[0795]  4—yR—3—FP Jh—1 2K R -1 -k e —5— i
[0796] R4 X T rp [AI4&P1 17 Frid FIFE P » FIN-VRACHR I 0 1% 5 A ON-S AR BR 30 B 0 i ok
4% MS (apei)m/z=251.9 (M+H) .
[0797]  HE)4£P119
G,

O~
[0799]  4-&(—1-FF H—3— Ik R 1 -k e —5-fi%
[0800]  HR4R XS T [HMAP L LS TR R AR 7, A 1—FR -3 -1 H-E e -5z (R 1) &L,

3— IR L TH-HE e —5—-FZ ke il 48 oMS (apci) m/z =208.0 (M+H) .
[0801]  HH[aE]4A&P120

S LN
N

[0798]

[0802]

[0803]  4—yR—1—FP Jk—-3- 8 Jh— 1 H-h k-5

[0804] R4 AT T [EMAPL LOFT IR IRE P, FN—YRACHR EE 0 e 25 AON-SUACHR H B P i ok
#1144 MS (apci)m/z=251.9 (M+H) .

[0805]  rh[i]{&P121

96



CN 105130967 B iﬁ. EH :Fg 89/359 BT

S‘- N*&f
[0806] ¢\ ““{:ﬁi\

NH»
[0807]  1-FFJE-3—(4- (A k) 2R 5L —1H-NE M —5-fi%
[0808]  JDURA: fill 83— (4- (R B dd) 2R 3R ANE : [AINaH (FE0 P+ 60 % 154mg
3.84mmo1) 7E —WELE (25.0mL, 2. 74mmo 1) H (Y BIFM H I N2 IE (0.217ml,4. 12mmo 1) o 7EFR
SRR N R S BV A 304 B, AR 5 A (R ) 2K iR P i (500mg, 2. 74mmo 1) ZbFE Jf:
Bom#kZ [F , FFE215/N0) o ¥4 SR, 2R i 7K (25mL) #8E 3F H AHE 20 (25mL) Pk .
2M HC1 (1.8mL) H Fl7K 2 3% H HEt20 (2 X 25mL) 26 HX . F #h7K (25mL) Heic & IR A LA, H
Mg SO+ , ik Y& JF H 78 323 ik 4 o e id — S AT 41832, FHO0 % %25 % MeOH/DOM¥E Bt >k
AL TR R R AR, 1531779 (317Tmg ,60.4% 77 2) J'H NMR (CDC13) 67.82 (d,2H) ,7.30(d,
2H) ,4.02 (s, 2H) ,2.54 (s,3H) .
[0809]  JDERB. i £ 1 - B3 (4 (L) KAL) —1H- ML -5 - ik anep () 4P 1o BT ik
(07792, R JE B A3 TR DK FF IR 2, T b e 46 9 HL A 3— (4- (R AR AS) 2R L) -3-A A NG &
4, 4-F -3 ARE Sk il 4%, 13 31 2 3 6 AR 19774 (0.307g,96 . 7% 7= ) MS
(apci)m/z=220.0 M+H)

fﬁﬁ‘% NH
\\Q,gx 2

[0812]  2— (5—% 1 —ZE -1 H-k e —3— ) —2-FR LT i

[0813]  R¥EH T [MHAPLI21 I FE P , 765 BRAH Fl2-F Sk -2-F AR Z B B 04— (IR
5 2R F R B R ELAE D RB A FH 2R kR R 5 5 AR IR ] 4% o MS (apei) m/z=227.1 (M+H) .
[0814]  HHa]{£&P123

NH
MN‘ \6\
NM"’
[0815] '
7
RN
GM\A)\

[0816]  3—(4— (- R A0t £ 5 0) R E) — 1 - - L ML -5 [

(08171 D HRA: fill % 3- (4= OR R BLAEIE) RIL) 3 AAXPIfig - IRHE X T b (AR P 12 1A (K
TR, AE A PRAT F4- CRFRE L) ZE Y R P S 5 K4 - (R ) R IR P ok )46 TH NUR
(CDC13) 67.90 (d, 21) ,7.42 (m,41) ,7.37 (m, 1H) ,7.05 (d,2H) ,5.16 (s,2H) ,4.00 (s, 21
[0818]  JLURB: fill # 3— (4— CREH HEAHAL) ZEAE) —1 - Bk — L - e —5—fi - Je ek drof -+ [) 4
PUPTR IO T334 » R IR ARSI 28 FF R 2 B R 6 0 HL A3 — (4- OR P JL502E) JR ) -3
AR RE AR, 4= 3-SR DU R 11 4%, 5 31 22 2 [ IR B 4 MS (ape i) m/z. =

97
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280.1 OVHH) o

[0819]  DHRC. il % 4- G-F -1 -H F -1 H-nh M -3-38) 5/ . [H)3- (4- CER A L) 7%
) —1-F B 1H-ME e -5-J% (47mg, 0. 17mmo1) ZEEtOH (5. 0mL) H ¥ ¥ ¥ s N5 % Pd/C
(9.0mg,0.0084mmo1) Jf HAEH S ER T FE 17/ o Jilid Celite® i i e SR A4, FIE tOHH
et BAE RS ks, 15271 (28mg,88% 7 Z) MS (apci)m/z=190.1 M+H) .

[0820]  DURD. il & 3- (U- Q-F I LA R L) -1 - - 1H- MM —5- 1% - (A1 4— (-2 k-
1-FF -1 H-ntE e —3-35) ZK My (14mg,0.074mmo 1) ZEDMSO (0. 50mL , 7. 0mmo 1) 1 ¥4 ¥R 5 N
Cs2003 (48mg,0. 15mmol) Fl1—yR-2-F 4 2. 4% (9.7ul,0. 10mmo) . HikE K MR G HI16/ N,
SRJE FHZK (10mL) #4%8E3: H FHDCM (3 X 10mL) ZEHR . A #h 7K (10mL) Pk & I A HLAE R , F
Mg SO T4 , ik % 3 HL k4 , 9 2™ (22mg, 120% 7= 28) K= WAL ai B0 T 5 4245
P MS (apei) m/z=248.0 O+H) .

[0821] t{:|aj1zlsp124

[0822]

[0823]  |’'-HRJE-1-E-1H,1 H-3,4 - Rt M —5-f%

[0824] R4S T-Hh [AI4AP L LA IR FIFE Y , 7820 BB F 2R I A R JHE ke il 2% o MS (apei) m/
z=240.0 M+H) .

[0825]  tha]{AP125

s QO

[0827]  A-F AR AL -3 F B -1 R L H-IE 5%

[0828] R4 T h M AP 121 IR Fr , 7820 JRATH F 2R LR AXA- (R B 2) 2K 1R P
F HH2-FEE 2 IEE ARG ELALD BRBrp A28 h 5 £h 5 A K 1 % MS (apci) m/z
=204.0 (HH) .

[0829]  Hh[A]{£P126

NH
[0830] @‘p\g =

N=

OH
[0831] (5~ JE—4-FF -1 KB -1 H-p -3 3) FF i
[0832] A4 A T rh[EMAPLL209FE 7, fE D BRA R 2-F2 L R A BR B AR3- 2 k-2 2-—
HE TR 1 B JiE o il 4% o MS (apei) m/z=204.1 (M+H) .
[0833]  r[A){4P127
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[0835]  2- (- Jk—4—FF -1 R -1 -k e —3-J) 7, g

[0836] R4 H T+ [AI4APL 12092 ST , £ SRAR FI3-F AL IR B B AX3-F0 -2, 2- — H
FETA IR F B K il & oMS (apci) m/z=218.0 (HH) »

[0837]  Hh[i]4£P128

TR
[0838] -
-~

oy
[0839]  3— (2-H A& Jik 72, Jk) —4—FF Jik—1 2K Bk — 1 H-E e -5
[0840] D IRA . il %5 S 2L -2 FF B -3 ARG « 7EN2.—78°C I [M]NaNH2 (7 B 2K 1)
50wt % 2 VF ) (330mg,4.23mmol) ZETHF (25mL,4 . 23mmo 1) 1 (¥ & 75 ¥ 1 ¥ I 74 i
(0.448mL,6.35mmo1) , FH H A F: S BIR G P304 B o s N3 —H S 2L T4 i FF IS (0. 495mL,
4.23mmo1) H HAE-T8°C e R RITR &M /IS, SR 5 AE0 °C R i HE2 . 57N « FIH20 (25mL)
i B S S VR-A 0 3 HLFIE 20 (25mL) BEi4 . F2M HC1 (1. 6mL) F AP K A, 4R Ji FIE 20 (3 X
25mL) ZEHL . F#h 7K (25mL) ¥eisk & A AL, FMgS0a 115, i 38 I Hk 4, 15 2| Bk 4 th
HCRIRL =4 (17 Img) AR AW EEH T T — b H,
[0841]  JDIRB: fill % 3- Q-FASE L) —4-F A1 - 1H- ML e -5k - 3l ik s6ef T v i)
YEPLHTIR I 712 » Flo—H 4 B —2—- 1 -3 AR BIE B A4, 4- = FF B3-SR NIB O H AR
JIFEEh R R B A3 2 O R iR U R R IR 6 R 1) &, 49 31 2 58 10 [ A4 R 7 ) (56mg , 20 %6 7
Z) MS (apci)m/z=232.0 M+H) .
[0842]  r[A]{£P129

0
.n:-“f""w § Vel
| \33 w0
% o\

N
s
o

[0844] (5 Ak—2-2K -4, 6— A -2H-MEWY 3 [3, 4—c] Mt —3—Jk) L R JR g

[0845]  FHAMETF-UK/MeCONIRHE2- 2R Fa—4 , 6- — 5 —2H-MEWy 3 [ 3, 4—c ] N Mk —3— L 2 ik R i
ZRBE (8] 4AP 13025 BB ; 50mg , 0. 15mmo 1) [ THF (4mL) &8V A 2 -50°C IF H A 3-&Ud A %
R (33mg,0. 13mmo1) [ THF (2mL) ¥ WAL 2 o 5 3E 1 /N J5 5 HINa2S203 Fl /K A K IR A4, H
EtOAcEEHL, FINaHCOs F £ 7K e » FAMgSO0a -1, i 98 IF Hlk4i , 43 214, AL #— b 4l
B E 3 T T8t NS (apei) m/z=354.1 (M+H) .

[0846]  H[i]{£P130
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[0848] (55— AAAL—2-FK -4 6- S —2H-MEWy 3T [3,4—c] M350 F LR IR
[0849]  JDERA. i #2-2K k-4, 6- S —2H-ME Wy JF [3, 4—c ] ML Mt —3 - « {45 AR VY S Wy -
3-F & (1.00g,7.86mmol) AL EREL (1.25¢,8.65mmol) £E44 X ELOH (40mL) ) B K
5] 978 2/ N o ZEUR N 2B 570 )5 > TN NaOH (40mL) ¥ B% 1 £ [ 44 5% A0 o i ek 3k i 4 [#
{4, 0. IN NaOH. /K AT Bt (%-2910mL) e, 285 0 m 128 D T, 19 2 2 1 A 4R 7~
M) (1.6g,95% F=2) MS (apci IE B F)m/z=218.1 O+H) .
[0850]  JDRB: fill g 2- Ik -4, 6— S —2H-WEWy I [3,4—c ] Nk i —3— i S ik AR R DR i < [l 2
A4 6- S -2H-MEWY H [3, 4—c ] ML E—-3-% (500mg, 2. 30mmo1) FEEt0Ac (10mL) H1 ) & 7%
YR I IMNaOH (2MZKIE W, 2. 3mL, 4. 60mmo 1) , 432 545 15 3 ¥ I &L IR %l (0. 400mL ,
3.22mmo 1) o EPRIEIE FE T BihE 2/ N I, BS54 SR R RS (0. 16mL, 1. 3mmol)
I HAEFR B BT Bkl R S 15786 o FHEtO0AC (20mL) #5Fe e MR A0 3F ELIEAT HH 455 .
Ho0. R 7K (%-25mL) P A AL, SR 5 FINasSO4 -1 , 1 38 3 Lk 45 o i i SO A (o ik, H
5% HT0% LJiF /KM R 25 R Y ot , 79 21 8 B BHEIR I 74 (0. 58,64 % 7 2) MS
(apcilEEF)m/z=338.1 (M+H) .
[0851]  ABERC: % (5,5- A b—2-2K -4, 6— — A —2H-MEWY I [3, 4—c ] ML me—3-Jik) 2 ik
HIRORHR : /E0°C T (Al 22K -4, 6- & —2H-ME Wy FF [3, 4—c] Mtk -3 B UL IR R i (50mg,
0.15mmo1) 7EDCM (1. 5mL) ¥ [ VR Ik ¥ ¥ ¥ JIMCPBA (91mg, 0. 37mmo1,70% 2 75% /K E &
YD) I HAEPR SRR S T HHR A Y1058 48 )5 FHDCM (3mL) A BE VR A 45+ HH L FINaHCOs
FKVEWR (3 X 2mL) FHf FINasS2037K MR (3 X 2mL) Peisk - FMgSOs A ML E , ik 3E 3 HAE I &
A 15 3 2R 5 VAR E AR A% B4 (31mg , 57 % 7™ 28,95 % 4f) MS (apcilEES
F)m/z=371.0 M+H)
[0852]  rfi[i]{AP131

Y

TN
[0853] ”:EN\{}}“’?\N«Q
VAN

[0854]  3— (BKMEFF[1,2-a] MEiE-5-35) —1 —FF JL— 1 H-L sk —5-fi%

[0855] D URA:WKMEIFE[1,2-allbie -5 F R FF IE : ml 6 -2 Lk e B B HR G (1. 52,
10.0mmo1) £EiPrOH (10mL) H ) B VIR Es in2-8 41 (2.57ml, 20. 0mmo 1) Ff HAE IR BEIE &
T HFER A0 80 AET0°C R NI BIRE M 16 /N, AR G A HI B IR S HAE &
2Rk i o FHH20 (40mL) F Bk 23F H R IM K2COs4b 3 B B pH=10A 1L . FIEt0Ac (3X) ZEHYL
TRAY) I H B FINaCT G & FF AR B ) H ZeMg S04/ 75 PEBR T4 . 8 ik 75 A5 Mg S04 )2 1

100
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S102% , {f FHE tOACREAT e I oK e IR T8 00 VA ¥ o IR A Vs, 15 31 2 100 11 [ 4R 19 b Ak
AW (1.732,98.2% 77 %) MS (apei)m/z=177.0 (M+H) .

[0856] G HEB.:3— (WKMEIF [1, 2-al kg -5-3L) -3 ACH I : #01M LiHMDS (3. 15mL,
3.15mmol) 7 T THE R A RA HE-T8CH AR L 48 ZEFWHR M IE (0.172nL,
3.30mmol) «fE-T8°C N FLIER G L/NN FF Has nmkme 3 [1, 2-almt sg -5-H R F B
(0.529g,3.00mmo 1) £EF1ETHF (2. 0mL) H VAR - L VIR A W18 BI PR EE I FE F B HE2. 5/
It o IR S BN A AV H20 (30mL) H I H FHE 20 (3X) 25 B 45 31 () 7K VAR o A1 7K PR 35 90 74
HWEOCH BB meM HCl B RpH=6 15 . 1 38 Fr 15 21 1 2 2 570+ H AIH20FIEt0AC
B FITUSCEE I [T A4 o A0 B 25 v - [ 4, 45 2 22 8 £ AR R AR AL 540 (B17mg ,57.1% 7
) MS (apei)m/z=186.0 OH) »

[0857]  JDERC:3— (WKMEIf[1, 2-a]Mbihe—5-3%) — 1 - FF S -1 H-ME -5k 1 3— (BRI I [1, 2
a kg —5-3E) -3-F AN E (229mg, 1. 24mmo1) 7E 45 %FEtOH (4mL) H A 21 2 V- VR s i B
JIE (78.10L,1.45mmo) Jf HAEFFEEIE BE T Sk A3 B0 VAR 2/ N o 76 [ T I e BT &
Y5/ Nk I ELE AR IR Bk (200uL) o 7E RN T INFVR A0 15/, ¥ 2088 PRI B 9F HLIR 44
R R AR [ A YA R T-5 %6 MeOH/ CH2Cl 2+ 3 H il 3k S 10228 15 % MeOH/ CHaC 1o AT e it K
Bl o MR A W v I H FIMTBE B i i AR 18 0 [ IF HLAE B vp 0, 15 21 23 0 O R
bR AL 54 (150mg ,56.9% 7™ 2) MS (apci)m/z=214.0 OHH) o

[0858] i [A]{£P132

WAk
[0859] F”? ::}4,&
S ow

[0860]  1-FP FL—3- (MR —2—J%) -1 H-AL M —5-fi%
[0861]  JDBRA . il £ 3 A8 -3— (ML Mg -2 JL) I : MINaH (FEA ¥+ 60% ,81 . Img,
2.03mmo1) 7E &K (15mL) W I BIF RN E (0. 114mL, 2. 17mmo 1) , B2 35 N L R -2~
R R i (200mg , 1. 45mmo 1) FF HAE S Bk 2[RI, Fr8k2 . 5/ SR R BVR A Ve #1228
PREGIELE 3 B HIH20 (25mL) R I H FHEt20 (25mL) ZEHL . FH2M HC1/K W (0. 7mL) T FI7K AH
S8 J5 FH10 % MeOH/DCM (3 X 25mL) A HL . A #h7K (25mL) ik & 3 A AL, FMgS0aT-152 , 1 38
I B4 , 153 2R OFERRICHY (134mg,62.9% 72 2) o 'H NMR (CDC13) 89.32 (d, 11)
8.87(d,1H) ,8.68(dd,1H) ,4.34 (s, 2H) .
[0862]  UEB: fill & 1 —FF JE-3— (AEME—2-3%) —IH-MEME—5—fi% - i) 3—4A A -3— (LR —2-3%) 7
i (67.0mg,0.455mmo1) 7EEtOH (5mL) H ) - ¥ H s IR ik (0.024mL, 0. 455mmo) o ff 2 B
TR YRS /N, AR5 AE B A5 ik o il i AR A %, O % %25 % Me OH/DCME IR
FAAHR T 15 3] 2R ETRRYIE B4 (33mg, 41 % 7= Z8) MS (apci) m/z=176.2 (M+
H .
[0863]  tha]4AP133
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[0864] =N

-

[0865]  |—HH J:—3— (5—FF JLnkige —2—J8) —1 H—pme—5-fi

[0866] eIk 4T HH [AAKRP 107 Fr ik 1 5 ¥2: , 7620 BRAH FH5—FF L i —2- R iR FR % A
TP HHOESERAIE RS &, 1533- (- RN -2-3%) -3-F A IE . /£ KB
o, F R R ACOR R, 159 2 AR @it e MS (apci) m/z=190.2 (M+H) .

[0867]  r[a]{£P134

[0869] 1,4~ -3~ (5 SR 2 1) —LH-1lp 5
[0870] a4y o} 6] AP LOT AR 0 74 , 15 4 BEA T 5 FP M5 2 PR e %
T BSR4 1 B2 -3 (5T BN —2—3) —3— AR TG o 7E S EBel, R X
Sl AR BRI A0 WS (ape i) m/2=204. 1 (41D .
[0871]  thE]{AP135

NH.,

A o N

[0873]  3-Z A FE-4-FF -1 - L H-L 5%

[0874]  JLHRA. % 5-F IE-4-FF 3L -1 SR FE-1H-MEe-3 H) —fd : /E110°CF fn#i2-F LA
MR 1lE (5.0g,46mmol) AL (5.9g,46mmo 1) 7E —FEKE (10mL) H HIVR AW LT/ HEFA A
A IR, W 4E It H FIVAE LOHAIE L2038 B o 1oy BT 49 2 () [ 44, FHE t2038 %% , 3¢ HLAE K
2R, 158 2 A BRI (3. 4g,39% 77 2K) JMS (apci)m/z=190.0 M-H) .

[0875]  JDURB. il £ 3 Ak -4 1 R - L H-TE M 5% : 7E PR BRI S5 T ) 52 Sk -4~
PR -1 -2 - T H-AE e -3 (2H) — (10.0g,52. 9mmo1) ZEDMF (100mL) 1 F & 9 1 ¥ K 2C03
(14.6g,106mmol) AR Z 45 (4. 34mL,58. 1) FFE 177NN JiT , FHEC0AcKb B Je BLVR A4 3 H
K (3X, PAERAIN-FE AL = H) FIER K BE » Mg SOa T4, 1ok 98 I+ HLk 4 , 19 21729 (5. 35¢,
A7% 77 2) JMS (apci)m/z=218.1 M+H) .

[0876]  ji ik st T (AP 1 35 B 1 7, FHE 24 11 e A2k o Ak A B PP T 2 e 22 B 5 AU
LR &R 3T AW

[0877] 3.
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[0878]

95/359 1{
LS A T
i_{NHz
o [T MS {apci) m/z 248.1
200 oo NNy
fNHQ |
=\ MS (apci) m/z 204.1
P201 /O‘ \NVN (M"FH)
2——(NH
== MS (apci) m/z 2290
k202 N0 V'\N’N (M+H)
_ NH;
o =\ MS {apci)y m/z = 348.1
P203 ,}_{ p v
) TRSO™ ™1 \N’N. (M+H)
/O‘O\&/NH
< A 2 V[ Capel
paod L s o wie = 3100
. NHp
e /= MS (apei) m/z 236.1
l——(NHZ
= MS (apci) m/z = 264.0
NH,
; = MS (apci) m/z 260.1
0 LN L
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i 84 FH
NH,

/= MS (apci) m/z = 274.1

P208 o%o f \N,N (M+H)

>L NH,
0 S MS (apci) m/z = 304.1
P209 0\/'\/0 \NfN (M+H)
—
[0879] = MS (apci) mlz = 2621

P210 s , M
HOJ</O‘ \N’N (M+H)

N N
_ oTBS = S (apci Iz = 362.0
P21l C l‘ﬁ ) ?§;+H§apcl_) mz = 362.0

//\xON

. NH,
e J== g : ¢ Iz = 304
P212 y' e /Zig\l ) ‘MS (apci) m/z 304.1
N

O A0 (M+H)

[0880] 1] {AP136
NHo

[0881] b f‘{

[0882]  3- CEH JEAIL) —1-F JE-1 H-IE k-5 fi%
[0883]  AIRA. ] 5% -1 - FF S -4 2K -1 H-nk -3 Q1) i : [F) 2-FUIE—2- K R 212 2,
BE (2.56g,13.3mmo1) 7EEtOH (10mL) H ()& - a2 s N AR JIF (1.09mL, 19.9mmo1) - 7£85
C IS A 157N o 4 SN TR A 7% ) 22.0°C 1 Hoad 3 « V@ EtOH (20mL) HIEt20 (20mL)
Bk s B0 [ 44, 75 2047 2B 74 (2. 10g,83. 7% 77 28) MS (apci)m/z=190.2 (+H) .
[0884]  JDIEB: fill % 3- CRH HLAHIE) — 1 -F FE-1H-E P —5-F% : 7E70°C T n#ks-Z H-1-F
He-1H-ME -3 (2H) —Bf (0.35g,3. lmmo1) IR LS (0.43g,3. 4mmo1) FIK2COs (1. 3¢,
9.3mmo1) ZEDMF (4mL) H1{¥) B VAL T/ o 8 ) 5, FHEtOACAL3E [ VR &4, R /K AN R 7K 3
e, FiM@S0a 45 I FLYE #0745 e 4 o S5 — AU B A €385 , 11296 456 %6 MeOH/ DOMIE J 5K
ALK, AR BIRR AL A (0. 16g,25% 72 2K) WMS (apci) m/z=204.0 (M+H) .
[0885]  tha]{&P137
Ph,  NHa

[0886] E”’"‘i

e \&xN\
[0887]  3—HR 4 k-1 FP JE-4—J8 -1 H-Mb -5l
[0888]  [r]5—2d ki —1—H FE—4- TR FE -1 H-HE M -3 (2H) — i (il % (AP 1361 25 28A ; 208mg
1. 10mmo1) FIK2C03 (456mg, 3. 30mmo 1) ZEDMF (5mL) HF F) 8 90 HH 837 8 N LA B 6 (17 2mg
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1.21mmol) o ¥t R MIR G W15/ o FEJE0E T 25 v 7 HLd i = A kAT 8 33 %
EtOAc/ e i k4L 7R R W, 15 2 AR AL (66.0mg ,30.4% 7= 3) MS (apci) m/z=204.1
(M+H) -

[0889] i jA]{4P138

Ph NH,
[0890] }""_‘"(

[0891]  3-Z -1 -H FE—4- 5 B -1 H-IE Mk —5-fi%

[0892] v [E)AKP 137 BTk , 75 20 BB Hh AL 2, b6 5 AL R e ke ] 4%, 19 B bR AL A
) MS (apci)m/z=218.2 (M+H) .

[0893] 1 [E]{AP139

NH 2

[0895]  3-7 %A Jik—1 -5 Bk — 1 H-M k-5 fi

[0896]  AREX;T-HrH A 135 T IR I FR ST , 7520 BRA T F 25 2.1 B B AR 2-F U TR I 2,
B ke i 4 MS (apei) m/z=204.0 O+H) .

(08971 Ji sk T (AP 135 BT IR 1 75 3%, IS X4 1) Je 22k o A0 470 FR T R Joe L R B0 A 4
AR 2 ek il & S R L &4 .

[0894]
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U 5 MS (apei) m/z
HoN
P140 & ~_O 286.1 (M+H)
HoN -
P141 == Q 303.1 (M+H)
Q/N‘N/ o/\/N\)
H,N
P142 N 262.1 (M+H
Et
HaN Bog¢
P143 >§£ N’ 402.2 (M+H)
N‘N/ O/\/N\/‘
HoN
14 - 276.1 (M+H)
Pl44 ®/N&N o O 76.1 {M-+H)
O
HoN o
P145 N}i ] Q 363.1 (M+H
[0898] @/ NPy (M+H)
(8]
HN
P146 ~ Nﬁ 248.1 (M-+H)
‘N O/ﬁ \OH
HoN
P147 . N 248.1 (M+H
N o/YOH WHE)
P148 302.1 (M+H)
P149 302.1 (M+H)
P150 ‘ N)i ‘ 262.1 (M+H
Et
[0899]  wha){£151
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HaN
oocd N
[0900] ‘ }’rg**{ -

N Ny _J

=
[0901]  1’- Q- L) -1 2K 10,1 H-[3,4 - FRAEme] -5-fi%
[0902]  DIRA. & I -FFR-1H-1,2,4-=M-3-FF B FE: 7/£0°C . < N [4/NaH (60 % v 43
UL, 0. 346g, 8. 66mmo 1) 7EDMF (20mL) HH ) 48 PP i V7 OB s N LH-1, 2, 4- = k-3 F
B2 H B (1.00g,7.87mmo 1) ZEDMF (20mL) H FRIVEVR - 720 °C T 4l MLV 510 1 /N o IR s T
MeT (0.982mL,15. 7Tmmo1) o FEFFEZUR JE T 4k SNV S P03 4 o A0 S MBI 7K b 3F B
EtOACEEEL . IR /K B A IR A NUZ , TR FLk4s o il A 3y (3: 1T e /Et0AC) 2k
TRA), 133 2 A O R AR AR B S (0. 380g,34% 7 5) MS (apei)m/z=142.1 (D) .
[0903]  BIRB. 41 - Q-FEIE LI -1 FKH-1H, 1" H-[3,4 - BEME M ] —5—fi . IR a5 T
HRIAP 1O FITIR I ¥ , 7655 BRAH 3 FIT 1 - 3 1H-1, 2, 4- =1 -3 i B s 1 Sy 2 P 4
LR BRI A B A IE B ZIEk G4 NS (apci) m/z=255.1 (M+) .
[0904] i) 4Ak152

s«égz»s,}#
[0905] gf‘kﬁ&h&f

Nzt

[0906]  1’—(2-F4E 2 ) —4-FR 128 -1, 1 "H-[3,4° -Benk e ] -5
[0907]  HRHEXS T rh [HAEPLOFT IR IR 77 1 , 7E P BRAH A HI1- (2-F S B 2 58) —1 H-nt ke —4 -
IR sy 2- P A8 2 2R R R I B A 0 H R IE B 2 I R i 6 o
[0908]  Hfi] 4153

HaN %g\
[0909] , & ~ON

[0910] 5 FE—4-FF S -1 IR S -1 - e -3-FF i

[0911]  ZE0°CE5C R A A (2.02¢,21. Tmmol) ZE6N HC1 (22mL) v () 28 bk 15 W T 3% 7
N IINaNOz2 (1.50g, 21 . 7Tmmo1) £E7K (20mL) HH VA - 7E0°C T HiHE S BV G- 1553 o s T
2% (10mL) 7E0C P LB ZBMARINE2,3- “FIE TR 48 (RHEBioorganick
Medicinal Chemistry,2004,12,3345-3356H ik [KIFE 745 ,3.60g,21. Tmmol) 7F 2. F&
(12mL) A7 (18mL) H ) Lo 8 TR o 3R L/ 5 5 3B 8 IR A A B2 (B0mL) , #5256 7
ANTHF (50mL) o 72 FF B BE T Hikk S BIAIE B . 5 BS AT AL - FHEtOAC R o FH B K 5 U4k
AIMAHUZ , THRIF ELUAAE AL R A B €315 (3: 15048/ Et0A) SUALIR A , 73 B H5
LA (2.958,69% P2 ) NS (apci) m/z=198.9 (M+H) .

[0912]  thi]i) 44154
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HN -/

[0913] ‘ =

[0914]  2- (G- Jk—4—F -1 -3 1H, 1 "H-3, 4 —FRAtme—1" 3% 2 F
[0915]  BHRA: 4 1- (- (GRUT 3 W EREG ) S0E) 250 -1 H-RE -4 R 2B AR
T2 B556 FTid i 515, fEB EAh H Q-8 EL) GRUT ) B Rk #4017 -2-
FAR L 2, 50 i1 4% oMS (apei) m/z=298.9 (H)
[0916]  UEB. fill % 2- (52 —4-H H-1 - F-1H, 1 'H-3,4° KA -1 -0 Z B AR ¥E
Xof T A AR PO BT 19 7 ¥4, 76 20 AR AT T 1 - (- (RT3 B ik e Jt) 480 0) 20 9L) -
LH-nE e —4—F g 7, B A R 2 - FR 4 R 1 R R 1 2 A 9 EL R RS B AR 2 B ok il & o MS
(apci)m/z=283.9 M+H)
[0917]  H[E]4£155

HoN

[0918] \

[0919]  4-FEHL-3- (0-FFJL-2H-1,2,3-=Mp—-4—3L) -1 -ZE B -1 H-uE 5%

[0920]  JLURA: & 2-FF-2H-1,2,3- =M —4-F R L B5: /50 °C 3R R Hiifk2H-1,2,3-
=W -4-F R 2 E5 (2.00g,14. 2mmo1) \K2C03 (3.53g,25. 5mmo 1) FITALALF %% (3. 54mL,
56.7mmo1) /£ JiF (40mL) H VR G A A A R L 5, 1T Celite® T IER G-
P8 25 TR R G D 0 ik B R (1 (40 18 455 /Et0AC) 4tk R 21, 15 BIhs Stk &
(0.780g,35% = #) MS (apci)m/z=156.0 M+H) .

[0921]  JDURB. 54— F F-3- Q-F H-20-1,2,3-=M—4-F) -1 IR -1 H-ME -5 - 1R
PRt TR EARPLOI IR 1 7% , AE AP BRAR AT A2 3 -2H-1, 2, 3- =M —4-F iR 2, R Ay 2-
F A O R R B AR I TR G AR G ke il 46 o MS (apei) m/z=254.9 (M+H) .

[0922]  Hh[i]{£156

HzNw/é\
[0923] N;N/: Br

[0924]  3—yR—-4-F FL-1 K FE-1H-NE -5

[0925] [ 5-Z B4 -FF AL -1 - R - T H-ME -3 (2H) — I (P [ 4AP 135 8%A, 1.00g,
5.29mmo1) /EMeCN (20mL) H [ £ 45 VA T HH 8 INPOBrs (2. 27g, 7.93mmo 1) o 7E R T in# e
REVR A3 /INIS o 7 35 25 H IR G OSLAD o FE5R AR WDV AT DCM AR o 7] Lo i N AINaHCO3 7K ¥
T FHDCMZEBUK 2 « FHER KBS A IR RIA VLZ , TEIE Hk 4 i iR P (i ik (1: 28
% /Et0AC) ZiAb B A, B BRI A4 (0.23g, 17% 77 22) MS (apci)m/z=251.8 (M+H) .
[0926]  rp|A){A157
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HQ-N.__ o~

[0927] v

[0928]  3—dh-5-FJE-2-Jk -4 5- A& I [3, 4—c] -6 (2H) -

[0929]  JDIRA: il &5-2 A -4- ((FEED B -1 KA -1H- M -3-F R 4 HE: M52
Fe—4-F -1 - OR AR - T H-ME M -3-F R £ B8 (IR ¥E T . Heterocyclic Chemistry,2010,47, %5
287-291 01 Hf BTk [ 72 /5 i1l 4%, 142mg , 0. 548mmo 1) 7EDCM (3mL) HH ¥ 28 i H1 VA v R T2 . oM
MeNH [ THF VAR (0.822mL, 1. 64mmo1) o & N £, 1R - £ IR B3RS T itk OB VR A0 4
7N IMMeOH (0. 4mL) , 32255 32 47 ¥ JINaBH4 (31mg , 0. 82mmo 1) 48 it S A IS 7K ¥ K J 82« FIDCM
HEUR AW H KBS AFFRIAVE , TEIE FORYS Y A Gt — P4l BRI TR —
IR MS (apei) m/z=275.0 OH) o

[0930]  JLUEB. il 3-E 5P 22K 34, 5- Mg 3T [3, 4—c] -6 (2H) —fiid : 7]
S -4 ((RHEIHL) FHL) —1-Z8 - 1H- L e —3-F 2 2. B5 (FL, 65mg, 0. 24mmo 1) £EMeOH
(0.5mL) FITHF (0.5mL) H AW P 78 IN2N NaOH (0. 24mL,0.47mmo1)  ZEM IR R
EFE S RLR A A/ N 3 HLAR 5 70 B 25 iR 46 o 1 FR AR R a8 K A8 B AN HC1 4 pH 1 5 2]
A5 AP T &R IK AL R (58mg) ¥ fFET DMF (3mL) H o 8 JHEtsN (66uL,0.47mmol) , $22 5
S JNEDCT (90mg, 0. 47mmo 1) FIHOBt (32mg, 0. 24mmol) o £E IR 5 T ke s MR S 403 78 3
FLARJE A BT B 0AC 5 K 2 1] . FIEOAC A BUK o ALK M ER A it & FE IO AT BLIE , T4 3 L
IR A7 o 308 T Tt R R £ 880 (452 % MeOHRIDCM) 2l Ak Ak 4 , 1531 2 13 C[E IR 1 b A A
) (15mg, 28%) MS (apci)m/z=228.9 (M+H) .

[0931]  rhlE]{£158

- NH;
[0932] N XS
N_

[0933]  3-HR -4 (k) —1 -2k -1 H-Ih 5%

[0934] R4 X T (A 4RP1O9FT IR Y T v, fE L BRATR I 1R B B AR 2-FF | L TR P I
FF HH2- (PR ZEBROIE k%, 33 AR HLIRIG =) MS (apci) m/z=220. 1 (M+
H) .

[0935]  f[iE)44159

NHa

O
F&¢ OH

[0937]  2- (5 JE—4-FF FL-1 TR -1 H- e -3—-5E) -2, 2- — R L

[0938]  ARHEXS T MMAPLLLFTIR R 5, HREBRZEIF H 2, 2- —F-3- AR

LR ARSI A2, 2- I BE TR R I ke | 4%, 15 21 2 3R S LA AR B9 P2 4 o MS (apei) m/z
=254.1 (M+H)
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[0939]  rrfa] {4160

[0941]  2—- (5—FdE—-1 A AL -1 H-E M —3—3%) -2, 2- —H A%

[0942]  RPEX T EAAPLLLETIRRI 775, H2, 2- @ -3-FRHENMR L BB A3-F3E-2,2-

R IR R B R A4, 15 B R R A AR P4 o MS (apei) m/z=240.0 (M+H) .

[0943]  HrE]fA161
NH»

[0944] ' |

[0945]  2- (5—g k-1 -1 H-Ap M —3—4k) 7,

[0946] ARG EMAPL LR BRI 7%, 7LD BRAR F3- R L A IR R R B 03 - 2 k-2, 2-—
FR L T 1R PR R A1) 4% o MS (apci) m/z =204 1 (M+H) .

[0947]  H[E]{£162

[0949] |- (5—% J—4—F -1 - Jhi— | H-pk i —3— k) —2—FR S TR —2 -

[0950]  JDARA: il & 3- I -3-F TR AHE: (A AL TN T FF HiR A1 2 -78°C Ry (= H 2
kb k) S L8R (IM THEYE W) (100mL, 100mmo1) ZETHE (100mL) 5 (K39 o s N 2. 1% 2. B8
(9.74mL, 100mmo1) o $iFt: S NVR G4 3043 %f , I H AR S A INTAER (8. 81mL, 120mmo1) o i+ S
VRS Y1048, 31 HLAR 5 FIHCT (QM/K VAW, 70mL , 140mmo 1) ¥4 K 3 H. o ¥F H FHE £ 53R
& o FHEtO0AC (2 X 150mL) A& HL e MR -S40 - A 1 A HLAH I H A M FINaHCOs 7K ¥ 7K (2 X 50mL)
ek, THE MgS04) , b JEIF Hilk4n , 132 2 8 A mpIR i 7= 4 (12.8¢,88% 7= %) . 'H NMR
(CDC13) 84.18 (q,3H) ,2.49 (s, 2H) ,1.29 (m,9H) »

[0951] D ERB: fill & 5-FR M -5 - B -3- AR : /EN2. 78 C F M A (1.77mL,
30.5mmo 1) ZETHF (100mL) = ¥ 7 R A oW (= B 3 ke ) L8 (UM THRYAE ) (27.9mL,
27.9mmol) o FEL/INGS , SR SE U IN3—Fadk-3-F T R .6 (1.86g,12. Tmmol) o E-78°C T #ii
FE I SR AL INSE  SRIGAE0C R4 FEL . 5/, 2R )5 FH20 (100mL) A% 3 H FHE 20 (50mL) %5
B o 43 V85 2 AH 3 HLFHHCT (6MAKIA W 4 . 5mL) H AI M KA , 28 J5 FHE 20 (3 X 75mL) HL . FHEh7K
(75mL) Pk & IR A VA, T8 MgS04) , P FF Hik4d , 43 21 23 2 A ydeiRIY =4 (1. 24g,
63% 7 =2) .'H NMR (CDC13) 83.54 (m, 11) ,2.89 (s,2H) ,1.50 (d,3H) ,1.32(s,3H) ,1.31 (s,3H) »
[0952]  JBIRC: il 1 - (G- Jk -4 Jk—1 TR F— 1 H-nph e -3 - J5%) —2—FF L TR -2 « ) 2R Jiff
(0.793mL,7.99mmo 1) FIHC1 (5MA26M iPrOHVAR ,1.60mL,7.99mmol) 7/EEtOH (25mL) HH I &%
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WA INs— -2 5 -3 A T F (1.24g,7.99mmo 1) FEEtOH (25mL) H (¥4 - 3
RIRA PRI LT /NG, AR5 v HV B R IR &, B AINaHCOs /K ¥ i (10mL) # %, A 10:
90MeOH/DCM (3 X 25mL) AEHR , F£ H T MgS04) & I A WA, oty H k4 . @it A ik
FEETE, FH0% 2275 % R/ CL 5t e B R 24k , 19 3 28 PR 1047 B 549 (1.13g,58%
FEEE) MS (apei)m/z=246.1 (M+H) .

[0953]  AR¥E F Tl & v (B 4 162 G IRBRI BRC) 19 77 7%, 13 FHE M B S an 4 o il 4% 1 31
NEE M e i) 425 Sy ] 4% v )42 16 8 R HR [1)442 169 , ECUEY 5 (W H Oakwood) i A sz 2= S sk
SRR A

P I} 4k s & #k MS (apci) m/z

%5

163 1-(5-8H-1-F &-1H- | 232.1 (M+H)
ek 3.3 2-F A A
2-BF

164 (S)-1-(5-R F -4-F 3 | 232.1 (M+H)
-1- 3R L -1H- vt v -3-
Ay -2-8%

165 (S)-1-(5- & -1- 3K 3k | 218.1 (M+H)
~1H-v e -3- 2K 7 -2-
Az

166 (R)-1-(5-Fh-4-F 3K | 232.1 (M+H)
-1- 3K Ak -1H- b -3-

[0954] HyR-2-8

167 (R)-1-(5- 2k -1-3 2 | 218.1 (M+H)
~1H-vbt ok -3- 2K ) 79 -2-
Bz

168 3-(5- R K 4-F F-1-| 244.1 (M+H)
FA-1H-sh 3-8 )
ITH

169 | 3-(5- L 1-% -1H- | 230.1 (M+H)
b 3 ) IR T BE
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[0955]  rafa]4£170
NH,

[0957] 5% Jk—4—FP Sk —1 -2 Jk— 1 H-W e —3—FF 185 2 i

[0958]  ARFEXS TR MARPLOOFT IR 7512, fE D BRAF B IR — 2R B R2-R AL LR H
BRIt H NI B AR CIE RS, 132 2\ ORI ) MS (apci)m/z=246. 1 (\M+H) .
[0959] EF‘IHMZM?I

[0961] 5% Jk—4—HF J—1 — 2 Sk —1 H-AR I —3—FF i

[0962]  fa)5—4 ik —4—FF St~ 1 - - 1 H-Tp e —3—FF 8 2, T (b ()44 170, 1.52mg, 6. 21mmo )
ZETHF (12mL) FIMeOH (6mL) 1 f VA7 5 L 1 OH (2MZK ¥E W, 9. 31mL, 18 . 6mmo1) o 7E IR 151 J&F
R S BLIR A YL/, SR 5 AR T BB 4, SR e AH6M HC1 (3. 2mL) H AT, A 10
90MeOH/DCM (3 X 25mL) L, I H H 57K (50mL) ¥k & FF BB VLB, T8 (MgS04) , i I8
IF B4 , 132 2 m A A AR PR AL A4 (1. 3g,96% 77 28) MS (apci)m/z=218.1 (HH) .
[0963]  rha]{£172

[0965]  5—%a kN, 4— — FF J—1 -2 Bk — 1 H-nHh 4 —3— PP Pk Ji¢
[0966]  [a]5—%5 Fh—4—FF B -1 - J— T H-NL e —3—FR 2 ("PIRIA171,223mg,1.02mmo 1) 762
(10mL) VAR A IMDIEA (0. 71mL,4 . 10mmo1) + B i #h 83 £k (138mg,2.05mmo1) \DMF (2mL)
I H ARG B INHATU (428mg , 1. 13mmo 1) o FEFREEIEL B2 N HHh: S SLTR A 1 9/Nif I HAR J5 798
JE R B4 o 8 SOMIAE (s, 5% 2560 % 2.5 / /K BE i Sk 4iAb Ve &4, 15 31 B 3 2 1,
[ IR b AL A (182mg, TT % 72 2R) oMS (apci) m/z=231.1 (+H) o
[0967]  Hh[a]{£173
NH,
A
b
~NH,
Q

[0969] 5 k-4 -1 - 2% B — 1 H-nk e —3— P Wk i
[0970]  7EFREEIE B T Pt bko - -4 -1 - -1 H-nk e —3—FF i (150mg, 0. 757mmo)

[0968]
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FEAH2S04 (0. 5mL) H YRR T /NB o ¥4 A REVR-A 40 9 HL I8 Ik 8 IMNaOHZK & ¥R (2M, 1 1mL) H
A, 88 A 10 % MeOH/DCM (5 X 10mL) A HY, JF H FIEh K B & H A HLA U, T8
(MgS04) , 1k € IF HLAEJE T e 4 , 15 2 2 A i AR AR AL 59 (151mg,95 % 7= %) MS
(apci)m/z=239.1 M+Na) .

[0971]  rh[A){£174

N §

[0972] W

Q “N-’ s
[0973]  5-Gdk—-3-2 S k-1 25 -1 H-L e —4-FP iR 7 i
[0974]  JLBRA. Hill & 2-F I M 2 B8 : /EN2.0°C I [a]Nal (ZEH )il 160wt % ,499mg ,
12.49mmo1) ZETHF (100mL) H ¥ B i h 7 INTA 188 — 2,85 (1.90mL, 12.49mmo1) . 2R K
It HAEPAEIR 2 T ke S SR 590307 B, SR 5 V2 H1 2.0°C 3 Hds N4k 5 (GM MeCNVAVA
2.5mL,12.49mmol) o 7E IR I FE N SR I NTR A Y019/, 88 5 FIH20 (50mL) # R, FE 20
(50mL) FEHL o FHHC1 (MAKE L, 3mL) HH AT7K AH , 8 f5 FHDCM (2 X 50mL) ZEEL . 45 (MgS04) & FF
[FIDCMAS B4y , 1ot g 7 HLiR 4 , 49 31 2 28 PR B9 74 (837mg , 36 %6 7 28) o 1H NMR (CDCls) 8
4.46 (s, 1H) ,4.35(q,4H) ,1.35 (t,6H) .
[0975] D UEB . fil # 5% JE -3 S A — 1 R A — T H-ib e —4 - B iR T - R 40 ) T o ) 44
PL3BHTR I J5 1%, 765 AT 12— TR 1R — Z e B AR 2- 8L T 1R 2L S Sk ) 4%, 15 31 2 45
IR P2 (400mg , 32% 7= #8) JMS (apci)m/z=276.1 (M+H) .
[0976]  HalE]{£175

- NH,
[0977] =

}voﬁ
N‘ />\

N
[0978]  4-HR FL-3- (5-FR Fk-1,3, 418 -0 Jk) —1 -8 k-1 H-Mh -5
(09791  JDERA: il &N -2 B AL -5 F -4 FF -1 - ZR - T H- b e -3 B Jik - pml - 24—
P -1 2R - 1 -t e —3—FR R (P ) 445171, 93mg , 0. 428mmo 1) ZEDCM (5mL) FIDIEA (0. 149mL,
0.856mmo 1) H1 K] ¥ P A &R B2 5+ T B (0.061mL,0.471mmol) o ZEFREEIR B R iRE I Bz
TREYIL/INEE AR 5 AR N 2, Bk (48mg , 0. 642mmo) o 78 BREE IR FE R Hi bk & SR &4 18/
SR J5 FHH20 (10mL) %% % , FIDOM (2 X 10mL) EHY, T4 MgS04) , 1 W HAE W& T ki, 155 2
He B AR I 724 (119mg, 101 % 72 28) JMS (apei)m/z=274.1 (M+H) »
[0980]  JDUEB. il #4—FF JE-3- G-F Jk-1,3,4-M -2 L) —1 IR FL—1H-ML M —5-fi% . 7
& 7 AN - 7, B -5 -4 - 1 - - LH-W -3 FR e JE (117mg, 0. 428mmo) Al
POC13 (0. 5mL) FIYR AP E 0 C , FF 41 /N o FIEtOAC (BmL) 48 e BV A W56 #2243 R
S, SR JE F L FINaAHCO3 7K ¥ ¥R (20mL) #4578 , FHEtOAC (2 X 15mL) ZEHL, T4 MgS04) , 1t €I
Hkdsimid AR e, 0% 2£75% R/ e He i R4 A& A4 , 19 31) 2 25 o [H
IR AR AL A4 (19.6mg, 18% F=#K) oMS (apci)m/z=256.1 (M+H) .
[0981]  ha){&176
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NH,

O

[0983]  4-HF HL-3— (3-HR FL-1,2, 418 —p—5—Jk) -1 —IF -1 H-ME e —5-Ji
[0984]  #EN2 | [alNaH (ZER 43 tH60 % , 36mg , 0. 897mmo 1) £E THF (5mL) H (K] B FEV s
N-F2 2L 2, )k (66mg,0.897mmo 1) H S REVR AW N E B3, &2 LR, AR S A B R R
JE 31 HLs s~ -4 F J— 1 2R - 1 H- e -3 - FF 2 2 s (b a4 170, 200mg , 0. 815mmol) .
S RLTR A P I IE [BR, AL L8/INEF , SR 54 2 B IR EE IR I HL A InNal (FEF 3
60% ,18mg,0.449mmo 1) o4 SLVR AW INHA 2 [FI9 , Fra24/ e, 48 )5 FIH20 (10mL) #%% , H
DCM (2 X 15mL) ZEHL, 3 H 15 MgS0s) & FFHIA WLAHUYY , it 98 5 HAEJl& T e - dad —
AT B85, FH0% 2250 % AR / T bt Bl R 28 A0 i 0 » 19 21 288 00 [ 440 IR 1 b AL,
AW (84mg , 40% 77 ) MS (apci) m/z=256.1 OHH) o
[0985]  Hh[E] 44177

NH

[0986] ~ =t

[0982]

=N
0P
[0987]  3- (3-FAJE-1,2, 418 —me—5—J) —1 — 28— 1 - ek —5— i
[0988]  HRPEH [AIAE 176 B ik i) 5 ik, b -2 B — 1 - - T H- ML M -3 - F iR 2, Ji o 3¢
Chemlinfb 2% A \]) B A6 FE—4 - -1 —OR B -1 H-Mp -3 F iR 2L T e i 4%, 13- 21 24548
4 [E AR I 724 (83mg , 53 % 77 3K) oMS (apci)m/z=242.1 M+H) o
[0989]  H[H]{£178

NH,

N N
[0990] f N=

yeN
O N}\CFS

[0991]  4-FRJE—1 R -3 (3- () —1,2, 48 -5 —1H- bk —5-fi%

[0992]  JDERA.#H%2,2,2- = -N I Lk A SRR 2 1% (5.45g,78. 4mmo1) EMeOH
(100mL) 5 [ B I R NaOMe (25wt % MeOHIAYR , 17.9mL, 78 . 4mmo1) Jf HZEPRBIE FE
PR A Y105 5, S8 i 98 I H FMe OHBE & [E 44 o B UEMA H 2 0°CH HAREf#2,2,2-=
M (7.45g,78.4mmol) SARLE 304 BB NIE W o IR 5 SOV IR SR A il 22 PR 55
T8 TR 19/NIT o ZE P T AR VA VR 45 22 50mL 3 FLich g [ 44 o W 4 DV, B LR i B e T
A MeOH FF H 8 o IR A8 S, F5 70K HL 8 3 83 T- ¥ Me OHH JF Hd 38 IR 4i 8V, 15 3 2
IR 1 £ ARG 724 (6. 7,67 % 77 28) o'H NMR (CDsCN) 88.32 (s, 1H) ,5.25 (br s,2H) .*°F
NMR (CD3CN) 6-71.8(s) »

[0993]  JDUEB. fill & 4-H 2 -1 K IE-3- 3- SR L) 1,2, 408 ——5-J8) — 1 H-fk e -5
JH : 4EN2 I [ NaH (FE8 #0360 % , 356mg , 0. 897mmo1) 7ETHF (5mL, 0. 815mmo 1) HH ) & 75 ¥
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HERIN2, 2, 2- =5 -N -2 5 2 K (115mg, 0. 897mmo 1) o4 J N2V A 4 AR 2 [ I, R4 1718
I, SR 5 Vo A 2 IR B T2 I B It ARIR4A > 115 (200mg) FN5—28 Sk -4 H Sk -1 -8 -1 H-
e —3—F % 2, B (R E] 441705 200mg , 0. 815mmo 1) F N 2[RI 37 o o i B2V A4 i #4 22 [m]
M, FREE 18/, S8 JE i 98, AIH20 (15mL) A% %, FIDCM (2 X 25mL) 58X, I H A #:7K (25mL) ¥
BHA AR, T MgS0s) , 1L 38 3 HYEWE N4 - il A e R iy, H
0% %250 % AR/ O GE e R 201k iR 1, 13 B 2 1 6 [ AR I br AL & 4 (44mg , 17 %6 7
#) MS (apci)m/z=310.1 M+H) .
[0994]  H[)4£179

ol

[0995] N
N

[0996] 22k Jk—oH-H| Ik —3 %

[0997]  JDBRA: il 81— Q- oK) —2- TR B — 56U « Al 2- R % (1.00g,4.57mmol) 7£ 2.8
(46mL) T RV R AR IE AE 2 2 (0.880g 8. 22mmo 1) FF HAESS C T IN#VR A W16 /N o
TR AV E R IREIR B B AR K o FF H 2248 Hb A1 FINaHCOs 2 28 B 3 S Pk 1k . F
EtOAc (3X) ZEHUR & HFF H HZK L FINaC L HE & I A BN I+ H EMg S04 T8 o L I8 VAW,
WA IF Hom ik oM B VR 2E AL R R W, 19 31 2 20 €6 AR (bR AL A4 (0.880g,63 % 7=
Z) J'H NMR (CDC13) 67.23-7.39 (m,3H) ,7.64 (d,1H) ,7.56-7.51 (m,3H) ,7.45 (t,1H) ,7.1 (t,
1H) »

[0998] B UEB.2- R HUAIL) R - (- IR FL) 2R U (0. 44g,
1.4mmol) £E1-PARE (14mL) H F¥E VR -8 SICuCN (0.900g, 10 . Ommo 1) Ff HLAE I T In# s K7
YI16/NE) o K VR A 7% E B PR8I, 1 98 I H FH CHaC 239 ¥4 FIrUAC 8 1A 1] 44 o I 4 A 31 1 D
TG, 15 2] 2 2086 A AR I AR B G40, 5 HoAE B s 852 (0. 2808, 95 % 77 %)
'H NMR (CDC13) 68.03-8.06 (m,2H) ,7.88 (dd,2H) ,7.71 (t,1H) ,7.54-7.58 (m,4H) »

[0999]  JDERC. 2R L -2H-Wg| Wk —3—i& . £ (]38 N Indhe - CREE U ) ZKH g (0. 28g,
1.35mmo1) F1 7K & SnCl2 (0.562ml.,6.76mmo 1) ZEEtOH (14mL) H {KIVR & 4016 /N o B TR A4
A AR IEDE I Bk 4 o FHEtOAc MK BEAR R Y IF Had vk - £ Bk )2 97 H R K BE %
EtOAc)z o I AINaHCOs B AL & 1 K M 43 9 H AHICHaC L2 (2X) ZEHR . ZeMg S04 -1 5 3 1A
BLZ S 398 9F Hk4a , 15 21 2 9 55 i 4RIV AR AL A4, 8 AR B s 82 (0. 241,85 %
FEEE) J'H NMR (CDC1s) 87.69 (d,2H) ,7.52-7.58 (m,3H) ,7.47 (d,2H) ,7.26 (t,1H) ,6.90 (¢,
1H) ,4.28 (br s,2H) .

[1000]  HH[A]{4180

HEN%; —
»—0
[1001] NTN\N
L
(,
[1002]  3-7. % 3k-4-F Hk—1- (pmE -2 5L) — 1 H-AE e -5

[1003]  DIRA.5-Jrdk—4-F L —1- (MR -2-FL) —1H-IE M -3 (2H) - - (A 2 fF S ik 8=
(0.551g,5.00mmo 1) FI2-F LR ML .18 (0.669g,5.00mmo 1) £E 44 XEtOH (10mL) H (IR &)
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R IN3M NaOE tIJEtOHYE R (0. 167mL,0.50 1mmo 1) Ff H 45 By T IR & 64/ N o iR 48
TRA Y H FHEt0AC (30mL) AbHR AR A S AR Euldil 74 3+ H EAT 88 75 o B ZU8 FE B 1S B iR 4 £
BTSN 28 FH B2 ok R IR L 44, FHE tOAC e I BL7E B as vh -0, 15 3 R AR B 1l
ARIIAR B S8 (682mg,71%) o'H NMR (DMSO de) 510.3 (br s,1H) ,8.82(s,1H) ,8.30(d,
2H) ,6.55(s,2H) ,1.71 (s,3H) .
[1004]  JDEB:3-2 S k-4 A1 (bR —2-J%) — I H-ME P —5-% : 7E PR BRI E T i dE5-2
J—A—F -1 - (WA -2- ) — T H-ME -3 (2H) — 1 (382mg, 2. 00mmo 1) FITKy A HRK2C03 (552mg ,
4.00mmo1) /ETF1EDMF (3. 0mL) H1[FVRA 10580 IR A% 21220 °C I H il iR 2. 4
(229mg, 2. 10mmo) o T VFIR A WIS BIIABE I FF B BeHE 247N o3 I R2TR A 4 18] A4 H20
(12mL) Hr, fo VP H A IR EEIE 91 HAEt0AC (3X) ZEEL . MU AINaCl (2X) Wik & I 1 2K B
Yy, LEMg SO RN Pl T 158 « FISEAR AR O Je A B T M (1 ¥ VA FLd I 25 A Mg S04 )2 1 S102
3£, 50 %6 EtOAc— T fe el Aead i o ik 4 g WiOT H T be (3X) Bk s (bl i, JF HAE =
23 op T 15 ) 2 9% 0 0 4 [ ACTR I AR AL 54 (195mg ,45% ) o 'H NMR (CDC13)89. 10 (s,
1H) ,8.23 (s, 1H) ,8.14 (s,1H) ,5.50 (br s,2H) ,4.33(q,2H) ,1.80(s,3H) ,1.42 (t,3H) .
[1005]  Hh[i] 44181
HoN 4

[1007]  2- (BKWE-4-F%) -2,4,5,6-PUE IR G I [c] e -3-f%

[1008]  FH2-% AR ke FliE (0.191g,1.75mmol) &b FE 4-Jiff Bk g H IR K £ (0. 368g,
1.93mmo) 7EZEXELOH (5mL) HH & VI ELAE IR T INFVE G922/ Nef BRS04 1 2
IREGE P I ELIR e s e [EMA o 1 [ A 27 T 1M NaOHAP JF HLA5E 109 B o e S [ 44 , FH20
MIEt2078 73 Btk HAE =25 T8, 43 2 X348 o AR PR AL S (0323g,92%) oMS
(apci)m/z=202.1 M+H)

[1009]  Hhi]{4182

N

7
[1010] N

[1011] (%1 R BT H-NE e -3 F i

[1012]  JDRRA:2- GRUT & ke ) R G : 7R RIR T T Hidk2-F2 i 2 IR 4.1
(3.00g,28.8mmo1) ~TBDMS—C1 (5.21g,34.6mmo1) FIBKME (2.55g,37.5mmol) [RIVEEH160/N
IS o MR AR VR A I HE I S102 B3 5 FH 10 % Et0Ac— T Be e i SR Al Ak 5% 2 4, 15 31 2 To
RETFREAL S 4.128,65%) o'H NMR (CDCL3) 54.12 (s,2H) ,4.09 (q,2H) ,1.17 (t,3H) ,0.18
(s,9H) ,0.00 (s,6H) o

[1013]  JDUEB. (5—%(Jk - IR 1H-ME M -3-J%) F % 1 2 1% (0.526mL, 10. Tmmo 1) 715
THF (20.4mL,9. 16mmol) H VA WA A E-78°C I HIZWE 2. 5M nBuLif) & ke iE )
(4.21mL,10.5mmol) o4 HE R MR G164 80 FF H i m2— GRUT i = Rk | R 4R &
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B (2.00g,9. 16mmol) o FoVF I N VR A0 FHIE 22 R B FE 5 H 36k 2/Nm) o FHOK K 8 I Bz YR
EW3F B 4E 8% A K IR SRk FEpH =53 H HEt0Ac (3X) ZEHL . F #h /K BE i & 31 1
AW, ZMgS0a T , i Y IF HA A o IR AR AR (A HPIR Y fifT-MeOH (23mL) 1 3 H s i
JifE (0.907mL,9. 14mmol) o FHUHCI (3.81mL,45. Tmmol) ZbIR VR &3+ HAE B T 18/
A HVG  IRGEIR ST FB R A e TH20 5 CHoC Lo o I S8R A W3 AR A HLEMJE
VR 2215 o FHCHaCl o 35 K P 3 43 9 B A v AINaHCOs &b 78 B 21 2 884 A 1k« FHCH2C12 (3X) 26
BUKMEIR A1 B &Meg S04 3 A N4, 1 98 5T k4 o i — A (i kAl
FH70% 22100 % Et0Ac/ T edh BEHE IR , 275 18 FH0 % %25 % MeOH/EtOAc T S R 2E A5 R4 o &
FEEMICEEY) I Bk 4, 15 2 2 38 AR AR AL & 49) (0.760g,44% 7 Z8) MS (apci) m/
z=190.1 (M+1) .

[1014]  rha]{£183

HaN,

N

[1016]  4-FRJE-3- ((1-FF HE-1H-1,2,4-=mp—-3—Jt) P4 L) —1 -8 B 1 H-IL k-5 fi%

(10171 Ji ik oo T rp (4P 135 Bk (9 777, F3- (U ) —1-F 3 -1H-1,2,4- = Eh R
B R PR G ZAR AT 738 B ERERCRM =4 (110mg, 27 %) MS (apci) m/z=
285.1 (M+H) .

[1018]  rhja]{£184

HEN_W/&
[1019] N\N/ YO'}VN/

[1020] 5 dk—4—F J—1 2R Ji— 1 H-Mbh ik —3— 5k — PP Rk & Jk FR R S

[1021]  {ERREEIEJE T bEo -2 k-4 B -1 R k- L H-nk -3 (2H) B (R )44 P 13520 3%
A,0.378g,2.00mmo1) Ay A RK2C0s (0.553g,4 . 00mmo 1) £ F-HEDMF (4mL) 1 {78 & M543 %F
NN R R E RS (0. 206mL, 2. 20mmo 1) I HARFETR G906 /N IR A P RINA HITK
Ho0 (40mL) 1 3f H FHEt0Ac (3X) ZEEL . FIH FINaC] (2X) Beiss & 3 I ZE LY , £MgS0. 1 3F H.
I 25 A Mg S04 )21 S1022E (EtOACHEM) 138 IR i DI T AR B2 v TR R, 13 B 23R
SRR bR L B9 (1507g,97%) MS (apei)m/z=261.1 (M+H) .

[1022]  Hh[a]{£185

[1015]

HoN

o

[1024]  5-E HE- - FF B~ L H- 3 4
(10251 75 5~ B A 1~ B LI~ — B SR IO (o 1) 5 184) P
R B P o 8 P —A— B LR 6 A 2510 55 5 S22 €9 PRI e 2 (0. 285
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47%) o'H NMR (CDCls) 67.54 (d,2H) ,7.43 (t,2H) ,7.31 (t,1H) ,3.66-3.78 (m,8H) ,3.57 (br
s,2H) ,1.85(s,3H) .

[1026]  rfa) {4186
5N

HoN |
[1027] N\Nf N
OTBDMS
[1028]  (S) —3— (2— (GRUT 2 = H AR RESe L) 000 —3-F AR N A —4-FF -1k -1H-
ML ek —5 -z
[1029]  JDERA: (S) —1- (5 -4-FF -1 R - T H-Ip e -3 ) -3- | L T -2 -
ERIEEE P - 4-F - 12K FE - 1H-n -3 2H) - (P1350 A, 1.21¢g,
6.40mmo1) A A IRK2C03 (1.77g,12.8mmo 1) 7EF-#EDMF (12mL) HH VRS H104 % ds fin (S) -
2— (AL B 288 (0.622mL,6.72mmo 1) 3 HAE80C T iR &6/ Nt IR &)
R HEIEGE L R AR YR 20T H20 (25mL) H 3 H AHEtO0Ac (3X) 2B . A HINaCl (2X) ¥
BB IR FEEY) , Mg S0 T8 3 HAM L 35 A Mg S04 )2 1K S1 0228 , FHE tOACHT I kit € . I 45 1€
A5 21 2R R PR AL &9 (T01mg,40%) JMS (apci)m/z=278.1 (H+H) .
[1030]  JDEEB: (S) -3- - (GRUT R AR A0 3-FAHERED 4-FH-1-%
- T H-MpE e —5—Jt% « [4] TBDMS—C1 (725mg,4 . 81mmo 1) FIBKME (390mg , 5. 72mmo 1) 7£ T DMF
(7.0mL) A B VAV A8 INAET-18DME (2mL) H 1 (S) —1- (52 Ak —4—FF J—1 R JE— 1 H-Mp -3
FRAE L) —-3-F A B T -2-% (635mg, 2. 29mmo) - FERRERIE X T Hi iR & 2. 5/ IR G
YR INZ H20 (70mL) 1, V& A543 35 HLAIE 20 (3X) 2K HL . FIA AINaC (2X) g4 I 1 2K H
Y, 3 H ZMgS0a Tt 3 35 A Mg S04 )2 111 S1023E (B 2035 ) ik TR V2 VL - MR 4 DBV , 15
B 2L ORI PR S, B HAEE S 4 (940mg, 105%) oMS (apei) m/z=392.2 (M+
H) .'H NMR (CDC13) 67.50 (d,2H) ,7.40 (t,2H) ,7.23 (t,1H) ,4.09-4.30 (m,3H) ,3.57 (br s,
2H) ,3.38-3.44 (m,2H) ,3.32(s,3H) ,1.83 (s,3H) ,0.88(s,9H) ,0.11 (s,6H) .
[1031]  E] {4187

HoN
[1032] N>j(

QTBDMS
[1033]  (R) —3— (2— (GRUT 2 — A B af e ) 4 ) —3—HR AU S P AU k) —4—FF -1 R - 1H-
ke —5—fi%
(10341 fifi FIXHF (S) —3- (2 (GRUT 8 ~HF Sk ke ) S0 —3-H /LR A L) —4-FF 5k-1-
IR - TH-E -5l ()44 186) BTk (2 7, 7 2 BRAH I (R) —2— (AR R ) T be
BAR (S) —2- (FAEE L) B2 L ek il & An AL A 4 - 15 2 & R B ROIR I 74 (921mg,
38% (Bt 2 98) ) MS (apci) m/z=2392.2 (M+H) .'H NMR (CDC1s) 67.50 (d,2H) ,7.40 (t,
2H) ,7.23 (t,1H) ,4.09-4.30 (m,3H) ,3.57 (br s,2H) ,3.38-3.44 (m,2H) ,3.32(s,3H) ,1.83
(s,3H),0.88(s,9H) ,0.11 (s,6H) .
[1035]  dha]{4188

il
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[1036] N/ O~
OBOC

[1037]  4- (G-I 1 IR I H-NE e -3 %) FF 400 RmE -1 -FF IR U T IR

[1038]  JDURA:4- (2-Z A -2 5 AR 2 L) WRIE — 1 - FF R BT S < 4P SRR e — | - R
BT R (2.00g,9.94mmo) 7ET- 4 THF (25mL) H B ¥4 1 %20 °C H H v inKOtBu (1. 12g,
9.94mmol) o FVFVR A WIE B PR B L B R 104 B KRG 478 20 220°C I HZ R I
2-IR R T (1.65mL, 14.9mmol) o FO VT I RIS BI PR EGIR FE IF HARE L7/ SR A4 4y
FeTH205Et0AcH , 1R & 3 H LR A NLZE . Mg S04 T A ML= , i 98 I Hak4s . it — 44k
Tk L2, 5 10 % %225 % Et0Ac/ T et 52 1ot i A 4 Ak 3 A B 1) o 8 iR A, 43 21 2
TR B AR AL A4 (0.967g,34% 77 28) o'H NMR (CDC13) 64.22 (q,2H) ,4.12(s,2H) ,3.67-
3.84 (m,2H) ,3.52-3.63 (m, 1H) ,3.05-3.11 (m,2H) ,1.81-1.90 (m,2H) ,1.53-1.62 (m,2H) ,
1.45(s,9H) ,1.29 (t,3H) .

[1039]  JDUEB:4- (G—EHE-1-FEFH-1H-MEmMe-3-J) B 00 MR -1 - U] B R
P (1.08mL, 7. 74mmo 1) £ THF (5mL) H VA R4 H 20°C Ff H 2 2% 2. 5M nBulLiff)
CGEE R (2.96mL,7.41mmo ) o 7E0°C N HFHIR AW 10380 3 H¥ A 2 -78°C . I IN 2 I
(0.404mL, 7. 74mmo1) 3f HIEFEIR A 155 Bl 8 N4- - 2582 -2~ AR L) WRIE -1 -
FRAT Bi5 (0.967g,3.37mmo1) /ETHF (2. 5mL) H AR IF HAE-78C T IFHE G 1/ . 7o
YRR SIS BIFREE A, FUKKE K IF Hk4a . FH2M HCLHh AR A 7K PEVR A 4 1 B CHaCl
(3X) AEH - Mg SO T & FH A ML 73, I 98 FF Holk4a , 15 21 2 5 (R A SUL IR, L B
T 2 %P,

[1040]  JBERC:4- (G-EHE-1-ZEFH-1H-ME e -3-J) B 30) MR e -1 - IR AU T BE i 76 5
PRBrH ZRAF (A PRV i T-E1OH (17mL) H FF HLAS 2R (0. 396mL, 3. 99mmo1) . 7£60°C
IR EW60/N] , ¥4 4 B IR BT I HLRk e G R FL T EtOAcH K IR A FFH %
BRAHLE  FHEt0AC (2X) ZEEUK 2 I H4MgS0sT-HE & B t0AC 43, i ik I Lk 4 . il it
TAAMRE IS, T FH10% 2100 % Et0Ac/ T i B BE i R 2E40 R 48 L PIR Y W 4 T 4R
(11 72 038 45 3% HL3W 3 S AHHPLCAE FHO % 22100 % 2.1 /7K A FE 4l A bR 4% s b o iR , 15
B SRR AR AL A (0. 264g, 21 % 72 Z8) MS (apci)m/z=2373.2 (M+H) .

[1041] i) {4189

HaN

N Be,

[1043]  1-—KFL-3- (Y& —2H-ME Mg —4—F5) —1 H-mk e —5-fi%

[1044]  JDIRA. 35 A0-3- (JUE - 2H-ME IR —4—J5) A - K5 1M LHMDS (26 3mL,26. 3mmo 1) £
TFHERTHE P (VAR H1 22 -78°C If HE 2 B i I 2. i (1.43mL,27 .5mmol) «7E-78°C I
PLFEIR A W1 /N 3 HL s o VY & - 2H- Rtk g —4 - FF 8 R S (3. 41mL, 25. Ommo 1) 7E T4 THF
(12mL) W W PEREIR S LN, 2B T 0K IF H R VR B W8 B 55 2 R 51
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BRI EIIH20 (250mL) H 3 H FHE 20 (3X) A HL o A5 7K P 3 ¥4 #1 220°C FF H BT s ineM HCl
#pH=3 (i8iHpH=12) . HHEt0Ac (3X) A HUR A W FF HMgS0a 155 I A B4 - 18 1 S1 02
3E , FHEtOACBEAT B WM W I VAV o MR AR DBV, 19 21 & e R K bR AL 5 (2.52¢,66 %)
+H NMR (CDC13) 63.99-4.06 (m,2H) ,3.54 (s,2H) ,3.46 (t,2H) ,2.76-2.86 (m, 1H) ,1.70-1.86
(m,4H) o

[1045]  JDURB: 1 -IR5E -3 (VU —20-WE M —4-F) — ITH-MEIE -5 Ji% - (7] 3- %403 - (PU & -2H-
Mg -4-%5) A (2.30g,12.8mmo 1) ELAXTEtOH (35mL) o (VAR H s IR JifF Eh i £ (2. 21g,
15.3mmo1) Ff H7E [y T IR & ¥ E 258 1l CERIE TLCI E) M ik B/NEE) FHIR & 7% H)
2 PRI T 5T HR 4 K 5 R4 Bt T H20 (75mL) 5B t0Ac (40mL) H o 75 B Z1VR A R i 2w
NaOHZ pH=5, L&A HL/ZFF H HEt0Ac (2X) ZEEUK 2« FH20FHL AINaCT 5 A F-IEt0AC
5 o FHERARFAR) O be i BE VAR » £Mg SO/ % Mt )5 JF H i it S1022€ , 150 %6 EtOAc—Ch bt
AT B MR BE B o W 4 D8R, 15 B < (0 FOIRY) « FHE t2040 3B FE R P I HLpHE B 2R 41550
WL BB N I BRI 44, FE L2038 34 I HLAE B2 i 108, 158 21 2 1 B AR AR AL
&M (2.01g,65%) o'H NMR (CDC13) 87.55 (d,2H) ,7.46 (t,2H) ,7.32 (t,1H) ,5.49 (s, 1H) ,
4.00-4.08 (m,2H) ,3.97 (br s,2H) ,3.52(dt,2H) ,2.86 (m,1H) 1.73-1.93 (m,4H) .

[1046] R4 Tl % 1 - 2K 33— (PU & - 20Nk I —4—2%) — T H-RE -5 (b (a) 44 189) [
15 AP BRARAE F 2 SBR[ E A I ek il & R 264
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LIk S L e
%% fﬂ#] ﬁ.ﬁ
HoN.
190 . MS (apei) m/z = 343.1 (M+H)
191 MS (apci) m/z = 258.0 (M+H)
'H NMR (CDCly) 8 7.62 (d, 2H),
- 7.50 (t, 2H), 7.37 (t, 1H), 5.72 (s,
e 1H), 3.91 (br s, 2H), 2.58 (s, 3H),
2.44 (s, 3H).
'H NMR (CDCl3) 8 7.60 (d, 2H),
193 7.49 (t, 2H), 7.37 (t, 1H), 6.45 (s,
: 1H), 3.67 (br s, 2H), 2.45 (s, 3H),
2.24 (s, 3H).
"H NMR (CDCls) 8 7.45-7.56 (m,
[1047] 194 4H), 7.35 (t, 1H), 4.00-4.06 (m,
‘- 2H), 3.88 (dt, 2H), 3.62 (br s, 2H),
2.18-2.34 (m, 4H), 2.11 (s, 3H).
195 MS (apei) m/z = 343.2 (M+H)
HoN
196 N‘N/XH"O MS (apei) m/z = 343.2 (M+H)
X : N-
Bod’
HoN
197 MS (apei) m/z = 329.2 (M+H)
HoN
198 O/NN/Q MS (apei) m/z = 329.2 (M+H)
\ 5 ‘/N
0C

[1048]  wE]£199
NH,

[1049] Q =
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[1050] 14— HJE—1-2E 11,1 H-3,4  —Jpenth ik —5—J 5 L R iR oK i

[1051]  DERA: 1-FF -1 H-MEME—4-FF R 7, 5 - 171 3000—mL = 35008 i H 4 in 2—HF Bt k-3
RAER 2.1 (100g,694mmo 1) , 42245 Vs N TG 7K 20047 #EVE A% FEE LOH (694mL) , 15 2% 75 18 (4 7%
T o NG S AR DK I TR YA EN 2 5°C , I HLAR J5 325 B I JIFE (35. 8mL, 680mmo 1) « 757 i it A
[ UL 00 28] ) 2 s A 5 L e s s s AR FR R IR T 12°C o AE R N 58 B ST 5 25 K
W FF HAE IR T SOVE S BRI I 4 o 75 e i 78 AN 100 S SR 448 SRR B2 THeIRA) o
WA BB T DCMA IF HL R4, SR 5 A8 m B N IR G 20K% , 13 2R M #E 4R . LC/MS
FITH NMRJE R BL AR b2l 1 —FF -1 H-nH e —4—FA 5 2, 6 (106g,99.1%) «

[1052] G UEB: 2-F -3 (1 -FF B -1 H-Ih ik —4 ) -3 A « (a1 25 T B e B P 2 A
AR S 1 VO 251571 B JES B P 25 N LHMDS (1444mL , 1444mmol) (1.0M THFEWR) - B J6E &
ST AEER/ 0K i % JETR (-79°C BN AR ) , 25 & R S 2218 i AL i
(103mL, 1444mmo1) o £-80 C R HiFHEIR & 490 53-8 . SR )5 48 B IUEHR 13855 51 N 1-FR JE-1H-
Mk —4—FR % 7, 155 (106g,688mmo 1) 7EJC7K THE (500mL) H (1 (AN NS 1) < 23459350 75
TR R R N IR AR T 76 °C) IR INSE MG » FU i S BLAD 2% 18 iR 22 PR 8 5 9 HLA +
T o B I TR DU AR AL PSR o U A WA B B IRV e Tl K o FH 2Tk (3
X 1000mL) Feik I8 A4 o SR Ja Ad PR HC AN v R 1 S8 AN T VUK 7R G pH I 5 255 (pHIR ) «
FIDCM (3 X 1000mL) A5 HUK 2 - Mg SOa -85 HE I A ML EXY) , i 8 IF Hik 4 , 13 2 £ 353
IR 2 FF JE -3 - (1-FF - 1 H-mp e -4-F5) -3 AXTA I (92¢,82%) MS (apci)m/z=
162.1 (M-1) »

[1053]  SBERC:1’,4- 128 JE-1H, 1 H-3, 4 -BEnL e —5-% . ZE R E5I0 BE Rl 3L 3%
[5] JEC e HP 285 N 2 FF 33— (1R -1 H-tL e —4—3%) —3-4 R i (60g,368mmo ) &5 FE7K
LB (1000mL) A2t Eh R £h (58g,404mmol) , T2 il 5 €8 B o S N 25 25 355 25 A1 7KV e 2% 5
BN O A4 ER) 1 4 e 48 S S0 9 ELER INIM NaOH (11) Jf HL A i [l 44 3 HLUSCEE o A 7K
AT e Bk [ A o 58 L= MDA D8 B H I F HLCEE IR & 1 [l 44 9 HL A 2, Tk (500mL)
MBS PR A, O b b It HAE R S TS5 1880 4- P -1 -1H, 1
H-3,4° -kt —5-F% (93g,100%) .

[1054]  JBEED. 1’ ,4- " FRHE- 128 - 1H, 1 "H-3, 4 — Itk i —5 5t S Ji FF PR R S « 78 SLIR IS
PRI N1 4- B -1 -8 -1H, 1 H-3, 4 - BRI 5% (50g, 197 . 4mmo 1) FIEt0Ac
(1000mL) , 753 B V& B AR LI o 7] Fo P — IR PR JIINaOH (MK VA RD) (500mL) , 13 BIVR PR &
) OK 2R HLZ VST AR A2 Z DI B TIE YD) < 398 ) , 7EFRBRIRJE T (A 33
"C) L1 NG P B2 2R S (74. 29mL,592. 2mmo 1) o 7E PR BTG B R 1k S B2/ Nt o R I
H R 2K G (10mL) o 304815 , 73 B A AL » F oK kg IF ELAE B 2 v e 4 o et Tt s €24 3 9
(H75% LR BRI O e s s i) 26409, 43 81, 4- = B-1-% B -1H, 1 H-3,47 - 1K
ML s —5— L 20 B T IR Ol (60g,81.4%) «

[1055] i) 4£200
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o

N

H
[1086] 4~

N

[1057] 17, 4-— R BE-1-JRJE-1H, 1 'H-3,4 - JpEnk k-5 JE A B lis

[1058]  [A|3LIAI LSRR N1, 4- = F - 1- 28— 1H, 1 H-3,4 - FEnk M —5-% (50g,
197.4mmo1) FIEt0Ac (1000mL) , 3 B P 5 KR Ea V& W o 1] v — R PR 8 INNaOH (2MZK ¥ %)
(500mL) , 13 BB MR A Y OKIZFIANLZETE BT 2 Z [N RIUTHEYD) - 3508 s, 1E
ISR BN SN A IR RS (74. 29mL,592. 2mmo 1) (ZE3s I A 1] [ B2 VR A 0T v F+
B A233°C) AEFAEIRJE T BRSO N2/ o BRSNS BR R BR (10mL) o 30435 5, A
BUZ, K EeS I BAE B2 ik 4 ol i ik B v (FH75 % LR 2L BRI O B 1A R vt )
MR AR 531 4- -1 -8 - 1H, 1 H-3, 4~ IBENL e -5 G ik B R DR (60,
81.4%) .

[1059]  rh[a]{£201

Q

o
HN ol
O

[1061]  (4-F-3-Z -1 -F5FE- 1 H-MEm—5-3%) Z L IR iR

[1062]  ZIRA: il % (3- 7,8 -1 - - L H-Ip e -5 38) S R B R S « 7E0°C R A1 3- 2.4,
Fe—1-IK FL—1H-ME M —5-F% (] 4£P139,169mg, 0. 832mmo 1) ZEEtO0Ac (5mL) H ) B VF IR 1
In2.0M NaOHZKE ¥ (1. 25mL,2.50mmo 1) , #2545 A s NG FF IR R B (0. 178mL, 1. 41mmol) .
TEPR SRR JE T HiPE SR 15 /N8 o FHE tOACH: B e ML TR A 4 1 HLBEAT AH 43 15 o F K RN 3 7K 35t
BANE , EMg S0« T3t Hilk 4 o i ik fif B PRt (1892% (6: 1T e : EtOAe) Zib R4, 15 3
P E ) (219mg, 81 % 7= Z) JMS (apci)m/z=2324.1 (HH) .

[1063]  DUEB: fill 8 (-8 -3~ S -1 -JR SE - 1 H-ME e —5—J) UL IR 2K B - 7E A B3R
1A 3- 2 A A 1 IR - T H-E -5 R S R 2R (92meg, 0. 28mmo 1) 14— FF B ORI PR Lt i
£ (7.2mg,0.028mmo1) FEDCM (2mL) 7 A H 8 IIN-S0ARBE FBE I i (42mg, 0. 31mmol) o 7
RS T IR A 2R 3 HAR 5 A5 80 ™ W 4 o 8 i BRI ik (901, T e/
EtOAc) 4% R, 13 BRI A4 (Témg, 75 % 72 2K) oMS (apci)m/z=2358.1 (+H) »

[1064]  hfi]4£202

[1060]
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[1065]

[1066]  (3-7. %8 -4 —1— 78 -1 H-MEmk—5- ) S L F R g

[1067]  ARYELHI 1672 FRBH Frak (R FE 7, A8 FH 3- £ 4 B - 1 R - 1 H-RHE M- U AL Y R
FRBEAE Ry 3 i —1 — 8 - | -t e —5— ek G ik PP R A S 1) A ke i 4%

[1068]  Ha[]{£203

[1069]

. -,O/><OH

[1070]  (4-¥R-3- -k —2-F FL P 4UE) —1 R R -1 H-ME e —5— ) S B R I

(10711 JDERA: il &5 JE -1 R B - L H-ME e -3 (2H) —i : FRYE 0T [RAEP 1 Fr ik 18 77 %
F2-F 2 4R LB R4, 4- — H -3 AN 7 H R 2R I ARSI oK FR R L ER R R £
e il £ MS (apei) m/z=176.0 MHH) .

[1072] B EEB. il 41— ((5—F JE-1- R JE -1 H-n e —3—%) S ) —2-F L TR 2% . £F80°C |
kG- F -1 - F - TH-IE -3 (2H) - (0.330g,1.88mmol) \2,2- ~H IR L b
(0.143g,1.98mmol) F1K2C03(0.521g,3.77mmo1) FEDMA (5mL) FHIVE S M3 R A H G, H
EtOACHE B SR A1), /K AR /K e % IF H Mg S04 15 o ik S10224 , FIEtOAC ¥ i ket 3iE
TRAEY, BEFR AL S MS (apci) m/z=248. 1 OHH) .

[1073]  JDERC: fill & (3— (2—Fafk—2-H BL PO A k) —1- 2R B — 1 H-Ip Mk —5— k) S0k FF IR O -
FR A T e 8] 44 20 128 BRAFIA I 51, 48 1 - ((G-& FE -1 R Fe - I H-Rp -3 -3k) S 3%) —2-
B TR —2-BAE N 3— 2 A8 i —1 - 2R i — L H-LE =5 - Jr 1) %5 A K il % o MS (apc i) m/z=368. 1
(M+H) o

[1074]  JDERD: il 8 (4—IR-3- - Fpfk—2-H BL PO A k) —1 2R B -1 H-Ip e —5— k) SR IR
IR R T-Hp (A 4420 LD SRB AT IR (1) 77 2%, 38 FHN—JR AR IR 30 89 I i A/ N-SL A BT BT 8 I
Ry & AR B (38— (2-Faddk—2-F JE P4 AL —1- 2R - T H-mip i —5—J8%) S 2 FF IR B & AR
3— AR -1 - R - T H- M e -5 R R Y PR ORIBE K | 4 o MS (apei) m/z=446. 1 (WHH) .

(10751 R4 T il & P )44 200 BT A 1 77325, A% PR 224 110 2 2 bt nade v ) 4 o ) 6 1 314k
“H:
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FEl4E
%%

£ Ak

oA

204

33-F R A A
AP A1
B -1H-week -5 5k
RE T B AE

MS (apei)y m/z
366.1 (M+H).

205

3(1,1- = #.-2-%
KT HE4-F R
<1=F Gk - 1H-mb
SEAEFHE
s

MS (apei) m/z

374.1 (M+H),

206

[1076]

(S)-3-(2-# & &
E)4-F E-1-R
B IH-vhmk 5o
Bh T

MS (apci) m/z
352.1 (M+H).

207

(R)-3-(2- % 3L &
F)-4-F 1R
H1H-nbmk 5o
B TR B

MS (apei) m/z
352.1 (M+H).

208

OPh
HN /&O

3-(2-72 K -2-F AR
7 A4 F gk-1-
A - TH-ohng -5
AREL T iR R A

MS (apei) m/z
366.2 (M+H).

209

MS (apci) m/z
364.2 (M+H).
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%5

A

% AR

TH

210

3-2- A& A
F)4-F H-1-
Hh -1 H-vth k-5 2
FUH T KA

e O

MS (apei) m/z
338.1 (M+H),

211

AR g

MS (apei) m/z
366.1 (M+H).

212

MS (apei) m/z
351.1 (M+H).

[1077] 213

MS (apci) m/z
337.1 (M+H).

214

(4-F & 3-(5- 7
%"17354" uzglé-—:"fk
2- & )-1- A K
~1H- ot v 252 )
BN

MS (apci) m/z
376.1 (MHH).

215

4-F 3K-3-(3-F &
-1,2,4-T8 —vd 5.
EREIE & Wit
sl -5- Ak RL P
BR K A

MS (apciy m/z
376.1 (M+H).

216

4-F K 1K K
3-6-( = A ¥
H)-1,2,4-BE — o
-5- 3K )-1H- vt vk
SR AR TR

it

MS (apci) m/z
430.1 (M+H).
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[1078]

FEA |
@5 gHh 24 T
PhO.GHN 4(5-(( R B A& | MS (apei) m/z =
AN L FyaH)-1- R A 4633 (MHH)
217 - NTLC‘ SUH- ok v 3o K

; N~Boc

PR -1- T ERAT

s

218

(4-F FH-1-F Kk
3+ £ 2H-
vy -4- A )-1H-
v -5 ) &R T
AR A

MS (apci) m/z =
378.2 (M+H)

219

(3-(3,5- =W A+
B ot 4 20)-1-%
2 1H- kv L5
FOVRA T IR A e

'H NMR (CDCls)
5 7.56-7.64 (m,
4H),  7.48-7.52
(m, 1H), 7.40 (t,
2H), 7.26 (i, 2H),
7.16 (br s, 2H),
6.71 (br s, 1H),
2.60 (s, 3H) 2.46
(s, 3H)

220

(4- F K -3-(5-9F
A F BB o4 -3
H)-1- K A -1H-
o v 5 ) B K
iR AR

'H NMR (CDCly)
5 7.54 (d, 2H),
749 (1, 2H), 7.41
(t, 1H), 7.33 (brs,
2H), 7.20 (br s,
1H), 7.08 (br s,
1H), 6.74 (br s,
1H), 6.66 (br s,
1H), 6.48 (s, 1H),
245 (s, 3H) 2.34
(s, 3H)

221

(3-(4- L2 ™ &
2H- #b wh -4-

FSFR S

A -1H- it o -5
UL TR

'H NMR (CDCl3)
8 7.06-7.56 (m,
9H), 6.75 (br s,
1H), 6.51 (s, 1H),
4.04 (d, 2H) 3.89
(t, 2H), 2.20-2.39
(t, 4H), 2.28 (s,

| 3H)
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FEAE |, . .
py BH P23 ot
o P (R)-2-(4- T % MS (apei) m/z =
© S-(CREABUL) 4632 (MHH)
N EQF S EEE  4
222 NN -IH- ot # 3- K )
{ N k-1 - F B A
) | o-\« T B
Ao
Q  Pn (S)-2-(4- ¥ A MS (apci) m/z =
b SCRRULEA) 4632 (MHH)
“”>_( A% E
. ' N. i, ~IH- v vk -3- 3K )
223 N @ VH;V%%-I-‘F B
0 T
A o
o, ph (R)-2-(5-(F 8% MS (apcij). mz =
>\“0 BAVE A )-1-F 4492 (MHH)
N 2 TH- ot ok 3
[1079] 224 , Ne 2 Aynbegdr-1-F
N 4 BT By
Ol
<%
a. Fh (S)-2-(5-(( 2L MS (apei) ‘m/'z =
o A B )1 4492 (MHH)
N A -1H- k3
225 ' N:,, Jon, Ayt -1 F
N @ AT B
o~
A o
Oy Ph A((5((FRBAH MS (apci) m/z =
. C H)RA)1 R 4932 (MHH)
, S “1H- e vk 3238 )
N, | PEALT S
PhO2CHN (B-(FAILF H)-1- MS (apei) m/z =
| i Fh-lHotket s, 3101 (MAH)
| O Aot ESERSL e
[1080] w1 {4228
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PhO,CHN
Cl

[1081] N]: O
\O\IBOC

[1082]  4- ((4-5-5— (ORZIEHRIE) SR —1 2R -1 H-nE e —3—J%) HI A0 RIE-1-H1 /iR
T T
[1083]  [A)4- ((5— CRAFERILEIEL) —1—ZRFE—1H-NE e -3—3) B4 05) WRme—1—FF IR T B
(1] 44226 ,98. 5mg, 0. 200mmo 1) ZEDCM (2. 0mL) F (1] &k 7V P s i 4 — PR J5 i Tl R b g 26
(PPTS) (5.03mg,0.020mmo 1) FIN-SAXHEIAWE TV A% (40. Img,0.300mmo) o 7EINEZIEJE T il FE
P A3 B IE TSR « FIZK MICHCLoAR BEIR &, 7 B A ALZ FF B HICHC L (2X) A BUK Z . £
Mg S04 T FE A HLEE 4, b e FF HIR 4 o Bk Sk i vk, 1 130 % 2240 % Et0Ac/
O ek FE Bl SR 2E AL R R 1, 45 31 248 C IR AR AL A4 (73 . 5mg , 70 % 72 %) MS (apci)
m/z=527.2 (\M+H) .
[1084]  H[]{£229

PhO,CHN

| ¢l
[1085] Nt

[1086]  (4-F(-3- (FRILF L) — 1 RS- 1 H-nfb e —5-J) 3 FF R 7 i
[1087] A5 FEA T+ 414 4- ((4-50-5- ( CRAFLIRIL) IL) —1 L1 -3 —3) 40 5E)
WR e~ 1-FF BG4 T Bs ([ 44:228) FITMEIR KRR 7, B 3— (R A L) — 1 2R S~ L H-TE Pk -5 S
B R OR TG (PR 227) Skl & AEX FHE LT, 3 2 A BRI S (108mg,
28%) oMS (apci)m/z=344.0 M+H) .
[1088] [} {£230

PhO,CHN

[ ] , Br
= O
.‘ NF~OH

[1090]  (4—¥R-3- AR HE) —1 IR BE—1H-M -5 ) S L R Ji

[1091] [y 3— (B2 P L) — 1 - 2R B~ L H-Mp e -5 — Sk S it F IR R I (v [A) 44227, 100mg ,
0.323mmo1) ECH2Cl2 (1.6mL) H Y =PI o s 4 - L OR B B ik we £ (PPTS) (8. 12mg,
0.0323mmo 1) FIN-FACHE HTH: W % (86. 3mg,0.485mmo1) o £FFREE IR N bk I MR 516
NI o i g P A B B B VRO HL A CHC Lo 8 e 8% P USCBR 1 [ 44 0 BLAE b ), 19 31 2
e[ AACIR 1 FR AL A4 (48.5mg , 39%) WMS (apci) m/z =388.0 (M+H) .

[1092]  HR 4k 06T il & Hh )44 228 . 2295 230 AT i 1) 77 7% il 46 N B RLLna v ) 44
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[1093]

iﬁ' HH :F; 122/359 11
Lo MS (apci)
F 4k & AR s
@4-RA-3-(FRATFH)-1-R | 3581
H-1H-odrd s O E R Fag | (MHH)
231 R
(-8 -3-(F AR FH)-1-52 | 4022
Mo H-ok-s- O R ER | (MAHD)
32 R
(4-A-3-(L1-ZR-2- AL | 3941
HO-1-F A H-tked -5k | (MAH)
R T BUOR B
233
4-R-3-2-#E2-TEA| 3861
BO)-1-R - TH-bek 508y | (MHH)
LT B R BS
234
(S)-(4- R -3-2- % £ & | 3721
HO1-E A I H-week 5o | (MAH)
R T BROR S
235
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% 4k A 2k MS n(l;lzpc:l)
| (R)-(4- . -3-2- 2 & & | 3721
H)-1-3F A -1H-wbek-5- 0y | (MHH)
RO 8RR B
236
(R)-(4- & -3-2- & & & | 4160
) 1- R -1tk -5y | (MFH)
’ LY R B
237
(4-R-3-G-FA KRR T H)1-| 3841
FA-IH-to-5- )R F | (MTH)
GE S
238
[1094]
Ryl _i 5 —u’ga; 3960
4-8.-3-(3-F ;‘ 1,2,4- 152 (M)
w5 4 )-1- 35 Ak -1 H- ot e
239 -5- 2k BUR T UK B
(4-R-3-2-A2-FHH | 461
. B )-1-F A - 1H-who o5 | (MHH)
= HOFUL T R By
240 HN>=O
| @R FEE2TEA| 3881
J BE)-1-F A -1H-sthek-5- | (MFH)
_ BRI T SRS
241 HN>=°, ‘
N\N/ O/ﬁ ZOH
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e - 24 ey
‘ (4-3%-3-(2-# K -2-F AR A | 4330
, FHO)-1-F - 1H-w -5- | (MHH)
Q ESt B L E8
242 HN>=O
~ Br
| N?j OH
[1095] N O/w
Q 4-pS-(FAREHL)R | 4300
\ F-1-KE IH-vtkek 3-F | (MHH)
o B L E5
. =0
243 HN B
N,
O

[1096]  rfa){k244

[1097]

[1098]  2- ﬂ:ﬁﬂttﬂﬁé#[l 5-a] MEmE -3-Ji%

[1099] D ERA:2-JRFEME e IE (1, 5-al Mg -3-F IR L BE: ) 1 -2 St ne filt (2. 22¢g,
10.0mmo 1) ZEDMF (20mL) 1 (949K 1 ¥ inK2C03 (1.93g, 14. 0mmo 1) F13 -2 3 7 ke 8 2. g
(3.30mL,20.0mmo1)  FEPREZILE N FeFRIR A W18/ e FF HAB AR 217K (100mL) H o FiFE TR
AW3045- Bt HiE ik E 78 1 Celite® 1L 38 , FHEtOACFIH2 0913 - 22554 AL 2 I H HIH20 (4X)
Vel , ZeMgSOs T4, ok I LIk 4 o jdadk — S Ak 8y {10 % 250 % Et0Ac/ T e th &
Vel R AL AR R IR AR R YY) , 159 21 2 5t AR B b ik 54 (1.75g,65.7% 72 2) .
MS (apci)m/z=267.0 M+H) .

[1100]  JDERB: 2R BEnE eI [1, 5—a] MENE -3 FF IR b R & « (] 2- 2R R JF: [1, 5-a Wit e -
3-FG 215 (1.72g,6.46mmol) ZEEtOH (10mL) H (VAR s in2M NaOH (16. ImL,32. 3mmo1)
IE HAE IR I BV AT /NG o S BLTR A 0 J & SR B R T T BLAE UK TR H . F
WHCIRRAL VR A W IF H 28 W B 2% 3 RS AE T4 3 1) B v« K B8 = M0 0 9 HLAE 1
Hh T, 45 3] 24 0 [E AR (R AR AL 1) (1.69g,95. 2% 72 28) JMS (apei) m/z=195.2 ( (+
H) -C02) »

[1101]  JDERC: 2R FEME M I [1, 5-a] MENE : /E80°C T k2R FEmE M 3 [1, 5-al ME g -3
F S EE AR £ (1.00g,3 . 64mmol) 7E S MR (41.6m: , 364mmol) 1K IR AW LT/ o 3 i 45 31 K
BEBCIRIE B0V J B IR EEIR JE T HA vk (150mL) o 3-8 & ) B3I RURL & - OT 16 1%
A I K BRI A% 22 7K (350mL) R I ELARHE IR A4 B BRS 40 UL B 0™ A N 1k 42 He
B R USCAR [ 44, K B i I ELAE B0 R 058, 15 321 2 88 A i AR AR AL 54 (0. 84g,
118%) , BT T — 3 NS (apci) m/z=195.2 OHH) .
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[1102]  JDIRD: 3- W fig 2 -2 R LMk e JF [ 1, 5-al LI « (Al 2- 2R LM I [1, 5-a] Mk g
(0.84g,2.85mmo 1) 7E Z. % (2.85mL,51 . 4mmo 1) H1 VAR P £8 1043 BHZ 8 i INFE 7K (1. 43mL)
H INaNO2 (0. 295g, 4. 28mmo 1) CYLIN R I ZU ) o HHE VR A4 20 93 80 3¢ H VK K AF i
2N F) BV 2 BRI T 5 H 28 v s T A 4k o FH 7K B4k I UsCBR 1 1 44 HLAE
B AR, 15 3 2RI AR AR B 54 (0.380g,59.6%) MS (apci)m/z=224.1 M
+H) .

[1103]  JDERE: 2- 2R FEnE e I [1, 5-a] MEWE -3 % - [A] 3- MV fig 2k -2 DR JE L e JF: [1, 5-a ] L ig
(0.380g,1.70mmol) F1Zn¥y (0.557g,8.51mmol) ZEELOH (3.81mL) HH (¥R &M ¥ ik HC 1
(0.156mL,1.87mmo1) o 7E[FI YL T IR AW 3/N] , H HA H 2RI S - FMe OHFR R IR &
Y, i 8 H HIMe OHPE B Zn I8 0 « MR 48 & I 00 DRI AN BE B M T DB B R W 73 L T- /K 5 DCM
i, A HLE T H I AINaHCOs &b 38 7K P 3543 LA IA e pH=10 . FIDCM (3X) ZHUR &4 7 H.
R FINaC] ik & FF A B , Mg S04 T8, i 98 9F HLIR%E AL B2 P TR R, 23 2
A o [ IR [ b BBAL &9 (0.304g,85.5% 72 3) oMS (apci)m/z=210.1 (M+H) .'H NMR
(CDC13) 68.31 (d,1H) ,7.91(d,2H) ,7.49 (t,2H) ,7.38(t,2H) ,6.96 (dd,1H) ,6.64 (t,1H) ,
3.21 (br s,2H) .

[1104] [ {4245
HoN -/

[1106]  5-H HE-3-Jk -1 (kAR —2—J) —1H-ME e —4-fi&

[1107]  JD3RA:2- (G- -4 AL -3 -OR L — L H- L e — 1 — ) WL W - a2 i 2 it v
(0.485g,4.40mmo 1) 7EHOAC (6mL) H (VAR HH 2225 Bh 3 BU MBI In - BRI R FL) —1-2K
FTHE-1,3-J (0.765g,4.00mmo 1) - FiFE IR A W57 8 I HAE60 C T itk Fr 15 21 (1) v 1
T BTEIR6 /N S IMEOH (ImL) FF HAE60C R B INFVRE A46 /N o 1 B 15 B R IR S (4 807
TRV AV A B 5 H A H20 (30mL) A BEVR &40 - TRkt 0 BV L/ 9F HL4&8 ph s i
UACEE IF] 4% o FH H2 035 FITAC R 19 ] 4k I ELAE B0 op 148 o K [ 44 2V T-EtOH (25mL) 1 3 HLiis
TIRHCT (5001L) o 7E [ R INFAGE A 020 /N, ¥4 22 B8 FE 5F H A 1 H0 (75mL) #
B FIM NaOHAL 3R A9 EpH="77f H FEt20 (3X) FEEL . H M AINaC1 ¥Ei5 & I A B , IF
H 2 MgS04T-J: o il i S 78 1 Celite® i i T VAR I HLIRAR o 7ES1024F A3 H 43 20 4R JE
Bl (25 % CHaCl2,50 % EtOAc/ T ) Zlifk ik Ao i o [l 44 , 19 3] 2 75 4t 0 BRI dr AL &
) (325mg,31%) MS (apci)m/z=266.1 (M+H) .

[1108]  JLURB:5—FF -3 JE -1 (LR -2-3%) — 1 H-MEME 4% - (7] 2 (5-FF B4 A k-
3—2F - TH-NE e —1 — %) LR (325mg, 1. 04mmol) FZn¥h (340mg, 5. 21mmol) ZEEtOH (10mL) H
IR AP a8 INARHCT (95. 501, 1. 15mmo 1) « fEMF G BE T BEHEIR S 17/, SR J5 7E65°C
B3NS R AV AR IR BRI O Had i 3 75 1 Celite® FHIMeOHPE IR kit E - 7 4
Vel I ELFHH04b B AR AW 3 FLIR 4o FH2M HC1 4b 78 i 453 3] (1 48 (1 B ik EpH= 13 H.
FHEt20 (3X) ZEHUR A7 - F12M NaOHALH 7K PR 4 22 pH= 83 H. FHE t0Ac (3X) ZEEX . A Al
NaCl¥ei & FEIEtOACZE LA I H Mg SO/ 78 PR 152 o W 1 S1022E , FHEtOACHEAT W Bt Ak
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PRI IR ARV NV, 459 31 2 95 2 Ll IR I AR AL 54 (33mg, 13%) oMS (esi)m/z=252.2 (M
+H) .
[1109] ] {4246

HoN

[1110] ;
\N"N\
(11111 1,5 F L3R FL - H-nth e —4-fi%

[1112]  3PPRA: 15— FF -4 RS R —3- 2R B — LH-MEMe . [A) FPJE (0. 484¢g, 10. 5bmmol) £F
HOAc (10mL) H & W 485 5 8 o0 B/ s N2 - R AR 2 ) —1 -8 T %e—1, 3-
(2.01g,10.5mmol) o 7E60°C T AN BV A 0 L/ FF HA ) 255 1 8 E 120 (50mL) A1
Ho0 (10mL) I INEIR AW , BB 2 18 U8 I FiiNa2CO: . 218 BllpH=8 M 1L . £FR HHLZ I+ H.
FEt20 (2X) ZHUKJE - &Na2S0« T -5 FF HIAHLES 7, 1 98 IF Hk e o 3 i ek s 03832 (1
5EtOAc/ T J0) 2ib AR , 13 B B Zx A B AR AR B 54 (1. 32g,63%) oMS (apei) m/z=
202.1 (M+H) .

[1113]  DIRB:1,5- - H 3E-3-JK I - IH-TL -4 [A) 1, 5~ FF B4 A - 3-R - 1H-
ML (1.32g,6.60mmol) fEMeOH (50mL) H ¥ ¥4 ¥ - s i L (I Pd (OH) 2 (200mg , 20wt % ,
0.286mmol) Ff H7E50psi Ho  AEZIR LT HR%5 S BIVR A W03/ INm o 46 S SETR B P i 2, FHINs
W, I Celite® F FMeOHYE IR A it 98 o i 4 Be B i o ELAE B 2S5 TR R W, 13 B 255
[ AR AR S A ) (1.23g,100%) JMS (apci)m/z=188.1 (M+H) .

[1114]  Hfa) 44247
HoN

‘}\I’NY
[1116] 1S -5 -3~ L H- ML M -4
(10171 ARGEXS T o R 44 246 ik 5 73 A8 25 BRAHR A P S PR 228 kR 1 e 2 X R Al %
RS, L3 24P BRA3 31620mg (57 %) FRaffl &) MS (apci)m/z=216.1 (W+H) .
[1118] ] {4248
HaN

[1119]
’ \N“N\/CFS

[1120]  5-F k-3 0E-1- (2,2, 2-=F 2 3%) —1 H-nh k-4

[1121]  DIRA.5-FR S —4- WA IE-3- 253 -1- (2,2, 2- = 2 38) —1H-ME e . ZE X Tl 45 1
5 H -3 -JK - I H-ME -4 - (h )&k 246) Bk AR B BARE R (2,2,2-=8 24
B TR AR SR ) A bR AL B . 9 R AR AL A (999mg , T1%) o'H NMR
(CDC13) 87.60-7.73 (m,5H) ,4.70 (q,2H) ,2.27 (t,3H) .

[1122]  JGURB.5-HE-3-2KH-1-(2,2,2-=§ L J&) —1H-RE M —4 -k .« 5] 5—FF -4V Al
F-3-ZHE-1- (2,2, 2- = L) —1H-ME M (50mg, 0. 186mmol) FZn¥ (60.7mg,0.929mmol)
FEETOH (0. 4mL) H VRS ¥ s INVHCT (17.01L,0. 204mmo 1) 3 H7E B T In#GR &3/

[1115]
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I o BRI S 1078 20 B PR EGIR 2 B HIMeOHM R I HLId DE « ik 4 BT HAE K h AR R -
FH L FINaHCOs AL 3R K MR VR &4 B 2118 BllpH= 104 1E - FHDCM (3X) ZEBUR 54 H 4Na2S04 T
AT R ST ELVA 45 5 B MARAO PR AL 20 (47, Lmg 99 . 4% 77 38) NS
(apci)m/z=256.1 M+H) .
[1123] ) {4249

HoN

[1124] ;
[1125]  1-Z J-5-FF JE-3-JK B -1 H-k e -4 fi%
[1126]  JDPRA: 12, -5 F 4P A 5 -3 TR B — L H-IE e < AR 8 6t T 1] 4% o ) 4k 246 i ik
[RRE 7, 75D BRA S ] 2 Bk B B 6 B A F IRk ) & AR L & . 0 2 g (iR -2
B F -4 A -3 -1 H-E s (288mg, 26 %) o 'H NMR (CDC13) 68.19 (d,2H) ,7.46-
7.50 (m,3H) ,4.15(q,2H) ,2.43 (s,3H) ,1.50 (t,3H) o 15 B 2 W 43 €0 [l AR 1 IR EE X A7 5=
P fA 1 - 2 3 -3 Fe—4- IV g 3 -5 - 1 H-FE I (165mg, 15%) o 'H NMR (CDC13) 87.71 (dd,
2H) ,7.59 (m,3H) ,4.17 (q,2H) ,2.28(s,3H) ,1.51 (t,3H) .
[1127]  BURB: 1-7, -5 FF -3 2R~ | I I 4 « B4 %o T 161 4% v 171 4k 24 8 BT 3k [ 2
FF, AE A BB AR A 1 -2, 3k —5—FF J—4 -V fi 5 - 32 3 — 1 H-MLE M of i 46 o 40 B85 22 970 45 L i
AR AL A (281mg,104%) MS (apci)m/z=202.1 (M+H) .
[1128] [ {4250

HoN

T

N

[1130] |- Fk-3-FF -5 R -1 H-ME 4%
(11311 MRS T il 28 b (A 249 B ik O AR 7, 78 20 BRAT AT P -2 -3 - -4 - fiF -
B2 L H-E P Sk 1] 4% o R AR 20 BRB I & AR Ak &) o 7RI I S At 382 2k 5 o B 2t
RIS (82.4mg,52.5%) oMS (apci)m/z=202.1 (HH) o
[1132]  rhfajfk251

H,N

[1129]

_CF,

[1133] ¢ a
n-N

/

[1134]  1-F -5 R HE-3— (U %) —1H- ML —4-fi%

[1135]  DIRA:4,4,4-=F-2- GRIEEW I -1 2K T k-1, 3- i 4,4 ,4-=F-1-K
T H-1,3-— (5.00g,23. 1mmo1) 7EHOAC (46 . 3mL) (R ¥AER A H1 2 10°C 3F B infe K
(6.0mL) 1 [ FEER AN (1.84g,26.6mmol) o 7E SR EEIR & VR & 40904 #h 3¢ H AIH-20
(150mL) #5%¢ » FIE 20 (3X) ZEEUIR A4 /N Ot F 7 FINaHCO ¥ 94 A 1B LS 4 EL 2 pH
=9 N 1k . FIH20 R AINaCT 3G IR E 208 VR H ZEMg SOa T8 o 3o B T8 1 VA R I ELik 4 , 153
SWERERIREILEY) (4.218,74.2% 77 28) MS (apci)m/z=244.1 (-H) .
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[1136] D BRB: 4 A5 JE-3- Kk -5- (=9 F L) — LH-ME I -5 — K & i (0. 204¢,
4.08mmol) ZEEtOH (5mL) WA 1 220°C FF Hs INAEEtOH (15mL) W4, 4, 4-=%&-2- (&
F ) -1-2R T bi-1,3- i (1.00g,4.08mmol) o 7EPA BT T B b S SLTR 54370
BF, i & AR RMg S04 3 HAE60 C T INFVE 516/ RGBSR, i
JEIF Bk 4s , 15 2 2 g AR RS (78.Tmg ,8.0%) , HEHE T T — IR MS
(apci)m/z=240.0 M-H) .
[1137]  PIRC: 1-FF HE -5k -3 (R Ak) —1H- ML -4 fi% . (Al 4P iH -3 k-5 (&=
T JE) —1H-ME M (78.7mg, 0. 326mmo 1) ZEDMF (1. 6mL) 1 [ V& ¥R 97 ¥ inNaH (14 . 4mg ,
0.359mmo1) Jf HZEFREEIE B R SRR &304 4 o FIMEAC AR 4% (40.6uL,0.653mmol) 4 FEIE
AW B 1T/ 8 T S HHHPLCAE FI20% F100 % £ / 7K B e i EL R 4liAb s N VR &
W, 45 2R W5 €4 [ 44 (40 . 2mg) o4 [E A ¥ i T-EOH (0. 35mL) H JF H 28 [y il %5 FF J -3 -8
F-1-(2,2,2- =/ L) - 1H-ME -4l ([ 44:248) B0 BB Bk FiE R AR 7 15 8 2
AR AR AL A (25. 1mg,66.1%) .
[1138] ] {£k252

HaN

[1139] (]
N-NG

[1140]  1-Fp HL-3-8 35— (= P 3E) -1 H-mh -4

(11411 JDBRA: IR -4- W AE2E-3-JR -5 (U AP 28) —TH-ME Mk - ) B 3 (0. 214mL,
4.08mmol) FEEtOH (20mL) W VR s N4 , 4, 4- = —2- G R W2 ) —1-OR 3 T be-1,3-
T (PR AR 251 3RA 5 1.00g,4.079mmo 1) o FE IR T BiRE I BLVR A P /N I HLES N
i EMgS04. 7E60 °C N i FE VR A 48/ Nt I HvA N B IR I5 B . il 8V &40 91 UK nE ok 45
RGO A o B R B 38, A8 10 % 230 % Et0Ac/ b R BHAT el Sk 2l AL ik 2 1)
193] 2 0 [ AR K bR AL A1) (482mg ,46 %) o"H NMR (CDC13) 87.89 (d, 2H) ,7.45-7.52 (m,
3H) ,4.15(s,3H) »

[1142]  JDIEB. 1 - E-3-JK B -5 (U L) —TH-ME e —4 i - M4 0T il & vp () 44 248 1
IRBATIR B 7792, B 1-F -4 g B -3 IRk —5— (= ) —TH-IE e ke i) & A5 B 2 1
& F AACIR R bR AL A ) (309mg, 68 %) o 'H NMR (CDC13) 87.65 (d,2H) ,7.45 (t,2H) ,7.35 (t,
11),3.93 (s,3H) ,3.52 (br s,2H) ,

[1143] 4|4 U-1

/Ov/\N : : -

NH F
O

NH
TBso”\/Ol\N_’g\1
[1145]  1-(3— (2— GRUT Bk — FF BEhf e L) 28 0k) —4—FF Jk—1 - ik — 1 H-npp e —5—Jk) —3-
((3S,4R) 4~ (3,4- F@Adk) —1- Q-F 4 Fk 2. 38) g ke —3-3%) ik
[1146]  FRIBSZEIA /7, B (3S,4R) —4- (3,4- 2RI —1- Q-FF & L 2.3 MLk k-3

[1144]
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fiz ()24 F) B AR 01— @Q-F 2t £ 38 —4-JRFEmeng be—3-flc — #h g #h (il % B) I H A Al o

(B 4AP203K 1] £ MS (apci) m/z=630.1 (+H) .

[1147] %U%U—Z
/O\’/\N .

[1148]

“C
[1149]  1- (3= ((S) —2— GRUT & — H B rb e Sl ) TR RR) —4-F -1 R AL — 1 H-Afb e —5-
) —3-((3S,4R) —4- (3,4~ —F/AI) -1 - Q-F I 2 3L) ek ke-3-38) Jix
[1150] RSB LI 53, F (3S,4R) —4- (3,4- I HE) —1- Q- A I 2 H) Mg fe-3-
fi (1) 24 F) B AU U-1- @Q-F 2k 4 38) — 4R BEmeng e—3-flc — #h e #h (il % B) I HL A Al
[E)4P21 1l % MS (apci) m/z=644.4 (M+H) .
[1151] A Rl scfl
[1152] skl

/O\/\N: C

NH
[1153] o=(

[1154]  1- (3T -1 IR TH-Mp M -5-J8) -3- U a-1- @Q-FE A 43 —4- ALk
Fi-3-38) R

[1155]  JDERA. il £ 34U T B 12K B - T H-Ip Mk -5 JL U R B 2R IR - 1) 3R T 21— -
LH-RE -5z (3215200 0mg,0.9290mmo1) ZEEtOAc (10mL) H (134 W H s iN2M NaOH7K VA VK
(0.9290mL, 1.858mmol) , FE45 s NG R BR R HE (0.1632mL, 1. 301mmol) o ZEFREZIE & T 5 f
NN, FE HAR G 438 %4 o FIH20 (10mL) < #57K (10mL) ¥eis A HUAH , Mg SOa -4 , i €
It Hkeds , 133 S 4500 45 S B SRS 9) (320mg, 103% 72 28) MS (apei) m/z=2336.1 M+H) .

[1156]  DIRB.: il 451 - G—FUT Fe-1-ZE R -1H-nh e —5-3%) —-3- e R-1- Q-FF AL 2 F) -
AR FEME IR bE -3 38) R« ) e aU-1— Q-F 8 2k 2 0E) —4- IR BENE g e -3 -l — Eh iR £k (il B,
30.0mg,0.102mmo1) FIDIEA (0.0535mL,0.307mmol) ZEDMA (1mL) H VAR F s N 3—4L T -
1 2R -1 H-E e -5 2 Y R Rl (34 3mg, 0. 102mmo 1) , Ff HAE PRI JE R i S Bz v
AW BT SRS, 15 % 260 % 21/ /K Be iR Sk B4k S RIR &), 15 31 &
R L E AR 7= (38mg, 81 % 7= 28) MS (apci) m/z=462.2 (+H) .

[1157]  RARIAL AW MR 4R SE 1) 114 77 V2 FH 3 24 1 JES S0 o il 4%

[1158] 4
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[1159]

w B P 130/359 7
. 1-(3-4 T 2&-1-24F ¥ 3K | MS (apei) m/z =
0\ A -1H- v v 5. 476.3 (MtH).
N H)-3-(RA-1-2-F &
2 Py N T
P b-3- )k B 2k
Scad
SO i R A-1-(4-(3,4-—FK | MS (apei) m/z =
Q‘Q H)-1-2-W R E LAy | 482.4 (M+HH).
| O‘k,\N'H F o B3 A )-3-(2- K
3 B N H2.4,5.6- 19 £, 3R K,
C Zﬁ | O 3 [e] ek -3- K
A0y - B A 1-(4-(3,4-= A% | MS (apci) m/z =
Q‘QF A)1-2-F BRI A | 484.7 (MHH).
NH F bkt -3- 35 )-3-(3- 51
4 Qt‘\;H F 2k 13 A 1o

)/4:{'

-5- 5k
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f’;ﬁ - 24 o
ANy 1-3-# T K -1- ¥ 3£ | MS (apei) m/z =
- S H-whek -5 203408 | 400.2 (MHH).
s o #N‘H AN-1-2-F &K T
= MNE 7%-)-4-2‘{%;“&&%}}%—3-
e B
2N
N
Ao , 1-(1,3-= ¥ A& -1H-vt | MS (apei) m/z =
w50 gk 33-( BR | 3581 (MtH).
N 1-2-F R T K )4
¢ " R A3
,\:,N\
O 1-(3-# T A -1-(*H "% | MS (apei) m/z =
L/ -3- 3k )-1H- st o -5- | 463.2 (MHH).
| o F)3- (R A -1-2-F &
7 <. RN IVE 3
= -3 KM
[1160]
1-(3-F T A-1-(4-AF | MS (apei) m/z =
)11 b o -5- | 480.2 (MAH).
A )3-(RA-1-2-F &
8 G H AR ok
-3
1-(3- 28 A & -1- K & | MS (apci) m/z =
L= 5o )3 (R | 446.2 (MTH).
| A -1-2-F 2k
9 ESWE § £ S AN
Mk
1-(1,3- =3 JK -1 H-#t | MS (apei) m/z =
e 5. )3 R X | 482.2 (MHH).
| -1-(2- ¥ Bk T Hk)-4-
10 B34 e
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i3

iR

B

132/359 7T

%l | —
%3 A oAt
T-( A A -1-2- ¥ & HL | MS (apei) m/z =
2o # )45 ostns az | 4201 (MHH).
-3-4)-3-(3-F A-1-%
1 EWP R )
1-(3- 5% @ 4 -1- K & | MS (apei) m/z =
-TH-wtb o -5- 35 )-3-( AL | 448.2 (MtH).
KX -1-2- F &K T
12 Hy4-F I bbb -3-
=N
1-CE K -1-(2- F 85 | MS (apei) m/iz =
7o 3 )4 bt gz | 420.1 (MHH),
30 3-(1-F A3 K
13 S Hhd 5 MR
[1161]
T-(F A -1-2- F R A | MS (apei) m/z =
T B4 ot s | 446.2 (MHH),
EHF S NN O
14 D4,5,6- 1 A K=
M et -3- MR
1-( R A -1-(2- ¥ 2008 | MS (apei) m/z =
4 )-4- 3 S vhod g | 406.1 (MHH).
-3-2)-3-(1- X & -1H-
15 st 5 3
1-(3-dT A 1-2-AK | MS (apel) m/z =
B O)-1H- wb ok 5o | 480.1 (MHH).
E)3-(RAAQT 5
16 SIS
W3- e
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B B

133/359 L

%5 2 AR FH
1-(3-8 T #-1-(3-AK | MS (apei) m/z =
o -1H- wh vk 52| 480.1 (MHH).
, A )3 B A-1-2-F &
17 PR IPEES T
-3~ HO Mk
1-(34- = F 2 -1-K 3% | MS (apei) m/z =
1 H-vH % -5- )t&) 3-(K | 434.2 (M+H),
[1162] 18 X, - “F LR 7
| £ 3
FOM
1-( B Xo-1-(2- ¥ 2k | MS (apei) m/z =
T3 )-4- K ook bz, | 447.2 (MAH).
23— #)-3-(2-( R -3
19 X 3)-2,4.5,6- 79 5.5 K
' =W A [o] Mk 3 )
' \N’N" | o Bk

[1163] 524120

{

O'-‘».\X\ {.,.w'%
L

[1164] {}%{éﬁ
N
LR
<X
NN

[1165]  1-(eal-1- Q- EUk £ 5 —4- TR FEMEng fe—3—J) —3— (1 -FF k-1 H-mE e -5-J) iR

(11661 SHIRA )4 1 (o~ I 2, ) —4 3 MR 3 WA PP 4~ 1 R

FEOC I e -1- (2-F & 2k & 8) —4-JR R E g Je -3 - ik — #h iR & (il % B:0.180g,
0.614mmo1) 7EDCM (3mL) H 1 IR H 8 I = 2. (0. 428mL, 3. 07mmo 1) , 42255 38 s NG HF
FRA-RE 22K S (0.136g,0.675mmo1) ZEDCM (0. 5mL) HFRIVATR « R UKW , 3T HAEFREEIE R
PEFE I NV AP LN o AE AL FINaHCO3 (30mL) w4 B VR A7 JF H FHDCM (3 X 20mL) ZEHR . H #h
7K (20mL) Pk A FFRIANLZ , FMgSOaTJ5 , i 8 3 HLAE B 25 Rk 4 , 43 2R Hh R 44, oA 2R
AALED T N — B NS (apci) m/z=386. 2 (M+H) .

(11671 BEEB: il 5% 1- Ueal-1- Q-F E I 2 ) —4-FRFmEng e -3-3%) -3- (1L -FF - 110k
M —5—J) JIK = ) S TR 1— (2 FR Ak ) — 4R I s e —3— ik B i R PR 4 L R i (80mg
0.21mmo1) EDCE (1mL) T A VA VA ¥ Jin 1 —FF J— 1 H-it P —5— i (15 24mg , 0. 25mmol) , $555
PNJNDIEA (0. 15mL,0.83mmo1) - 7E55°C T IN#AE S ¥ 18/, 48 5 FH ImL. DCMAR R , FH VR Rl
FREVEN (2 X ImL) Peisk FF HAE B 25 rhR 48 o B SO AR €%, 5 % 245 % L /7K el >k
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AR R R BIFR ) (10mg , 14% 7= 2K) MS (apci) m/z=344.2 (\M+H) .
[1168]  szf5|21

[1169]

N §
\""s 3

[1170]  1- O=a-1- Q-FAEHE ) —4- 2R FEME g Je -3 -4%) -3- (2K JE-2,4,5,6- V1S
I I Lol mpme-3-38) ik
[1171]  [a2-283-2,4,5,6-DU SR 05 IF (eI Mt -3 (% 1:45. 2mg, 0. 227mmo 1) [
CHC13 (0. 5mL) B 7FM AN — (UH-IR I -1-2%) F AR AR (40.4mg,0.227mmo) , BE55¥8 IMDTEA
(0.158mL,0.908mmo1) o FEF B KT $iFE 16 /M) f5 5 1 ;e x0-1- @-F 48 2k 4 0E) —4-2R kit
% ke —-3-fi% (il %8 ,50.0mg, 0. 227mmo 1) — IR PRI N 2 [ MR AP o 2/ I, 3T e AHAE
i85 5 % 2268 % L /KBl R EL A I N, 15 21 2 A A 4RI R 84 (T0mg
67% 77 2) MS (apci)m/z=462.1 (M+H) .
[1172]  s24)22

[1173]

[1174]  1-(2- G-I -2,4,5,6-PUEIF K Jh I [T rk—3-J%) -3- (e al-1- C-F 4
S 2 3E) —4-FREME St -3-3E) fiR

[1175]  F1,1 33 ke (18. 7mg,0.115mmo1) FITEA (32. 1uL,0.230mmol) &b ¥ 2— (3-3R.
) -2,4,5,6-PUE A M FF [ bk —3—fi (1] 44P3525. 0mg ,0. 115mmo 1) /EDCM (5751
L,0.115mmol) HH VAR « FEPR BT FE T BeFE 3/ N i, i s -1- @Q-H A R 208 -4 0
M d—3— e — ER S £ (144 B, 33. Tmg, 0. 115mmo1) , % #N INTEA (64. 2uL,0.460mmo1) . 7
PREEIE B R Bt bE30 0 B, i 3 SOMIAE (it v O % 52100 % 20 % /7K W Ji ke B 32 4l A0 HA I
RVREY), 43 3 28 E MR AR B A (17 6mg, 33.0% 77 28) MS (apci) m/z=464.1 M+
H .

[1176]  RSHIM G =R AE S92 20 748 A& A I R 461 bl 2% o AL, 17— ik ke
[Fa) i A R () A 26 A ) I TR) AN T3] L T8 3R R 45 40 R 9 ELAEMe OHHR 48 R R 1 ) o 1) 2 i
PR 153 FR S ) 58 4 Ak (30938 22 16 /N {3 FHLOMS 23 7 ke i

[1177] %5
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135/359 T

[1178]

EHRT s A e
Sl 1-2-(4- A & |MS  (apci)
#)24,56-19 £, |z = 464.0
o NH TR M 3[e]te | (MAH).
23 2 3. 53R
Ot 10T AR ©
v PSR S S
> F B-3-20)
O 1-G-3R B 1K [MS  (apei)
H -k e 5. | miz o= 4742
o M H)-3-(R R-1-(2- | (MFH).
M af PR 2R -
= R b &k -3-
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136/359 1L

[1179]

EHIHmT

4

2 R

TR

25

/O\/\

NH
g

NH

X N

i

1-(1- T H-3-R 3k
STH- wE o J5-
)3 B AN-1-(2-
VAR A )4
A otk ok IR -3-
FOR

MS  (apci)
m/z = 434.2
(M+H).

26

1-( B &, -1-(2-F
RA T HE4-K
2 omb w& ke -3-
HOy3-2- XK
-4,5,6,7-v9 & -2H-
o] w3 )

MS (f'a_p_ci)
m/iz = 460.2
(M+H).

27

1-( A & -1-(2- F
FU A 4R
Eowb ookt 3-
A y3-2- ¥ Rk
-2,4,5,6- v &, I
IR [tk
3-HO)M

MS  (apei)
m/z = 3842
(M+H),

28

1-(1,3- = ¥ 3L 4-
K<L H-wt o -5
H)3-(BA-1-(2-
¥R )4
R ek o kT -3-
Eg) 8

MS (apci)
m/z = 4342
(M+H).

29

1-(3-4 T Hh-1-4F |

R A Mtk ek
5- 33 R X
1-2-F B E T
Hy-4- Rk ik
K-3-H% )k

MS  (apei)
m/z = 476.1
(M+H),

30

1-(3-A2 T 2 -1-17
L A
-5- )3 R K
A1-2-F A L
H - R A ok

MS  (apei)
m/z = 476.2
(M+H).
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[1180]

LT

2 AR

TR

31

1-( B R-1-(2- F
AT A y4-F
& v oA dE -3
H£)-3-(1- 2 -4-
FH L 5
HM

MS  (apei)
m/z = 4202
(M+H).

32

1-(4-FfHL-3-F &
S1-FR -1 H-wtbed
5= )3+ B A
A1-2-F AR T
)4 R IR vt
be-3-F )k

MS  {(apci)

m/z. = 445.1
(M+H).

1-( &R X -1-(2- F
AA KR
ok ek gy -3
A )3-2-(1-F A
-1H- #b v 4
£ )-2,4,5,6- 19 &
RN = e S [e]e
w3 O

MS  (apei)
miz. = 450.1
(M+H).

34

1-(3- & T A&
-1-( 7 £ 2H- 7
o -4- JK)-1H- 7k
o -5 )-3-( B
1-2-F RA T
4R ek
b-3- 2 )R

MS  (apci)
miz = 4702
(M+H).

35

(R K -1-2- F
AR T4 R
B A
A)-3-(2-(Hh e 2-
K )2,4,5,6- 1 &
2N = i
w3

MS  {(apci)
n/z = 4470
(M+H).

36

1-(6,6-=F # -2-
Bk 24,56 w9
SRR =M 9 [c]
o 3- 4 )-3-( R
X-1-Q-FRA T
EQEEE RS
Y-3-FOMk

MS  (apci)
m/z = 4740
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EHRT ! A& A o
Ao \ 1(7,7-=F & -2- | MS  (apci)
Q“@ ¥ 4567w | m/z = 4882
NH &, -2H- 7| w3~ | (MTH).
O= .
L1181] 37 | wa H)-3-(RA-1-(2-
Q# | R O
N(j ¥ Ak e b 8 3
M
[1182]  s441I38
"'Q”"‘“y\i‘?\; V!(YW"N
[1183] o
- (‘NH
Oy

v N ?
?‘g‘-..\t@" §
e

[1184]  1-(xak-1- @Q-FF4FE ) —4- (ke -4-58) meng ke -3-3%) -3- (-8 5E-2,4,5,6-
VUSRI 5 [e] e -3-38) fig

[1185]  DIRA. il % a-1- Q-F I 2 5E) —4- (ke —4-30) ML ke —3-F IR LB : (¥4 &)
F0°CHY (B) -3- (Lng -4-55) PR £ B8 (200mg , 1. 13mmo1) 7EDCM (10mL) I VA R H 4Ry —
PMEASIITFA (0.017mL, 0. 226mmo1) , 3275 12 s IN2-H 4 3 -N- (R AR R ) -N- (= 3
ke ) B L) 2% (il 4C, 278mg , 1. 35mmo ) o 7EPR I T Bt S B2 3 /NI o 4 3 A i A
NaHCO3 (10mL) ¥ K , 43 25 £ AH 3 H ADCM (15mL) ZEHUK JZ Mg S0a T84 FE A LA, 1 38
It HAEE 2 k4 o dlad AL A (A%, 0% 225 % MeOH/ DCMIE At R 26 AL ¥ 724 , 753 2]
EIEHPRI =) (276mg,88% 7= Z) MS (apci)m/z=279.2 M+H) .

[1186]  DUEB: fill 8 e al-1- Q- AL 4 3E) —4- (bme—4-5) MEng b -3-F IR : a1 e X~
1= -5 208 —4- (Mkwe —4-J5) kg fe—3—FF R <. B8 (276mg, 0. 992mmo 1) 7ETHF (6mL) A1
MeOH (3mL) 1 (VAR Th s N2M LiOH/K I (0.496mL,0.992mmo) o £E PRI B R itk S B2
TREY2/NeF, 3 Hod i B s ik pE i S B A3 200 B B UTIE YD, FE 0P e 3F B s S8
PEWAR 4G R o T A, FIMeOH (ImL) ¥ 1% , 1 98 9F HHE t20ph e (3 il 44 9F B T8 &
FEPHERE 4, 153 2 A AR I =4 (197Tmg , 88% 7= 2) o'H NMR (ds—DMS0) 88.37-8.39 (m,
2H) ,7.26-7.28 (m,2H) ,3.36-3.43 (m,3H) ,3.24 (s,3H) ,2.75-2.86 (m, 1H) ,2.41-2.68 (m,
6H) .

[1187]  DIRC: il 8 e al-1- Q-F AL L) —4- (kg -4-F5) MEng b -3-JE % F IR
Jig - ) e - 1- (- F AR R 2 E) —4- (ibmg —4—2) L br -3 B4 (25mg, 0. 098mmo 1) 7£ F 2K
(1. 8mL) FIDMF (0. 2mL) H (1 V59 4K P8 IHDTEA (0. 034mL, 0. 20mmo 1) Fl — ZRFEMwE I 3 &
BAA (0.029mL,0. 14mmo 1) o FEFRITEIL FE T Hiht S SLTR A 42043 8, SR 5 A0 H 1 10 43
IR EE (100mg,0.98mmol) , 3 HLAF S M VR A I L T/ ol ik — A RE A (i v2:, H
0% %10 %MeOH/DCMPE [l >k B #2264k e RLTR A0, 13 31 2 B B PR 724 (11mg , 32 % 7
#) JMS (apci)m/z=2356.1 M+H) .

[1188]  DIRD: il £ 3 -1- Q-F 4 FE 2. 38) —4- (b —4-8) Mg Fe-3-FE X (2,2, 2- =3
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LIRER) ALFEHE T, 860 C T It -1- Q-F AL L) —4- (Hhng-4-55) g e-3-4
AR EARFES (11mg,0.031mmol) /ETFA (ImL) HH ¥ M 187N o 4 [ SR & P FIE tOH
(5mL) —ECH ¥ IF Hik4d , 13 2 2R AR W), HAEBOE € &7 2 T BT 2 RF
1 MS (apci)m/z=222.1 O+H) .

[1189]  JDIRE: il & 2-282-2,4,5, 6- VU IR L M JF [ kMt —3— S 20 IR R < 357
FSFF R8BS (0.088mL, 0. 70mmo 1) AbHE2-x -2, 4,5, 6- VU A IF K 4 [c ] ML k-3 -fi%
(#£1;100mg,0.50mmo1) ZEEtOAc (2.0mL) FI12M NaOH/K VAW (0.50mL, 1.0mmol) 1 [ = VR It
B ARG B T P HE 16 /N0 o SR f 4 e B2 VR -G kAT AH 43 89, 3F H A K (BmL) AR 7K (5mL)
Ver A NAE , Z&NasS04 T, 1 8 HAE S Hh ik 4s , 3 274 (160mg , 100 % 77 28) MS
(apci)m/z=320.1 M+H)

[1190]  JDIRF: fil&1- Uxal-1- @Q-FHAELF) —4- (ke -4-35) s fe-3-5%) -3- -
5-2,4,5,6-PUHIF T I I [ mkme—3—0%) IR « 3 i s Lo Birak 1977 7%, 48 2 3B H
2-7KH-2,4,5,6-VUE I I IF [ ] mbrse—3—J 2 5 FR R R B AR 3 - T 2 -1 - - 1H-
Nt P —5 — o S FP I R B o HLAE AP BRB AR ] e 31— (2—-FF 28 0 20 %) —4— (ML g —4-J%) nikng
Fe-3- A (2,2, 2- = LK) B X-1- Q-F I 0 H) —4-JR B g be-3-fg — Fh iR
R £, 152 2 O Al AR B 24 (6. 0mg, 42% 77 28) MS (apci) m/z=447.2 (HH) .
(11911 L4139

s O\w"’ﬁ'\ -,

[1192]
N
L

8 “{%}1%

[1193]  Jeal-1-(4- G- AL —1- Q-FHIL LI Mg br-3-55) -3- -8 -2,4,5,6-

DU SR 0 O e e —3-3%) g

[1194]  BIRA: il 4 e al-3- G-FIEIL) —4- 3- Q-KH-2,4,5,6-TUAIF R M [cInk

e —3— ) JR ) mE g b —1 - FF R AU T B < Al S -1 GRUT S AR B L) —4— (B3R AE) LS e

3-F R (B H ChemImpex; 100mg, 0. 32mmo 1) £EIC7K B2 (2mL) H 1 B3 8 in = 2. & (180

UL, 1.29mmol) , 235 U8 N — R AL I L 3 21k 4 (98uL, 0. 45mmo ) o 7EFR IR FE T B HE s

BRI L/INGS S ELAR JE AR I T E LN o 8 20, 22K 0E-2, 4,5, 6- VU IR I )

I [eImeme-3-f% (R15193mg, 0. 97mmo 1) Kb e NIR A4 , 7 HLAE R T HidE 15/ 1%

HIFIR A 5 B T M AINaHCOs (20mL) HEt0Ac (20mL) 2 ] 3F H FHEt0Ac (2 X 10mL) ZEEL /K

2o FHERZK (10mL) B34 3T 10 HIAH » BNaoS0s -1 I FLZE 20243 b e o i ik — 48U Rk 1

T2 FH 1 % MeOH/DCM, #2255 FH5 %6 Me OH/ DCMISE it R 2E AV KL ) 5 , 453 21 457 (A R IKT 72440 - LOMS

S HTECRAR R I BN A BB ) 5 2- 0k -2, 4,5, 6 DY IR I M IF [e Ttk e —-3- iz

UEPN RIS FR IR 292 : IR AW (FHLCMSIE) IR EMEEH T N — 2B MS (apci) m/z

=506.2 (M+H) »

[1195]  DERB. il % 1 - U X-4- G-FREL) Mg fe-3-38) —3- -2k 5-2,4,5,6-VUE K

I I Lo np e —3—J85) iR - 1A1 /ECH2C 2 (8mL) HH 520 BRAH 43 B TR 54 (90mg , 0. 18mmo1)
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AR INTRA (2mL) o £ R85 FE R PR R 2/ 3% HLAR R ik 48, IF OB 7R & 4 Be T IN
NaOH (20mL) 5CHaC12 (20mL) 2 [8) « FHCH2C12 (2 X 10mL) ZEEUK 2, 3F H LK (10mL) ¥eig 4
FEHIA A , ZeNa2S0s T8 H k4, £ 2SR o 3B Rt A A A (a7, A2 % MeOH/
DCM#210%MeOH/CH2C12/0.1% 7N NHs/MeOHJE it R 4l Ak. , 15 21 2 v 5 L [E 4R 1) 74 (31mg,
43% 77 Z) MS (apci) m/z=406.1 (M+H) .

[1196]  PERC: il & ;e X—1- (4- G- ) —1- @Q-FH Ak 45 MEng fe-3-55) —3- 2%
5-2,4,5,6-VUEIF R M eI mbme—3—J) Bk - 171 1- (e :—4— (3-3RAR ) ML fe—3-3E%) -
3-(2-FH-2. 4,5, 6-VUA IR M FF [e]mkme—3-3) Bif (31mg,0.076mmo1) £EFC7KDME (1mL)
R VA VR AR N LR —2- AL 2, %% (9. 1uL, 0. 09mmo 1) , 25 ¥ JIDIEA (40uL,0. 23mmol) .
IR A FHE 2260 °C FE H AR 15/ o K54 FI TR A 404 Bt T 1 AINaHCO3 (20mL) S5 Et0Ac
(10mL) 2 [&] Jf H.HEtO0Ac (2 X 10mL) ZEEUKJZ . FI7K (56X 10mL) A1k 7K (10mL) Hegk & IF
BLAH, SR f5 Z8Naa S04 -5 3F Hk 4 - i — A Ak AR (38725, 2.5 % MeOH/ CH2CL o3t it >k 46
A o, 13 21 2 R A BEIRI ) (14mg , 40% 77 28) MS (apci)m/z=464.1 M+H) .

[1197] 245140

G,
oG
N F
[1198] O’
W

Y )

[1199]  Jeali-1- (-4- G-I —1- Q-FAFA L) Mg H-3-3) -3- G- HAHE-1-K
FE— 1 H-npE e —5-3E) g

[1200]  fif A Gt T S2 B39 FTIR O FE P , 7820 BRA TR 3-S5 TR 31 R - 1 H-L e 5% (&
1) #Aeo-2E3-2.4,5,6-PUE IR I [c] M —3—fi ok 1 4% o MS (apci) m/z =466 . 2 (M+
H) .

[1201] ;1@]41

O

AN
N ff \\ ES
L\f} "«1‘&1‘&1(‘ ’

NN
[1202] “‘”\’;m
—

*’““\
} bé \,\{i’::

[1203]  jxal-1- (- (U-FORHE) —1- Q-F AL 200 Mg S -3-08) -3- 3-SR 2E-1 k-
LH-MpE e —5—J1%) iR

[1204]  ARYEXS T SLHBI39 BTk B9 FE /77, 762 SRAH F e 30— 1 GRUT S B R —4- (4-/R
) Mg e—3— R B AR e a0 —1— (T 28Uk e dit) —4— (3—-F 2R J) ML g Je -3 —FF B SR i) 2% o MS
(apci)m/z=466.2 M+H) .

[1205] s fsid2
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OO

it o

[1206] O
N

—

[1207]  jea-1-(4- B8R —1- Q-FHIAE L) Mg -3 -3- G- -1k -
1H-NE e —5-3E) fix

[1208]  HR 4% T-S2 5140 Bk i FE 77, 7620 BRA B al-1- GRUT S| 2 %) —4- (3-3UK
HE) ML Fe—3—-F IR B AU TN -1 GBUT S AR A ) —4— (3-9R R J) ML Je—3—FF IR R Al 4 o MS
(apci)m/z=482.1 M+H)

[1209]  sZ4543

NN

ﬁ-.v“’"

M S

[1210] &3

LH-E P —5—J) fi

[1212] R3S T 240 Frid i 2 )7, 720 BRAh A o G-1- GRUT S| A B 2E) -4- 25K
) g e -3 IR AR S 20 —1— GRUT 28l A e k) —4— (3—-F oK J) ML fe —3—FR R R ] 4% o MS
(apci)m/z=466.2 M+H) .

[1213]  s2H44

-
-

o &{w

NH
£
TNy

e
[1215]  Jeal-1- G- -1 R -1TH-ME e —5—J8) —3- (1- Q- IL 4 HE) —4- (I —2-
) ML bt —3—45) JIK
[1216]  MRHEX T L BA0 BT IR IR 7, 7828 BRAH R -1 GRUT Al B e ) —4— (R Wy —2-
) Mg e —3— R B AR S - 1= GRUT 280 B ) —4— (B IE) AL S Joe—3—FR IR K 1l 46 o IS
(apci)m/z=454.1 (M+H) .
12171 selids

[1214]
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{‘i\,.w\,
O
Mi /
[1218] | G"”\’;g

'R'z% il {
S

[1219]1  1-(3,4- &0 —4- @2, 4- = F AL -5-J) -1 - Q-FHAE L) Mg be-3-55) -3-
(2—2p%E-2,4,5,6-PUAIF R I [c] ML me—3—4E) fix
[1220]  JDERA: % (B) -3 (2,4 F JLME Mk —5- ) TG IR AP IE 1 (R —IE 5 I L)
LIRS (2.61g,7.80mmol) 7ECH2CLa (10mL) HHFIVAVRIS 21 220°C , 3 HAR 542 155 B BL &
N Ind—FR LR -4 -FR i (W I Maybridge, 1.00g,7.08mmo 1) 7£ F-1ECH2Cla (10mL) i v
TR o A I L) FHIR 22 PR 3R P 1 LA FE 24/ N o AR R 2 BRIE G » B3R 1510 2 ([l 1A %
AWV SET CHoCL o I HLIE I 7l g bR gl €33 FH 15 % Et0Ac/ C B v it ke 4lifh, , B3 2 A
W AR 724 (1.32g,94.5% 7= 2) . 'H-NMR (400MHz ,DMS0-d®) 87.73 (d, J=15.62Hz, 1H) ,
6.07 (d,J=15.62Hz,1H) ,3.71 (s, 3H,0CHs) ,2.63 (s,3H,CHs) ,2.42 (s, 3H,CHs) .MS (apci) m/
z=198 (M+H) .
[1221]  BEEB: hil4 (3,430 —4- (2,4 FLmEm—5-3k) -1 - Q-F E\IL 2 FL) Mg k-
3—F IR R - 7R 0K VA E (B) -3 (2,4 FR JEME MR —5 - 3) TR IR Y B (200mg, 1.01mmo1)
AITFA (7.81uL,0.101mmol) 7£F 28 (15mL) H (VA W, $2 98 1830 ¥ N 2— FF 4 B -N- (AR 2 L R
ﬁﬁ) -N- (=R AR T ) B AL 4 (312mg, 1.52mmo 1) 78 F 2% (5mL) H VAV o {3 e B2 P 7+
15 EIREEIE B T H P HE3 K o FIMIAINaHCOs (25mL) FT7K (2 X 25mL) Heias e MR &4 » FINasS04
T4, i e I HAE B A TRk 4 s A AR R v, I % 250 % 2 / K B iR Sk 2l AL FHL 4
i, 43 2 S F LRI ) (43mg, 14% 77 38) JMS (apci)m/z=299.1 M+H) .
[1222]  JBERC: il #& (3,430 —4— (2,4 FF FEmgEmp —5—Jk) —1 - (- 4 BE 2 50) ME g -
3R 1) (3,4~ z0) —4- (2,4~ FEMEME-5 L) —1 - (2-F A 2k 2, 3) ML Joe 3 FF R P
(41mg,0.14mmo1) £E2:2: L THF/MeOH/ /K IR A ¥4 7 &2 4t (0. 7TmL) H ¥ 98 H ¥ N1 1 OH-H20
(17mg,0.41mmo1) , 3 HAEPA G & T HR A I o 2 bR VE 7 » W W AR R R VE i T
7K (0.2mL) H 3 H AT IN HC1ERAL ELBIpH A4 ZE 5 Wit e A (it ik, 15 % £33 % 4 0iE /7K Bt
K EARA IR A 4532 2 TS R 7= (30mg, 77 % 72 28) oMS (apci)m/z=285.1 (M+H) o
[1223]  JDIRD: il % (3,4-Jx30) —4- (2,4~ F FEMEE-5-JE) -1 - Q- AL L FE) MEng -
-G R IE S A (3,4 aR) —4- (2,4- — R BLmEME -5 JE) — 1 - (2-FR 4R JE 2, 2) mk g
B3~ 2 (25.6mg,0.09mmo 1) £F FF 7% (0. 9mL) 1 f VR i A ¥R HH S INTEA (3101, 0. 22mmol) ,
B INE SR RS (27uL,0. 13mmo 1) o 7EMREZIE N HEHH IR AW IR, 3F H AR Ja 78
100°C R Hth: LN o R 2K B B (19uL,0. 18mmo1) 3§ HLZE100°C R IN#AIRE &4 187N o ¥4 )
J& » FHHEt0AC (2mL) F BRI A, FHZK (2 X ImL) ¥eidk , Mg SOaT-J8 , 1k 38 I Hyk 4 . i ik S A
FEEEE, 5% 260 % 25 /7K B Mk 4 AURL R R 1), 49 31 2 58 (A eR 9 74 (18mg ,51%
PEE) MS (apci)m/z=390.1 (M+H)
[1224]  JDIRE: Hil%% (3,4-Jxa0) —4-(2,4- P ILMEm—5-Fk) -1 - Q- EIE L FL) ML -
3R (2,2, 2-=FLIEER) #E60°C R Nk (3,4-3R) —4- (2,4- - FRJLIgE M —5—JE) —1- (2-
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FRA 5 7, ) T e -3 U R 2K IS (18 Omg, 0. 0462mmo1) 7ETFA (178uL,2. 31mmo1)
qﬂﬁﬁ/ﬁ/ﬁl&bﬁ FHH 2K /B tOHM 1 S VR B 1 FL ke 4 o it S AH A (i v, 5 % 2238 %
JiE /KB IR AEAL A 5, 45 31 2 T8 B BRI 4R (9 724 (14mg , 63 % 77 28) oMS (apci)
m/z:256.1 (+H) o
[1225]  SBBRF: #141- ((3,4-x3R) —4- (2, 4- — F JEmEme—5-J8) -1 - (Q-F 4R L 2 J5) HEng
Fe-3-J%) -3- Q-IRH-2, 4,5, 6-PYAIF I [T b mE—3-F0) IR . 17 (3,4-fe x0) —4- (2,4~
TR MR -5 1 - (2-F AL OB MERE BT -3 -G (2,2, 2- =R AR EE) (14mg,
0.029mmo1) 7EDMA (0. 3mL) H ) & B VAR S In2-2K3E-2,4,5 , 6~ VU IR 0 [ ik~
3-FEAFEF R OREE (11mg,0.035mmol) o FEIKHTH % ZIVR A4, 3£ H¥S INDIEA (0. 020mL,
0.12mmol) o RZAFHIE % P15 2 3 HL e 7%, SR il i e A B 1 92: FH5 % %250 % £
f /KR B AL, 15 2] 8 1 A BRI bR B4 (10mg, 72 % 77 28) MS (apci) m/z=
481.2 (M) .
[1226] ifﬁljé}(i

[1227] Gm{

oy “‘x)
[1228]  1-(xal-1- Q- EIE L) —4- (M -5-3) ik b -3-38) -3- (2-7K3-2,4,5,6-
VUSR5 [e] mbme-3-38) fig
[1229]  JDERA. il & (B) —3— (WM —5-3L) PR £ B : 7EN2. 0 °C R (Al NaH (FEA i 60 %
227mg,5.67mmo1) 7ETHF (40mL) P () & 2R H B W s N 2- (2 LA BB ) &R B
(1.12mL,5.67mmol) o fE0°C T FIR A 3048, H H AR5 A i -5-F i (500mg ,
5.15mmo1) 7ETHF (5mL) HH RV M o 25 Bk VKU, I ELZE R B3 B T Sk S B2 18/Ni) o FIH20
(30mL) # B S N 3F B FHEtOAC (50mL) AEEX . F £k 7K (50mL) ¥eise A AUA , FMgS0a T8 , i i
It HAEE 2 k4 o it AL (a5, 0% 221 % MeOH/ DCME it R 26 AL ¥ 7242 , 79 2
SR E ARG =4 (354mg ,41.1% 72 3) o'H NMR (CDC1s) 87.92 (s, 1H) ,7.48 (d, 1H) ,7.29
(s,1H) ,6.40 (d,1H) ,4.27 (q,2H) ,1.29 (t,3H) »
[1230]  DIEB: fill 8 e al-1- Q- AL 4 38) -4 (WM —5—JL) Eng b -3-F IR £l : 7E0°C
T (B) —3— (EEmE-5-K5) TS 2,15 (354mg, 2. 12mmo1) ZEDCM (20mL) H #1328 I TFA
(0.033mL,0.42mmo1) , R JF & AN N 2 FF S A -N- (R4 R L) —N- (=R SRRk e L) R 2)
% (il %C,522mg , 2. 54mmo 1) o EFF UK I HAEPREZIR BN Bk S L 18/t %Fﬁﬁb’@
HINaHCOs 7K VA (20mL) ke S SLVR-A 4, 43 5 3 H FHDCM (20mL) 25 HUAKAH « Mg S04 -1
(A LAH , i 8 HAE R 2 rp ke 4 i AR AR AT 3 i, FHO % %23 %6 MeOH/DOME It e 4l
LKL, 4330 2 R 2 A PIRIG 72 ) (321mg,56.5% 7 2) MS (apci) m/z=269.2 (H+H) o
[1231]  DIRC: il 8 e al-1- Q- A 4 38) —4— (W —5— L) En% be -3 FF R4 : 1) I X~
1- (2-F 48 3k 2, 3k) —4— (WM —5- %) nkng fe-3-H FR 2. B8 (321mg, 1. 20mmo1) ZETHF (6mL) Al
MeOH (3mL) H VA - 7 in2M. LiOHZK &M (0.837mL, 1.67mmol) o 7EFREEIEL B T 4 s NA)
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1. 57N FF H AR FE i e 1 o Rl VR[] A4 o K00 ™ 103 i T-MeOH (10mL) w3 HLt 4 , 1321 2 0
AR 774 (234mg, 79. 4% 77 28) MS (apci 7B ) m/z2=239.2 M-Li) .
[1232]  JDIRD: il % e al-1- Q- H AL 2 ) -4 (REme—5-J0) g k-3 LA F K H
Mg - Al e xl-1- Q- A JE 2, %) —4— (W —5 %) e e —3-F 8 2L 16 (234mg, 0. 872mmo) 7E
DME (0. 8mL) H (¥ P AR JIDIEA (0.304mL, 1. 74mmol) , SR JE ¥R INFR 28 (10mL) o s il — % i
T 22 2 1 (0. 263mL, 1. 22mmo 1) - HLAE PRI JE T 9 FE R N1 /R, S8 S5 7E B R
P LN S IR R (0.903mL, 8. 72mmo 1) FF HAT S N 1AL 7/ o 7% AR A 31 H H
H20 (25mL) #5% F H HIDCM (3 X 20mL) AEHY , 3 H A Eh 7K (25mL) Peids & 1A HLAH , FMgS0a T
P, 1 U L W AE o ORI (B, 5 % B70% 2 / /K BE S A4 7=, 19 31 B R 2 1
WEHCIRII =) (55mg , 18% 7= ZE) oMS (apci)m/z=2346.1 (M+H) .
[1233]  JDERE. il & xal-1- Q-FEH 2 ) —4- (RE-5-J5) MEPE GE-3- (2,2, 2- =5
LIREL) AL HE P, 7060 C TR INHUR R -1- Q-FHEFE L) —4- (M -5-3L) Mg k-3
AR IR F IS 55mg, 0. 16mmol) 7ETFA mL) IV 16/NN B R SR GV B 5 H
EtOH (10mL) [ BNR o I HAE B v ik 4 R ¥ i T H 2% (16mL) A 3 HALWE =k, 15
B R AR EROR R4 (130mg , 186 % 77 Z8) oMS (apci)m/z=212.1 (M+H) .
[1234]  BIRF: i1 - Oal-1- Q-F |2 HL) —4- (M -5-30) kg e -3-35) -3- @K
$-2,4,5,6-VUEIF M I [ ke —3—J) JIR - de it ansE 454620 B8E Hh Birad (1) 77 7%, 5
A-1- Q- EHE ) —4- EME-5-J) Mg 5e-3-E X (2,2, 2- = LR Eh) Kl & 22 2
TRV RE =Y (5.0mg, 18% F=#) MS (apci)m/z=437.3 (M+H) .
[1235] =47

r’g\,v‘"“\ ?i{ AN m '

NH
[1236] {}::::{ »

J\ {f" fwb*’}

[1237]  1-(ea-4- (7 Hﬁﬂi 5—3k) —1— (Q-F 4 L 2, ) Mg Je—3—J%) —3- (2-2K -2 4,5,
6— VY E I S I [e] ML me—3—J%) IR

[1238] ik s fal46 H Bl i 5 3%, 4520 BRA T FH S P —5— R g 5 Qi nae — 5 — FR R ok 71
£ MS (apci)m/z=437.0 (\M+H) .

[1239]  sz4148

¥
,.v\f\vr"‘\ i\i‘i}-—t\ \}
e
- -~ \
¥ Qe

i ¥
[1240] N W

[1241]  1-((3,4-x30) —1- Q-FHIE L) -4- G- HFLIRIE) ML ki-3-38) -3- -7
H-2,4,5,6-VEM K I [c] Mg -3-F0) iR
[1242]  JBHEA. Hil#% (3,4-x a0 —3- G- A AR -4- 3- Q-43E-2,4,5,6- AR K
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J75 7 [c] Mpp e —3—J) fRIL) ikng be—1-FF U T 5 17) (3,4-Jx 2 —3—-& Ak —4- (3-H A oK
L) MR -1 - S AL T B (30mg, 0.095mmo , ) BroadPharm) f12-7£%-2,4,5,6-J4 & IR
IR I Lol MM —3—JE S L PR R S B (37me, 0. 1 1mmo 1) FRVE-A 4 ¥ INDMA (0. 5mL) , £E UK
WY A, SRS INDIEA (0.050mL, 0. 29mmo1) « Z2BR UK , 3 HAEPREG IR BE T B bk R N4 2
/NE AR JE I R AH RS, B % 75 % LG /7K5 % 2275 % e ok B AL R BB A
153 2 A EACIR P20 (15mg , 30 % 72 2) JMS (apci)m/z=518.0 M+H) .
[1243]  JDERB. £ 1- ((3,4- &30 —4- G-FF AL e he-3-48) -3- @-KH-2,4,5,
6-VUEIR Jm I [l mb e300 R ERER &L : AE IR E R e (3,4- 30 -3- B-F & A&
ORAE) —4- (3 (2-ORHE-2,4,5, 6V AP A% JF [ ntk e —3—28) IR L) MEHg fi—1-H BT
@E. (15mg,0.029mmo1) FESNZE6N HC1 I TPATE R (58uL,0. 29mmo1) HHIE 3/ INSF , SR 5 AR H
k4, O REAL TR, 5F AR & B S T, 49 21 8 K O 6 AR IR 4 o [ AR A 2 3
— A RN EEHT T B d MS (apci)m/z=418.1 M+H) .
(12441  JPIRC: il 1- ((3,4-x30) —1- @-F 4 2 ) —4- (3-H A FE R L) ML g b -3
) -3- Q-2kHE-2,4,5,6- VY EF R S el mbme—3—08) ik : 171 1- ((3,4- ) —4- G-
LRI MEng b —3-3E) —3- (2-2KHE-2,4 5, 6-PUSE IR 1 3F [e T nkme—3-31) JIR 2h ik £
(13mg,0.029mmo 1) f{IDMF (0. 3mL) VAR F1 ¥ IIN- 2, FE-N-F: TR HL TR -2-fi% (161L,0.086mmol)
A—JR-2-F A E 26t (4.8mg,0.034mmol) , 3 HAEEZIR T bk S NP3 K o i e AHA:
tBiEYE, 5% 255 % LNE /K ¥ I R B4 4i A0 I S99, 15 31 2 1 [T A4 IR 1) A% & 7= 4)
(10mg,73% 77 Z) MS (apci)m/z=476.2 OHH) .

[1245] =449
3

o
\\ "

P

5

b

4
R,

[1246] M
. :;%
Ni\i

el
<,» \NL P

[1247]  1-(1- (Q-F4 L 2. 5E) —4— (R0 ) LN hr—3-3L) -3 (2-23-2,4,5,6-V1 &,
R I L] mbme-3-38) fik

[1248]  JDIRA: il 8 R0 (- Q- 2 JE) —4-hig 2L ML g br -3 -2%) BEME . 4 PS-DMAP
(3.52g,5.00mmo 1) 73 /My ¥ fin 22 MERE -2 - FA % (2.83g,25.0mmo 1) 7 Z.JiF (5mL) A AL H
it (5mL) H VAR o 7E PRI RSN SRR SR A/ NN IF B IS (B50mL) , A S N L 1R
F (2.59mL,27.5mmo 1) o it S SEA LN, 398 9 HAE B 23 ik 4, 43 31 (B) —2- -1 &
§i 2L MEWE (3.99g) o ¥ — 7 (B) —2— (2— ik £, 4 J5) WEREE (1.00g,6.40mmo 1) ¥ fi# T-DCM
(5ml) 1, ¥ H1E0°C I H FHTFA (0.0987mL, 1. 28mmol) AbFE , 43255 15 FH 2—FP 48 it -N— (R 44
FEFR L) -N- (EH Rk e dt) B8 20% (1.32¢,6.40mmol) A7 , f0 ¥R S N FHE B IR 55 IR
JEIE A A ININ NaOH (5mL) Jf HAEAH 7 B L JE 5 #R (phase separator frit) Ht HIEDCM
AHUR LY Wi & FF I DOMAS HUA) , 15 ZHEAR AL &40 (1.61g,94. 1% 77 28) MS (apci) m/z
=258.0 (M+H) .

[1249]  JDUEB. il & xal-1- Q- I 2 FE) —4- (BEME-2-J) Mm% bt —3-f% - 4 e al-1- (2
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R 4 ) —A- R R ML g e —3—2) EME (80mg, 0. 31mmo 1) ¥& T ImL. MeOHH 3F H AH10%
Pd/C(33mg,0.031mmo 1) b ¥R . FESL S EK T Hi b R RLTR &0 4, 18 1 Celite® i 38 9 HLk
48, 1S B AR UL 5 (68mg , 96 % 77 3K) oMS (apci)m/z=228.1 M+H) .

[1250] B BEC: il 1- Uxal-1- Q-F I 4 5) —4- (M -2-3%) Mg e -3-3%) -3- @-%
3:-2,4,5,6-VUEI I M I [e] mEme-3-38) IR R a-1- 2-FH A 2 5E) —4- (BEmE-2-
H) Mg kE-3-fi% (15.0mg,0.0660mmo 1) ¥&fETF 1mL. DCMH 3 H HIDIEA (23.0uL,0. 132mmo1)
AbER R 2 (RO -1, 3-8 2,45, 6-VU SR 0 [T nb ik —3—JR i F I R I
(25.4mg,0.0792mmo 1) ZbHR  7E IR EEIR T i FE R BV A4 18/, e 4 I HLid i e A AT £
T 0% 250 % LiE /7K Bl kAl Ab , SR 2bE AL 54 (3. 2mg,10.7 % 7 %) MS (apci)m/z
=453.1 OHH) .

[1251]  s2450

S
“-g«{’“\;r“‘*%\w
Ximeed
[1252] e
fRE
s
S T

A N Mv), /
\..w"“»*m &\Jﬁ

[1253]  1-((3S,4R) —1- Q-F I ZHL) -4-TRFEMEm% -3 -3- 2-FKH-2,4,5,6-I1EA
R I L] e -3-38) fi

[1254]  ZE0°C FIa] (3S,4R) —1- Q-4 3L 2 3E) —4-FR LML R e -3 - — Eh e & (] %D,
0.10g,0.34mmo1) 7EDCM (5mL) H (RIVE VR Th K Fr s 22—k 24 -2, 4,5, 6- P S I 5 M If [cThit
WA — 3 — ok S ik R B R (246138, A2 98 C3 0. 13g,0. 41mmo 1) FITEA (0. 14mL, 1.0mmol) . ¥R T
PRGBS FHE 2 AR E I B P2/ N o 28 5 1% FL FE tOAC Kb 28 , A7 FIINHAC | L il
NaHCOs F1 5 7K He ik « FMg SO« T & FF BIAHLZ , 1 38 L4 o i — Uik i,
2% %2.5%MeOH/DCM¥: it Kk 2EAL KLY ot , 43 2174 (0. 11g,72% 7= 2) MS (apci)m/z=
446.2 (M+H) .

[1255]  s£H|51

[1257]  1-(1,3- = ORFEE-1H-ME e —5-8) —3- ((3S,4R) —1- - 4 JE 2 ) -4 R FEnE g e -
3-4%) Jix

[1258] FEss b5 o8, 051, 3- R -1 H-ME M —5-% (%1 32.0mg,0.136mmol) .DIEA
(35.6uL,0.204mmo1) 51,1 —#RHE Bk (19.3mg, 0. 119mmol) ZECHCLs (0. 5mL) 1404 3f H.
FE60°C T IN#RA/ N IR APV AV R PRSI 3T B (3S,4R) -1- Q-4 2 0k) 4%
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FERE IR f -3 — bR EL (H14D;15.0mg,0.0681mmol) o £E100°C T INF 15/ N & , e 4a s i
TR AW IT B S AR Rk FH0 % 70 % 2 /K e ke EL g 4k, 15 B bR Ak & 1)
(5.6mg,17% 72 2) MS (apci)m/z=482.2 (M+H)

[1259]  sEf5]52

_@*QV\NH . ‘l;{; \
-0
O
[1260] S
KN
%\M‘% vi\
‘\_.w*:-} N

[1261]  1-((3S,4R) ~1- -F A JE 2, 58) —4-FR Bl e -3 4) 3 (1-FF BE-3-FR k-1 H-lk
WD) iR

[1262] iy 1 - -3 RE - 1 H- ML -5 JK (315 49mg, 0. 28mmo) ZEDCM (2mL) H & VR ¥R
JNCDI (46mg, 0. 28mmo1) , B FRANDIEA (200uL, 1. Immo1) o 7E PR T 2/ & , % AN (38,
AR) —1- (2-F 4 F: 2. 5) 4R F Mg -3 - ik — eh I & (1l %D, 83mg, 0. 28mmo 1) EDCM
(0. 6mL) H BOFE L AR S R 150 8, O el 1 S At 7 VA 5 %6 250 % L /7K el ok
RS, 33 2 8 AR AR R4 (45mg , 38% 77 26) oMS (apci) m/z=420. 1 (H+H)
[1263] RO A WA S 520K J5 T4 FHIE 24 RS 464 5 il 4% A CD [aa 95 A v ) 4
B AR BRI IR 6] AR, 5 FLI 3 BRER A5 70 I HLAEMe O r 48 IR ML o 15 0 P IR P B ) 52
L EEAY (3049 22 167N A8 FHLCMS 4 #r ke WA il

[1264] %6
FH%T L0 £ AR A
Ay 1-((35.4R)-1-(2- 7 Z, 2L | MS  (apei)
Q—Q Tk )-4-F Ikt b g -3- | m/z = 474.2
on ™ E)3-(1- R A3 AP | (M),
33 NH Ho)-1 ot 5 2y
.~
F . N'N‘
AN N 1-(1,4- = ¥ K -3- K & | MS  (apei)
Q‘@ 12 o . i -5. | m/z = 434.1
H1265] 54 o H)3((BIARN1-2-F & | (MTH).
N T B4 ok b
@/zjg ’ BB
~ 1-(3-30 R A-1-F -1 | MS  (apci)
NNk s, e 5. | mjz = 420.1
H B )-34((35,4R)-4-(3,5- = | (MFH).
33 Mo AR FRALT
HN\F:LQ ESLIL S R 38
NS AT
N
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[1266]

i BB P
L¥%T 24 R

1-{(35,4R)-4-(3,5-— K | MS  (apci)
B)-1-2-F B ke | m/z = 457.1
ohodz 3= 2K )-3-(1- W & | (MEH).

56 SB(rhE2- A1 H- e
-5-45) M
1-((3S,4R)-4(3,5-Z R | MS  (apci)
F)-1-2-F B A T A ywh | m/z = 4571
R 3= 3 )3-(1- F A [ (MAHD.

57 S3-(E -3- R -1 H-rtlvd
S5-HO Mk
1-((3S,4R)-4-(3,4- =k | MS  (apoi)
F)-1-2-F A T A yut | m/z = 460.1
AR -3-20)-3-(1,1- = F | (MTH).

58 e -1ILVT-3 40 T etk v
-5-2) Mk
1-(3-(3-FLAF HK)-1-F | MS  (apei)
Bkl v ow 5o | m/z= 4811
3£)-3-((3S.4R)-4-(3,4- = | (MFH).

59 RER-I-Q-YRKT
PAL S A2
1-(3-(4- 8 & R 3R)-1-F | MS  (apei)
B OlH- b w5 | miz=4811
% )-3-((3S4R)-4-(3,4- = | (MHH).

60 AFLS1-Q-FALT
ERL L SRl N
1-((3S,4R)-4-(3,4-— R | MS  (apci)
H)1-2-F AL Ttk | iz = 496.1
k-3-5)-3-(3 (ke 3 | (MFH).

” [1,2-a] *H %2 -5- 4k )-1-

Fh-LH-r -5 O
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[1267]

EH%RT 8H 2 A A
e 1-(4-R-1,3-=F A-11- | MS  (apci)
— B il “5- ni'z = 5520
| o™ T | B)BEsARAGA- = | (.
oz — O AEA)-Q-VEAT
| 2 ytbrdor -3- 20k
A 1-(4-3£-1,3- =R -1H- | MS  (apei)
L:; <:2 Tolw wi .5-  m/z = 596.0
i o™ T R)3BSAR)A-34-Z | (M),
63 @%MH AFA)1-2-F RE T
aty FRytekone-3- ik
PN I(4-5 3 F E-1-%E | MS (apc)
Q‘Q 7= ok ek .5 | m/z = 4900
OQ(LNH F R 3-((35,4R)-4-(3 4- = | (MHH),
64 O\ AFRAVI-Q-FELT
—8%( %}?&t"%ﬁ%-}%)%«
N-N B
PENGZY ‘ 1-(BSAR-4-3A-=RF | MS  (apei)
L > '< ? ¥ H)-1-2-F Ak T k)b | iz = 470.1
. ~ NH F o, -3- Hh )-3-(1,3- = F | (M+H).
63 , o~ B B L H- ot -5
o NH S
. \N,N,\ o |
R e 1-(4- A 3-F 2 -1-K | MS  (apci)
y — P - A R m/z=‘-481.1
v ot F £)-3-((38,4R)-4-(3,4- = | (M+H).
66 N AEE)1-Q-FRET
/=, ERL TS A oY
Re
AN 1-(4-A-1- F & 3-K A | MS  (aped)
/ Polam ow s 5| m/z=490.0
o oM T | B)B(G8AR)4-(3,4- = | (M.
cl NH %%v:\dftgg)-lﬂ(Z' ‘? i@%—g &
= R)HAR3 A
N/ -
1-(4-38 -1- W 2L 3- 3 3L | MS  (apei)
SlH- oWk ek 5. miz = 5340
& H)3-((35,4R)-4-(3,4- = | (MHH).
AFEE)-1-2-FRELT
b 3 Mk
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EHI%F % 2 2
69 A & E - FE ] 69
Ay 1-(4- #L& 3-( R F ([ MS (apei)
Q’ Q 3 1- 3 B - 1F otk 5. | iz = 506.0
N o= F H 3438 4R)-4-(34- = | (M+H).
7 N O\ AR )12 F R T
RV Fybosdz-3- 2O
NN A ’
>
~¢" 1-(3-(2- Rk -2-2)-1- [ MS  (apei)
LA b C1 wk ek 5| m/z=509.1
N 3 : ; N +H3:
i o gy 2 )3-((3SAR)-A-(3,4- = (M+H)
- / P AKIE)1-(2-FRKT
= ; %)"kt"%}}’?,—fv—ﬁjs)%ﬁ
N{? ‘\N»N”Q
F 1-((35,4R)-4-(3,4- =& | MS  ({apci)
(J o B R gy |z = 4841
N ot -3-4)-3-(3- T 2k -4- | (MFH).
72 PI M WA R e 5
- O{/J\NH 7%)’15@
O~
N'«-
[1268] F I{GSAR-A-(B A=A | MS (apei)
O L[ B P RA LRy |z = 5221
Ve PhbR-3-30)-3-(1-F 2h-1- | (MHH).
o ‘NH RT3 4 -Fstbm
73 -5-3 )ik
ANy | 1-GsAR-4-3A-Z FA | MS  (apei)
Q._‘ . B)-1--F B TRyt | vz = 542.1
OQ{NH %% -3- 4k )-3-(4- P A | (MtH).
74 l_{NH SBRBERHRTI-EAFR
\ ={ )13 A L -5
OQ‘\/O ‘\N’N\© g)}%
AN A . 1-((35,4R)-4-(3,4-= 3K | MS  (apci)
= ;g)_l-(_z-q?";’-g;jg Lk | m/z = 556.1
oM %9 -3- K )-3-(4- F Ak | (MFHD.
7 H 3T RARFT 3
= )P RA)-1- KA1
o%o \N N@ ng_&gg)%
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[1269]

[1270]

[1271]

[1272]

iﬁ' EH :I:; 151/359 71
EHi%5 &4 2 £h
A0y =\ | I((354R)-4-(34-= A% | MS  (apei)
QQ F)-1-2-F Gk TRk | miz = 586.1
o™ T % 1 3. | (MFH).
76 Yo Q*NH B )B3-G(H22- = F
V' - Ak-1,3- 2 AR B R4
; % LN s
ST PR
P/ AT 34
O | 1-((3SAR)-4-(3,4- = FK | MS  (apei)
C.; . | AR)-1-2- W B TRy | vz = 586.2
o™ T | % 3- | (MHH).
77 v l " KO)B-(B((R)-22- = F
—9 [ 3 -1,3- 2 B R N4
OO N,.N 25%)‘??’@%)-4-‘19}3-1-3{
F- 1w -5 3O M

MRAESL B TS, B D EF G H. JERK AL 50 8 A B Ak & 0 JF Ho A
T 2 P UL A v ) 4R 1l R TIIAL D

=®7
EH%T ) LAk A
AN 1-34-= W & -1-3 | M8 (apci)
N }
K -1H- db ek 5| mis = 4340
NH F)1-3-((38,4R)-1~(2- | (M+H).
78 OE{ R S SV
| VAl Fort -3 -2
Né\
N
A0 N - 3-(3-((35.4R)-1-(2- |MS  {(apci)
T AL TR Ak | miz = 5471
- Bt 3 )R | (MHH),
°X FIEE S T L |
79 : ' NH th“§~~§ff’[3,4-c]"tb”$
Y S(H)- T BT B
N
N0
X -
AN 7\ 1-(3-FF R -4-F K | MS  (apei)
-F -S| miz = 462.3
T B -3-((35,4R)-1-(2- (M+H).
- @0% - L S ST 1
N Hr g3 A I
3' 2
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ETr

AR

TH

81

1-((35.4R)-1-(2-
ALK E
ok, o 3= Bk )-3-(2-
KAk -46- =5 2H-
ok ) - [3,4-¢] v
35

MS  (apei)
miz = 4482
(M+H),

82

1-{((35,4R)-142- %
A EY)LRE
e 17, -3- 2 )-3-(2-
KA -46-— A 20
W - [3,4-c] e o
-3-ER) B

MS  (apci)
m/z = 4642
(M+H).

83

[1273]

1-((35.4R)4-(3,5- =
AR I-1-2-F &
FRIS ST
A)3-G4- = F &
SR A e 5
FOM

MS (apei)
n/z = 470.2
(M+H).

84

1-((38,4R)-4-(3,5- =
BRA1-2-9 4
G yrhorg b -3
A O)32- & &
2,4,5,6-79 ZF 8=
M o [e] ohod -3- 45 )
Bk

MS  (apci)
miz = 4822
(M+H).

85

1-((3S5,4R)-4-(3,5- —
AR 1-2-F A
Ty 97 -3-
B)-3-GB-F A A-1-
A TH-rt 530
s

MS  (apei)
m/z = 484.2
(M+H).

86

1-((35,4R)-4-(3,5- =
AR EO)-1-2-F &
A LAy o ke -3
H)303-F A -1-K
Aol Herberd -5 20O M

MS
miz =
(M+H).

(apei)
456.1
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[1274]

EHET

2

H

87

1-((35.4R)-4-(3 4- =
AREYI-Q-F A
B TR s -3
B )32 R A
2,4.,5,6-T1 558 R
Hi H [e] Homk -3- 2L )
Mk

MS  (apei)
miz = 4822
(M+H),

88

1-((354R)-4-(3,5- =
AR A1 F A
ERIE SIS
AR )-3-(2- F A -4.6-
= &, -2H- "k %8 IF
[3,4-c]sb -3 )

MS  (apei)
vz = 484.2
(M+H),

89

1-((38,4R)-4-(3,5- —
RAL1-Q-F &

ENE SR T

A 3-(2- R A 46
= & -2H-E o
[3,4-c]oHnd-3- 3k

MS  (apei)
m/z = 500.2
(M+H).

90

1-((35,4R)-4-(3,4- =
A1 F R,
PRIE QL =
A )3-2- % A 46-
= A, -2H- vk v JF
[3,4—0]%&@11_3_%)%

MS  (apci)
m/z = 484.1
(M+H).

91

1-((3S,4R)-4-(3,4- =
AR AO)-1-2-F &
AT Ak )bk A -3-
#)-342- K Ak 4.6
= & 2H- R % 5F
[3,4-c]otbrd-3- A )ik

MS  (apci)
m/z = 500.1
(MHH).

92

1-((35.4R)-4-(3.4- =
A E)-1-2-F &
A ARyt AR -3
FEy3-34- = F A
-1-3R AR -1 H-whit -5
AW

MS
miz =
(M+H).

(apci)
470.2
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ET s

24k

A

1-((3S.4R)-4-(3,4- =
BOREO-1-2-F &
E RIS RIS
Fy3-(1-F F-3-
Jk-TH-sHd -5 5O Mk

MS
mz =
(M+H).

(apei)
456.1

94

1-3-(1-32 2 2-F 1
# o2 Ak 1- R A
-1H- o omk 5o
F)-3-((38,4R)-1-(2-
¥ RAA T4 R
HortrddR-3- 2 ik

MS  (apci)
miz = 4782
(M+H).

95

1-((38,4R)-142- ¥
AE LAY KR
P A -3- AR )-34(5-
FAL-2- R A -4.6-=
A -2H- & o
[3.4-c]rhmk 3 2 )k

MS  (apei)
m/z = 480.1
(M+H).

[1275]

96

1-((354R)-1-2- ¥
ALK TR
otk 2 3= A )-3(1-
¥ 3 R 4
FY-1TT- v vk -5 2)
P

MS  (apci)
m/z = 421.]
(M+H).

97

1-((38,4R)-4-(3,4- =
AR FE-1-2-F &
T bk gz -3-
F-3-(1-F k-3t
" 4 3K )-1H- v v
-5- 2k Y

MS (apei)
m/z = 457.1
(M+H).

98

1-((38,4R)-4-(3,5- =
AR )1-2-F &
B TRy B R -3
F)3-(1-F FK 3K
Fe-1Hovrrs -5 ) Wk

MS
njz =
(M+H).

456.1

(apei)
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L6 %M A A4 T
o 1-((38.4R)-4-(3,5-= | MS  (apei)
g Bk £ )1-2-F A | miz = 4620
99 N A Ty g gz 3. | (MAH).
- & " H3-(1-F H-3-08
Nl\\ N Tl e EO L A
"\ L -5
SO 1-((384R)-1-2- ¥ |MS  (apci)
AT 4R AL |z = 4502
R oA R 3| (M),
100 @\ 2’<NH FE)3-G-(TEAET
N? F)-1-3R -1 H-wtk
N -5- 2k )
A
Aoy 1-((384R)-1-(2- ¥ |MS  {apei)
FHh 2 4R K | Mz = 4642
o =<F~m- e % g 3. | (MEH).
101 % ESENCEEE N 8
| \,$ )4 PR KR
[1276] N | H-mbo -5 3Ky
\\Q
\
A0Sy . | H3SARA-(34- = MS  (apei)
AR E)1-02-F & |z = 4701
BHF Ty g 34 | (MEH).
102 " }i%)—3—(1-)— P 3-at
/@IX\ PR - Heihe -5
A N HOMk
PN .| HBSARA(34- = MS  (apci)
Q‘Q BUR K -1-2- P & | miz = 4702
oM F Ry ek bz -3 | (MAH).
103 3y A)3(1-F 5317
! g /T ‘f] XE’Q-IH-D%‘{‘:E-S-
L E)R
ZONS , . 1-((38.4R)4-(3,4- = | MS. (apci)
~/ 4 AR E)-1-2-F & m/z = 4704
o F BT Ak yuh ok 3. | (MEH).
104 " HE)3(1- F 3445
@ ﬂ [ SRS
N Y
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EHl%RT

%4

2

FoH

105

/0\/\F

NH E

o(

1-((35.4R)-4-(3,4- =
AEEN1-2-F &R,
Bz kR yeh g R -3
H3-6-3- F Ak
FH-1-F - 1H-A
w52y

MS
mi/z =
(M+H).

(apei)
486.1

106

1-((38,4R)-4-(3,4- =
RARE)I2-F &
KT Ry R -3
H)-3-(3-(2- F A A
FA-1-F - 140k
-5 2RO

MS  (apci)
m/z = 486.2
(M+H).

107

1-G-(4- F R 2 )-1-
T A 1A bk 5
F3-((35,4R)-1-(2-
P EA LR AR
Foepbet b -3- BNk

MS
mfiz =
{(M+H}).

(apei)
438.2

[1277]

108

1-((38,4R)-1-(2- ¥
PR DA AR R
A S A
HN3-3-(4-F B A
FH)-1-F - 1H-
"Q-S-Z%-)}Iﬁi

MS

(apci)
m/z = 4502
(M+H),

109

1-((38,4R)-1-(2- ¥
AR L4032
Y ARy R k) ukes
ke -3- 2 )-3-(1-F 2
S3- A H Tt -5
N

MS
miz =
(M+H).

(apei)
488.0

110

1-((38,4R)4-(3-  #
F)1-(2-F Ak
7o 3k ) ok 9% 4% 3-
H)3-(1-F AR -3-K
Fh -1 H-wtse -5 2R

MS (apci)
mfz = 438.2
(M+H).
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[1278]

ETT

£ A

¥ i

111

1-((3S,4R)-4-(2,4- =
AR E1-(2-F A
& A ek ek -3
H)3-(1-F B3
- TH-sHeok 5= Y

miz =

MS  (apei)
4559

(M+H).

112

1-((35,4R)-4-(3-  #.
RAE)12-F RA
Ty v b -3
A 304 A K
H)-1-F - TH-rtbv
-5- 50 M

MS (apci)
miz = 456.1
(M+H).

113

1-((38,4R)-4-(3,4- =
BoR £ )12-F &
A O Ay -3-
A 3-0G404- RO
A1 kL H-vdk
535 Mk

MS
m/z =
(M+H).

(apei)
474.1

114

1-((35,4R)-4-(3,4- =
Bk HO-1-(2- 9 &,
AT Hyrg IR -3-
£ )3-303- A K
Hy-1-F He-1H vk
-5-F )Mk

MS (apei)
m/z = 474.1
(M+H).

115

1-((35,4R)-4-(3,4- =
AREII-Q2-F A
AT ARy s I -3
A 3-6-2- AR
- 1-F -1 H-milrd
-5 )W

MS  (apei)
m/z = 474.1
(M+H).

116

1-((35,4R)-4-3-  #
FEN1-(2-F AR
7o Hk ) b s A7 -3-
A o32- * A
2,4,5,6-79 AER S
M 5F [e] it -3 2K)
W

MS
nily =
(M+H).

(apei)
464.2
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BB T

2 #

FA

117

1-(3-(1-52-2-F 4&
72 3 )4 W IR -1
FOk - LH- ok ok 5
# )-3-((38,4R)-1-(2-
TR LK AR
Hhrbrfb-3- 25 )R

MS  {(apei)
m/z = 4923
(M+H),

118

1-((38,4R)-4-(3,4- —
REEYI-Q-FA
A TR b -3-
H)-3-3-(1-# K 2-
TR R 2-K)4-F
ENEE W A
-5-F M

MS  (apei)

m/z = 528.2
(M+H).

119

1-(3-(4- 8K 2)-1-
Bk 1H- ok w5
A )33-((354R)-4-(3,
4- = BR AR )-1-02-
L8 S ST A S
-3-2)

MS (apei)
n/z = 490.0
(M+H).

120

1-((38,4R)-4-(2,5- =
AR E-1-2-F &
&£ T Ry ek -3
K334 A X
-1 B Hevtd
=525 )k

MS  (apei)
m/z = 474.1
(M+H).

121

3 4-:—%1%%) 1 (z-
W EUL T A g b
-3 A MR A )-1-F A
~LH-He -3- ) R
B P

MS  (apci)
m/iz = 514.1
(M+H).

122

1-((3S.4R)-4-(3,4- =
AERE)1-2-F &
JE 7R etk oA -3-
HEy3-(1-2- 1 T
HO)-3- R Lot
-5-HO) Mk

MS (apei)
m/z = 486.1
(M+H).
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Foht

123

1-((384R)-4-(3,4- =
B AEY1-2-F &
BT Rk -3
E)33-G(FRAY
ERWELE S
L Hoot 5 R IR

MS
m/z =
(M+H).

(apei}
500.1

124

1-((38,4R)-4-(3,5- =
R A 1-2-F &
TRk ke 3
EyIG(FRAEY
Hy-4-8 R -1- KA
=1 Herdrd 5 2RI

MS
mig =
(M+H),

(apci)
500.1

1280
[1280] 125

1-((38,4R)-4-(3,4- =
Fo|ARE)1-2-F &
B TRy IR -3
EoO)341- F K
B4 F R R ) R
Ry <5 1)
e

MS
m/z =
(M+H).

(apci)
502.0

126

1-((38,4R)-4-(3 4- =
RO E)1-02-F &
T E s g -3-
E3-(13- = R A
-1 v -5 2 )

MS
miz =
(M),

(apci)
518.1

127

1-((3S,4R)-4-(3 ,4- =
AR R )-1-2-F &
PR QLR S A
)-3-3-3-F £k
A4 K -K
AR 1H-ok 53Rk

MS  (apci)
m/z = 528.1
(M+H).
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L6 %5 M AR TR
~O 1-((35.4R)-4-(4- &, | MS  (apei)
O | s P ok | wz — 464
N Z ) % % 34 | (MFH).
128 o=’ Koy3-2- X XK
Q:(NH 2,4,5,6-79 5L A
“:«N@ B 9 o] ot o324 )
; s
O, 1-(3,4-= ¥ K -1-%% | MS  (apci)
MF B 1H- e vk 5. | mz = 4321
Y #)-3-((35,4R)-4-(4- | (MHH).
129 o AR E)1-2-F &
/zz(N“ PR AT S Y
\N,N\© Ak
. . F 1-((3S94R)'4'(3*4'—: MS (Hpc’l)
i - | RE AP & | miz = 5301
9 BTk Yk es 2 3. | (MEH).
o:-(NH H)3-(3-(4-(2- F &
1 Bt S k)
W
1(38,4R)4-(34- = | MS  (apei)
AR E)-1-(2-F & | Wz = 486.0
4 B ek ek g 3. | (MEH).
131 o™ A )-3-(4- F FAL3-
i L WS W
N7, @1-5-)%)%
N A
PN TGS AR A-(BA-= | MS (apei)
F AEFEN1-02-F & | miz = 486.1
5 R F Ik R )wk s gz -3 | (MAH).
132 @ "Q‘;H EN3-0-(B AT
N Hh )4 k1R
s L5 HO
Y QH
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133

1-((35 AR)-4-(3,4- =
R )1-2-F &
SN ST S AN
H)3-3-2- 4T
Eya-FE--RE
- LH-sitod 52O Bk

MS
m/z =
(M+H).

(apei)
500.1

134

1-((3SAR)-4-(3,4- =
AR AEN1-2-F &
BT etk ek g -3
#R)-3-(3-2- T Ak
LR )A-F k1R
F LTS HO R

MS  (apci)
m/z = 514.1
(M+H).

135

[1282]

14((35.4R)-4-(3 4- =
BRI )1-2-F A
E LIy 0 3
H)-3-3- LA 4
T k-1 - L
w52 )i

MS
m/z =
(M+H),

(apciy
500.1

136

1-3-( % F % &
) 1-F A1 Horth
Fo o
H)-3-((384R)-4-G,
4- = FR AR O-14(2-
P AE LA et b
3-J5 ik

MS
nmz =
(M+H).

(apci)
486.1

137

1-((35,4R)-4-(3,4- —
B )1-2-F &
H T Ay b -3
H)3-(3-(2-F A A
T B )4 AT
Foth-171wtbod 54k

MS  (apei)
m/z = 530.1
(M+H).

138

1-((35,4R)4-(3,5- =
BTy 3
H)-3-3- T A 4-
LB & ) A
w5 2K )ik

MS
m/z =
(M+H).

(apei)
500.1

169



CN 105130967 B iﬁ, EH :FS 162/359 11
Eb1%T LA 2 H FoH
O, ; B 13- LA | MS  (apei)
NQ—@ AT R F A |z = 4641
o NH wibook 5. K 0)-3-1-2- | (MFH).
139 e LTS SUR 3
ﬁ PR SXE 414
v\/o \N,N\©
PN 1-((354R)-4-(3.4- = | M8 (apei)
Q__QF B R )-l-2-F & | miz = 486.]
NHOF Tk kg 3. | (MAH).
2 a0 s £ )3T B -
l=< PR A
P \N’N %_5_5&)%
Ay v 1-3-( . & F A | MS  (apei)
S F | ok o o5 | (M)
141 O‘<NH H 3-((3SARI4-(3,
/2=< A- Z B B )-1-(2-
NE_ 0 NSy LR R SO
" @ 34 %
[1284]  FRAESLAH LI T732: , G4 FERK I AL S 4 B AR A& BRI AL A FF HAT FH & >4 [ bk e
Hh ] AR il 28 R8I AL S 4
[1285] %8
EHI%T $H 2 # T
1-((35,4R)-4-(3,4- | MS (apci) m/z
Ay . ;.%:Lﬁ*z]f’:)%.)-l—(\Z- = 592.1
¥ A L ks | (MAH),
B F -3~ 2 )-3-(3-(4-
(OF T TS
142 ] e PRART AR
- @VO,\Z\:{N p A)-4- 9 H-1-K
. 3 1H- st o 5
[1286] AW
0O 1-((3S4R)-4-(4- | MS (apei) m/z
V\F AR IK)1-2-F | = 468.1
o e PR TR | (MHH).
JNH A MR o
ox( 3-)-3-(3- F A&
1 B P FNE Y
S SVH- vt o 25 3K
0 N"N %
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[1287]

[1288]

EH%T M P Py
AN 1-((3S4R)-4-(3,4- | MS (apci) m/z
‘:/\ . T EARENLQ-| = 518.1
o F | PREZR S | (MEH).
144 °X £, -3- 2 )-3-(3-(2-
l:(“” LKA T
S "\N“N F-R A H
L w525k
1-((38,4R)-4-(3,4- | MS (apci) m/z
/O\/\DQF SRR A2 | = 544.3
~ R AL C A )k | (MFH),
145 o=\ $-3- )-3-(3-(2-
e 5 BHE2-FHEAE
A4 KR

HOJQO’Z_:Y"

. S1H- vt vk 5.
FOWWk

HEE P v 1) ok | - R O AL 50 o

[1289]

[1290]

x9

MRAESEBILE T35, F B L HERK AL 5 0 B A 1 & B AL S 41 HLAE A& =1

EH% 5

& Ak

146

1-((35,4R)-4-(3 4-
=R )12
WA AR ke
I -3-#)-3-(3- T
AR
P -5 2K )

MS  (apc))
m/z = 486.2
(M+H).

147

1-3- T8 3h-4-F
F-1-RK AR -1 H-
e -5-
K )-3-((38,4R)-4-
(4- R R )-1-(2-
TR A bk
F-3-H )k

MS  (apei)
miz = 482.3
(M+H)

148

1-(3- LAk -4-F
B E AL
wdt e
3 )-34((35,4R)-4-
(3- L R AR )-1-(2-
AL T s
k-3- )k

MS (apci)
m/z = 482.3
(M+H)
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ZHRT s 2 4 Ll
| ~F | 14(384R)»-4-3,5- |MS  (apci)
O ) | =REEIILQ iz = 5163
4 N PR Lo | (MR
149 o™ #,-3- 2 )-3-(3-(2-
NH 2R TR )4
Oﬁ AR
w0 sk
[1291] 142- 3% © A |MS (apci)
A0, ; -2,4,5,6- 09 A, BF | m/z = 4883
N ‘J - Agit 2 ) )
_ P R th oo | (MTH)
N F -3-
150 " 5 )-3-((35.4R)-4-
Q\N,N‘ O 129 A A
T Ayt s I -3
SRk
[1292]  sE2H1151
~
™
-~ {&\
[1293] ;{M\%}N:: Y
e
LA
[1294]  1-((3S,4R) —1- - 42k £, 5) —4- A FEbng be-3-J) —3— 2 (LiE-4-4%) -2 .4,

5,6-VYEFA S I [e] b me—3—5) IR

[1295]  JLORA. 42— (e —4-3) -2,4,5, 6- VU AR 3t [l k-3 -1 : 5 21 ARER
IRAEFHRBE (0.4g,3.7mmol , W) A AAT Pharmaceutical) Fl4—jtAEnmg £h g £k (0.53g,
3. Tmmo1) /£ FF B (35mL) T K VA R B T e 125 48 v 3 HLAESO C R it 4 . £ 1 2 b Bk
V775, FHIN NaOH (20mL) ¥ B 5% A P13 H HIDCM (3 X 25mL) EHX o FH k7K e i A I 1A Bl
Y, FIMg S04 18, it 8 I H ik 4 , 19 B 2 A% A AR =, HEBHT F— 2% MS
(apci)m/z=201.2 M+H) .

[1296]  JDERB. fil & 1- ((3S,4R) —1- -4 4 ) —4-JR R g be-3-J&) —3— (2 (ke -
4-35) -2,4,5,6-PUEIR K S I [l b k-3 ) IR : 7E0°C R [y 2—- (ke -4-3%) -2,4,5,6-14
SR AR I el —3-% (43mg, 0. 21mmo 1) ZEDCM (2mL) 1 (¥ IR &) ¥ INDTEA
(0.075mL,0.43mmol) , B — IR PEA I =D (25mg, 0. 086mmo1) o {8 sz N4 F- il 42 PR B
& IF B2/ o LBRIAFEE (0. 5mL) (MR A (5 A 3- @l -2- (kg -4-3%) -2,
4,5,6-PUE IR 43 [eImEme (12. 1mg, 0. 0535mmol) ) 3 HAK T H (3S,4R) —1- (2-FR 48 J
) —4-JR ML BE-3 - X (2,2, 2- =F LR E) (il 44D, 20mg , 0. 0446mmo 1) FIN-Z, FE-N-
SRHEF-2- & (38.8uL,0. 223mmo 1) ZbFE  HiF: 304 B , w1k s AH 1572 15 % 2250 % 2.

172



EH :Fg 165/359 1T

i /K B B 5 R 0, 1 2 0 € 1 R 10 AL P4 (g, 25% 7°5%)
MS (apcilE & F)m/z=447.2 (\M+H) .

[1297]  ARIELHIL5 1K 7732, FIE 2 AL 8 ARRL e d A\ P 91 H I & PRI & P B4R
Hil DI AR & R 10L&

CN 105130967 B 'IH,

[1298]

[1299]

%10

EH%S

& Ak

A

152

1-((38,4R)-4-(3,4-
ZRFRE)-1(2-F
Fk L yeb iR
-3 #0)-3-(1- F A&
S3-(5-F Howhe2-
F)-1TH-wnk -5- 38 )
Wi

MS  (apci)
miz = 472.0
(M+H).

153

1-((3S,4R)-4-(3,4-
ZRERK)12-F
A4 st
-3-)-3-(14-=F
F3-(5-F Hhotb %
2 FR )1 H-vtt e -5
Mk

MS  (apei)
m/z = 486,1
(M+),

154

5-(3-((3S,4R)-4-(3,
4- = BR H)-1-(2-
LN S)0 S
J-3- MR- 1-3K
- 1H-vth v 4
% B8

MS  (apci)
m/z = 514.1
(M+H).
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[1300]

[1301]

[1302]

[1303]

EH %5 24 s —-—
Aoy - 1-((3S,4R)-4-(3,4- | MS (apci)
Q_QF ZRFE)-LQ-F (miz = 4581
155 o™ fk TR yHs % | (MHH),
155 :%H b rlossit
Nf(z( (2R TH-
( / \N,N\, Vbh“ﬁ-s_gg)%
N
MeO\,/\N 1-((3S,4R)-4-(3,4- | MS e
%JH | F f 2 ytkes b | (MAH).
156 ol AT
Ph - A 4R R
f< — -1 H-wtlod -5 -2 ik
~g =N
MeO\/\N 1-((3S,4R)-4-(3,4- | MS s
QQF ZRAE)I2-F |z = 5001
-;NH F A G sk | (MHH),
157 o=k -3-3)-3-3-T A
P -1 K 4R K
f< — -1 H-wtlod -5 -2 ik
eo” N
L1158

o .
ARG ATN

O~

N
5-\::‘53\;,& L
o M

\;‘”'\' v.w{: ' e
¥ % MR
L NH

1-((3S,4R) -1 - (- FF % J& £ J) —4-FRFLMEng fe-3—J) —3- (2-28H5E-2,4,5,6- V45

ML I (3, 4—c T MEmE-3—4) fix — FhIR &k

[1304]

[1305]

FH4AN HCI1H) M EE AW (2.0mL,0.017mmol) b 33— (3— ((3S,4R) —1- Q-F4A 2
B —4-JRFLRE R -3 Jk) IR L) —2- TR -4, 6- A MENE IF [3, 4—cntk -5 (2H) - g4 T g
(5451 79) F B AP BT PR B 3043 o 1ok 8 B 45 21 1 K (& 3 WUF H A E t20 P [ 44
153 B AR L AR 19 724 (6. 4mg, T4% 77 28) MS (apei) m/z=447.1 OHH) o

SEA159
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[1306] \./{{ N

¥R
Ky

S

?ﬁs

[1307]  1- (5Bt —2- 8 H-2,4,5,6- VY AMEME IF [3, 4—c ] HEME-3-Jk) —3- ((3S,4R) ~1-

Q-FHEAE L) 4R g e -3-50) ik

[1308]  [f]1- ((3S,4R) —1- 2-F &I 2. FL) —4-F=FLml g fe—3-35) -3- (2-2K%-2,4,5,6-10
S IF [3, 4—c ] mE e —3-3) ik — EhEg £k (52451158, 2.0mg, 0.0039mmo 1) FIDIEA (0.0067mL,
0.039mmo1) /£ ZJiF (1.0mL, 19mmo1) HH KIFER AR N 2% (0.0011mL,0.019mmo1) , A5 E AN
HATU (2.9mg,0.0077mmo 1) o fEPRIEIR B T B Ht 1 /N i, it Al vk HO %6 &
10 % MeOH/DCM ¥t i R B2 A4 S SV A5, 43 2174 (0. Tmg, 37 % 7= Z2) MS (apci)m/z=
489.2 (M+H) o

[1309]  s46]160

3
e \Mw-"""\-?(§ m‘m

% 5
AH F
[1310] !
0N K
e R
- Wt
p e

[1311]1  1-((3S,4R) ~4- (3, 4-—FAH) -1 - C-FHAE L) Mg p-3-45) -3- U- FRAEH
B -3 (PG 3E) -1 -FR - 11H-mt e —5-4%) fig

[1312]1  FH4N HC1/ —FEkE (5mL) ZbFE1- ((3S,4R) —4- (3,4- ) -1- Q-FAH &)
ML br-3-J) —3— (2-IR k-4, 6- & -2H-Wemg 3 [3, 4-c Tt -3—J) fix (8241190, 250mg,
0.517mmo 1) 7EDCM (20mL) H ()& W W4 22 -1 )5 ik FH N NaOHAIDCM A4y Be AT 5% AR 1045 AL
R BB, SR JE i i AR A R s T2 % A4 % Me OH/DCMIE iR Sk 44k, , #5331 74 (29mg
11%772) MS (apci)m/z=516.2 (M+H) o

[1313]  szfif161

,.wO\ AN SR
h N o 03 \(\ﬁ"‘*‘
e g

o m{w ¥

[1314] R
S
.““{\3““~

i
ST ,.»‘{‘7%
, N
'ﬁngw O v}}
3
Q

[1315]  4-(5-(3-((3S,4R) —4- (3,4— ~FIKHL) —1- Q-F &Ik 2. 3L) Mg ke -3-3L) fixdk) -
1—FF J— 1 H-T e —3— L) 25 FF i
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[1316]  4E0°CFH4- (5— (38— ((3S,4R) —4- (3,4- K H) —1- Q- E L ZH) kg fr-3-
He) IRIE) —1-FF JE -1 H- e —3-J%) R FF R B IS (8461121, 79mg , 0. 15mmo1) ZETHF (4. 0mL,
0.15mmol) FMeOH (2. 0mL , 49mmo 1) 5 (1134 s INL10H (MK &) (0.15mL,0.31mmol) ofF
PRI 2T B e S S ) HL B ML 1 OH EL 31 B HPLC A3 A W i 3] 58 4 64k (Z92°K) - A 2M
HC1 (1mL) ERAL S5 , 7K (10mL) # B 54, FIDCM (20mL) ZEEX , 2K J5 110 %MeOH/DCM (3 X
10mL) ZEHL . HEh7K (25mL) Pk & FH A NLAH, FIMgSO. T4 , ik 38 3F Hik 4, 152 2 A A [H
AR =4 (TOmg , 91 % P2 2E) JMS (apci) m/z=500.1 M+H) .
[1317] 5245162

Mﬁ\f'\:w\‘ S .

i{w""""
[1318] o
_ f’*‘s
H“‘M‘\;{;"\\w’
&

[1319]  4-(5- (3—((3S,4R) —4- (3, 4-—F AHE) —1- Q- H % Jk £, ) mkng e —3—J%) g k) —
1-F - L - -3 -3 K ki

[1320]  [j4-(5-(3-((3S,4R) —4- (3, 4- g RHE) —1- (2-F 4 L 2 ) men be-3-2%) Jix
) —1 - F -1 H-np e —3—35) JR R R (SE41161, 12mg,0.024mmo 1) ZEDMF (0. 5mL , 0. 024mmol)
rb PR VA W R AR R IIN= R S bk (0.0079mL,0.072mmo1) NHz (0. 5M B LE A7) (0.096mL,
0.048mmo 1) FTHATU (10mg,0.026mmo1) o 7EH I JE N i FE S SR A i o Ham ik e A AE
BV 5% 250 % LiF /7K Be ok 284, 13 BIAR AL G4 (5. 1mg, 43 % 7 28) oMS (apci) m/z
=499.1 (HH) .

[1321]1  szf163

[1322] N

[1323]  4-(5-(3—((3S,4R) —4- (3,45 RHL) —1— Q-F Ak £ JL) b be-3-J) fiRIL) —
1= HR J— L H-nL -3 -Ji) —N-Ff 3 2% P i

[1324]  R4EsEH 1629 BT IR R Tk, FIF % (M THRYA ) B AANHa K fill %% oMS (apci) m/z =
513.1 (M) .

[1325]  szf5)164

176



CN 105130967 B iﬁ. EH :Fg 169/359 7L

I.«Q\‘f"‘a o ::::X'
3 5 j ™
AR W
IS ¥
@g»{““
[1326] NH
7=
= CORIR N
| "‘?g \N
Mo

[1327]  4-(5-(3—((3S,4R) —4- (3, 4-—F L) —1- - H % Jk £, ) kg pe—-3—J%) g k) —
1 —H - 1 H-fE e —3— ) —N, N—— 1 OR F i i

[1328]  MEHELHI1625 Bk i 773%, FH = FF ik (M THEYE ) £ AQNHs ke i) % MS (apei) m/z
=5527.1 () .

[1329] 5241165

[1330] @*\/
,‘fﬁngjﬁiw

ﬁo\w’g\i\%}j
[1331]  1-((3S,4R) —4- (3, 4-—FAH) -1- C-FH L L) s b -3-5) -3-3-U- &
SRR D) ORR) 1R - TH-IE e 50 iR
[1332]  £E0°CNoa R m4- (5-(3- ((3S,4R) —4- (3,4~ FARHL) —1- Q- 24 FL) ks ke -
3-J) MR AE) -1 - FF -1 H-np e -3 %) DR FF i R S (S5 491121 520mg, 0. 039mmo 1) 7ETHF (2mL,
0.081mmol) H HY B VFR A IME W QAOMAEF KPR -THFE ) (0.078mL,
0.078mmo1) «7E0°C N HitFE R SIVE AP 1/INS 5 S8 J5 I8 I W8 N 3ul. Ho0FH3uL 1M NaOHZK VAV »
BB INOUL Ho09% K o 7E PR B IR E N B H VR A 0 4/Ne) , SR JE il il B A ik g 28k 98, FHTHE
(2mL) P, FF HL 4 Rl (A [ 4 o i 3 e A i v, 5 % 3250 % 208 /K el ke aliAb [ 44
B EIFREL A (10mg,53% 7= #) MS (apci)m/z=486.1 M+H) .
[1333] 52166

AN iﬁ\:}ﬂ__é "}““%)«__?

[1334] "

&

el
FA
- S A

P N
S

[1335]  1-((3S,4R) —4- (3,4 FIKH) —1 - (2-FF AL £ JE) Mg e -3—H) —3— (1 -7 Jk—3-
(4= (R LTS AL) FR3L) —1 H-HE -5 fik

[1336]  JDERA: il g | -FF -3 (4— (R ARZE) FRIE) — I H-b e -5k S it FRY IR A - R 4 S 491
LD BRA, - 53— (4- (AR AS) ZR3E) —1H-MEMe-5-fi (P [aAP121) B AR3-RUT -1~
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R A1 H-AH =5l e il 2%, A3 217 M0 MS (apei) m/z=340.0 (HH) .

[1337]  JDIRB: il 8 1 - 23— (4— (R M AL) DR L) — 1 H-p e —5— B G 2 B R ORI < 70
CRFENT-F 33— (- (FRRIE) Z83E) —1H-mE e -5 & L R 2R EE (110mg,0.324mmo 1) /£
DCM (5mL, 0.295mmo 1) H [ ¥ 3 — YR PE IS IIMCPBA (FEH20170% 275 %) (72.6mg,
0.295mmo ) . & ¥F I N YR & W0 FH I 22 SR B 5 B2 9F H e fE 2/, 3 HAR G 3 i 53— 3 4
MCPBA (72.6mg,0.295mmo 1) o /EFR IR it H5/INeF I, FHDCM (25mL) 5 B VR A4 HL A i
FHINaHCOs 7K AR (2 X 10mL) Ff FiNasS20s7K R (3 X 10mL) HEisk « HMgSOs A HLZ , 1L 38
HAEES TS, 52 (101mg,92. 3% 72 2) JMS (apci)m/z=2372.0 (M+H) .

[1338]  JDIEC: il £ 1- ((3S,4R) —4- (3,4- g AR IE) —1- Q-F I 2 I) ML i -3-3%) -3-
(1-FF 33— (4- (B BER L) 2R 38) — I H-ME e —5-38) iR AR i s2 i 1 i 5 8B, A1 -F -3
(4 (FF ST I ) DR J) — | H-iE Pt —5 - 2 i FFY IR R B 5 AR 3— BT 8- 1 — 2R | H- -5 &
A BRI B SIS FIAL &8 A2 B AL &9 K il £ MS (apci) m/z=534.1 (M+
H .

[1339]  sz5167

PO & N N N

2

NH F

[1340] Q““ﬂ;ﬁ
="
o

[1341]  1-((3S,4R) —4- (3, 4- g dh) -1 - Q- SR 4 HL) MEng be-3-J8) -3- 4-#-3-F
FE-1 - -1 H-nE e -5 -J5) ik

[1342]  JDERA: il 2 3—FF Jk -1 - S — L H- ik M — 5 J ok P IR AR I « R 40 <491 1 A0 BRARY
%, F3-H B —1-OR B - T H-ME PR =5l B AR 30U T i — 1 o - L H-k -5 - flee e ] 4% , 43 2117
W1 MS (apci)m/z=294.1 M+H) .

[1343]  JDIEB. | 25 4-9 —3—FF -1 - IR - | H-it e -5k ik FR PR ORI < fE A B IR 2 T 1)
3= F = 1 -8 — L H- P -5 2 F R IR (20mg, 0. 0682mmo 1) £E 2 Ji (0. 5mL) H1 )& VR
W BN IS TR IR (Selectfluor) (26.6mg,0.0750mmo 1) F H i 4 S W iR APt 74 . 18
o S HHAT L, 5 % %265 % LI /K Bl ok B4 S SR G4, 15 31 2 B A AR E
AR =) (12.4mg , 58.4% 7= 3) JMS (apei)m/z=2312.0 M+H) .

[1344]  JDIRC: £ 1- ((3S,4R) —4- (3,4~ FAR ) —1- Q-F AL L HL) Mg b -3-28) -3
(4-F -3 -1 R - T H-ME e -5 %) Jilk - MR 48 S 9] L AP BRBIW 7V, 4R -3-F B -1-7%
1T H-Nbt i —5 5 S 5 FR R ORI 5 3BT 2 — 1 2R B — 1 H-Mpp ha -5 U i FR R ORI 9 HL A
B PRI A B AT BRI B WK 424 MS (apci)m/z=474.1 M+H) .

[1345]  sf4168
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[1346]

(13471 1-((3S,4R) —4- (3,4- FIEHL) —1- Q- L 255 mEng b -3-F%) -3- U-F|-1-F
Fe-3- TR -1 H-nE -5 5) iR

[1348]  ffi i 5526167 M A I RE S, A 1-FF 3 -3 R B - L H-h e —5 - B AR 3 - FF B -1-2K
Fe—TH-ME e 5 SR 1 44 JMS (apci) m/z=474.1 (M+H) o

[1349]  sz46[169

[1350] ,
”Ni‘f
"\c & ‘u*f

£

[1351]1  1-((3S,4R) -4- (3, 4—#‘%%%) —1- Q-5 4 L) Mg b -3-3%) -3- 4-#—1,3-
TR TH-E 53 IR

[1352] {3 5 Sefol 16 TAH R PRI FR T, FL, 3— —— RS~ 1 H-Tp M —5— e 5 43— FF k-1 - R -
1 H-HH s —5—fie 3k 1l £ o MS (apci) m/z=536.1 M+H) .

[1353] 5261170

N
e L

1‘4%,;{

[1354] S

[1355]  4-(5—(3— <<3S 4R) —4- (3, 4- R IE) —1- Q- AR 2 ) IEn e -3 J) fiRIL) -
1-FR - 1 H-fE -3 R g 2R A B 2L 1

[1356]  JLHRA: 54— (53— ((3S,4R) —4- (3,4 “HIKIL) —1- Q- HIL 2L FL) g he-3-
) IR —1-FF -1 H-TE e -3 08) SR R4 . 700°C T 114~ (5- (3— ((3S,4R) —4- (3,4~ HK
5 —1- -F Ak O F8) ML e -3 ) JIRE) —1—FF B -1 H-np k-3 1) O H R FR s (S 41121 5
158mg,0.308mmo1) 7£ THF (4mL,0. 308mmo 1) A1MeOH (2. 00mL ,49 . 4mmo 1) H (K 7 W HH ¥ ML 10H
(MK ) (0.308mL,0.615mmol) o Jz VR A W) TR 2 PR 518 2 IF HLAFEA8/NET o 8 75
—H A LiOH (T01L,0. 49 &) FF H HHHE R BB S MAR N SUR A Wik 46 2 T HLAE
e =R T EEHT F—2 9 MS (apci)m/z=500.1 M+H) .
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[1357]  JLUEB. 44— (5- (3— ((3S,4R) —4— (3,4- —FIEIL) —1- Q- AL F) g he-3-
5 BRAL) —1-FF R 1H-nE e —3—J) R iR 2-FR A L 2B s (Al 4- (B— (3- ((3S,4R) —4- (3,4-—
FAIE) —1— (- JE 2 5L Mg br-3—J%) MR Ak) —1-FF k- 1 H-mik e —3—Ji) Ok FF IR (15mg
0.030mmo1) ZEDMF (0.5mL,0.030mmo 1) 11174V 1 s IIDIEA (0. 016mL,0 . 089mmo 1) F12-F 48,
HBE (9.0mg,0.12mmo1) , 565 8 INHATU (17mg, 0. 045mmo) o /EM S E T i FE R N VR A
Wit # , AR Je il i e AR 2 5 % 2265 % 4 /K B i ok B4 AL, 15 3] 2 A By keR
[ AR T 7= 4 (1. 8mg, 11 % 7= ) JMS (apci)m/z=558.0 (M+H) »

[1358]  sfgil171

&
NI N

[1359] & O

O M
)‘“‘*«\«%N & ;
o

[1360]  1-((3S,4R) —4-(3,4- AR —1- Q- HIL L) Mg be-3-38) -3-6,5- "%
H—2-Jx -4, 6- S -2H-MEWy 3 [3, 4—c] ML M -3—55) IR

(13611 DURA: il % 2- R4, 6- S -2H-WE Wy I [3, 4—c] MEMe—3 & « {444 DY SME Wy -
3-FJiE (1.00g,7.86mmol) FIZEEEhER £h (1.25¢,8.65mmol) 7E44%FEtOH (40mL, 7. 86mmo1) 1
(1) B IR R 27N o R 4B VR A 0 I EL AN NaOHZK VAV (40mL) 32 BERR 24 o it 1t e 42
[ 44, 457 FHO . IN- NaOHZK AV /K I e i, IR S AE L8 v 0, 49 31 8 13 C [ 4R 1) 7
W) (1.62g,95% 77 2) MS (apci)m/z=218.1,

[1362]  JDERB. il % 2- 4 Hk -4, 6— S —20-WEWy I [3, 4—c] ke —3—JL S L A IR ORI - 7 30
B N m2-oKk -4, 6- A —20-BEWy 3 [3, 4—c] it -3-f% (500mg, 2. 30mmo 1) FEEtOAc
(10.0mL, 2. 30mmo1) H ) = 7 78 JINaOH (2. 30mL , 2M7K V¥ , 4 . 60mmo 1) , 1255 328 ¥ Jin
AR RN (0.40mL,3.22mmo 1) o FEFE2/N] i, FRESINGU R FR 2R EE (0. 14mL) o k4R HE5 4>
B, IE HAR G AN 5 — 34> S B2 26 S (0.081mL) 3F H B IR & P16 /N5 o FEtOACH: B
RNIRA Y H 4B %A . KRN ER 7K (%-25mL) BEIE& A HIAH , ZNasS0« -1 , 3 3 3F H k4 .
I SO AE gL, 5 % 2270% L /KB R 4040 iR W 15 31 2 (A i 401K (83 % 4
) 174 (0. 508,64 % 77 28) MS (apci)m/z=2338.1,

[1363]  AIRC: #% (5,5- M -2-TKHE—4 ,6- S -2H-MEWy I [3, 4—c ] nik M —3—Jk) 5 &
B R RIS - E0°C R (Al 28 34, 6— & —2H-MEWy I [3, 4—c ] Atk e —3— J5k 5 ik PP 1 % i
(100mg, 0. 29mmo1) 7EDCM (5mL) 1 ) FLAR A W H 8 IMMCPBA (170mg, 70% 275 % K E &4,
0.74mmol) o IR AW M 255 IF HLAE PR IR B T B4k 10481, 2R f5 FHDCM (20mL) %5 B Jf:
HAK P H A AINaHCO3 (3 X 10mL) < 14 FINa2S203 (2 X 10mL) Fl#E7K (10mL) ik - ZNaoSOs T84
BUZ I+ H k4 , 15 2 2R IR =2 (10Tmg , 98 % 7= %) , H AR 28 2l Ak B {45 F . MS
(apci)m/z=371.4,

[1364]  DIRD: % 1 - ((3S,4R) 4= (3,4~ ~FAAL) —1- Q-FEIE 2 ) MEg ke—3-45) -3-
(5,5- A —2- TR -4 6- S —2H-MEWY I [3, 4—c ]k mk—3-38) g : 4] (3S,4R) —4- (3,5-—
TR —1- (- A R 2 ) ML B -3 =R AR #h (1l 44 E 3 60mg , 0. 12mmo 1) A1 (5, 5- %
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fb-2-5 34, 6- S -2H-1EW; FE [3, 4—c ] ik -3-38) Z L F IR 755 (50.3mg,0. 14mmo]) 7E
JE7KDMA (2mL) H VAW R ZR INDIEA (97uL,0.56mmo 1) o 78 FREEIE i T IR S0 15/ F 48
S B S MR A4 B T A FINHACT (20mL) 5 Et0Ac (10mL) Z JA] o FHEtOAC (2 X 10mL) 2 UK 2
FH AR (5 10mL) FIEE7K (10mL) Bk & H A HIAE , S8 5 ZENa2S0a T8 3 Hk 4 . it —
AACHERE (S, FI2 % MeOH/ DOMPE A Sk 20 A0 A0 7= 4 » 159 31 2 ¥ 5 (i AR 19 74 (33mg
50% 77 2£) MS (apci)m/z=532.1.

[1365]  s£4[172

A .
SO0

NN

366l o O
h Ny N
{}‘.ﬂ" ;M»w

TR 3
\

[1367]  1-(5,5- —%4k—2-2E -4 ,6- S —2H-8EWy 3F [3, 4—c] ik mE—3-3) -3- ((3S,4R) -
1- Q-FF A 2 3h) —4-FR g fe-3-35) Ik

[1368] 4B T2 717, 7E 2 BDH H (3S,4R) —1- -F 4 R 2 %) -4tk g
fe-3-fg b B £k (145 D) B X (3S,4R) —4- (3,5- “H AL —1- -F A I 25 Mg e-3-
i = IR £ (il 45 E) Sl & MS (apci) m/z=496.0 (M+H) o

[1369]  szf6[173

[1371]  1-((3S,4R) —4-(3,5- 5 ARHE) —1- Q- 2 FL) Mg be-3-38) -3- (5, 5- %
-2k FE—4, 6- S —2H-MEWy 3f [3,4-c] ke —3-J%) fix

[1372] {3 52017 LAHE IR, FH (3S,4R) —4— (3,5- R —1- Q-F 4 2 5 it
WS ke -3 =M L IR £ (4 E) B AR (3S,4R) —4- (3,4~ “HIEHL) —1- Q-HF &L 2 3L) g
i3 (il & F) SHe il % oMS (apci) m/z="532.0 OHH) o

[1373]  s2f5)174
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-
{
0,
1374 fR S
[ ] “:sf\x*} AP T R
S t Nenid $F
Ny =
i ¥
2R\
e

[1375]  1-((3S,4R) —4- 3,4~ R —1- Q-FH A 25 Mg ki -3-3%) -3- - 5E-3-
(2— (RS IE) 246 38) —1 IR FE -1 H-AE e —5-F8) ik
[1376]  DERA: i & 4-FF H-3- - (PIAL) L5 L) -1 R -1 H-ME e -5 B U iR Ox
B MR TS24 17 1 BB AR I 7325, FlA-F 35 -3- (- (AR 3E) 25855 -1 28— 10t
e —5-fig (A 4ARP206) F AR 22K —4,6- A —2H-EWY I [3, 4—c ] ik -3 -1 >k fill % o MS
(apci)m/z=2384.0 M+H) .
(13771 JDUEB. il %4 -3- (2 (F BB L) £ %008 —1- RS- I H-ME e 5L 2R R IR
SRS : FTHE (10mL) AbFEA-F 33— (2 (AR IE) 56 5E) — 1 2K L H-L -5 (3 Y iR 7%
fi5 (0.217g,0.566mmo1) - HAHI 220 °C 1% 3-FUd S K F i (MCPBA) 5 THF (4mL) ¥4 VLS N
B PBRE Y R UM R R A YR B AR T I B2/ . FEt0ACAb3E
MR, FNazS20s FIZK ¥ K, FHEtOAc AL , FINaHCOs FER 7K B , Mg S04t 1, ik 3+ H.
FERE S HIRAR Gl AR B VR A TS B B, 13 37 (0.207g,88.0% 77
#) MS (apci)m/z=416.0 M+H)
[1378]  BIRC: % 1- ((3S,4R) 4= (3,4~ —FAIL) —1- Q-FHIE L IE) Mg ke—3-F5) -3
(4-F H-3- (- (F LR EE L) 2 530) —1-ZR - 1H-NE e —5-3%) ik : 7£0°C R a1 ZEDCM (5mL) H
(%) (3S,4R) ~4- (3,4~ FAHL) —1- - A I 2.5L) MLk ke -3 (il % F ; 50mg , 0. 15mmo 1) H
IS INA-F 3 -3- (2— (FF AT R L) 2 4 E) — 1 -2 — L H -1k e —5— 5 5 5k P 1R K i (63mg
0.15mmo1) , ¥ U INTEA (0.064mL ,0.46mmo 1) VAT 1S B VR & W) R 2 3 5 IF A
P FE LT/INB) AR 5 FHECOAC AL B e 2R -5, AR AINHACT | L FINaHCOs F11 7K e 34% » Mg S04
TFIgE, k98, Weda , I Hoamd A AR A A8k B 3% Me OH/DOM¥BE it R 4t At , 15 21 2 1 ¢4 il 44
IREIVR =W (4Tmg , 53 % 72 3) JMS (apci)m/z=578.0 M+H) »
[1379]1  s2f175

‘,{}\VA&‘# sy

AW F

\ir

[1380] ,,.»»\} i}%{

‘“"“ DM

[1381]  1-((3S,4R) —4- (3,4- /AR HE) —1- Q-FHIE LI ek fe-3-55) -3- (4- R H
) -1 -8B -1 H-E M -5-55) IR

[1382]  7E0°C . No R []5- (3— ((3S,4R) —4- (3,4- @A) —1- Q- I 2 5L) Mg fe-3-
F) WRFL) —1-FRFE - 1H-ME e —4—FF R 2, B (824911545 55mg, 0. 11mmo 1) 7ETHF (2mL) H ) ¥ 9%
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A INEAL SR (IMAE R 28 R () X -THRE VR , 0. 21mL, 0. 21mmo1) - 7E0°C R #ii 4 [ N1 .5
NI L ARG E R R IR R SR 3N L 3 K S IH20 (0.008mL) 1M NaOHZK & ¥R
(0.008mL) FTH20 (0.024mL) ¥ K 2 . o 7E IR B 15 E N FRE 2/ 5, 338 S B VR A%, FITHE
(2mL) #h¥e , 3 HAE B 25 vh ik s o a4 AU TLC (0. 5mmiR) , A 10 % MeOH/DCME i >k 44k F1
7, 53 2B A EE AR ) Bmg, 11% 77 3) MS (apei)m/z=472.0 (M+H) .
[1383] 5241|176
“\{}‘.s‘““"’“}ﬁ g\

3 . 3

RS P
[1384] ' }:‘:-O )
MY, e

e ;ﬁ*\/ G

g”&x@b&ﬁ*’ QoM

A

[1385]  1-((3S,4R) —4- (3,4- k) —1- -F S £ F8) mEng be—3-J%) —3- (3- (R) -2,
- AR NS 4 -1 IR - T H-I -5 ) fiiR

[1386]  [a]1-((3S,4R) —4- (3,4- @ KAL) —1- Q- &AL 2 38) mEng ke -3-J%) -3- (3-
(((9) -2, 2= -1, 3- U R -4 J) FRAUAE) —4-F -1 - - TH-mE k-5 J%) ik (SE
#176:65.0mg,0.111mmol) ZETHF (2mL) o VAW TP 7R INIM HCL/K VAW (2mL) o ZEFR IR R
e S RLIR S 755 B, I HAR JE W4 LA 25 B THE o FHH20 (2mL) #8  AR ZK I WO B 2M
NaOHAL 2 £ pH=10. FINaC1 2b 2 fr 13 2| () FLIRIE & W) 21 A 5F H FHEt0AC (2X) K H. &
MgSOs 1 & HIAALZE I , I Halid 78 1K) Celite® 1S D8 o 45 BE M A 4 i e th e 52, H
Et20%ci IF HAE S 18, 13 21 2 A A BRI PR B A4 (53mg , 88% 7 2) oMS (apci)
m/z=546.1 (\M+H) .

(13871  s2f177

[1388] Feo

W}*f g oH
g\’j}m& OO
[1389]  1-((3S,4R) —4-(3,4- A IE) —1- Q- AL 2 I mEng fe-3-J45) -3- (3-((S) -2,
3- RHRAESL) 4B -1 IR H-nh -5 ) iR
[1390] R4S TS 1 76 BTk A2 /7, BH1- ((3S,4R) —4- (3,4- 5K -1- C-HE K 4
B Mg fE-3-3E) —3- (3- (((R) -2, 2- —H -1, 3- A 8 BRI R—4-38) FI 4 3k) —4-F Jk-1-2K
JE—1H-nHE e —5-55) i (824177550 . Omg, 0. 0854mmo 1) 3 il 4 , 13- 31 2 1 £2 [E 44 IR 1 b Bk &
1) (38mg,82% = %) MS (apci) m/z=546.2 (H+H)
[1391]  s2178
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113921 L o/ B New o
e \3?‘\, 3§s~\; &H @ F "
N\x HCH
4

[1393]  1-((3S,4R) —4- (3,4-—FEIE) —1- Q-4 2. 38) ML fie -3-35) -3- (3- -2 2
LA SR —A-F -1 2R - H-nh e —5—0) R LR 2k

[1394]  {EIRIGEIEJE T M AEDCM (2mL) FH I 1- (3 (2 (BUT 2 AR A L) A28 —4-
B -1 2R - T H-HE e —5-3E) -3 ((3S,4R) —4- (3,4- HIKIL) —1- Q-F & FL 25 mEng k-
3—3E) iR (il 4 U—1;46mg,0.073mmo 1) ¥ AN2N HC1 (22mL.,0.44mmol) o« EHE1/NEF o , FE B 2%
W e I BV A Pt BB 2000 e, 9 B £ HCT #0724 (45mg, 100% 72 2K) LMS (apci)
m/z=>516.1 (M+H) .

[1395]  sE2H41179

PRSP N e m\

. % FF
% x
i ¥
e
[1396] =
M HO
oM 3“*{
PN {;aﬂ\> 3‘@-\{’\\
LA

(13971 1-((35,4R) ~4- (3, 4= HL) —1 - Q- 4k £, ) LM% Jre—3—HE) —3- (3- ((S) ~2-
Pk AR —4- P -1 IR - LH M -5 ) iR < IR A

[1398]  ZEFREEIE R [H £EDCM (2mL) 1K) 1- (3— ((S) —2— GRLUT 3k — B Rk b A 0E) T4
) —4-F -1 OR - TH-ME e -5-J) —-3- ((3S,4R) —4- (3, 4- @ AL —1- Q-FH L HL)
ML e -3 —3) ik (il 2 U-2533mg, 0. 051mmo 1) F1 ¥ IN2N HC1 (0. 15mL,0.31mmo1) o F5+F 1 /N
J& A5 B IR AR I NLTR A W 9T HLIE t20 035, 43 21 72 HCL £ (29mg, 100 % 77 28) oMS
(apci)m/z=530.3 M+H) .

[13991  s24/180

k-

o %

[1400] b {‘*’*»
oy g
oo } &

[1401]  1-((3R,4S) -4-$3-1- Q-FHEIL L IL) -4-TKFLNEIE e -3-Fk) -3- -k H-2,4,
5,6-VYEFF R I [e] mb e —3—J5) ik

[1402]  JDERA: il & (3R, 4R) —3-F ZUE -4 F2 FENE g e -1 - BB T IR fER BRI W 2R
G IR R -3 RN [3.1.0] O b —3-F R AU T B (15.42g,83.256mmo1) &L
(1S,28) - () - [1,2-F T bE =2 FE-N N’ =X (3, 6- U T F KAL) 14 (I11) (1.181g,
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1.665mmol) Fl& %k = F FEAEST (12.79mL,91.58mmo1) 187N}« FiMeOH (100mL) FIK2CO3
(13.81g,99.90mmo1) £b ¥ BT 15 21| (1) I £0 K (VR A W0 HAE PR IR JE T bk I N5 /N
WL Celite®HaL JEE R, W4 I BB VA AT Et0Ac (100mL) F17K (50mL) HH . 43 15 4% )2 5
H HEtOAcFHUK JZ « I FINaHCOs 7K IV « 7K A #h 7K B i A FE A AL AR U, Mg S04+ 18
FE H ks , 13 2R E iRy i A AR 8%, 20 % Et0Ac/ T e ¥ I SR 4 A4 R
Y, 8RR AL A (ee=93%,3.99g,102% 77 Z8) MS (apci)m/z=129.0 M+H-Boc) .

[1403]  AIRB. i % (3R, 4R) —4-F F LML Ht—3-FE EhER &8 - % (3R, 4R) —3-B W A4
MR ke —1—FF B AT BS (9. 0g,39mmo 1) FIAN HC1 () — M43 (15mL,59mmo1) & 3£ 7£ DCM
(30mL) H FF HAEPAEE IR BT i FE 1 8/NK o 7 B 25 il 4 e A , 45 21 2 1 4 PR I A Ak
AW (6.5g,100% 77 2) MS (apci)m/z=129.0 OHH) .

[1404]  JDERC: il % (3R, 4R) —4-S 51— Q- S 450 Mg fe-3-1 - 4% (3R, 4R) -4-&
BRI S5 —3-FE Eh B8 2k (6.52,39.5mmol) 1-1R-2-F 48 3E 2. 4% (6.59g,47 . 4mmo1) FIDIEA
(13.8mL,79.0mmol) A I 7E10mL DMFH JF H 7EBA 53R JE T Fi FF 18/ o A8 IIMP-TsOH
(39.5g,158mmo1) Ff H k%7 R M) L/INSF, 398 5 H DO T - 18 57N NHs ¥ Me OHIA
YR (113mL, 790mmo 1) FDCM (113mL) — {4235 1 /N A i B s i o o 98 e A7) 9 H. FDCMsE
B NG Wi & FF B DR, 43 AR AL B4 (7.09g,96.4% 77 Z8) MS (apci)m/z=187.0 M
+H) .

[1405]  DIED. £ (3R, 4R) —4-% 0k -1- Q-F 5L £ %) Mg Fi—3-F% % (3R, 4R) -4-B A
Fe-1- Q-4 20 mEng 4w -3-8% (3.0g,16. lmmo1) 5510%Pd/C (1.71g,1.61mmol) & 37
40mL MeOH® 3 HAE40psi Ho N AEMH/RYRG & PR35 ) S =K o idid Celite® it i€ s N4
IF B4, 43 2] 2R ORI AR B 54 (2.53g,98.0% 77 2) MS (apci)m/z=161.1 M+
H .

[1406]  DIRE. i £ (3R, 4R) —-4-FKk-1- Q-FF 4L £ ) Mg e -3 L 2L IR AT B - 4%
(3R, 4R) —4-F H-1- Q- H I 2 &) g bi-3-F% (2.50g,15.6mmo1) \Boc20 (4.09¢g,
18.7mmo1) FIPS-DMAP (0.191g,1.56mmo1) & 3 £E50mL DCMrh 3f H7F R ESIE J¥ R %% 18/
I o 338 S N, e 4 FF H B I — AL R A R 0 5 % 2220 % EtOAc/ & B e i Sk 2lidk. , 13
PIFRBL AW (3.17g,78.0% 7= 2) MS (apci)m/z=261.0 M+H) .

[1407]  JDIRF. % R) -1- Q-F AL L) 4R g e -3-R A F U B Ko —
Bs (33.510L,0.3841mmol) £E5mL DCMHAH FRIVA YA £ 22 -78°C I HIZ W ¥ IDMSO (54 52uL,
0.7683mmo 1) o ¥ Fk & SN 154 Bh I FLZW I N (3R, 4R) —4—-F 0k -1- Q- 4k 2 0k) nib g
Ft—-3- I L AT B (50mg, 0. 1921mmo) 7E2mL DOMA VAR « F0 VR I BN A)ZE 1 /NIy FHit
F-40°C, I HARRAHNE-T8C. BB M=% (267.7uL,1.921mmo1) , I H R VF S M4
21N FHER 2 0°C L S8 5 KK I H H 2. (40mL) 2L Mg S04 A HLE , ik 983 B
Wedi , 5 BFAR L A1) (32mg ,65% 7 28) WMS (apci) m/z=259.0 M+H) .

[1408]  DIRG: il % (3R, 4S) ~4-F2J—1- Q-FF 4k £ Jk) —4 TR Rk g e —3— i 2 ik FP IR RL
THER: K (R) -1- (- A B 0 —4 -4 AR ML g be -3 - IR AU T BiR (17 . Omg,
0.0658mmo 1) YA f# T THF (2mL) 3 HASE VA HI 2 -78°C o I s I LR T kA M
(395uL,0.197mmol) F HAE-78°C N+t s S LN 3 HLAR fa so v HL 48 L/ FHIE 2 3R 53
T A S BN EEK (LomL) R 3 H U O BEAE X T 5 A ML U, W46 5 H.
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T A TR 0% 2250 % Z i /K k4, 15 2| 2 5 (3R, 4R) —4-FHE-1- -4
B2, 3) —A-FRFEMENE B -3 LR A P IRBUT BR 204 : UR AW AR 8L 54 (8.5mg,38%
PEE2) MS (apei)m/z=337.1 (M+1) .
[1409]  JDIRH: il & (3S,4R) ~4-Z -1 Q- I 4 FL) -3- IR L g fe -3 -fig — Eh g 2h .
] >k B 2P BRGI 774 (7. 0mg , 0. 0208mmo 1) 70 . 1mL 57 TR i v (4 Y4070 HH ¥ ITHC L) e TR BV A
(29 7ul,0.208mmol)  7EPREZIE B T ik S RIR AW U, SRR R4, 2 B2 5 (3R, 4R) -
4~ H1- Q-FHEIE L) 3R EEMEE b -3-BF bR 204 UR AW b AL 5
(6.5mg, 101 % = %) MS (apci)m/z=237.1 M+H) .
[1410]  JDURT: il % 1- ((3R,4S) -4-FH-1- Q-FHE L) 4R HMeg e -3-55) -3- -
RH-2,4,5,6-VUEIF K St L] b re—3-30) IR - 1ok B 2 BRU 724 (6. 5mg,0.021mmo1)
FADTEA (110L,0.063mmo1) & 3 4E0.5mL DCMA I HA HI20°C . i n2-53-2,4,5,6-VUE
PRI A5 FF Lo Tntbnae —3— B U FF BR R B (7. 4mg, 0. 023mmo 1) FF H A Vi I LA 42 1 /Ny FH
Z IR R4 S N I B SO AR RS 0 % 3260 % U E /K B SR 44 , 43 B AR
BAL A (3.8mg, 39% P2 H) MS (apci)m/z=462.2 OHH) o
[1411]  sz4181

9,
2y
.

[1412]
H & “’Z

[1413]  1-((3R,49) ~4-F—1- Q-FH A LI -4 h-3-48) -3- 2-FKH-2,4,5,
6V S i I [e] meme—3—%E) fig

[1414]  J&1- ((3R,4S) ~4-F2E-1- Q-F HIE 4 IE) —4-FRH-MEK Ig—3-3) —-3- 2K k-2,
4,5,6-PUEI L J0 I [cmtme-3-45) Ik 51- ((3R,4R) —4-F8d-1- Q- HFE L H) -4-K
SEMENE BE-3-3) —3- (2-2K3-2,4,5,6- DU IR I [l mkme-3-3%) IR Z12: R AW
(5.0mg,0.011mmol) (WISEH177HERI iR IR1T) ¥ ## T-DCM (2mL) o 3 HiR H 2 -78°C . i
JNDAST (1. 7mg,0.011mmo1) Ff H V8 S S GE1% H FHIEL 28 A B3R 3 A o FMeOHE K & L
Wi I Hamt SOMIMPLCZE AL , 193 2 51— (3R, 4R) ~4-F—1- @-F Ik 2 F5) —4-Z8 Lt g
Fe-3-3) —3- (2-285-2,4,5, 6- VYA I 4 I [eTmb g -3-45) JRZ01 : IR A W W br it
AW (2.6mg,40% 7= 2) o AN BS TR MS (apci) m/z=464.1 (M+H) .

[1415] 525182

OO \_f}"{i \

9
=
My

A
a2

(14171 1= a4 0 -1- 0- R 208 4 0) bk fe-3—) -3- 0-%85E-2,4,5,6-

[1416]

\2

P
i

g
A‘:"7
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PUEIRR —J JF [e] mbme-3-3) fig

[1418]  JDIRA: il % R U-3-2K -4 (3— (- HE-2,4,5, 6- IS K M JF [c ] L -3
5 IR L) b bE—1-FF BT B - () -3 - - A ORI e 1 - FR ERRUT B (i) AA 2,
40mg,0.15mmo1) 7EDMA (0. 5mL,0. 15mmo 1) H VAR P s in2- 2845 -2 4,5, 6-TUE IR K — 4
I Lol mpme—3— L L IR ORI (SE9I38 20 B%C;58mg, 0. 18mmo) , 25 AEUKIE HH A E1 D IEA
(0.080mL,0.46mmol) AN ZE KBV -G, 8 5 R VF HoAHE 2 P 55l 1 A - il ad A A
il yd, 5% £75% LI/ K ok B4k [ MR A9, 19 3 2 A B AARCIR G 7= 4
(30mg, 41 % 77 ) MS (apci)m/z=488.0 (HH) «

(14191  JGIRB: & 1- Q-F5H-2,4,5,6-PUAIR R I IF [T e -3-38) -3- Ul -4
SEMENE -3 J) iR £h R £ - FHAN HCL I —RE e i AR 38 e s0-3- R e —4- (3- (- JE-2,4,
5,6-DUE IR M I [c] nb i —3—3) MR ) mEms Je—1-FF BR AU T EE (30mg, 0. 062mmol) J HAE
IRETIR T B 15/, S8 J5 78 1285 4 9F HAEE 200 i B , 13 2174 (20mg , 83 % 7
Z) MS (apci)m/z=2388.1 (M+H) ,

[1420]  JDERC: il & 1- R A-4-I8E-1- - (G P HIE) 438 g ke-3-48) -3- 2%
3:-2,4,5,6-VUEI K JF [e] MEme-3-35) R : 1) 1 - (2-2K2E-2,4,5, 6- DU A FF M It
[clutpms—3-J) -3 (g X -4-ZR LML fie -3-58) BREL IR £ (16mg, 0. 038mmo1) FIDMF (0. 5mL)
VAW TP R IIN- 2, 3 -N-S2 A R -2-F% (211L,0. L lmmo 1) fl1-{-2- (Z& FHE L) 245
(8.7mg,0.045mmo 1) J HAEFREGIRJE T B k3 /T, SR 5 INFAE40°C , FF 4215/ o i 3 s A
R, 5% 275% L5 /7K Bk Bizaith R BIR A4, 15 B PR 8L A4 (10mg , 50 %
FEE) MS (apci)m/z=499.9 (M+H) .

[1421] 524183

R

[1422] =~ O

§ MH
S 4
N‘\\«

[1423]  1- (xa-1- - (R EREL) 2H%) —4-FRFEME g ke -3-4%) —3- -8 %-2,4,5,6- 14
PRI 9 Le] ni e —3-3) Jix

[1424]  dnfeEsefilig82edr, fl Q-& 43 (B Mk B AR -2- (CR P AER) o hekiil
% A5 B B ARG 721 (2. 6mg, 24% 77 28) JMS (apei) m/z=462.1 (M+H) o

[1425]  szf6)184

[1426] Mo 7
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[1427]  1-((3S,4R) —1-((S) —2- RS L 5E) 4R BLnb g be—3-0) -3- (27K J-2,4,5,6-
VORI M 5 [l nbme—3—J) iR

[1428]  JDIRA: (S) 2-HARENEF RIS % (S 2-FHEN-1-8 451mg,5.00mmo1)
FIDIEA (1.74mL,10.0mmo1) 7E T4 CH2Clo (4mL) VARV 21220 °C 3 HL £ 24 5 7 nMsC 1
(0.406mL,5.25mmo 1) i FEIR A3/ INe] , BA (0] VR G- 90 B PR IR IR & VA HI R H0 L 1 A0
NaHCOs 3t ¥4 VR & ¥ H &Na2S04 T4 o i i A 78 1 Celite®ad 38 B2 v v HLik4a , 15 21
B0k G ORIR I B U ) (821mg ,98% 77 28) o 'H NMR (CDC1s) 84.22 (m, 1H) ,4.13 (m,1H) ,
3.63 (m,1H) ,3.40(s,3H) ,3.06 (s,3H) ,1.20 (d,]=6.4Hz,3H) »

[1429]  DIEB: (3S,4R) —1-((S) —2—F S Sk A Jk) —4—JR JEnEng e —3 — L i FR BT R = 1
(3S,4R) —4-IRFE NI e -3 JR I F AU T B (P] 1 W3R 45 , 262mg , 1. 00mmo 1) FIDTEA (348w
L,2.00mmol) fEDMF (2.0mL) " (V& 3 s I (S) —2— FF 4 2 TR 2 9 et JiR B (252mg
1.50mmol) - 7E60°C T iNF s N4 21 /N - HLEF N (S) —2—FR 4 2 7R 2 FR A R 15 (84 . Omg) o
7E60°C N INFA S NIR A H) 2/IN0] , ¥ E0 2 PRI IR B2 FF HLs N 22 H20 (8mL) H . FHEt0AC (3X) %
BURA I H A AINaCT (2X) Pk & FF 59 2B IF H Mg S04 T8 . 1 1 S1022E , FIEt0Ac:
J58 S sk 8 I8 ) VA B o YR A VT 45 B B 9 e C R ROIR IV R A AL A4 (462mg 5 138 % 7
), HEZEAT NP8 MS (apci)m/z=2335.1 M+H) .

[1430]  PIRC: (3S,4R) —1-((S) —2-H RS A L) —4-—JR LML Ge—3-flk — Eh iR &« 1l #f (38,
AR) —1- ((S) —2—-FR AU TR ) — 4R R RTE g e —3 - 2 i FF R U T R AEE tOAe (10mL) HH VA R
HHER NAM HCT R RS (10.0mL,40. Ommo1) o FEIREEIE B N P bk I MVR A 437N 9 HL
F76 HIMTBE (50mL) 5 WC A2 BT 15 B DTTE ) » FIMTBEWE I HLAE B v )8, 13 21 2R 14
9 £ [ AR B B AL S (276mg , 90 % 72 28) JMS (apei) m/z=235.1 (M+H) o

[1431]  JDERD: 1- ((3S,4R) —1- ((S) —2—FF S P Jk) —4— R R ng e —3—J) —3— 2R k-2,
4,5, 6- VYA IF I I [eI ik —3—5) ik : (1] (3S,4R) —1- ((S) —2—-FH A FE TR L) —4 2R L i
fi-3-k — EhR Eh (56. 2mg, 0. 240mmo 1) £EF-1FEDMF (0. 8mL) H1 (VA s JIDIEA (139uL,
0.796mmo1) JF HAEFREEIR [T T B PR A 70553 5F I N2 -2k 3 -2,4 .5, 6- VU &R [ 0 It
[T Wbt na—3—Jk 2 ik FF PR ORI (52483820 RE 75 1mg , 0. 200mmo 1) Ff HL7E PR B 2 F i HR R
A4/ IR A INEH20 (BmL) T 3 H FEt0Ac (3X) ZEEL . A IM NaOH (2X) H20A11 Al
NaCl ¥ A I 1 ZEEUY » FAMgSO4 BRI, ok 8 I EL7E B8 ik 4 o i — A A b (a0
FHEtOACBE I e 2i Ak 5% 2 W0 » 453 21 2 IR 1 A [ A4 R 1) bR AL &4 (31mg , 34 % 7= #E) JMS
(apci)m/z=460.1 M+H) .

[1432] 525185

%{H\

b

AR
3
SN

3 N
[1433] K;J o {»{
N \5’“':»23»; o

W & \5}

- S
g\r

[1434]1  1-((3,4-AR) —4-KF-1-(4,4,4-=F T 3) Mg ke-3-3) -3- 2-ZF-2,4,5,
6P IA S I Ll mb e —3-3%) Ik
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[1435]  fpfEsefl182r, FA-IR-1,1,1-=5 | He B 1-1R-2- ERF AL Sk ki,
1230 2 [ E AR P2 (10mg , 57 % 72 28) JMS (apei) m/z=498.2 (M+H) .
[1436] 5241|186

[1438]  1-((3S,4R) —1- (BUEFE) —4- (3,4- —F R Mg f—3-Jk) —3- (2-K -2 4,5,
6—- VY E IR S I [e] mEme—3—J5) Ik
[1439]  BHRA: 4 (3S,4R) —1- UL F L) —4- (3,4- HFORHL) Mg k-3 Z 3 B R AL
J Bl (3S,4R) —4- (3, 4- IR ) MERE Ke—3—Jk U B AU T BiE (100 0mg, 0. 3352mmoll ,
EVJQACS Scientific) FTEA (51.39uL,0.3687mmol) ££THF (1.5mL) H [ VAV H 2R s in2—
R NE (25.68uL,0.3687Tmmol) o« FEIRIGIR FE T HiFE PR/ IS 5 5 ik Y8 s BLVR A P Hodk 4 o 8
J\_giﬂjﬁﬂl‘f@m/ﬂé,@33AEtOAc/EJm/ﬁ‘ﬁﬂEﬁﬂ@@%*ﬂ%Dﬁ,T%@UEE@.%«UKE@#%
(98mg , 87 % 77 Z) MS (apciE & F)m/z=2338.0 M+H) .
[1440]  SBIEB. 42— ((3S,4R) —3-% Hh-4- (3, 4- “FIEH) Mg k- 1-55) 2 B Sk . 7
PRERIE FE R HtdE (3S,4R) —1— (U 3E) —4- (3, 4- FIKIE) MEg b -3 —Jk G 0k IR L T IR
(20mg,0.059mmo 1) ZEHC] (150uL,0.59mmo]l , 4N k%) dr (VRS 1555, SR JG 76 25 ik
4, FHOBRE B HAE S B2 T T8, 1593 2 A & B ARRP 7= (16mg,99 % 7= 2) JMS (apci
EEF)m/z=238.0 M+H) .
[1441]  JDIRC: #il £ 1- ((3S,4R) —1- (FUEF ) -4- 3,4- H R Mg fe-3-4) -3- (2-
oRHE-2,4,5,6-PUEIR R I Lol i ik —3—J5%) IR « FE PRI A R 12— ((3S,4R) —3-& -4
(3,4- " FARHL) HEng b —1-38) Z IE SRR £h (16mg,0.058mmol) F12-7K3E-2,4,5,6-TUE IR K
W [eJnpk mek -3 J A Y R ORI (19mg, 0. 058mmo 1) 7EDMA (0. 5mL) HH ¥ P63 VA Vi HH &
S JMDIEA (0.041mL,0.23mmol) o ¥ /NS i, de it SR A B i , 6% 2255 % G /7K Bk
Itk B AL [ RIVR A1, 19 21 2 A A 4RI =4 (18mg, 65 % 7= 28) MS (apci IE &) m/
2=463.0 (\M+H) .
[1442]  sef187

(.J\{iiA
L
f‘*‘* !*i::]
[1443] 5’5
N "y
A 4*“[; }

{} Nf"\\,}wgw’ N

[1444]  1-((3S,4R) —1- (BIEF ) —4- (3, 4- ) Mg ke -3-38) -3- (3- Q-F4HE R 2
S —4-FF -1 R -1 H- -5 -) i
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[1445]  {EIREEIE R M 2- ((3S,4R) -3 H-4- (3,4- HIER) Mg km-1-3L) 2% thig
£h (524118620 BB, 10mg ,0.037mmo 1) 13— (2—-F 48 3 2. 3) —4-F JE-1- R - 1H-IE e -5
AL ZERES (13mg,0.037mmo 1) ZEDMA (1801L,0.037mmol) H7 {1 V& 15 VA VK T 38 6 s
DIEA (321L,0. 18mmol) o4 e BAAHE T (L1435 I E £960°C, R G- H 2 58 81 A
PREE2043 B o I S AHAT (i, FHB % 5266 % 21/ 7K e i ok EL e aiiqh e SR A, 15 51 2
A B AR =4 (12mg,64% 72 2) oMS (apcilE & F)m/z=>511.1 M+H) .

[1446] 52451188

O

{“i%

[1448] 1= ((3,4-/x3) —1— (Gl F 3) —4-FRFLnbng e —3—H) -3— (0—AI-2 4,5, 6- P15

R I [e] mEme—3—J) fix

[1449]  JDIRA: il 28 (3,4- R X)) —1- (FUEF ) —4- Rt ng be -3 J U IR AU T IR : )
(3, 4= 70 -4 Bt ng be -3 FL 2 5 BT I (206.0mg, 0. 7852mmo 1 , fil] % A) FITEA
(120.4uL,0.8637mmo1) 7£THF (3mL) 91 (I H B s N2 £ Ji (60. 16uL,0.8637mmol) .

FER B B T oA % e, ik 98 s NTR A A) 9F ELk 4, 13- 21 2 A A 4CIRI 7= 4 (230mg ,
97% ;=) JMS (apcilE B FI)m/z=302.1 M) o

[1450]  EEB. il % 2- ((3,4- /x50 —3-2 H -4 TR FERL I -1 - ) LR IR & - AE AR
FER iR (3,4- ) —1- (FUHE F AR) —4- R b g e -3 - 2 L FF IR U T IR (230mg ,
0.763mmo1) AHC1 (47701L,19. 1mmol , ANHELT) HITR A2/, SR 5 £ B 25 ik 4d , H 2
Tk b P ELAE i S T T, 15 2 2 R s AU [ AR ) 7 4 (180mg , 99 % 77 28) MS (apei IE &
F)m/z=202.1 \M+H)

[1451]  JDERC: il 1- ((3,4- k) —1- (UL R BE) —4- R Rk ng b -3-J8) -3- -8 JE-2,
4,5, 6-PUSIF I I el b —3—J%) iR « FERR IR FE R 11 2- (3, 4- e 2) —3-& k-4 Jk
ML e —1-28) 2, Eh R 2k (33mg, 0. 14mmo 1) FI2-2K -2, 4,5, 6-VU S IR K — 4 I [c] nk e~
3—JL G L B R 25 S (40mg, 0. 13mmo) £EDMA (6301L) t () P 75 VAR T2 ¥R INDTEA (110uL,
0.63mmo 1) o fEFREGIR S T Ht A f5 , 03 AR (i 5 % 2255 % 2 /K e ik L2
stk [ RV A, 153 8 A G E IR K 724 (45mg, 84 % 72 Z8) JMS (apci IE B F) m/z=427. 1
(M+H) o

[1452]  s246]189

[1453] e
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[1454]  1-((3S,4R) —1- (FIHEF L) 4RI S5 -3-3) -3- 2-%H-2,4,5,6-VIEIHIK
I [elmbme-3-2) ik

[1455]  BBRA: 4 (3S,4R) —1 - (L FL) 4R FLMEng b —3-FL I B R U T li5 - 14 (3S,
4R) —4—K TG bE -3 - L IS AU T R (535mg, 2. 04mmol , Y ACS Scientific) MITEA
(313uL,2.24mmo1) 7ETHF (8mL) HH FRIE R HH BT U8 IN2—IR I (15611, 2. 24mmo) - fEFAEE
FET AP T, 98 e BTR A ) HLAE B TRk 4 i A AR A A, HI50%
it/EtOAcT i R ALY B, 15 21 & B A AR B 724 (510mg , 83 % 7 Z8) JMS (apci IE &
Fm/z=302.0 M+H) .

[1456]  IRB. i % 2— ((3S,4R) —3—Z -4 EEME MG e —1 - 58) LG ShmR & . AE M ERIR T T
P (3S,4R) —1- (FUAE L) —4-JRFRNE g e -3 2 0 AU T B (490mg , 1. 63mmo 1) FHHCT
(20mL , 80mmo 1 , AN &%) [FJVR A Wp2/ NN o 45 25 vl 4 S N, FH C BRI BE 5 BLAE R 1
AR A5 B T (] 44 o LOMS R I [T 44 D LA T P R0 291 2 2bE ZRIKVR A - 2- ((3S,
4R) —3-FFE-A-RFEMEE St - 1-38) 2 g Eh R Eh 52— ((3S,4R) —3-Z& Fh—4- K LML e -1-8)
LB Z R MS (apci BB F) m/z 73 #124202. 181220 1 (M+H) o AR IR S A &
H— AR BT T — 28R

[1457]  JDERC: 51— ((3S,4R) —1 - (FUEF L) —4- IR e —3-48) -3- Q-8 H-2,4,5,
6— VY S0 I M JF [e ] ke —3—J8) ik : ZE PRI R, (Al ok B A2 BRBIHL ™ 4 (39mg ,
0.16mmo1) 7EDMA (4201L,0. 13mmo1) H [ IH AW HH IS In2— R4k -2,4, 5, 6- VU A IR 1 M JF
[cnpme—3-JE 2 I FF R 2K S (40mg, 0. 13mmo1) , 236 ¥R IIDIEA (110uL,0.63mmo1) F H.#i ¥
RNV 18/ o I AR (i, FH5 % 254 % 2 /7K ke B 44 S SRS
23 & A AR AR B2 (11mg, 21 % 77 28) MS (apciIEE ) m/z=427.1 M+H) .

[1458]  sZ46]190

N
i
M
e’wi\ X
g T Py
[1459] R
O i
Cy
Fam vl S
\,./ "{\

[1460]1  2- ((3R,4S) -3-ZK -4 (3- - H-2,4,5,6-PUAFF T )& I [c] ke —3-45) g

B Mg k145 ZFi

[1461]  FEIREEH N 112k B Se 1890 BRBIY & 47 2- (3S,4R) —3-Z Hh—4- IR JLmp g b -1

) G Eh R £ KL ) (39mg 5 0. 16mmo 1) 7EDMA (4201L, 0. 13mmo 1) H (1) ¥ 5 ¥ W R i N

2-7KF-2,4,5,6-VYEIR N 4 I [c] mbme—3-Jk 5 3t H B 25 i (40mg, 0. 13mmol) , B2 N

DIEA (110uL,0.63mmol) , 3 H ¥+t S SITR G418/ NI o i i e AR 132 , FI5 % %254 % &
/KB Sk BB A AL I BTR A, 43 B 2 A E ORI AR B2 4 (20mg , 36 % 77 2K) JMS

(apcilE B F)m/z=445.1 (W) o

[1462]  s245]191
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23

X
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[1463] \M '\y‘mj\
\N R ‘}%\P_
o
[1464]  1-((3S,4R) —4- (3, 4- g dh) —1- Q#2025 Mg fe-3—4%) -3- (3,4-— 1 k-
1= 1 H-E Pk —-5-3) iR
[1465]  BPRA: il & (3S,4R) —4- (3, 4- g IR L) —1 - Q-FFHE £ B ML IR fii -3 R 2l L T R
BT BE ¥ (3S,4R) —4- (3, 4- F A L) MUK St -3 R 2 2= H IR AUT B (ACS Scientific,
410mg,1.37mmol) \2—¥R Z.F% (180mg, 1.44mmo1) FIDIEA (533mg,4.12mmo1) & FJF4E 1lmL. DMFHH
FF BAER IR BT P72/ o Jl I S A B, FHO0 % 2250 % ZIE /7K e i ok B2 4di4k
NIREY), 133 br AL 54 (290mg ,61.6% 72 3) MS (apci)m/z=2343.0 M+H)
[1466]  DIEB: il % 2- ((3S,4R) -3~ 41— (3,4- FIEIL) MEAg fi—1-38) ZEEEh iR £ %
(3S,4R) —4- (3,4~ R —1- Q- F L F) g e -3- R Z L F BT i (230mg ,
0.672mmo1) 5 &S THEE VAW (480uL,3. 36mmol) & 3, 3 HZEFREEIE R Hitdks /M.
Wedm N, 15 BB AL A4 (166mg, 102% 722K) MS (apci)m/z=243.0 M+H) .
[1467]  JBHRC. il #41- ((3S,4R) —-4- (3,4- " F IR HE) —1- Q-FHL 2, FE) mE g fe-3-JL) —3-
(3,4- I B 1O AL I H-Mt M —5—J%) fiik : % 2— ((3S,4R) —3-Z -4 (3, 4- /AR AL) MLIE
YE-1-HL) 2 EhER £k (160mg,0.574mmol) 3, 4— - FF -1 - Jh— 1 H-nth e —5— L G L FP i O
fig (168mg,0.547mmo1) 5DIEA (286uL,1.64mmo1) & F£E0.5mL. DMFH I HAE PR EE IR 2 4k
FEL/ANES o 38 S AHAE V2, FHO %6 2250 % £ /7K Bl Rk B AAL ) N » 13 B br @i Ak &
¥ (127mg,51.0% 77 Z) MS (apci) m/z=456.0 OHH) o
[1468] 52192

S
Av\,-F‘g

N

%

“
profaach

M/

[1469] Q 2 ;“

N
M> N \%« w;
t

& 3

[1470]  1- (X)) -1-(3,3,4,4,4-Fi g T ) 4L be-3-35) -3- @-JK3#-2,4,5,
6 VY S IF I I I [e] bt -3-35) fix

(14711 41— Q-288-2,4,5,6-PU A M FF [cImbme-3-F8) -3- (k) -4- 2R Fenitng
BE-3-2) Ik (S£11825 98B, 8.0mg,0.021mmo1) +1,1,1,2,2-FL 94~ T 4 (5. 7mg,
0.021mmo1) 5DIEA (3.61L,0.021mmol) A FFAE0. ImL DMFH I HLAE60C N4 HE2/ N o e ik
SRS, FHO0% 2265 % 2./ /K e ik B 4tk e B , 19 BIAR AL A4 (3. 2mg ,29%
FEER) MS (apci)m/z=534.1 M+H) .
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[1472] 52451193

[1473] QX_ }*‘ﬁ* v ‘,
s

[1474]  1- (x50 —1-Z FE-4-JRFLnp g b -3-J%) -3- (228 HE-2 4,5, 6- VU R M JF
[c] Mk me—3-3E) fix

[1475] g 1- Q-2x3E-2,4,5,6- VY SR M I el mpme—-3—J%) —3- (e x0) —4-2R Ltk
fr—3—55) IR (5241825 558, 5. 0mg, 0.012mmo1) B Z.%% (1. 3mg,0.012mmol) 5DIEA (4. 1uL,
0.024mmo 1) A 3760 ImL. DMFH I HAE PR BEIRE R i dk4/Nat ol sop AT ik, 0% &
65% g /K BE Ik B A N, 159 BIFR AL A4 (4. 3mg , 88% 7= 22) JMS (apci)m/z=
416.1 (M) o

[1476] 524194

w'sz'
f{
i

'?
P
[1477] % e‘“*\%%* \<§i
\I :}«. 5 ol
O

[1478]  1- (O3 -4-TKHE-1-(2,2,2- =] L) MEg He-3-3%) -3- (2-7KH-2,4,5,6-/4
SR I [l mp e -3-38) ik

[1479]  SBERA. 14 () —4- K HE-1- (2,2, 2- =2 3) Mg k-3 E R P AT 1S
W e aR- 4R FE L e - 3L AL B R AU T I (1.00g,3.81mmol) « = i FR2,2,2-=H L
FiE (1.06g,4.57mmol) 5DIEA (1.48g,11.4mmol) & -7 2mL. DMFR 3 H AE SR B N ek
JINB o 3 3k s A A R, FHO % 2275 % 2L / KB Sk BB AlAL S L 43 B AR AL A 1)
(1.192,90.7% 77 Z) JMS (apci)m/z=345.0 (M+H) .

[1480]  SBIRB. 4 () —4-2EE-1- (2,2, 2- =5 250 Mg fe -3 b e ik 0 (=) -
4-RHE-1-(2,2,2- =5/ L H8) MEng Je—3 - 2 i R AU T 6 (1. 19g,3.46mmo1) S5 HC1 (BN 5+
PIBEV L, 1. 48mL, 10 . 4mmo 1) A I HAEPR 53 N S5 /N o W 4 I SNA) , 49 21 bk Ak
A (0.85g,101 % 7= Z) MS (apci)m/z=245.0 (M+H) .

[1481]  BIRC: Hil#1- (U —4-FFH-1- (2,2, 2-=F L F) Mg e-3-3%) -3- Q- k-
2,4,5,6-PYEF R M FF [l M —3-3) IR o (X)) —4-283E-1- (2,2, 2- =5 &) it
f-3- MR B Eh (10.0mg,0.0356mmol) \2-2K -2 4,5, 6-PUE I M IF [c]ipme—3—JL 57
RS (9.48mg,0.0297mmol) 5DIEA (15.5uL,0.0891mmol) & H£7E0. 2mL. DMFH 3 H.7E
IESE ST HEFE /NG o xS A A (B, FH0% 2275 % 25 /K e ok BB 24k [ i)
2RI bR LAY (11 .5mg,82.5% 77 2) oMS (apci)m/z=470.0 (M+H) .
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[1482]  s41195
£Fy

(
-

G
[1483] \?ﬁ% }«r«a AN

et
e

[1484]  1-(3,4- -1 1H-mEmME-5-30) —3- () 4-KH-1-2,2,2-=FL

3) W bE-3-3i) iR

[1485] AT s 1947 Bk i 751k, A0 BRCH A3, 4- R - 1 - 2R - T H-IE -5 -
H R R B AR 2Ok -2 4,5, 6 - DY A IR 47 [ I itk i —3 -k 2 25 R R A i ke o] 4% o

*&*ﬁﬁém&,ﬁﬁw F70% 25 /M08 Wik 2k ¥ 57, 15 2R S5 4 (6. 5mg , 48 % 7

#) MS (apci)m/z=458.1 (M+H)

[1486] 525196

‘R

{,}M

[1487] \a w\wN%w-i““\z

Q

[1488] 1-(3- Q-FHEIELHAIL 4-F - 1R -1H- MM —5-J) -3- () 4K H-1-
(2,2, 2-=FLHE) ML fe—3—F5) JIR

(14891  Jmack iS5l 194 v Brak i 7532, AR D BRCH 3 - (- A L AL —4-F 2 -1-2%
F— I H-E e -5 L G 3 B R R G 5 A2 -2 4,5, 6-TU &R TR 4 JF [T mbme—3-J s Ak
PR 182 2 I o 1) 4% o a8 3t SRR (30, 0 % 2270 % 21 /Ha0%5 i Sk 254k W 5, 459 31 b AL,
AW (9. 3mg,61% 77 Z) MS (apci)m/z=518.1 OHH) »

[1490]  s2]197

‘*,i Pt
[1491] %x\wg;w )

[1492]  1-(Ux ) -4-FE-1-(2,2,2-=FLHE) MErg fe-3-3%) -3- (2-2K % -2,4,5,6-14
SRR IR [k me—3-35) iR

[1493]  Jixk ansi ] 19420 BRA-CHh BT (K9 75 75, 7E P BRA i (3S, 4R) —4-2RK JEME g -3
FEAFEF AT B (W EACS Scientific, H 35 :3-1005) &AL -4 IR FEME K fE—3- 2
A B ORUT R il 2% o i b SORH A LV, FHO % 3260 % 2 /H20%8 i R Atk s 24 7= 1),
BRFREALEY) (7. 2mg,52% 72 Z2) MS (apci)m/z=470.0 M+H) .

[1494]  5245]198
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[1496]  1-(3,4- " HF -1 IR FE-1H-AE M -5—3E) —3- ((3S,4R) -4-FFH-1-(2,2,2-=F

) Nk ke —3—4) ik

[1497] T s 197 Bk i 512 AP RO H 3, 4- R R -1 O - T H-Mp e -5
R A28 -2,4,5,6-PYE -5 I [e] mbme—3 - 0 i FY I ORI e i) &% o

Tbﬁﬁﬁz@wa %, 0% 2260 % £ /H085 I e 44 ¥ i, 15 2hr Ak &4 (10 Omg , BRIE 1%

(K172 22 :67.5%) oMS (apci) m/z=458.0 (M+H) o

[1498]  sf6]199

OF;

Moy
¢
[1499] }Jx‘w \A ;\
O

[1500] |- (3— (2-F4 it 2, 4 ) —4—FF -1 — 2R B — L H-ME e —5— %) —3— ((3S, 4R) —4— i -
1-(2,2,2- =5 L55) g f5e-3-5) IR

[1501]  Jak anse 197 vh Bridk i 7732, F3- -F B A ) —4-FF -1 - 2R - 1 H-mp mae —
H—A I R R B B A2 2K -2, 4,5, 6 - VUSRI )i I [ ] bl e —3 5 I FR i 2 i R A
%o BT AR, 0% 70 % 25 /Ha 0%k I ke 24k 1 5, 15 B bk B4k &4 (8. 9mg,
53% =) MS (apci)m/z=518.1 M+H) .

[1502] 524200

SRy

[1504]  1-((3S,4R) —4- (3-FKIL) -1- (2,2, 2-=F L F%) MK ke—3—3L) —3- (- IE-2 4,
5,6-VYEFF L I I [e] mb e —3—J) ik

[1505]  JE ik ansi ol 1940 A CHh BT i () 77 v, AE D BRAE A (3S,4R) —4— (3—FR KAL) it
% i —3— ik S i FR I L T TS (W ACS Scientific, H 355 :3-1029) B8 -4k Fhntk g
ft— 3~ 28 A R R AT B R il 4 o SR S AR ATt FHO % 2275 % LI /He03e i Sk ik B
L) AR BIRR AL S (12mg,92% 72 28) JMS (apei) m/z=488.1 () .

[1506] 5241201

195



CN 105130967 B iﬁ. EH :Fg 188/359 L

[1507] y&j&wzw

8

[1508]  1-(3,4-—F -1k -1H- kM -5-JE) -3- ((3S,4R) —4- B-HAKR) -1-(2,2,2-
=) Mg b -3-3) IR
[1509] T a5 200 Bk 1 7512 AR P RO H 3, 4- R R -1 O - T H-Mip e -5k

IR 2-28 0 -2,4,5,6-PY A -5 I [e] mbme—3—Jh 20 FY e ORI e i) 4% o
Tiiﬁﬁzéwa/z,ﬁﬁii/ﬁiswm /H0% Bt R 284 5 43 B A5 ik 54 (5. 3mg , 48 % 1™
) MS (apei) m/z=476.0 OH) ,
[1510]  sz46]202

i
Ly

[1511]

[1512]  1-((3S,4R) —4- B-FIEH) -1- (2,2, 2-=F L F&) Mg f-3-3L) -3- 3- Q- HE &
LAGE) —4-F -1 OR - T H-IfE -5 ) iR

[1513]  JEak anse 52000 Bk 9 7732, FH3- 2-F B 2 A ) —4-FF -1 - 2R -1 H-mp e~
5k R R R B AR2- TR 3 -2 ,4, 5, 6 -V S BA 58 M 1 [ ] b e —3 -k 2 2 R PR A T oF Al
%o BT AR i, 5 % %280 % 2 i /Ha Ok I e 44k 1 J5 , 15 B bk B4k &4 (6 . 6mg,
58% =) JMS (apci)m/z=536.1 M+H) .

[1514] 524203

¢
i
£ iw\
[1515] ‘% 2 %
N \5’ ¥
\§§ §'; it - \7
B

[1516]  1-((3S,4R) —4— (3— ‘ﬁmz:%) 1-(2,2,2- =5 L) ML fe—3-J) -3- (1 -FF -3
Fe-1H-nE e -5—25) iR

(15171 38Rk s 512005 Bk (19 7775, F1-F 3 -3 2R ik — T H-L -5 S 2 it P R A i %%
R2-F8F-2,4,5,6-DUE IR 4 3 [c] nbh e —3 I U3k B I R I Ok Wl 4% o Ik S A A B4
%, FH0 % 2275 % LI /Ha088 i R 28464 BT, 13 BUAR AL 54 (6. 3mg , 64 % 77 Z8) oMS (apci)
m/z=462.0 (\M+H) .

[1518]  s2{5]204
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Fa a i

[1519] N\, 2 ,j;““%
Nwg i =2

3 -

[1520]  1-((3R,4S) ~4- (3—AH) —1- (2,2, 2- =R L) WG Hei-3-H) —3- 2KHE-2 .4,

5,6- VY EF L I L] mb k-3 iR

(15211 JPBRA: il (B) —3— (U-S-3-FAE) WMELE 48 (B) -3- -F-3-F A5 NG
(28.1g,140mmo1) &% T & A5 (250mL) H 3 HEMDME (0. 1mL) , 6 ER N4 Bt (20. 0mL,
229mmo 1) o $iF S N A1 8/ NI I ELAR I 78 Kk 2 T-I I NP be I ELIRGETR &4 , 15 31 2 8 o
A AR =4 (30.6g,99. 7% 77 %) .

[1522]  JDEB: % R) —4-7K F 53— (3R, 4S) —1 K H-4- (4-F-3-F I IHL) Mg hr-3-
PrL) WEM -2 K (R) —4-2% FR EREME S5t -2 (21 . 8g, 123mmo1) ¥ f# T THF (600mL) 1 3f:
HAEZE-78C A 155 BZ i A (ZFF ke 28 2B R THEE W (127mL, 127mmo 1)
FHHAE-T8C N HMPIR A58 30 (B) -3- (4-F-3-F K L) WiAmBEA (28. 3¢,
129mmo1) 7ETHF (100mL) H VAVR I HLAE-78°C MR &M L/INSF, SR fa e vF HAHE B 35S
1% 9 HEBEHE L/INEE o 5 IR FIR BR VK VA (50mL) I HLAFE R B LN AR G TR E
25 LBRTHE , U8 N 2,88 2,185 (11) FF 5 FHZK (2X) FIER K B35 R NV A > FMg S04 18 , 1L 38
I HZAR B B AR ARE R, E) —4-2R P H-3- (3- (4-S-3-F AR AE) TH Bt AL) e
fe—2-B (44.3g,100% 7 28) OB [ 4R iR T H 2% (500mL) 3 HEmm2, 2, 2-=m L8
(0.9486mL,12. 31mmo1) o ff1 i J& FHE %2 35 C Ff H 2207 Bhils IIN-R -1 - AR -N- (=
R GE L) FR ) FR R (52.50mL, 184. Tmmo 1) , [R] A FH A ME K i K L B AR ¥R AE25°C 230°C o
FE A R R B /K VA TR R K B VTR B W 9 HLAE B2 ik 4, A9 B i M 3% & 6 2 e
VBRI H A ek, 53 A A (55.7e) MG ILIE AR (55. 7g) B ¥%-T T 48 (200mL)
g LA R B IR (220mL) B 2 AR R RV « VTSRS Ve H R IR R
I HAR G BT V2 UREs th 47N o i ik o SR SCAR i 49 20 [ 44 5F HLAH100mLyA 1 : 18 be /R
Vo T AR AR AR v, FH20% 240 % Et0Ac/ Tk e Sk a4k BT 48 30 1 [ 44 (7. 6g) o
(R) —4-ZE H 33— ((3S,4R) —1 A H 3 —4— (4-5E(-3-F A FE) MENG Br -3 L) M f5z — 2 —fifd
(3.2g,42% 7 2%) B ve i, #eE (R) —4- R 3£-3- (3R, 4S) ~1 R A -4- (4-&-3-F K
L) MM e —3—FR L) IR b —2 - (3. 0g,39% 7 Z8) BEMH . MS (apci) m/z=493.0 (M+H) .

[1523]  JDERC: il & (3R, 4S) —1 R —4- (4-F—3- R EL) MEE be-3-FF L il S AL A
(30 % K VA, 2. 38mL, 23. Immo 1) AN N2 — 7K A8 AL 4 (0.638g,15. 2mmo 1) FlKIK
(50g) RGP o S HE IR A 13043 B I HAG IS 2 B3 A in 42 (R) —4-2K 1 -3- ((3R,
48) —1-ZK i J—4— (-5 -3-F R IE) ML b -3 -k L) Wk -2 (3. 00g,6.09mmo 1) /£ THF
(50mL) HH AR P AR IR EEIR N PR S S5 /N S T AR 2N NaeSOs 7K V¥ (20mL) ¥ K
I HAE s 4% o FH EAAKHSO e pHE 5 226 3 HFHEt0AC (2 X 100mL) 2BV A4« F kK B i
A I VLZER , FMg S04 158 , 1 38 JF HAE B 25 ik 4s o @it b i ik, F10%
MeOH/DCM¥E i Sk 2E4 R R4 , 43 31 2 1 E BRI 7= 4) (1.80g,88.6% 77 28) MS (apci) m/z
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=334.0 OHH) .

[1524]  JDIRD: #il & (3R, 4S) —1 R H HE-4- (4-F-3-F R EL) MEng be -3 ZUE R BT
HE: R B R (3R, 4S) 1R -4 (4-F-3-F K HL) Mg fe-3-F & (120mg,
0.360mmo1) NEts (150uL,1.08mmol) 5 — 7 FL R 3L S &4k (116uL,0.539mmo) & IF7E
2mL A 2 3 HAEL100°C N Fi 13040 8 o S Vi S B4 A 28 BB 2 9 HLs 2 Ly -2-
B A THEYE W (1. 44mL, 0. 719mmo 1) « 7E100°C F Bt [ REA5 /NG, ¥4 &1, e 3t s it
FEAE A8 20 % 2290 % 21 /He0We I Sk 4iAb , 55 214 (61.0mg,41.9% 7=#) MS (apci)
m/z=405.0 (\M+H) .

[1525]  JDIRE: il & (3R, 4S) —4— (3R AE) MEng be—3—JE S L B B BTl « 1% (3R, 49) -1~
IR -4 - (4G -3-F R L) ML bE -3 - FE 2 L B R AU T I (60mg, 0. 15mmo 1) ¥4 fif T-5mL
MeOHH FF H s N10%Pd/C (32mg,0.030mmo 1) « fEIA AR SIS BK N Hiidk S LA 18/, T
I Celite®id P I HAR Tk 4 13 BIAR AL 54 (36mg , 87 % 77 %) MS (apci) m/z=281.1 (M+
H .

[1526]  JDIRF: fil4& (3R, 4S) —4- G-F AL —1- (2,2, 2- =5 L) Mg bt -3 Z R F IR
BUT BE 4% (3R, 4S) —4— (3-FRARIE) ML ke —3 - 2L FF A T 1 (35mg, 0. 12mmol) = FH
fE#lR2, 2, 2- =% £ 85 (38mg,0. 16mmo 1) 5DIEA (65uL,0.37mmol) & FF7E0.5mL DMFHH 3 HAE
IS R B FE 18/NE o il s AH AT A V2, FHO % 2280 % £ /H209% I >k E 2 4lifb Jx B
Y, 1320790 (30mg , 66 % 7= &) oMS (apci)m/z=2363.0 (M+H) .

[1527]  JDIRG: il % (3R,4S) 4= G-F ) —1- (2,2, 2- =5/ LHE) ML b -3-FEh iR &L - 1
(3R,4S) —4- 3-FIHH) -1-(2,2,2-=H L F5) MEWE ke -3 -FL AL B IR AU T S (30mg,
0.083mmol) 5EALE N F AL AW (GOuL,0.25mmol) & 3 78 ImL 5 78 B b 3 H AR FRES 15 7
AN AR R G RN, A3 B ) (21mg, 97 % 7 EE) JMS (apei) m/z=263.0 M+
H .

[1528]  DERH.: £ 1- ((3R,4S) —4- - ALK —1- (2,2, 2- =5 LK) MEIK fr—3-55) —3-
(2-7K3-2,4,5,6-VUEI R Mt [cI mbme-3-38) BR - B (3R, 4S) —4- (3-FasL) -1- (2,2,
2- =) Mg fE-3-% (10.0mg,0.0381mmol) \2-ZKH-2,4,5,6-TU A IR R 45 I [cTntt
e —3 - 7 e PR R 2R 1S (10 1mg,0.0318mmo1) 5DIEA (16.61L,0.0953mmo1) 4 FE7E0 . 2mL
DMFHp I HL7E B B0 T S 187N o Jl e SseAE A 2 30, FH0 % 2270 % 25 /H2038 i ke 48
AR, A3 BRI 1) (12, 5mg, 80.7% = 22) JMS (apci)m/z=488.1 (M+H) .

[1529]  s2{5]205

¢
1

[1530] N\ PNH AT

o \3

[1531]1  1-(3-Z F Fk—4—F Jk—1 2R - 1 H-nh g —5-Jk) —3- ((3R, 4S) —4- G- IE) -1- (2,
2,2- =8 L. FE) Mg e -3-%) [k
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[1532]  Jmad nse 20420 U Brid 17775 , HI3- 2 A 3 -4 FF 2 -1 - JR B - | H-p i -5 -2k
AR AC2-2E -2 4,5, 6- DU A IR K 075 3 (eI nkme—3- %?&%Eﬁ@ﬁjﬁﬁaﬂé%ﬂ%o
T e AHAE LY, 0% 2280 % £ /H20%% i >k 24k W 5 , 13 BIFR AL 54 (9. 3mg, 58 %
FEEE) MS (apei)m/z=476.0 (M+H) .

[1533]  s£41206

y/‘«(
g ¥
N,

<_ 7
[1534] \*«i\«% mﬁ\r}:w _“‘7

<N

[1535]  1- (=) -1- (1, 3-= 5N -2-58) 4R FEnb g fie—3-58) -3- (22K 5E-2,4,5,6-)4
SRR IR T [tk me—3-35) iR

[1536]  JDERA. & (=0 —1-(,3- A -2-3%) ~4-RFEMEnE b -3-FE &L F IR LT Bis
1, 3-F A -2 (150.0mg, 1.561mmo1) & & T-DCM (5mL) H FF HRVETRIA A1 20°C A
DIEA (339.9uL,1.952mmo1) , 2535 8 il = 5 F A ERET (197.0uL,1.171mmo1) o 7E0°C FHitH:
2L /NI I LS n4-2 et g 5 -3 - 2 A R IR AU T Bis (102 4mg 0. 3903mmo 1) o J0 ¥ M
W 2/ FHE B INETIE L, W45 , 1 FIMeOHINEL 2 INFE S B (samplet) b HiExd s AHAE
8 FH0 % 270 % 2 /H 08 i ke atiAk, , 15 21 774 (119.0mg ,89. 56 % 7= %) MS (apci) m/z
=341.1 (M+H) .

[1837] B EEB. fill % () —1- (1, 3- A -2 4%) —4 - R FEME IR fe-3- i Eh R & % (Jx
2O —1- (1, 3- A —2- %) —4- R FRME g fe -3 AL 2 L F R BT B (119mg, 0. 350mmo 1) 55
S GNF: A BB, 21001, 1.05mmo 1) & F 7 ImL 5 PR B v IF HAEIREEIR N i dE4/ e .
FER S PR I SR A ), 43 2174 (85.0mg , 101 % 77 28) oMS (apci)m/z=241.1 (+H) .
[1838]  AERC. il % 1 - (U —1- (1, 3- g A —2—38) —4-IR LML ng b -3-Jk) —3— -k Ak
2,4,5,6- 4P 0 [e] b —3—08) ik - 4 (e 20 —1- (1, 3- 5 A -2 3) — 4R L AEng
Yi-3-Eh W 2k (10.0mg,0.0361mmol) \2-2KHE-2,4,5,6-PUSEIF /R 4 IF [ ik me—3 3L 4
FE IS 2R S (9.62mg,0.0301mmol) 5DIEA (15.7ul,0.0903mmol) & 3 7E0. 2mL DMFH 3 HLZE
IS P T IR 187N o il i e AH ATt 92, FHO % 2270 % £ /H2088 i R a4k ) R VR &
V), 4332074 (11. 3mg,80.6% 7 &) MS (apci)m/z=466.1 M+H) .

[1539] 5245207

‘-'"“;F‘G

[1540]

(15411 (ealD) —3- G- EGEIRH) —4- 8- - A&I-2,4,5, 6-PYEIF K M I [c]mtme—3-
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5 JRAEL) Mg St —1-H R AU T B

[1542]  ZBIRA. il (UaX) —1- (1, 3= F A -2-3%) —4-FRFEMEnE -3 - &R F B BT B -
W -3 4 (3-H A AR ML be—1-F IR AU T Bis (100. Omg , 0. 3420mmo1) \ 2—7 J—
2,4,5,6-DPYSE IR R 0 [ M e —3 — 3 42 L FF 6 5 1S (99. 30mg ,0.3109mmo1) 5DIEA
(162.5uL,0.9328mmol) A FE7E0. 2mL DMFH FF HAEIRERIE JE T i FE LN o 3 i e A A e
15, 0% 280% £ i /H203E I Sk 2idk e BLVE 54, 42 21724 (102. 0mg ,63. 38 % 7= 2K) MS
(apci)m/z=518.1 M+H)

[1543]  PEEB. i £ 1- (U= —4- G- & Lo ) Mg fe-3-58) -3- 228 %E-2,4,5,6-)4
SR IR T el mbmp—3—J%) MR 6 B &8 - 48 (20 —3- G- L) —4- (3— (-1 k-2 4,
5,6- VYA M FF [e mbmk—3—J) R AL) mkng br—1-H B AT EE (102mg,0.197mmo 1) 55
A A BRI (1180L,0.591mmol) A FF 7 ImL S PN EE H IF HAEIR B 2 N i FE 4/ .
TEE ARG S, 43 274 (80.0mg, 97.2% 7 ZK) MS (apci)m/z=418.1 \M+H) o

[1544]  PERC: il 25 1 - () —4- G-H AR -1- (2,2, 2- =5/ L) Mg b -3-5) -
3= (2-2KH-2,4,5,6- VAL M I [elmbme—3-3) IR 45 1- (O ) -4- G- AR E)
ML bE—-3—4%) -3— (2-28F-2,4,5,6-PY A FF & @ IF [e I meme-3-38) IR #5152 & (8. Omg,
0.018mmol) - =H F ML 2,2,2-=F L BE (6. 1mg,0.026mmo1) 5DIEA (9.20L,0.053mmol) &
FEAE0. 2mL DMEH JF HAEFREGIR FE N 6 FE LN o 8k e AH AT 23925, FHO % %280 % Ui /H20
el R Bz A SOR S , 15 2R AL &4 (6. Tmg, 76 % 7 Z) oMS (apci) m/z=500.1 O+
H .

[1545] 5241208

SFy
t‘

[1546] \, \ :i*m:i’}—ss
f 8

[1547] - ((&ﬁ) —4- (3-EFEH) -1- (2,2, 2- =R LFL) Mg fe-3-38) -3- (2-FK 2,4,
5,6-VU S )i JF [e] M me—3-5) fix

[1548]  JDERA: fill % () —3- G-FI ) -4- 8- Q-8 H-2,4,5,6-VUEI K —JdiIf [c]
bt e —3—J) JR ) MEL g be—1 - FR R AU T B« AE B IR A R O ) -1 GRUT S k) —4-
(3—F IR AL) NMENE e —3-F R (150mg,0.460mmol) NEts (193uL,1.38mmol) 5 - ZE RN B
FALY) (149uL,0.691mmo 1) 5 FFAE2mL F 28 Hh 3F HAE100°C T i #3073 o v & S B2 3T H.
INNn2-2k3E-2,4,5,6-PYEIK M 9 [eI ik Me-3-% (R 1;183mg,0.921mmo1) . fE100°C
PiHE R SR A 167N, ¥ A, W4 I FLs IS SO A Bk 0 % %260 % L /Ha0%% ik 41
W, 1520728 (42mg, 18% 7= 2E) JMS (apci)m/z=522.1 (M+H) ,

(15491 JDIEB. il % 1- (xR —4- G-FURED) mEng ke -3-3%) -3- -8 3-2,4,5,6-JU S
M 5 [l mbme—3—J%) BRERER 2 - (e 30 -3- 3-&UR L) —4- (3- -2k 0E-2,4,5,6- &
NI M I [ nb s —3-3) iR J2) ML Joe—1-FF R R T B (40mg, 0. 077mmo 1) 5 &AL AW 1A
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BEFEIR (460L,0.23mmol) A IF/E10. ImL TPATR If HAEPRESIE B P 12/ AE B S ik
A [ SRS, 132071 (32mg,99% 77 Z8) MS (apei) m/z=422.0 OHH) .

[1550]  PERC. il & 1- (U= —4- G-FRH) —1- (2,2, 2- =5 4 F%) Mg e —3-3%) —3- (2-
RHE-2,4,5,6- VYA R JE I [e] meme—3—3) iR K5 1- (O X)) —4- B-F0RIE) MEng ka3
5 -3- (2-2K3-2,4,5, 6- YA K 453 [c b -3-24) IR Eh L £ (15mg,0.033mmol) =
PR 2,2, 2- =5 E5 (11mg,0.049mmo1) 5DIEA (17ul,0.098mmol) & 3 7E0. 2mL. DMFH?
F AR ERIE T SRE LN o S A At i vk, FHO % 2280 % 2. 15 /Ha0% i ok H H24titk
IREY), 2 2IhR AL A (8. 2mg, 50 % 2 2) MS (apci)m/z=504.0 (M+H) .

[1551] 5241209

[1552] \,k ?«\ Wl}

);w».

et
[1853]  1-(2-H-2,4,5,6- VYA S M I [c] mbme—3-48) —3— () —4- (AkmgE-2-
i) -1-(2,2,2- =5 2FE) Mg He-3-38) Ik
[1554]  Jdad anse 208 Fradk (1K) 77 7%, £ 2 BRATR ] O 2 —1- GRUT Sl AR e d) —4- (21t
WE J) ML e —3—FF IR B AR O ) —1— (BUT U B ) —4— (3-SR 4R) ML i e —3—FF IRk il
B o M I S A AR (S, 0% F£60 % 2 /Ha 0% M Sk 4l AV K B 28 72 , 453 B bk 1AL &
(4.2mg,23% ;=2 BB ) MS (apci)m/z=471.1 (M+H) .
[1555]  sz46)210

[1557]  1- () -4- U-FEH) -1- (2,2, 2- = 250 Mg fr-3-3k) —-3- (- -2 4,
5,6-VYEFF R S [e] mb e —3—J) ik

[1558] ik 1sE 45 208+ BT il (1) 7512 AR D BRA FH O Q) —1- (BT 2B R L) —4- (43
IR ) ML e -3 FE IR AR O3 —1— (BUT S Bl R) —4— (3-SR ) ML i e —3— FF Rk il
P o L AR L VR, FHO % 2270 % I/ Ha 0% it R 264k B & 7=, 13 B bR AL 5 40
(10.0mg,65% r=Z (3N ) ) JMS (apci)m/z=488.2 (H+H) .

(15591  szff211

201



CN 105130967 B iﬁ. EH :Fg 194/359 7L

{N‘I 2 g“ } e
[1560] oy \;Mﬂ-} Xy
N \:ﬂ\m

s

[1561]  1- (O30 —4- U-FRHL) -1- (2,2, 2- =/ L F) Mg e—3-38) -3- (- 0k-2,4,
5,6-VYEFA R S I [l b me—3-55) Ik

[1562]  J@ad anse 208 Bk (1) 77 3% A2 P BRAFRAT T (e 20 —1- GRUT R B dt) —4- (4-
SUREE) MEng BE—-3—-F IR AR U ) —1- GRUT U B L) —4— (3-SR HR) ML Le—3—FF ke il
o ML AR VR, 0% 70 % L/ Ha 0% it Sk 24k B 24 7= , 13 B bR #iAL 5 1)
(7.3mg,14% 7= GNP MS (apei) m/z=504.2 M+H) .

[1563]  sf6]212

[1565]  1-((Uxa) -4- Q-8R -1- (2,2, 2-=FH LF) Mg b -3-58) -3- -8 FE-2 4,
5,6-VYEFIA S I [ b me—3-55) IR

[1566] ik asE 5] 208+ BIrad (1) 7515, 7R 0 BRA FH O ) —1- GRUT B R 2E) —4- (25
IR ) ML A5 -3 - FE IR AR O ) —1— (BUT S Bk L) —4— (3-SR L) ML i e —3— FF IR K il
o I S A A LS, 0% 270 % 215/ HaO W it SR 2 A0 B 24 72 1), 49 B b AL 5 4
(5.2mg,34% F= 2 (3P IR) ) JMS (apci)m/z=504.2 M+H) .

[1567]  s2f5213

F
;
<7
[1568] (Q 3 N\;:A ‘\z””“\
! ¥, b by >
T Yo "»f )
Ney A

[1569]  1-(2-2%Jk-2,4,5,6- VYA ) IF [c] mbme—3-3%) —3- () —4- (kmE-3-
) -1-(2,2,2-=F 23 Mg Hi-3-3) if

(15701 J@ it WisE ] 2081 BT ik (1) 751k, 705 SRA T A O3 —1- GUT S8 B k) —4- (31t
I ) ML e —3—FF R B AR (e o) — 1= GRUT 428 Pl 2) —4— (3-SR L) ML Jot —3— FY i K il
F o A S A L, O % 60 % £/ HaO WG I Sk 4l Ak B 28 7=, 159 B b /AL & 1)
(1.2mg,8% 7= Z BMNHIE)) MS (apci)m/z=471.2 M+H) .

(15711  szf)214
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{{393

&

o
e . ¥

[1572] N q}*ﬂiﬁ' g’%
< _,..,n;'j

i

@
[1573]  1- (U0 —4- Q- -1- (2,2, 2- =/ L F) Mg Le—3-3E) -3- (- dk-2,4,
5,6-VYEFA R S I [l b me—3—55) Ik
[1574]  J@ad anse 208 Bk (1) 77 7%, £ P BRAH ] O —1- GRUT U R B dt) —4- (29
IR L) Mg BE -3 —F IR B AR () —1- GRUT 28 2 3 %) —4— (3-SR I Mk e —3— FF I of 1l
Ko T A SV, 0% 2270% ZE /HaOBe I Sk a4k B 6 72 W), 15 Bl br ik & 1)
(7.7mg,57% = GNP ER)) MS (apci)m/z=488.2 (\M+H) .
[1575] 524|215

T
[1576] ‘\3 ‘"\;‘\:j}w«\\

S \:.__...3\

[1577]  1- () —4- -FEI) —1- (2, 2- L 45) MLk e-3-Jk) —3—- Q-5 3k-2,4 .5,
6— VY E IR S I [e] e me—3—J5) IR

[1578] @it s f2109 Brid (77 v%, = mF R, 2- M LB R =/ P HER2,2,
2- =LA A% o S A A A, FHO % F60 % 2 /HaO%k i Sk ik e 8 724 , 13- 3|
PR AL A4 (4.9mg , 46 % 77 28 (BEdE4K) ) oMS (apci)m/z=471.2 (\M+H) .

[1579]  szf5)216

[1581]  1-((3S,4R) —4- (3,4~ FRHEL) —1 - (LH-ME e —4—JL) ML ke —3-38) —3- (3-Z 5 Ak -
4—FR J—1 -8 3 - | H-h e —5—4%) iR

[1582] D ORA: il 2 4-M—1- (4-FP AR R T L) — L H-Mb Mk - () 4T - 1T H-WL Ik (5. 54,
28.6mmo1) FIK2COs (4.74g,34. 3mmo1) ZEDMF (20mL) F i) AV T s N 1— (U 3) —4-FR A 0L %
(4.67mL,34.3mmo 1) 3 H.7E PR 58 8 T B bk 27N o S N 2. Tk (80mL) F7K (30mL) o 43 554 #l.
FH LK eI LA BRI T4 . 2B VA R i i — S A Rk At v 25 % EtOAc/ O bt
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Pelbiskaitb 3% 20, 15 3 2 A B AR AR UL A4 (8.0g,89% 7= 2) .'H NMR (d6-DMSO) 8
7.97 (s,1H) ,7.52(s,1H) ,7.21 (d,2H) ,6.89(d,2H) ,5.24 (s,2H) ,3.73 (s, 3H) .

[1583] B EEB: il 4 (3S,4R) —4- (3,4-—FoA ) —1- (1- - AR F ) -1 H-It -4
22) MM IE—3 - EE P R T BE - /e B R A (3S,4R) —4- (3, 4- S H KAL) L% bE-3-
R TR HUTES (ACS Scientific,522mg,1.75mmol) \4—fifl—1— (4—FR 4 8 R L) — Ll
I (500mg , 1 .59mmo1) \K2C03 (660mg,4.78mmol) « (S) —HLI& kE—2-F 2 (73. 3mg,0.637mmo1) A
JCu (1) T (60.6mg,0.318mmol) V& &G H AEDMSO (4mL) H 3 Hin# 22 100°C , 4218/
I o FIDCM (40mL) %% B8 e B2 VR A4 » FIHR0 (2 X 20mL) Beisk, T4 MgS0a) , 1t 38 IF H ik 4s . i it
TR AR A ST, 1 % MeOH/DCM¥E ISk 24k , 15 21 248 B PRI AR 8L &4 (376mg
49% = #) MS (apci)m/z=485.2 (M+H) .

[1584]  BPRC: 4 (3S,4R) —4- (3,4- A HE) —1- (1- - AR ) — 1 H-It -4
) Mg fe—3 - — Eh IR Eh  AEFRERIR T T Bk (3S,4R) —4- (3, 4- R AR) —1- (1- (4-H %
SEOR FR L) — T H-E e —4 -5 b be -3 S B FR BT BB (376mg, 0. 776mmo ) ZEEtOH (2mL)
FIHCL (BMZE6M iPrOHVA ) (3.10mL,15.5mmol) HH RV 19/ NIE o 78 BL 48 M4, FHE 20 (3
X 20mL) FREIE Hk4n , 13 21 2 g% AU BRI 74 (401mg , 113%) oMS (apei) m/z=385.2
(M+H) o

[1585]  DIRD: il % 1= ((3S,4R) —4- (3,4~ FRHL) —1- (- U-F | FEZEF L) —1H-ME -
4-3) Mg fe -3 —5k) —3— (3—2 S Ak —4—FF Bk —1 O J— L H-E e —5—0) IR « ] (3S,4R) —4- (3,4~
TR —1- (1 (4B A R L) — L H-n -4 mE g -3l Eh R £ (40mg
0.088mmo1) ZEDIEA (0.061mL,0. 35mmo1) FIDMA (1mL) 91 VAR R s 3-8 B4R k-1 -
R — T H- b e — 5 — e S PR R DR I (LA A AR P 135 R A2 U 4 s 461 1 20 SR A v BT #fil] 4%
29.5mg,0.088mmo1) f H 7EFAEEIR N F S VR A W 1 /INI) o i SO AT (s, 5 % &
70% CE /KB R AL I SUR A, 43 2] 2 A 4 BHRR B 7Y (24mg , 44 % 77 28) MS
(apci)m/z=628.3 M+H)

[1586]  DIRE: £ 1- ((3S,4R) -4- (3,4~ FARAE) —1 - (LH-MEME—4—J0) mpng pe-3-28) -3
(3= AH e~ A F -1 RO - LH-ME W -5 0) fIR . 75 /5 7778 h 8 1= ((3S,4R) —4- (3, 4- 3K
) —1- (1- (A-FF A DR L) — T H-Ipp M —4 ) b g 8 -3 —0k) —3— (3-Z A -4 -F k-1 2R
- 1 H-nE e —5-5) % (22mg,0.035mmo1) ZETFA (2mL) H (I VAR A E 60°C , Hr 4218/ Mt .
BB AR R R R B, W 4 9 H 5 5 2% (2 X 10mL) 2L o K6 7= ¥ ¥ fif T-Me OH
(5GmL) H, 9 Halid 5 A WA AR (StratoSpheres PL-HCOsMP) R4 A TRA il i
il 24 B TLC (0. 5mmAfR , FH10 % MeOH/DCM#BEBE) AEALAH ™4 , 15 21 2 K A 4 AR AR AL &
Yy (13mg,73% 7= 2) JMS (apci)m/z=>508.2 M+H) .

[1587]  sef217
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[1589]  1-((3S,4R) -4 (3,5— " JF A HE) —1— (LH-NHE Mk —4—J5%) Mg k-3 ) —3— (3- 7. A -
A—FA JL—1 —IR L — 1 H-ntp e —5—32%) ik

[1590]  MRIESLHI216 % Pk J7 i, 765 BB ] (3S,4R) —4- (3, 5- ~FIKIL) MEng kg3
SRR BT ES AR (3S,4R) —4- (3, 4— 5 L) LIS ke —3— 3 42 L Y R L T lis ok 1 4%
MS (apci) m/z=508.2 (+H)

[1591]  sz4218

.

[1592]  em O

[1593]  1-((3S,4R) —4- (3,5- g IKIE) —1- (LH-ME M —3-3E) Mg ke -3-3%) —3- -5 Ik~
4—FR -1 -8 -1 H- e —5—%) IR

[1594]  FRAESEH216H Brak (775 , 7828 BRA R FH 3Tl — 1 H-Abk i 5 A4 -l — L H-Ape e 5 HL A
A PRBH ] (3S,4R) —4- (3, 5- IR 4E) ALK e —3— R 2 2 F IR AL T BR B AR (3S,4R) —4- (3,4~
TR IE) ML bE -3 L F R AL T IR SR i 4% oMS (apci) m/z=508. 2 (M+H) o

[1595]  s2f5)219

[1596]

[15971  1-((3S,4R) —4— (3,4- —Fa I IE) —1 - (3—FF Fh— | H-np e —4—J5) nh g e —3-3k) -3 (3-
LR A -1 2R - L H- -5 iR
[1598] R4k s 216 v Frad (K 5 v2s , 76 25 BRA T A4l —3— FF J— 1 H-Rb nas 5 A4l — L H-EE
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Sk 41| 24 MS (apei) m/z=522.2 M+H) »

[1599]  s441220

[1600] . O

[1601]  1-((3S,4R) -4- (3, 4-—FH M) —1- G- (=HF F L) —1H-mEme—4-J) % ke -3-
B -3- (B3-S4 - | R - - -5 ) IR

(16021 ARAESLBI216H Frd 15 ik, 720 PRAHP AT A3~ R Bk~ T H-E e 25 XA~ LH-iE
M St i) £ MS (apci) m/z=576.2 (M+H) .

[1603] =221

[1604] Ry

[1605]  1-((3S,4R) —4-(3,4- —FIEHL) —1- (LH-MEE—4-3E) mEng b -3-48) —3- 3= ((S) —2-
PRI A A L) —4-FF -1 R - TH-IE k-5 J) iR

[1606]  BHRA: % 1= (3= ((S) —2— GRUT & — H Ak e Sl 0h) R4 L) —4-FF -1 R -1H-
M —5-J) —3— ((3S,4R) —4- (3, 4- R ) —1- (1- - AU o8 1 L) — L H-ME e —4—J%) nig
W& fE—3—3%) Ik : 141 (3S,4R) —4- (3, 4- H/AAE) —1- (1- (4-F U8 H ) — LH-E e —4-J5%) it
M AE—3—f — EhER Eh (SE|216 588 C, 35mg,0.077mmo 1) ZEDIEA (0.053mL,0.31mmo1) AIDMA
(ImL) W A AR 0 (S) —3— (2— GRUT 2k R B e 4 k) TRAAUE) —4— AR 1R - 1H-1iE
e —5— 5t S i P R ORI (DA AP AR P2 1 AR G ) an S 491 120 SR AR B i) 4% 5 37mg , 0. 07 7mmo 1)
It HAEPR B G R SRR AW 1/NG ik S AR A i 92:, FH5 % 2295 % LI /KBl ok
BEiA R BRA Y, 153 2 A AR B =) (40mg, 68% 77 28) JMS (apci) m/z=772.4 M
+H)

[1607]  JDEEB: fill#& () —1- (65— (3-((3S,4R) —4- (3, 4- AR IE) —1- (LH-Mp -4 -JL) np g
fe-3-3%) IRHL) —4-FF HE-1 SRS T H-M 3L TH 2382, 2 2- =R AR BR : 76k S
HG1- (3= ((S) —2— (U 2k — R IR e A k) TR A ) —4 - FF -1 O k- TH-E k-5 ) -3
((3S,4R) —4- (3,4~ ARHE) —1- (1- (4-FF AU OR L) — T H-k e —4 —J5%) mip g be -3 %) fik
(39mg,0.051mmo1) 7ETFA (2mL) H [ ¥E NI 60 °C , FRE 16/ 48 I BV A e 2 2 1
B , W4t H 5 2R (2 X 10mL) SLh , 43 2 A& A BHARR B ™49 (32mg,99%) MS
(apci)m/z=634.2 M+H) .
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[1608]  JDURC: il % 1- ((3S,4R) —4- (3,4- IR —1— (LH-ME e —4-J) nkag fe-3-5%) -3-
(3= ((S) —2—-FR LA ) —4-F -1 -8 - TH-IE e —5-3) ik < 1] (S) —1—- (5— (3— ((3S,4R) —4-
(3,4~ R HL) —1- (LH-AE P-4 55) ML g bE—3—J) iR EE) —4—FF B -1 R - L H-E k-3 LA
) A-2-5£2,2, 2-=F 2R EE (32mg,0.051mmo1) £EMeOH (ImL) FITHF (2mL) w1 () ¥& ¥k o s
2M LiOHZKA R (0.5mL, 1.0mmo1) o fEPR IR B2 fFE s R4 37N, FH20 (20mL) #B% , F
10:90MeOH/DCM (2 X 20mL) ZEEXH H. T8 MgS0s) A FFHIA N , 1 8 51 HAE W T ik 4H . i@
o AR AR (g, 10 % Me OH/DCMBE i R 24k, , 15 21 2 1 [ 4R 1 b AL &
(19mg, 72% 77 2) MS (apci)m/z=538.2 (HH) «
[1609]  sz46[222
N&\?

A

e

[1610] N”‘f@
y St
@ W

\{\-

HO O
[1611]  1-((3S,4R) —4— (3,4- —F A IL) —1- (IH-RHmE—4—3) Mg fe—3-3%) —3- (3- (R) -2,
3- R EIL) —4-FF -1 - Z - -5 ) iR
[1612]  MRIEsEBI221 9 Bk i) 777k, 76 AT R (S) —3- (2, 2- —~H -1, 3- S 2 [k~
4-3%) FAR HE) —4-F -1 - 2R - L H-Iip e — 5L 2 FF R 2K B (LA PR B4R P 209 R 8 44 s
135 BRA T I il %) B3 AR (S) —3— (2— GRUT 3 — P Rk e 4 i) TR 4R 3E) —4—FF k-1 -2F - 1H-
bt P —5— o G F PR A IR R 1] 4% o MS (apei) m/z =554. 2 (M+H) .
[1613]  MRAESLHI 21611 J77% , 760 RARIBH B AX IS Y 0 a4 i 3+ B A0 BRDH B A H
T& 24 RO EE R e )4 ] 25 TN R P AL A
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EH%T g4 2% MS (apei) m/z
H 1-((38,4R)-4-(3, | 478.2 (M+H)
N | Fojs- = R %
YN N\ | BT H-
/ RS S A
O A -1- 2 K -1H-
@ NH w5 35 )Pl
N
[1614] NQ;
1614
H 1-((38,4R)-4-(3, | 478.2 (M+H)
N 4- = B E
JN F)-1-(1H- bk =
j F e Yo oA 0 -3
224 NH F A )3-34-=F
O’ -1 K k- 1H-
' JiH Pk -5- 2K Mk
N
N
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EH1%F 84 44k MS (apei) m/z |
H 1-((38,4R)-4-(3, | 536.3 (M D)
N | = B X
\\;LN H)-1-(1H- v
F EE SL s AR
A E)3-3-3-F A
225 N B 4T
' 1 A1 o
TONTR -5 3Kk
o
H 1-((38,4R)-4-(3, | 5382 (M+H)
N 4- = A K
;LN N/ K )-1-(1H- v v
l:_ > . B e g3
tH HE)3-G-2-F A
NR J5-1- % K -1H-
TONTY ol -5 Bk
N
OX
[1615]
* 1-((38,4R)-4-(3, | 552.2 (M+H)
N, ] 4- = @R
\\J\N HE)-1-(1H- v e
_ Q | e ot g3
N F £)-3-3-2- 4
227 AN OQ{ 2-F K AR
Q. Bt 7 o1
- A5 ~TH- ot w4 -5
Ny H)H
O}
/N~N/ 1-(3- Z & 3 -4- | 486.3 (M+H)
= | F oA -1- R A
B A vk s
o £ )-3-((384R)-1
o -(1- ¥ A -1H-7t
228 e k5 A
¢ E % Coolile e
’?‘;\% brdott-3-30) Mk
N/
M
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[1616]

EHI% 5 84 % 4K MS (apei) m/z
NN 1-(3- & &L 3k -4- | 486.3 (M)
L P K LK
N @ AH- ok s
- 2 )-3-((3R,49)-1
" o (1~ F A -1H- 5
229 Q%H R SV S 3
N athed Iz -3- 2 Mk
N
M
Non— £ | 1H(GS4ARA-G, | 5222 (MHHD
N s = Ro®
- N A F-- ¥ A
% s =1H- s “él‘._-S— )_%g )
o0 M % M -3-
230 ~ £)3-3-CHA
N AT AR A
. SIH-mhed -5 2K
O:\\ e
NN~ - | HBRAS)KAG, | 5222 (M+H)
(N C s = R %
'Q - F A
' . S1H-wibrk -5- 35 )
NH o s B -3-
Q
231 = £)5-0- L R
: -N:\>7 4 H-1- KA
R/ -1H-vttk -5- 45 )
_ "
O.\\
@\ - 1-((35.4R)-4-(3, | 518.2 (M+H)
| ; 4- Z AR K-
D@—F 9k ot ol 1R -3
~/ = H)3-(- LA
NH 4T LR A
232 Btk 5 )
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[1617]

ETr a2 2 &4 MS (apei) m/z
[-(3SAR)-4-3, | 5483 (M+H)
' / 4- = A XK
' A 1-(2-F R
0 }—‘»F >
g / O RS 3-
NH H)3-G- 83k
ya O z
25 e 4-F Rl E A
o ~1H-th -5- 3K )
N e
M\
‘ 1-(3- LE’EL;_EE -4- | 500.2 (M+H)
TR -1- R K
1 H- véL 5-
' " ' H)-3-((38.4R)-1
0= ~(2- B R A
B4 i F K 53
O
~
N 1-(3- T & 3 -4- | 500.2 (M+H)
L
TN -1H- #b mk -5-
H)-3-((3S,4R)-1
NH (4= LK R )-4-
235 = O R o5 5 -3
Ak By
w}
N\-
O
=
O 1-(3- Z@?LE& -4- | 496.3 (M+H)
e Ll S R S
D—-@ H- nﬁL -
" £ )3-((38.4R)-1
, o “(2- ¥ & X
236 @ <, )4 Aotos
Nas/
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EHRT s A A5 MS (apci) m/z
13- & & 3 -4 | 5123 (M+H)
; TR A
SOy s
- ' H)-3-((38,4R)-1
- 0 -(2-F R B R
=1 ne A )4 gt
: E’;‘gi #-3- 2
N
"
, ] 1-(3- & & £ 4- | 5163 (M+H)
‘ ; WK - XA
& JIH- b o .5
S #£)-3-((38,4R)-1
238 o @ AR K4
N R A s IR -3
A o Lo
N s
Ny
0
[1618] N\
1-(3- T & 3k -4- | 566.2 (M+H)
- _ EilF SN
TN e o ks
FoC 2 T R)3-((384R)-4
| v i AP AL RE)
A N whek b -3- Kk
N
M
_F 1-((38,4R)-1-(2, | 566.2 (M+H)
| 6- = fL A )-4-
I R 3
s H)3-(3-LAHA
NH 4-W AR
. O N P 71
240 = BT
-, Wi
N7R
Ny
“\
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EH %5 &M 24 MS (apci) m/z
~0 1-(3- T §L A -4~ | 487.2 (M+H)
s 1H- ot -5
‘ E)-3-((38,4R)-1
£ -(2-F Rk
241 O#NH -4-2&)-4-%%"&
” -3 - FO R
NH S dt-3-HOMk
N
N/
A\
= 1 (3 Z 8. 3k -4- | 5133 (M+H)
N A P OA R A
0 “D-@ JH- b vk 5
% H)-3-((38.4R)-1
242 s -(2- ¥ iu,‘%_%%:
) v NH -3-}3&)-4-2(&7)%;"%
N I -3- 2Bk
I
N\
[1619] 0\\
= 1-3- & 8.k 4 | 527.2 (M+H)
N ¥ oA - % R
e SIH- v 5
4 #)-3-((35,4R)-1
243 OQ(NH -(2-4 L;L,}%“tb‘a’i
' N #bt-3- )M
N“N‘n
M\
= 1-(14- = F % | 513.2 (M+H)
Ny = SE
© . S S
o' 5 )-3-((38 AR)-1
244 @ ‘ Q- F R
-3- 2k )-4- 3 Jolk
Hob-3- 305
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E6l%T

A Ak MS (apci) m/z
1-((38,4R)-1-(2- | 545.3 (M+H)
A -3-
B )d-
J-3-48)-3-(4-F
K13 Rk
SIH-etbwd 2538 )
ili g

245

1-(4- 3% -1- 9 3k | 613.2 (M+H)
- X K
-1H,1'H-[3,4- B
. S
#)-3-((38,4R)-1
-(2-F SR
34k )-4- K Ak el
A d-3- 2O Mk

1620
[1620] »

1-(4-78-1,3-— 3K | 611.2 (M+H)
H -1H- w5
3£3-34((38,4R)-1
-(2-9 & Aok
-3-30)-4- K A

247 wA - 3- 2 )k

[1621]  =24)|248
4 Q-
[1622] \:&\ i "?—s

[1623]  1-((3S,4R) —1-((1,2, 3 —wk—4—JL) A L) —4- (3,4- 5K SE) MEms be-3—5) -
3-(2-2KJE-2,4,5,6-PUSIA I M FF [c] mbme-3-J5%) fix

[1624]  SBIRA: H14 ((3S,4R) —1-((1,2,3-ME —me—4-J) B L) —4- (3, 4- 5 R L) g
Fe—3-3%) G R BT B - % (3S,4R) —4- (3,4~ F R IE) MEnE 5t -3 2 5L F LT B
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(150mg,0.503mmol) 1,2, 3-M8E —4-F % (68.9mg,0.603mmol) 5 DIEA (186uL,1.01mmol)
A IFAEImL DCM JF HAE PR EG IR R B #3070 B o 7 1 = L B AU R A A ALY (21 3mg,
1.01mmol) J HAEPAEZIR BN S h e Bt 4 I Hdke 4 o il SO AT 13 2:, 0% 2250 %
CE /KB R 2i AL R L, 15 21 7= ) (168mg, 0. 424mmo , 84 . 3% F=Z) JMS (apci)m/z=
397.1 (WHH) o

[1625]  ZIEB. il 4 (3S,4R) —1- (1,2, 3-18E —Me—4—J&) I L) —4— (3, 4- R AE) Mg fe—
3G ERERER % (3S,4R) —1- (1,2, 3188 Me—4-3E) HJE) —4- (3,4 H K IE) ML -3~
FLE LS T R (150mg,0.378mmol) 55N HC1 A TPAVA R (37811, 1.89mmol) & 3 7F ImL
IPATR I AL PRSI T % B LA IR A S N, 45 21774 (140mg , 0. 379mmo 1, 100 % 77 4)
MS (apci)m/z=297.0 (M+H) o

[1626]  ZIRC. 41— ((3S,4R) —1-((1,2, 318 —mr—4-J%) ) —4- (3,4- ~FIFEID) g
fr—-3-48) —3— (2-2K:-2.4,5,6-IUE K —E I [e]mtme—3—35) iR % (3S,4R) -1- ((1,2,3-
e k-4 J) FEL) —4- (3,4 RN L) MEE b -3- ik — R EZ Eh (20mg, 0. 054mmo) |\ 2- IR -
2,4,5, 6V 3015 M5 [ nik e —3— L 20 5 IR R JiE (16mg, 0.049mmo 1 , XTS5 4413828
BREHT i 1 4%) 5DIEA (2611,0. 15mmol) A 3760, 2mL DMF 3 HZE SR B8 & R B Rk 1/
OS2 e s B I HoE s ROMAE A 0 % 2280 % £ BiE /K Bl Rk 44k, 15 21
PR A4 (24mg, 0.046mmol,93 % 7= 2K) JMS (apci)m/z=522.2 (M+H) o

[1627]  s246]249

NP Sy
W

R <« \'}
G 3 3. N .
3 - &%{m‘;\;% ?? W%ﬁg

[1629]  1-((3S,4R) —1-((1,2,3-ME M —4-J0) I HE) —4- (3,4 53 ML b -3-3%) -
3- (3-Z A4 A1 R - - e -5 ik

[1630] ik isE 45 216 280 BRCHH BIradk K9 7 7%, A 3 - 20 3 A -4 - R 1 - 2R~ L H-L k-5
S TR ORI R SE 491 10 BRAY 5725 DA Hp [R4AP 1 35 S a PR il ) B AR 2- 2R 32 4,
5, 6= VU S I M I Lo ] bt nde —3— 5t S o FR R O T R il 4% o J8 0 SRR A B s, [ O %6 22
80 % . Jifg /HoO1E Ay e it R e A A 4 5, 15 BIAR AL 54 (23mg, 0. 043mmol , 87 % 7™ Z&) MS
(apci)m/z=540.2 M+H) .

[1631] 24250

N
N* }3"‘”’\
fod N\;
\MQ D < "‘{‘Q« ‘ ~
[1632] \ﬁw\%&m Qﬁ
Dy Y
'x ¥

[1633]  1-((3S,4R) —1-((1,2,3-MWE —Me—4—3L) FIJL) -4 (3,4- " IRIE) ML fe-3—5) -
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3-(3- EAERERD 4-F -1 IR 1055 Jix

[1634]  J@d ans 5121620 BRCHR Bk (8 77325, f I 3— (LR FF AU S) —4— R k-1 R -1 H-ig
W —5— L FR PR DR g 5 22K 2,4, 5, 6-VU SR 45 1 [Tk e —3— L & AL FR 2K By
K il £ o I S A AR €A B8, A8 0 % 2280 % £ /HoOFE g I 57 e 2l AL ) o , 45 3 b AL,
AW (3.4mg,0.0062mmol ,50% ;= Z&) MS (apci)m/z=>551.2 (M+H) .

[1635] 524|251

[1637]  1-((3S,4R) —1-((1,2,3-ME —M—4-J0) I HE) —4- (3,4 AR LK be-3-3%) -
3-(1,4-—FE-1-Z8 311, 1 "H-3, 4" —FRntk e -5-3%) iR

[1638]  Jdid ansei216 2 BRCHR Frak () 53 AL, 4- -1 - - 1H, 1 H-3,4° -1
M e -5 — B 2 Y IR AT (9. 2mg, 0.025mmo 1) B2k -2, 4,5, 6-IY AP I — 4 JF [Ttk
WA — 3— 5 2 5 PP T A I ok 1] 48 o ek S A AT R v, A FHO0 % 2270 % i /HaOFE 9 3 1R 7711 oK
itk ) 5, 13 RN FR LA (4. 2mg,0.0073mmo 1 , 30 % 7=3) JMS (apci)m/z=576.2 M+H) .
[1639]  sL1|252

4"‘&‘;?'*\
§ S ¥ 0N
Wy (,\
§§ ? ; & \* -
16401 ek N P NeoE
I T o
Nayy N
. F
@

(16411 1-((3S,4R) ~1-((1,2, 3 - Ie—4—J) FI L) —4- (3, 4— 5 ARHL) ML be-3—5E) -
3~ (4-F 53— (1 -FF -1 H-PK e —4 3L —1 — Rk - L H-IE -5 L) i

[1642] it wnse 21620 BRCH IR AT 1%, PG L - S -4- (4-F 25— CREE R
) —1 IR F-TH-ME e -3-58) —3— CREAUREL) — IH-IRMe-3- 85 B R2-2k -2, 4,5, 6-TU AR I,
I Lok -3 IR S IR R B IF B MAV I 24 & (3S,4R) —1- (1,2, 3-ME -4 -3E)
L) —4= (3, 4- R HR) WL Be—3 -k — £h IR £ ok 1l 46 o 3o S A ik, A 0 %6 28
80% £ JiF /MO E Nt i 7RI R2EAL 0 L, 13 BIAR UL 54 (6. 2mg , 0. 01 Immo 1, 4296 7€) MS
(apci)m/z=576.2 M+H) .

[1643] 5245253
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D
.
f&jr\\
A %A
Y
:w “‘* \%**x

[1644]

-
=

Ly
[1645]  1-((3S,4R) —4- (3,4- "I -1- (A-FH-1H-1,2,3-=m—4-FL) F L) g
fe-3-3%) -3- -KH-2,4,5,6-I4E K S [e] mpme-3-35) IR
[1646] @It nsEil216 9 Brad (1) 77325, 7E D BRAHR 1 -FR - 1H-1,2, 3- = —4-F g &%
1,2, 3-8 e —4—FR % Sk ] 2% o e Ik s A A iV, 48 O %6 3280 % 2L i /HaOFE A e Ji 771
KA BT, 3 BRI A4 (17Tmg ,0.033mmo , 76 % 7 & (3P EK) ) MS (apei) m/z=
519.2 () .
[1647] 524254

Mg 1R LT
[1648] O\w& b W
H B -

[1649]  1-((3S,4R) —4- (3,4~ —ga k) —1- (1, 3- "IN -2-3) Mg e -3-3L) —3- (3~
R -4 -1 - JR - TR -5 -3 iR

(16501 ik aisE o) 24970 BT ik (1) 5 i AR D BRATP A L, 8- A R TR -2-BR & 4R 1, 2, 3
VR PR —A— R R OR 1) 2% o JE SORHAE (R Y, A B %6 2280 %6 I/ Ha04E g 8t JBd ) ke 4l 4K i
L), A2 B FR AL A (17 . 3mg,0.0318mmol ,57.4% P22 (3B IE) ) JMS (apci) m/z=
544.3 () .

[1651] 525255

SN
H

S
N |8
[1652] S K .
)\} i}—’\iﬂ f \}¢ £

. T

.
[1653]  1-((3S,4R) ~4- (3,4- —F I —1- (1 -FF L T -2-38) ML k—3-38) —3- (3-2. %4,
Fh—4-F -1 2R - T H- e —5-3) iR
[1654] L dsE 2499 Bk 1 75 ¥2: , 7620 BRA R S B 1 -FF S T 2B & 4% 1, 2, 3188 —
WA — 4 — B % ke th1] 4% o 308 ok R AR R By L 4 0 % 2280 % 2.1 /HaOFE Sy e Jl 711 3k 4l A e 44 7=
Yy, 1320 bR AL A (8. 2mg,0.016mmol,70.1% =2 3P HR) ) oMS (apci)m/z=514.3 M+
H) [}
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[1655] 5241|256

[1657]  1- (Ux30) —4- U-FRHE) —1- (2— (F AL 458 MEng fe—3-J%) —3- 2R kL2,
4,5,6- VY AR S [e] mEme—3—55) Ik

[1658]  K51-((3S,4R) —4— (4-FIRIE) MEME LE—3-45) -3- Q-8 E-2,4,5,6-IUA - L /%
I Lelmbme—3-3) fr#h 1% £k (11mg,0.0249mmol , AISE B 210 ffr il #%)  2—Hill-N-F FE-N-= {i
H 7% (19. 1mg,0.0448mmo1) 5DIEA (9.65mg,0.0747mmol) & 3F4£0. 2mL. DMF 1 3 H7E 3RS
BJE T P A W IHCT (TN TPAVEVR , 35. 61L, 0. 249mmo ) Ff HZE PRI B2 S+ S NA)
47N AR NN NaOH (2mL) F H 78 AH 43 B9 1 y8 25 R FH A DOMZE U A I 4 6 FE I H
HLAE B I ELIE I SR A (i v 48 FHO % 5260 % 2 1E /H201E A e B 75 4liAk, , 15 3 b5 jifk &
) (2.2mg,0.00476mmo1,19.1% %) MS (apci)m/z=463.3 (+H) .

[1659] 5251|257

[1661]1  1- (O a0 —1- (AH-WRmE—2-J) L) —4 R JRnE g be-3-Jik) -3- (2-7x%:-2,4,5,
6-VU IR i IF L] b e -3-3) Jix

[1662]  g1- 2-2RHE-2,4,5,6-PUSE I It [elnbme—3-J8) -3 (e 3) —4-IR -k g
Ft—-3-25) Ik (15mg,0.039mmo 1 , WISL 1820 FRBH BT ik il £)  2— (GUFF L) —1H-IR ek £ iR #h
(5.9mg,0.039mmo1) 5DIEA (14uL,0.077mmol) & FF7E0. 2ml. DMFHH 3 HAE PR ERIE 5 T S FF
304350 N I S I AR 2 INEERE b IF s ik O A R 8 V8 A0 % 2270 % 215 /H01E R
B R RSk a4k, 15 B bR 8L 54 (7.9mg,0.017mmo 1,44 % 72 #) JMS (apci) m/z=468.2 (M+
0.

[1663] 525258
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LMe

\0,»»{

f‘““\ O <w

[1664] WN‘}ﬂ\m " ‘\
N“N

[1665]  3-F 4 HE-2- (UxX) -3-HE-4- 3-@2-2KIE-2,4,5,6- VU EIM K M FF [ nbme -
3-38) JIRIE) LN e —1 %) AR FF g

[1666]  g1- 2-2KH:-2,4,5,6-PUSE IR it [elnbme—3-J8) -3 (3 —4-IR -k g
FE—-3-4L) ik (30mg,0.077mmo 1 , WIS 11820 BRBH Fridk >R i £)  2—VR-3-F S HE P R FF I
(15mg,0.077mmo1) 5DIEA (29uL,0. 15mmol) & F£AE0. 2mL. DCMH F H/E RS0 FE T B3
R o LN 2 INFE A% B T 9 Hoas s e A A (i v B 5 % 2280 % L JIE /H201E A e it
FISkAlAL , 152 2 ERT e R R IR A IR bR 8L A4 (24mg ,0.048mmo 1,62 % 77 28) MS
(apci)m/z=504.3 M+H) ,

[1667]  s45]259

[1668]

[1669]  1-((3S,4R) —4- (3,4- R HE) —1- (A -F AL -2-08) MLk ke-3-55) -3- B-Z %A

4P -1 2R -1 H-IE e —5-0) IR

[1670] @It sEA 1949 Birad (1) 7732, 7620 BRA R F2—IR-3-F A L TR IR P 6 AR = R

WARR 2, 2, 2- =F LR IF HARFE3 R M AE L /NS el 2 o ik S AH AT 1892, A FH5 % %280 % &
i/ Ha O 3 I 77 o 2l 1k B 2 72 1), 49 31 52 3E 5 e S5 4 44 VR A 0 T =018 A AL A

(260mg,0.482mmo1,83.5% =2 (34 PEE) ) MS (apci)m/z=540.3 (M+H) .

[1671] 5245260

&\\/‘c 4

[1672] -I\ \}wt&i —i"z,

-\a%

)

[1673]1  1-((3S,4R) —4- (3,4- —F IR IE) -1 - (1 -2 -3-FR A JE T —2—5) ML e —3- %) -3
(2-755:-2,4,5,6-PYEIF R M I L] nb e —-3-J5) Jig

[1674]  #12- ((3R,4S) -3 (3,4- M AHE) —4- (3—- (2-FFEH-2,4,5,6- VA - K 4 [c]
ML —3—J) iR L) ML i be—1 L) —3—FF S L P 1 PR I (200mg, 0. 37 Immo 1, W1SE 451 259 1 Fip ik
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e %) VEMET-5mL THE 3 BB TRA A1 E0°C i INLiATHs (28. 1mg,0.741mmo1) 3 H 7
VS22 27N FHEL B I EIRE I /K A BRERAN (1194mg, 3. 71mmo 1) Ff HAEFREEIE &2
TR N 2/N) T g HL A o I ORI A LB AT FH0 % 2270 % L iE /H201E e
FIAEACKL ™ 1 15 21 2 R0 S /A8 VR & M08 A A #4547 (20mg,0.0391mmo1,10.5%
FEE2) MS (apei)m/z=512.3 (M+) .

[1675] 524261

M{:{.\{\({JH
&
o Q3

Ny
5,,“

[1677]1  1-((3S,4R) —4— (3,4- — R H) —1- Q- H—1 - a3 T —2-J5) Mg fr-

3-3) -3- -8 HE-2,4,5,6-VUEI N A I [c] ke -3-3%) fiik

[1678]  #2- ((3R,4S) -3— (3,4- ~FIEIE) —4- (3—- (2-2KFE-2,4,5,6- VYA -FF % 45 [c]

bt e —3 ) R L) Mk Joe—1—25%) —3 - A L TR IR FF B (20mg, 0. 037mmo 1, 21 4611 27 B ik i

#) Vi fg T ImL. THEH 3 HaB 20 20°C o 8 Ik B 288 (M THEYE R, 931L,0. 19mmo1) F H.

SV N A FHE 2 PR I AN INH20 (2mL) I HAEAH 4355 1 S 25 4R+ FHIDCM (2 X 5mL)

AEUS N Wi A5 FF B A HLAE ) I Hs b oM A i v 0 % 2270 % 21 /H201E A

Vel Ak aiAt , 15 2 2 4R X ik AR A W U AR AL A4 (7.9mg, 0.015mmo 1, 39 % 7~

) MS (apci)m/z=539.6 (M+H) .

[1679] 52441262

&
W\“k\;s‘{;ﬁ‘z?.{

[1681]  2-((3R,4S) —3-(3,4- AL —4- - Q-FH-2,4,5,6-TUAI R M I [cInk
I3 J5) iR L) ML e -1 — L) —3-FR A R TR IR $h IR £

[1682]  #2- ((3R,4S) -3- (3,4- ~FIIHE) —4- (3- (2-2KIH:-2,4,5,6- VYA -FF % 45 [c]
b e —3 ) iR L) REE I e —1—J5%) —3—FR A L AT IR FF B (300mg, 0. 556mmo 1, A1 51 259+ BT ik
il %) 5NaOH (INJK ¥ ¥ , 834uL,0.834mmo 1) & F-7E ImL. MeOHFR 3 H7E A 5510 & BidE ik
LR RO ek 22 a2 B o Fd i SO A g V28 0% 2250 % 0% /0. 01M HC1K
VA TR 9k i R0 ok Al Ak, 159 2] 8 HE X ik e i 4R R S5 Y8 S bR AL 5 ) (298mg
0.530mmo1,95.4% 7 2) MS (apci) m/z=526.2 M+H) .

[1683]  s2{5]263

220



CN 105130967 B iﬁ, EH :FS 213/359 5T

{
- .
LA B < S
[1684] ‘i?-\,g\, ,5‘“““}”\:;« S
Lo L

[1685]  1-((3S,4R) —4- (3,4-—FAHE) —1- (I -FH-3-F AU -2 J%) MEng fe—3—4k) -3
(34 FE -1 SR H-p e —5—3) ik
[1686]  JDIRA: il (3S,4R) —4- (3, 4-—FH ) —1- (- -3-F L A -2 F0) Mg b
3L BT R 52— ((3S,4R) —3- (BUT AL RIE A AL —4- (3, 4- /AR HE) ML b
1-38) —3-FH S LA I Y Bi5 (220mg , 0. 53 Immo 1 , AL 41259 28 BRA TN ik il ) ¥4 T-5mL THF
o 3 HL 4 /M B MNaBHa (100mg » 2. 65mmo 1) o 7E MR EE I BT B HE S B2 1 /i), 7E40°C TR
ke 3/Ne] , H HARJGAES0°C N FE R A o 1 98 S B2, e i » - FLad i oA A i v 0 %
B70% LI/ KB R4, 15 2R 8L &4 (154mg,0.399mmo ,75. 1% 77 28) JMS (apci) m/
7z=387.2 \M+1) .
[1687] DB il £ 2- ((3S,4R) —3-& F—4- (3, 4- " F IR IL) MEIE b —1-3&) -3 4H FE N -
1A B IREL % (3S,4R) —4- (3, 4- RS —1- (13- F S A TR -2 %) mip g Joe -3 2%
SRR T B (120mg,0.31 Immo 1) S5HCL (BN TPAYE L, 18611,0.932mmo1) 4 I ZE5mL. DOM
3 BAEFREIR E T Bebr6 /N o R AA S SL , 15 B AR AL &4 (87mg , 0. 304mmo 1,97 .9 %
FEE) o
[1688]  JDHEC: il 4% 1- ((3S,4R) —4- (3,4 " oAIE) —1- (1-FoFE-3-FF S L N -2-3L) g
fE—3—3k) —3— (3-Z A -4 FF -1 IR L - 1 H-Atp e —5—38) R 52— ((3S, 4R) —3-2 34— (3,
A— T RIRIE) MR e —1-38) —3-F A LT -1 R £k (13.0mg,0.0362mmo1) 3-8 3 -
4—FP -1 O - T H- PR -5 2 B P R ORI (AR 90 S 49 LD BRA ) U7 2 DA vh (R4 P 1 35 8 i
kel 44510, 2mg,0.0302mmo 1) 5DIEA (11.7mg,0.0905mmol) & I 7E0. 2mL. DMFH , 3 H.7E
PREE R N HRE L/INS o S M2 A N 2 A e B 9 HoJsd oA ik 0 % 3260 % &
/KB R AtiAk , 15 BhR AL A4 (10.9mg , 0. 0206mmo 1 ,68. 3% 72 3K) MS (apci)m/z=
530.2 M+H)
[1689] 5451264

Y jrwfﬁf
BN
‘ &y
[1690] BN PR P\"&\w»
1 Henint § sl
oy N

[1691]1  1-(4-5&(-1 -F—-1-J8-1H, 1 "H-3,4° - Jkrk e -5-4%) -3- ((3S,4R) -4- (3,4-—
ORI —1- AR -3 AU Y -2 0%) miE g e -3 ) fiR

[1692] @it ansi 2639 Bk () 777 A A4S 1 7 - -1k B - 1H, 1" H-3, 4 -kt e -
S F I R IR ER B AR 3- 2 | L4 Fh— 1 IR FE 1 H-Nb e 5 — L S I R 1R 2R i ok il 7% - I8
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o SR R VL L 3 0 % F80 % 2 /Ha 04 Ay ik i 71 K 44k ) i , 43 B4 AL & 1
(17.2mg,0.0293mmol,63.3% &) MS (apci)m/z=586.2 (M) .
[1693] 5245265

OF
&

§.

[1694] \/g‘*’s&«w ;;:“
s

[1695]  1-((3S,4R) —4-(3,4-—FRHL) —1- Q-H = I 45 meng be-3-3%) -3- G- -
1 -84 (R 2L —1H- L -5 ) iR

[1696]  JDIRA: o B A EIE U0 ~4-F80E-1- (2,2, 2- =5/ 430 MEmk e -3- L Sh iR 2k il
T8 20mm X 250mmF-PETech Chiralcell OD-HAE ({45 14345) AT #E G S 4k (o i s
(SFC) 4B (20 —4-T8 3 -1- (2,2, 2- =5 £ 5%) MEng ke -3-fg #h i £k (3.80g,11.0mmol ,
HR 30 T 5L 481 1 94 28 BRBIIT I ()R e ke il %) o Bl 7109 270 . 1 %6 NHaOHAE i1 750K 9 - 1
FLC02:MeOHo 7 2504 1, 153 3] (3R, 4S) ~4-KFE-1-(2,2,2- = L 5) Mg ke -3-f% (1.07¢g,
3.81mmol,34.6% 772 ,98% ee) MS (apci)m/z=245.1 (M+H) .

[1697]  JDIEB. 41— (3,4— FF H— 1 -1 H-MEME-5-3%) -3- (3R, 4S) —4-FH-1- (2,
2, 2- = L) MUK Fe—3—38) IR « #F (3R, 4S) —-4-I8 0k -1- (2,2, 2- =5~ £ F%) Mg fe—3- %
(15.0mg,0.0614mmo1) 3, 4— — HA gt —1— 2% i — L H-Mbt i —5— 35 G 0 FR R R S (17, 2mg,
0.0558mmo1) 5DIEA (21.6mg,0.167mmol) & 3F760. 2mL DMFH I H AE PR E5IE B T Hidk 1/
INF o S S N 22 INRE 26 B b I HLId e e A AT (89 FHO0 %6 2280% £ Ji /7K Bt i Sk 4k,
BB AY) (7. 2mg,0.0157mmol ,28.2% 7% Z) o« (MS (apci)m/z=458.2 (M+H)) .

[1698] 5245266

C«F 3
e

\
éi

[1699] *“\H ;,
?\8

zw%
Yo
[1700]  1-(3- Q- LA ~4-F -1 -FFFE -1 - -5-3) -3- (3R, 4S) 4K H-1-(2,
2, 2- =R L) ML fe-3-40) iR
[1701] s sk A 10 BRB BTk 1) 7 A F 3 (2 LA ) —4-FF B -1 -OR - TH-E
a5 — L G i R PR ORI A5 A3, 4 FF - L DR — L H- b e — 5ok A PP TR i I R 1l 6 o i et
SAHAE 18, 8 FHO % %280 % LI /H201E Al Rk 20 AL ) o, 13 BbR AL 54 (2. 2mg,
0.0044mmo1,26% ;=) MS (apci)m/z=506.2 (M+H) .
[1702] 525|267
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BE,
N &
[1703] iw ?\~i\§: Q

%z
[1704] |- (3-Z. A8 -4 F0 -1 - - | H-TE e —5-3) —3- ((3R, 4S) ~4-FH-1-(2,2,2-=
L) ML E-3— ) fiR
[1705] @it s e LB BRB A BTk (1) 75 3, A8 FH3- 2 S k-4 - -1 - OR B -1 H-mk e -5k
IR ORI (RS2 491 12D BRARY 772 DA AR AR P 135 R g M ke il £6) B3, 4- -1~
I e — 1 H—-Mpk WA 5 — JE 2 s R i T of il % o e Ioh S A A i Vs, 8 O %6 2380 % 20 /H201E
NEEIR ISR AL Y 5, 18 B AR U A4 (7. 1mg,0.0146mmo ] ,42.7 % P2 2) MS (apci)m/z=
488.2 (M+H) .
[1706] 52451268

\...,.Q L G\\& o
I S LR W
[1707] N ¢

[1708]  1-(3- (BRI PP AEIE) —4-H -1 2R - -k -5-3) -3- (3R, 4S) -4-KFE-1-(2,
2,2- =R L) ML e -3-38) iR

(17091 i fr s 10 BRBr BT ik 1 77 i, A% FH 3— (U R 40 ) —4-FR B -1 2R -1 H-iE
A — 5 — 5k G Y R DR A3, 4— R i — 1 — 2 — 1 bt et —5— 35 A 5 P R S S ke 1) 4% o Tt
AR T, A8 0 % 2280 % LI /H201F Bk Bt AR 264040 5, 453 245 AL A4 (11 . 4mg,
0.0229mmo1,67.0% 7 Z) MS (apci)m/z=499.2 (M+H) ,

[1710]  sz5269

AFs
{
&)
[1711] ¢\J\f ‘3\ N / RN
sh S
(17121 1-(1°, —_Eﬁ%—l—zﬁi%—m,1’H—3,4’—E9énttn§é—5—%>—3—<<3R,4s>—4—31*:%—1—
(2,2, 2- = L) Mg fe-3-35) ik
[1713] @ s ) 1 2 BRB AR BTk (1) 5 v, A8 L 4= R 12K -1H, 1 "H-3,4 " - JXHL

VA —5—Jk S o R PR R B A3, 4 R i 1 - Rk — T H-E A — 55—k S R R i o 1) o el
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SRR 8, 48 0 % 2270 % 21 /HaOFE i B sl ke 2 AL 7 i, 15 BN bR 8L 54 (6. Img,
0.012mmo1,68% ;= Z&) MS (apci)m/z=524.2 (M+H) .
[1714] 5241270

/":“F(S

J’ \a oo Sw
[1715] g }«Nﬁ ;:s"*u

O
[1716]  1-(4-%—1 -FR B 1-Z8 - 1H, 1 "H-3, 4 - BEmE e —5-38) —3- (3R, 4S) ~4-2E 31~
(2,2, 2-= L3 Mg fe-3-3) Ik
(17171 Jdad anse o 1 0 BB H Birak (1) 77 3%, 4 FH4-S-1 - -1 R R -1H, 1 H-3,4” -1t
I8 —5 L S L B PR FE S B A0S, 4— L FR -1 -2 Fh— 1 M-y I — 535 S 3 B R i /S o 1| 4% o il ok
SRAAFE T, A 0% 2270% L JE /H01E N BE BRI R 26404 5, 45 245 AL A4 (11 . 3mg,
0.0208mmo1,60.9% /=) MS (apci)m/z=488.2 (M+H) .
[1718]  szf271

Yo ASFy
{‘\wﬂ*;"“'" i
B3

[1719] O\,/L }wé; {;;’\

xH kw"“"’

é}‘i\
[1720]  1-(3-(((S) -2, 2- " H1 B, 3-SR -4 —55) H 2 5E) —4-FP -1 -1 H-Mlk
e —5-3k) —3- (3R, 4S) ~4-KHE-1- (2,2, 2- = L) ML fe-3-50) Ik
[1721] @k anse ] 1D BB Bk (0 757 AT (S) -3— (2, 2- -1, 3- A R B -4
5 FAEE) —4-H -1 DR - TH-mE e -5 L U R R ORI 4R34 R -1 R B - 1H-E
e —5— 7 S i B R s T ok o % o B S A € V2 , 1 FHO %6 2280 % 2L /HaOE R e JI 771K
ai ey i, B2 R A A (5.6mg,0.00976mmol ,28.6% = Z) JMS (apci)m/z=574.3 (M+
H .
[1722]  sz5)272

o
?H {/ 2 ]
Y \I,C\w N,
Ny tQ *j -
[1723] N T
P it {
~Ad
£}
o

[1724]  1-(3-((R) -2, 3- —FRRL A L) —4—FF Bt —1 - 2R - T H-mipme —5- ) —3— (3R, 4S) —4—
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IRHE-1- (2,2, 2- = F ) MErg St -3-38) iR

[1725]  Jg1-(3- (((S) -2,2- “HHE-1,3- T ZF 438 FHEEL) —4-F =1 HE-11-
mp e —5-JL) -3- ((3R,4S) —4-IxFE-1-(2,2, 2- =5/ L HL) Mg ke-3-38) fix (4. 4mg,
0.0077mmo ] , WIS 7 Hp Bk 1] 46) 5 HC1 (TN TPAVAVR 3. 31L,0.023mmo1) 4 3F7E0. 2mL. TPA
H I HAEPR SR B T SR L/ IR 4 e B3 H S INDTEA (1. 3uL,0.0077mmol) o 3@ S R AH
FEIE L, A 0% 2260 % L /Ha00F 8k i 77k 2i A KL P o , 43 B AR B &4 (3. Tmg,
0.0069mmo1,90% =) MS (apci)m/z=534.2 OHH) .

[1726]  sz46(273

OFy
§./'
N

~"

: ...:‘.“ﬁ\_,
[1727] %3& i {{%

" 4 g

[1728]  (R,S) 1-((2a,3B,4a) —2-FF—4-FH-1- (2,2, 2- = LFE) MW e —3-3%) —3- (2-
IRHE-2,4,5,6- VYA M I Lo ik ie-3-5) Jig

(17291 JDURA: B SN-RF -1 - CHRERERRD) 21K (-8 o) =F Kbk 6. 3g,
46. lmmo1) 52 H iz (14.8g, 138mmol) A HAE K J1 7545 H JF HAE180°C I i 4 - 4 e b2
V)i i TEtOAc (200mL) 5, FHIN NaOH (100mL) ik, T4 MgS04) I H4a o il i Ak B AE £
Y%, 10 % MeOH/CH2C Lo e I >R 20 AL AL 7= , 453 Bl bR AL &4 (8. 10g, 39 . Immo1,84.7 % )™
Z) o (S (apci) m/z=208.1 (H+H)) .

[1730]  JDIRB. il EN-R A -N- (R AL F ) -1 - R A 4 :AE0C 4104
B HIN-ZR R -1 - (R ke ) 2 1% (8.00g,38. 6mmo 1) 73 B/ Mo b PR i (37 % 7KV,
3.45mL,46 . 3mmo1) 5 HEE (1.88mL,46 . 3mmo 1) FIVE AW o B FIMeOH (2mL) ¥ ¥e5% 43 1% . 720
CRHHER G 3/, 8 NK200s (8.00g,57. 9mmo 1) Ff H A0 VR G+ 2 B AT 4.
& BT /> EECLORIR GBI B IR 3 B A INK2C05 (50g) « IR A 1304 80 7 Hid
W, HADBEEC08e %I B/ Otk gs , 19 31 2 3 58 O MOR AR 84k 59 (9.60g,
38.2mmo1,99.0% /=) . MS (apci) m/z=208.1 (M+2H-CH20CHs) ) &

[1731]1  JPERC: il & (R,S) (2a,3B,4a) —1 - H HE—2-H1 JE-3-fif JE -4 R FEMEng Le fl (R, S)
(3B,4a,5a) —1 -7k F Sk -2 1 B4 —fig B3 IR FEIENE 52 - 4 (B) - Q- fig R 2 M 52) 7% (0.500g,
3. 35mmo1) FITFA (0.0258mL,0.335mmo1) 7£10mL CHaC Lot fRIVE YA H1 E20°C I FLZ s IIN-
R HEN- (I —1- G 48 (1.01g,4.02mmol) o 7E0°C R it HE I M4 2
AN I HLAR G Ao vV FL L B PR B P 4 e i I M) , {5 FMeOH (2mL) FHIDIEA (0. 584mL,
3.35mmo 1) ¥ HMELZ e B 1 JF Hom i S AT (a2 0 . 1 % LR B 115 % 95 %
LR /KB R 24k, 15 2 25 3TR A W UM b B &4 (287mg ,0.925mmo1,56.5% 7™~
), MS (apci)m/z=297.1 M+H)) »

[1732]1  JBERD: il % (R,S) —1-((2a,3B,4a) ~1 2K H Jt—2- 1 -4 -FR L% e -3-3) -3
(2-ZK3-2,4,5,6-VUEIF R M FF [cmbme-3-38) R F1 R, S) —1- ((3B,4a,5a) —1-FK 1 Jk—
5-F JE—4-FE g b -3 ) -3- -FEHE-2,4,5, 6-VUEIM R M I [clmtme-3-38) g . %
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((2a,3B,4a) —1-ZK A L —-2- B -3 fig J -4 R E g St 55 (3B, 4, 5a) —1 -2k i -2 - F J -
4—figFE-3—ZE LR BE (110mg 5 : 31834 ,0.37 Immo 1) ¥/ T 10mL THR I AN Je 8
(3.18mg,0.0371mmo1) o /EHSBR T HFE B3 K, il 1T Celite® i 38 , W46+ Hig g T
0.2mL DMFH ¥R fN2-2K2E-2,4,5,6-PY SR8 — M [ mpme -3 SR 5 FF R 2R I (149mg
0.467mmol) FIDIEA (222uL,1.27mmo1) ¥ H AEPAEEIL KL T Hi bt I SV LN o4 s ) TNz,
FNEEREE b OB SR 8 0 % 80 % LG/ /K e i e 4lifh , B B A7 318 &
MR FREAL A (172mg, 0. 350mmol ,82% 72 28) « (MS (apci)m/z=492.3 (+H)) .

[1733]  JBHRE. #il% R,S) —1-((2a,3B,4a) —2—-FF J—4-ZE LML g fe—3-J) -3- @Q-K -2,
4,5,6-PYAIF N I [e] Ak PE—3—J5) iR AT1- ((3B,4a, ba) —5—H1 FE—4 T FEREIK fe—3—F) -
3- (2-K3E-2,4,5,6- VAR M JF [c]mbme-3-38) R : 4 1- ((2a, 3B, 4a) ~1-ZK FF 3E-2-F
Fh-4-FE IR g fm -3 ) —3— (2-ZE -2, 4,5, 6- VYA FF IR 5 3F [ ntkme—3—3) iR Fn1- ((3
B,4a,5a) —1-J% F -5 FF FE—4 R BRI g fe -3 Jik) —3- (228 KE-2,4,5, 6- MY A K = FF
[cTmEme—3-3L) fif (170mgfrI7: 398 54,0, 346mmol) &M% T 10mL THFEH 3§ H s 10 %Pd/C
(36.8mg,0.0346mmol) o FEH2 IR T i FE S B2 16 /N, e o ik i 0 98 0 Hok 4, 19 38 2
297 : 3R AR bR AL A4 (133mg, 0. 335mmo 1,96 % 7= 2) o (MS (apci) m/z=402.2 M+
).

[1734]  JDIRF: fil#& R,S) —1- ((2a,3B,4a) -2-FF F-4-78 5 -1- (2,2, 2- =5 LF0) M b -
3—4) -3- - HE-2,4,5,6-PUEIA M I [c ML ME—3—58) JIR : % 1- ((2a, 3B, 4a) —2—-F -
AR LML B -3-3E) —3- (2~ HE-2,4,5,6-PUE IR L G IF [c b m—-3-28) ik 51— ((3B,4
a,ba) —5—H B4R FLMEK e -3—4%) —3- (-8 E-2,4,5,6- VU I K i IF eIt me-3-J8)
f% (20mgfr) 7 : 3V8-4 4 ,0.050mmo1) 5HDIEA (8.7ul,0.050mmol) & 3F7E0. 2ml. DMFH 3 HLis in
HRAIR2,2, 2- = L HE (35mg, 0. 15mmo) o FEFA IR BT i FE S N LN, IngE & N
R E b B SRR (v FHO % 280 % 2 /K e sk 49 B8 o 4y e 1, 158 B bR ik &
) (3.0mg,0.0062mmol ,12% F=3) o (MS (apci)m/z=484.2 (M+H)) .

[1735] 5245|274

-
Fal

R
Ny
L
& 0 ..; 45\
[1736] %\ PN Ty
E i Nt

N

[17371  (R,S) -1-((3B,4a,5a) -5-F I —4-TKF-1-(2,2,2-=F LFL) W e-3-F5) -3-
(2-75:-2,4,5,6-PYEIF R M I L] nb e —-3-J5) Jig

[1738] 3 SEA9 i ol () 7 v, A2 A BRE v 43 B g 2 T AR U 1R i) &, 79 BIAR AL 5 )
(1.9mg,0.0039mmo1,7.9% ™ Z) MS (apci)m/z=484.2 (H+H) .

[1739]  s2275
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s
s

[17411  1-((3S ,.4R) 4= 3, 4-"FTFHL) -1-((S) -1, 1, 1 -=F-3-FHETH—2-3&) m g f5-3-

3) —3- (3~ B S -4-H -1 JR - H-b e —5-J) iR
[1742]  JDBRA: & (3S,4R) —4- (3, 4- /AL —1- ((R) -3, 3, 3-—F—2-FR LT L) 1L g
Fi-3-JE AL P B AUT B (3S,4R) —4— (3, 4- IR FE) MEK E -3 - S 0L R AT ER
(900mg,3.017mmo1) « (R) 2~ (ZH/H 3E) 4 24t (338.0mg,3.017mmo1) 5DIEA (779 . 8mg,
6.034mmo1) & JF/E2mL DMFH JF HAEPR BRI B T B P o 40 1 S S i 2 nae e & LI
Hisd A SR 0% 280 % L/ /Kl K 24k, 13 BlAr AL A4 (1144mg,
2.788mmo1,92.40% 77 %) . (MS (apci)m/z=411.2 (M+H)) .
[1743]  JDERB: il R) —3- ((3S,4R) —3— (BT AR FEE L) —4- (3, 4- R IRIL) ML Lt —
1-55) -1, 1, I- =5 2 PRI % (3S,4R) —4- (3,4~ R -1-(R) -3,3, 3- =5~
2—FRHE TR L) MR e -3 2 A IR AU T B (900mg , 2. 19mmo 1) VA A#T-5mL CH2CloH Jf Hi% Al
Z0°C ¥ MDIEA (11461L,6.58mmol) , 2 7 iMMsC1 (204uL, 2. 63mmol) o fo V1 i M2 1 /)N
Iy TR 2 PR IR P, W4 0 B oA A i 5 % 2290 % U /K B B ok 24 , 43 Bl AR
AL A (805mg, 1.65mmol , 75.1% 7= %&) o (MS (apci)m/z=489.1 M+H)) o
(17441 JPIRC: il (S) —2- ((3S,4R) —3-%(HE-4- (3,4~ F IR Mg bi-1-45) -3,3,3-=
A1 B AN, N N-=F 3 7 ke -1 -4 (25 % H208 9, 3144mg , 2. 46mmo1) 5 (R) -3-
((3S,4R) —3- (BT H BRI Z L) —4- (3, 4- A E) Mg fr-1-38) -1, 1, 1- =N -2- %
F R G (800mg, 1.64mmol) A /E0. 5mL. THEH I HAE150°C R N3 K o B s N sk &
TRESE B E 5 FLE S S AR vk 0 % £50% 215 /K B i sk 4lifk, , 15 B b5 Ak & 9
(287mg,0.925mmo1,56.5% 77 Z) o MS (apci)m/z=311.1 OH)) .
[1745]  SBIRD. 45 1- ((3S,4R) —4— (3, 4- —FHER) -1-((S) -1,1, 1-=F-3-F HH-2-
) ML fe—3—J%) —3— (3-2Z A 2k —4-F 1 —JR - L H-ME e —5 ) IR < 4% (S) —2- ((3S,4R) -3~
BAE-4- (3,4 FORED) Mg BE-1-3%) -3, 3, 3-=F-TA-1-B (10mg,0.032mmo1) . 3-Z. %4
H—4—HR -1 - DR R - T H- N e -5 — i Sk FR R O I CRR 9 5491 1 28 R AR 7732 DA R (R4 P 135
LAY H14559. 1mg,0.027mmo 1) 5DIEA (10mg,0.081mmo1) & 3760 . 2mL. DMFHR 3F H AEFF
SRR PN PR LN 4 S R g 2 a2k B b 9 HL sk A A 1B VA 0 % 2260 % 2
& /KM Sk gtk 15 BIFF B A (8. 1mg,0.015mmo ,54% F=2&) » (MS (apci) m/z=554.2
M+H))
[1746] 525276
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[1748]  1-((3S,4R) —4- (3,4~ /AR -1-((S) -1, 1, 1 - -3-F AT -2-5L) ML Lz -
3—3) —3- (3-Z A -4 FF B -1 R - TH-IE e —5-0) iR

[1749]  JBIRA. 4 (3S,4R) —4-(3,4- A -1- () -1, 1, 1-=F-3-FHFHEH -2-F) ik
W ot -3 S EUE R T R - 15 (S) —2- ((3S,4R) —3-Z HE—4- (3, 4-F IR ) ML e —1-55) -
3,3,3-=HAN-1- (120mg, 0. 387mmo1 , {ISL | 11 P FRCH Frid il &) \Boc20 (92.9mg,
0.425mmo1) 5PS-DMAP (27.2mg,0.0387mmo1) & - £F5mL CHaClorf 3 H AF FREEIE B T i B it
W o TR IBoc20 (30mg , 0. 14mmo1) , 4375 F- 7 INPS—DMAP (27 . 2mg , 0. 0387mmo1) - i B ;e N4
2/NIT ik 9, e i HL I e A A (v B % F295 % 2 / K Bk B Sk 44k, 15 B AR Bk A
) (63mg,0. 154mmo1,39.7% 77 Z) . MS (apci)m/z=411.2 M+H)) .

[1750]  DEEB. il & (3S,4R) —4-(3,4- AL -1-((S) -1, 1, 1-=5-3-F A LR -2-55)
Mg b -3 —FL R B R AUT BiE : #5 (3S,4R) —4- (3,4- —HIKHL) —1-((9) —1,1, -=F-3-F& 3
TA—2-38%) Mg f—3—FL s FE R AU T B (25mg,0.061mmo1) 5Ag20 (28mg,0. 12mmol) & FF4E
ImL AR 2R b 3f HLAEO C TR it o B INBIA R 52 (10mg, 0. 073mmo 1) FF H. 7t ¥F S A I 22 #1858
BE ﬁﬁi’#f%&bﬁj‘oﬁﬂuaﬂ (0.5mL) J HF#A Nt % (10mg,0.073mmo1) 3 HAEFRES
18R Bekk e LY A, ik Celite® ik 98 , e 4 I Ham i s A A (1872 5 % 5295 % 2.
%/7J<?ﬁ*ﬁﬂ%§f€é%%?%§ﬂﬁ ALY (22mg,0.052mmo1 ,85% 7 #2) o (MS (apci)m/z=425.2 (M
+H)) .

[1751]  JBERC. i £ (3S,4R) —4- (3,4~ AR -1-((9) -1, 1, 1- = -3-F AL H 2-1)
Mg -3 R EL 4 (3S,4R) —4- (3, 4- /R EL) —1-((9) 1,1, 1- =5/ -3-H = FE A -
2-FL) MEI% e -3 JE IS AU T B (20mg,0.0471mmol) 5 HC1 (BN IPAYE W ,37.7uL,
0.188mmo1) A5 - 7E5mL CH2CloH I HLAEPREZ I L T S dR6 /N R 48 e B2 , 453 B bR AL &
¥ (15mg,0.0463mmo1,98.2% /=) . MS (apci)m/z=325.1 (M+H)) .

[1752]  JDERD: i 1- ((3S,4R) —4- (3, 4-5RHE) —1- (S -1, 1, 1- =R -3-F AL H -2
5) mp g b -3-Jk) —3- (3-Z A4 B -1 R B TH-ME -5 JIR % (3S,4R) —4-(3,4-
FARHEE) —1-((S) ~1, 1, 1- = -3-F BT -2-2%) Hkng e -3-f& —h iR & (7. 5mg,
0.019mmo 1) 3~ 48 4~ F 1~ IR J— L H-TLE M —5— e it FR R i (RS 4l SE 491 1 20 BRATG
ELATR AP 135 N E 484 K #1451 5. 8mg ,0.017mmo 1) 5DIEA (6.7mg,0.051mmol) & 37
0.2mL DMFHR I HAEPREIE BT SR LN o 1 S ) 48 2 ine 2 B 1 9 HLid i e Al A £
T2 FH0% 2290 % LG /KBl ke aiifk, 15 2165 B4k 54 (6. 8mg,0.012mmol , 70 % 77 2) o (MS
(apci)m/z=568.2 M+H)) .

[1753]  s2|277
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[1755]  1-((3S,4R) —4- (3, 4- AR -1-(() -1,1,1-=FH-3-F H LN -2-) Mg b
3-38) —3- (3= ((S) —2-FR S AIE) —4-FF J—1 RS- I - e—5-38) fiR

[1756]  dict s 1 228 BRDH Bk 1 77325, AT (S) —3— (232 LR A L) —4-F - 1O k-
TH-TEE M 5~ 1 It FF PR A R 5 X 3~ 2 S 4 - P i - | - 2R B L H-hL k-5 SR S 3 P IR 2R R R
il & o A SO AR (B, A8 FH0 % 2270 % 21 /H201E 9 e it 71 Sk 2B A4 o, 19 B br Ak &
) (7.7mg,0.013mmol,75% 7 2) MS (apci) m/z=598.3 (M+H) »

[1757]  s241278

[1759]  1-(4-&-1 -FFBE-1-28 0511, 1 H-3, 4" -Bentme—5-3%) —3- ((3S,4R) —4- (3,4-—
B -1- (R -1,1, 1 - =5 -3-F BN -2-J8) L e -3-55) ik

[1760]  JDERA. i £ (S) —3- ((3S,4R) —3— BT AR R AL L) —4- (3, 4-JRARIL) ML e —
1-3) -1,1, 1- =5 -2- L RS % (3S,4R) —4— (3, 4- R R L) Mg k-3 —Jh i it F 1
T BE (1000mg , 3.352mmo 1)  (S) —2— (48 %) B4 26t (413 2mg, 3.687mmo1) 5 DIEA
(866.4mg,6.704mmo1) A FFAE2mL DMFH 3 HLAE PRSI FE R i F ik 48 o s i HR ki & (2854
uL,3.687mmol) Ff HLAHE S R LN o B I AR i & (285 4uL, 3.687mmo) PRIR , [A] I 4F
RIEFE2040 B0 B SN N 2 i B 1 9 Hoasd Sseopb A i FH0 % %280 % 2L i /7K ¥k
Wi sk alifl, B 20 kRS54 (1194mg, 2. 444mmo1,72.92% 77 #) , MS (apci)m/z=411.1 (M+
0.

(17611 JDIEB. il £ (3S,4R) —4-(3,4-—FHFRE) -1-(R) -1, 1, 1-=5-3-F AN 2-5)
WG f—3— i « A 1K FI 75 28 PO R IR AN, N, N- = H 3L 75 B —-1-4% (281mg,0.737mmol) 5
(S) =3- ((3S,4R) -3~ GRUT S B FRIL ZIE) —4- (3,4 “HIEIL) Mg be-1-38) -1,1,1-=%
P -2-FL TR S (180mg , 0. 368mmo1) & FE/E10mL MeOHH 3 HLAE170°C R InFA20/ M} o 4
NEYINEZE InRESE B E IF HAE R SOR A (i FH0 % 5295 % 20 /K B i ke 4lidk , 15 31 b it
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CN 105130967 B iﬁ, EH :FS 222/359 BT

e EH) (6Tmg,0.207mmo ,56. 1% ;=) o MS (apci)m/z=425.1 (M+H)) o

[1762]  JBERC:1- (4= -1 -F 185 10,1 1-3,4° -Frutme-5-3%) -3- ((3S,4R) -4~
(B3, 4-—FRE) -1-(R) —1, 1, 1 - =5 -3-F AN 250 Mg be-3-50) IR B4-5-1"-H
He-1-JRH-1H, 1 H-3, 4 — Ay e —5—JE 2 L FY R Rl (25mg, 0. 0635mmo1)  (3S,4R) —4- (3,
4= /ORI -1-((R) ~1,1, 1-=F-3-FH LW -2-F) M e -3- % iR & (27 . Tmg,
0.069mmo1) 5DIEA (24.6mg,0.190mmol) & 3 7£0. 2mL DMFH 3 H AE FREEIE B T Hidk 1/Ne) .
W SNz 2 ke B IF Hoam i oM A ik 0 % 3280 % 4 /K el ke 2lifk , 9 2
PRtk &4 (17. 2mg,0.0276mmol ,43.4% 72 2) » (MS (apci) m/z=624.2 M+H)) .

[1763]  sz46]279

[1764] O R S
24 ‘}»-N;»; ;;"\
T i £
?*zv-:x \?‘ F:
J ¢
O
S

[1765]  1-((3S,4R) ~4- (3,4~ “KRHE) ~1- (R) 1, |, 1- =40 -3-F U0 7R -2 3) g o~
3-38) —3- (3= ((S) —2-FR SN A IE) —4—FF -1 RS- L H-IE e —5-3) fiR

[1766]  dict s 1428 BRCH Bk 1 77325, AT FH (S) —3— (232 JE R4 0E) —4-F - 1O k-
TH-HEE M -5 S L FR R ORI B 04— 17 - - 1 2R - 1H, 1T H-3, 4 - B ek -5 B L
W2 R i Sk 1) £ o SO L S AR (i vk, A8 10 % B275 % £ /HaOAE Jy e Ji 77 ke i Ak 4 ot 5 4534
bRtk &4 (13.0mg,0.0218mmol,95.1% 77 2) MS (apci) m/z="598.3 OHH) o

(17671 HRAE S4B 20 J7 AT FH I 4 B RS 46 ik il & R 264

E6%5 ) e
o 1((384R)-4-3, | MS (apei) m/z

A0y i 4»_ il ;’gi ;;rt =518.2

I sl R
[1768] ., O LA A3
280 G £)3-0-F &
N A F B )-1-
NS A AL -TH- b ok

(17691 HRHESE B 1L BRBIK Jrid i H & S i@ ia P Ok % R 3L &4
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CN 105130967 B iﬁ' EH :I:S 223/359 Tl
EY BH £ # MS (apci)
%5 m/z
281 o F 1-((38,4R)-4-(3,5- = #& K | 5283

SN H)-1-2-F Bk L RS | (MHH)
£ W3- H)-3-3-3-F A LA
e F Hy-4-F F 1R k-
” w5
A
N
9
282 Oy 1-3(1,1- = #,2- % & T | 5363
Q‘QF Hy4-F F -1 -0k | (MAH)
[1770] ~ RH F e -5~
@OQI{IH 3 )-3-((38,4R)-4-(3,4- = A
\ _ FEY-1-2-FRA )k
' At -3 -2 ik
283 o 3 1-(3-(1,1- — &, 2- & 3 ¢ | 536.2
NN \ | E)A- 1R T Hek | (MAED
4 : 4 e
Lo T B)BGSARAB.5- 2 AL
N - 1-2-F FE Tt
N -3 3 Vil
N\
F
F_OH
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CN 105130967 B

[1771]

w BB 224/359 T
%4 T Ak MS (apei)
%5 m/z
284 | Oy 1-3-(1,1- = #-2- % & T | 518.2
Q‘QP AR )-4-F R-1-F -1 H-m | (MTH)
" o 5. 3 )-3-((3S AR)-4-(4-
=, A1 FEALL)
- stk - 3- 2 Uik
13-
Nz
OH
285 Ay 1-(3(1,1- = A2-F& A T | 5222
_ Q P )1 R TH- w5 | (MAH)
o NH F F)-3-((3S,AR)-4-(3 4= AL
" RAR)-1(2-F AL Ak
LN P tE-3- B Wk
N7
N\.
F T :
OH
286 o F 1-((38,4R)-4-(3,5- = & % | 500.3
AN O H)-1-2-F B 2kt | (MTED
™ i -3-H)-3-G-2- B A &
OQ{NH F %)—4— W1 - 1H-
NH ‘?‘ﬁ—S—%)%ﬁ
N N
N.._
"OH
287 A0y \ 1-((3S,4R)-4-(4-  # K 4823
F H)-1-2-F Ak © Ayt | (MAH)
~ fH W3- )36 T
Oﬁq . )4 T R TH
_ 53K )k
WA
=
OH
288 ANy ; 1-((38,4R)-4-(3,4- — 7, % | 5283
; ‘ P )17 a2 B utes | (MHH)
NH F B -3- 45 )-3-(3-(2- #2 Ak -2-
= © R 7 3 )-4- F 213K
@L N T Hesthok 525 )P
NN
N\.
CH
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CN 105130967 B

[1772]

I 295/359 T
E ) £ ) £ # MS (apei)
&5 m/z
289 | Oy _ 1-((3S,4R)-4-(3,4- = #. A& | 5143
F HO)-1-2-F 8k Tk yskes | (MHH)
o NH F B -3- B )-3-(3-((S)-2- 2 &
t\;H 3k )-4-F 2k-1-F K -1H-
' N vk 5 HO
N,
OH
290 Aoy 1-((3S,4R)-4-3,4- = A K | 5143
“"‘ A)-1-2-F EA T H kg | (MFH)
K F ¥ -3- R )-3-3-(R)-2- 2 £
o A B )-4-F 13 1T
w5 2K )k
291 ANy 5-(3-((3S.4R)-4-(3,4- — 7. | 5283
Q‘QF A A)-1-2-F RAR Ryt | (MHH)
NH F A -3 ) W AL )-4- T
Oﬁq . A TH ek 3 B
v LB
N; j\
o O\/—
Q
292 | Oy 5-(3-((3S4R)-4-(4- A & | 4952
F H-1-2-F Ak 2 ks | (MHH)
F B-3- B )-NA-Z F 3K
-1- 3R - TH- otk sk 307 Bk
ﬂ%
293 Ay 1-( R X -4-(3- Ro-4- B E | 5522
F H)-1-(2- T FA LA ket | (MHH)
NH o] W-3-2)-3-(1'4-=F H-1-
O’ F 3K - VHA[34% 85 o
ik ]-5- 20
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CN 105130967 B

i3

B B

226/359 Tl

[1773]

£

B |

AR

MS (apei)
m/z

294

1-( B K -4-{(4- &, -3- B R
R )-1-2-F R T yrknks
$o-3-2k)-3-(1' 4- = F H-1-
FoE -1H1'HA[3.4% BE #
ot 1-5- HO B

5522
(M+H)

295

1-( B X, -4-(3- A, -5- B &
F)-1-2-F B84 T )rkek
$-3-H)-3-(1" 4- = K-1-
RO CIH 1'HA[3.4- B& vit
ot ]-5- )

552.2
(M+H)

296

NH ci

(R A 43 A%
A)-1-(2-F B TH ok
IR-3-A)-3-(1'4- = F K -1-
#oE -IH I'HA[3,4- B vt
i ]-5-A) ik

534.2
(M)

297

1-((38,4R)4-(3 4- = A &
£)-1-2-F 2k LAyt
8 3= HO-3-(4- F 2R -3-(5-
¥ o3k -134- BE = ek .
A1 R - TH-we -5- 25
il

538.2
(M+H)

298

1-((38,4R)4-(34- = FL X
H)-1-2-F SR T s
W -3- B )-3-(4- F A& -3-(3-
WA 124 BB = s
F-1- K- T H-vhvk -5 45 )

5382
(M+H)
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CN 105130967 B

B B

227/359 7l

[1774]

3]
%5

& K

MS (apcei)
m/z

299

1-((3S,4R)-4-(34- = . &
H)-1-2- 1 B TR )tk
I-3-2)-3-(4- P 21K
B-BAERF A)124-8E
g5 H)- TH-ed -5 )
R

5922
(M+H)

300

1<((3S,4R)-4-(4- #A %
F)-1-(2-F Bk T )k
W-3-2)-3-(4-F H-1- R
3B AT H)-124-
et S SRS 10 S
Pk

574.2
(M+H)

301

5-(3-(R K 4-(3-R-4-AFK
F)-1-2-F 8 LA )ytkes
B3 HO WA )N 4- = 9
SR T H- et 3. B
T

5292
(M+H)

302

5-(3-(R R-4-(4-F.-3- B %
F)-142-F 2 LA ykrh
B-3-EOM R )N A- = F R
~1- Rk - TH-e vk -3~ § B
S

529.2
(M+H)

303

1B R -4-(4- R -3- AR
A)-1-2-FRA LRk
W -3 )-3-(4- T A -3-(1-
W2 B2 A
4 1- A - TH-wh e
52k

579.2
(M+H)
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CN 105130967 B

228/359 BT

[1775]

£

0t |

% AR

MS {(apci)
m/z

304

1-( B X -4-(3- B -4- R
) 1-2-F Sk LA ks
K -3- 35 )-3-(4- F £ 300
D RARR-1,2- S0
7R -4 R )-1- R AR -1 H- oo
-5-48) %

579.2
(M+H)

305

1-((38,4R)-4-(3,4- = R %K
H)-1-2-F &L T ks
$-3-303-(154,5- = F &
1-F - TH, U'H-[3,3- Br otk
wh]-5- K

550.2
(M)

1-((38,4R)-4-(3,5- — & %
H-1-2-F 8 TR kg
W3- )3-(14,5- 29 3
1=K 3k -1H, 1'H-[3,3- B nik
ok ]-5- F )

550.2
(M+H)

307

1-((3S,4R)-4-(4-  # HK
HO-1-(2-F R A L )ng
bt -3-4)-3-(14,5- 2 F A&
13RO -TH VHA[3,3- 6k
-5 A5 )k

532.3
(M+H)
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CN 105130967 B

[1776]

w BB 229/359 T
F4) s 2K MS ("-/lpzci)
%5 m/z
308 | Oy 1-((38,4R)-4-(3,4- = #. & | 5502
Q‘QF H)-1-2-F I A yptbrts | (MHH)
feF B3 R)3(2A45- 2 F R
o - F AR H2HA[3, 3 Bk
ol -5 2 ) ik
309 S 1-(4-ZR @ AR -1-F A&-1-38 | 562.2
Q“Q‘F H-TH,UHA-[34'-Bheterd )5~ | (MAH)
N F H)-3-((38,4R)-4-(3,4-— A,
o ES SRR £ F SF ST
w3 A Mk
310 Ay 1-((3S,4R)-4-(3.4- = #. K | 5643
F B )-1-2-F Rk 2k )yakes | (MAH)
% -3 )3-(4- F B A -1-
=~ W -1 A -1H, 'HA[3.4-
ko ]-5- 2k
311 O™y 1-((38,4R)-4-(3,4- = . % | 5502
Q‘Qj H)-1-2-F Ak LA ybets | (MAH)
F ' W-3-H)3-4- T K-
F-1-R AT I'H-[3 4B
Pl -5 ) ik
312 Ay 1-((38,4R)-4-(3,4- = . | 5542
P )2 PR Lyl | (MAHD
$o-3- )31 AR
£ R4 = F K
-1H,1'H-[3,4"- B£ wib, vk ]-5-
B8
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CN 105130967 B

B B

230/359 5T

[1777]

£

Bt |

AR

MS (apei)
m/z

313

1-((3S.4R)4-(3,4- = B K
FR)-142-F Ak Tt
Wo-3- Ak )3-(1-3- B R
A )14 = 9 3k
STH,1'H-[3,4'- 3£ oh o ]-5-
BN

554.2
(M+H)

314

1-((3S,4R)-4-(3,4- = F, K
£)-1-2-F 8 L )kek
¥o3- Jk )3-(1-2- B R
A yr4- = F A
-1H,1'H-[3,4'- 3k ok vk ]-5-
ES1S

5542
(M+H)

315

1-((38,4R)-4-(3.4- — BL %
FO-1-2-W B T
W3- AR )-3-(1-3- A R
A 4 = F K
STH,UH-[3,4- 3% ot o ]-5-
FOMk

571.2
(M+H)

316

1-(1-(3- R 4- R IR )-1' 4-
29 K CTH, I HA[ 3,4 B ik
W:,f“ ]_5-
#)-3-((38,4R)-4-(3.4-— F.
FA)-1-2-F RA Ayt
AR -3 B

589.2
(M+H)

317

1-(1-3-32- R R )-1 4
= T A TH A3 A B

3 )-3((38.4R)-4-(3.4-= A,
HRE)-1-2-F BA T Ayt
Et-3- )k

o ]-5-

589.2
(M~+H)
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CN 105130967 B

i3

B B

231/359 B1

[1778]

54

%% |

% AR

MS (apci)
m/z

318

1<((3SAR)-4-(4- & *
F)-1-2-F A TR s
-3 K O)-3(1-4- BR
A 4 = F K
STHLU'HA[3,4'- B ot 3k ]-5-
AW

568.2
(M+H)

319

1-((3S,4R)-4-(4- # %
HE)1-2-F B T s
Bo3- kO)3-(1-03- AR
A Oyr'd- = ¥ OB
“TH,I'H-[3,4'- B sth #1252
HOW

(M+H)

320

1-((38,4R)-4-(4- #. &
£)-1-2-F A T s
Ho-3- R )-3-(1-(2- AR
x4 = P OK
-TH,1'H-(3,4'- B ot =k ]-5-
Hli

568.2
(M+H)

1((38,4R)-4-(3,4- R R
FN-1-2-F BT E bk
¥ 3= Ak )3-(1-3- A K
A )4 = W K
STHLI'HA[3,4%- B s v ]-5-
W

550.2
(M+H)

322

1-(14(3-5-4- T A AR )-1"4-
W A -IHVB-[3.4- B vtk
o4 1-5- 45 )-3-((38 4R )-4-(4-
ZREERQ-FREL
FPHrB AR -3 )R

568.2
(M-H)
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CN 105130967 B

[1779]

w BB 932,/359 71
=) M 24 MS (apei)
%5 m/z
323 | O~y 1-(1-(3-32- RF A )-1'4- | 568.2

Q‘QF 2 A TH UHA[34- 8o | (M-H)
; wh 1-5- 2 )-3-((38,4R)-4-(4-
ZRFENI-Q-FTELET
ks -3 B0k
324 | 4 F 1-((38,4R)-4-(2.4- = & % | 536.2
- \/\F H)-1-2-F /A S )ees | (MFH)
i $-3-2)-3-(1'4-— F 3h-1-
o,Q(N“ ¥ £ TH,HA3,4- B 9t
ik 1-5-HR Ik
325 o N 1-((38,4R)-4-(3- # % 7 | 5232
- v«w 12 F B 2 s | (VMAHD
% $-3-25)-3-(1'4-=F K -1-
AR -1H'HA[3.4- B et
-5 H )Mk
326 SO , 1-((3S,4R)-4-(4- & & 3 | 5232
CN HY)-1-2-F 8 Tk ke | (MAH)
NH $E-3- 45 )-3-(14- = F B -
X R A IHIH34- B o
w15 )k
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CN 105130967 B

B B

233/359 Tl

[1780]

54

%5 |

% AR

MS (apci)

m/z

327

(14 = ¥ K -1- R A
-TH,1'H-[3.4'- B# sib. vk 1-5-
F 3438 4R)-1-2- F £,
R TEA-(F TR
PAN-3- FO Wk

514.3
(M+H)

328

1-((38,4R)-4-(3 4- = B &
H)-1-2-F BA TRy
B-3-3)-3-(4-F £-1,3-=
FA - TH-mhmk -5 O B

8322
(M+H)

329

1-((38,4R)-4(3,5- = #, %
£)-1-2-F BA T H bk
B-3-40)-3-(4-F £ -1,3-
RE-TH-shre 530 )M

532.2
(M+H)

330

1-((38,4R)-4-(3,4,5- Z R
F)-1-2-F R T Kb
$-3-2)-3-(4-F K -1,3-=
FRA- T H-rlmk -5 B

(M-+H)

550.2

331

1((3SAR)-4-(4- A A
H)-1-2-F B TRyt
$-3-2K)-3-(4-F A-1.3-=
- TH-vthde 5 - 2 M

514.3
(M+H)
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CN 105130967 B

[1781]

w B P 234/359 T
%4 sEH 24 MS (apei)
e m/z
332 | 1-(4- 32 -3- ¥ A& -1- K A | 5021
-1H- st vk -5- gR )-3- B K | (MAH)
S1-2-9 Ak L EO-4-(1-F
- TH-v o 4 AR o
-3- 2Ok
333 1(1'4- = F B -1- R & 5192
-IH,1'H-[3,4'- B£ ok ok 1-5- | (M+H)
R )B(BAN-1-(2-F R
T )4-(1-F BT H-stho
A F yerrd k- 3-8 ik
334 (1'4- = F & -1- R & | 5076
-TH, 'H-[3,4 B£ ok, »& |-5- | (M+H)
AR)3-((R R-1-2- F B
o 35 )-4-(1,2,3- 78 vk 4
ARyt -3 -2 ) ik
335 1-3-TRAEA-FI-1-72 5323
- TH-shd -5 0 3-(R A, | (MFH)
~/ -2- F R & T
~ ESREICEES R SE S
\ st -3~ Ak e
e
b
o\
336 o CFs 1-(3,4-= ¥ #&-1-F 3K -1H- | 502.2
" & )-3(38.4R)-1-2- T A
O=( RLH)4-BAERT )
~ FA IR 3- Rk
e 1\‘] N
N==
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CN 105130967 B lﬁ, EH :FS 235/359 Ti
%4 sH MS (apci)
%5 | m/z
337 o F 1-((3S,4R)-4-(5- Atk ue -3- | 4652

AN N | ) @- T RAE G s | (MAH)
[ \=N B3 & )32 K &
oA -2,4,5,6- 79 £ IR R A
, - [c]rtei-3- 25 )5
N...
338 o F 1-((3R,48)-4-(5- Atk -3~ | 4652
SN </j\ B)-1-2-F R TR )Hes | (MHED
=N o-3- K 3-2- R OK
NH -2,4,5,6- 9 E.5 R, = M5 HF
O bR A i 3
v Q(NH [c]rrtode-3- 2K Yk
.Q ~N AN
-
339 o F 1-(3-(2- A T AR )-4-F 3k | 501.2
= \/\M -1- % Ak -1H- b e -5- | (MFH)
{ =N HO)34((38,4R)4-(5- At
[1782] O}_\,NH e -3- K )1-2-F AR T
. Byt b -3- 3 )M
koo
O—\—F
340 o F 1-(3-2- R 8 H)-4- P & | 501.2
AN </ \g - R A 1H- st ek 5o | (MHH)
=N A )-3-((3R.A48)-4-(5- i ot
o= ®-3-A)-1-2-F B AT
A yethedobt-3- 5 Mk
341 1-( B K -4-(5- fu b7 -3- | 465.2
F)-1--FRA T yes | (MHH)
o3 A 302 R A
-2,4,5,6- v IR X, = v OF
[¢]rHe-3- 2R
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CN 105130967 B iﬁ, EH :FS 236/359 BT

=4 E- %] 2 # MS (apei)
%5 m/z
342 | 0 pel 1-( R & -4-(5- kg -3- | 500.2
SN ) 1-2-F S Tkt | (MHH)
/=N k-3-3)-3-(3- LAk 4-F
D:_(NH Bl -TH- ek -5-2)
HiA

343 5 CI (R A& -4-(5- 2 kw2 -3- | 469.2
- \/’\M BO)-1-2-F AL T A g | (MHH)
/= W335 )-3-3,4- = W A1
oM FI T H-rthrd-5- 20
y NH
A4
-
1783 — — = :
[1783] 344 1-( B X, -4-(5- A b -3- | 515.3

B 1--F R T s | (MEH)
$7-3-45)-3-(4-F #h-1,3-=
R TH-vtbrk-5- 2V

-(1'4- = % & -1- K & | 5153
-1H, 1'H-[3,4'- B£ ot v ]-5- | (M+H)
F)3-(R K -4-(5- bR
2-35)-1-2-F SR TR
Peg -3 -2 ) Bk
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CN 105130967 B iﬁ. EH :F; 237/359 T1
%4 ] A A% MS (apei)
%5 m/z
346 | 1-(1'4- = % & -1- % & 5192

-1H, 1'H-[3,4'- & #t, m - 5 (M+H)
A )-3-((38 AR)-4-(3- A, it
4R WAL T
FRyrbegob-3- O
347 1-((38,4R)-4-(34- = F. % | 5372
H)-1-(2-F 8k Sk ket | (MHH)
-3 A )-3-(4- F A -3(1-
= WOk C1H-124- 2w 3.
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%4 s Ak MS (apci)
% m/z
428 | Oy 1-(4-3 13- 23R S -1H- | 5784
Q“@‘F gid o S5- |  (MFH)
o H)-3-((38.AR)-4-(4- A
H)-1-2-F AL LAy
B3 R
429 F 1-(4-R,-3-F -1 3k | 5542

./QN/\N . Q S1H- st "'ﬁli 5- (M +H)
< F#.)-3-((38,4R)-4-(3,5- =

o:(”” ¢ BREA-I-Q-FARLT
Fyehedobt-3- 28

430 F 1-(4-32 3-F A - A2 A | 5011
-5-

- F)-3-((38,4R)-4-(3,5- =

OQ\{NH F AREE-2-FERA T

[1800] Jyrrhrdobr -3 2Ok

431 1-(4-F-1-F 2 -1-F A 540.2
-IH, I'H-[34-Boenk]-5- | (MFH)
A)-3-((3SAR)-4-(5- Atk
3 1-2-F AL T
HOyrbebobr - 3- Al

432 T-(4-F-1-F 1K 00 | 5232
A )-3-((38,4R)-4-(5- At
-3 )-1-2- T EA S
Fh yorbegb -3 -k VM
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4] -0 24k MS (apei)
%5 m/z
433 o Foooll-(4-2-3-F k1.8 8 | 5191
AN N, | THesd s B3R K, | (MFH)
{ =N 4-(5- Frt g -3- 2 )-1-(2-
oMM ¥R R ) 3
| NH B
N Ny~ Br
N__
434 R F 1-(4-383-F -1-% & | 4732
- V\M\g IH-sthed oS- H0)-3- R K, | (MFH)
L =N A(5- AR 3 2k )-1-(2-
o VR A AR )RR 3
o~ B
N XyCh
Nb\’
435 o F [-(4-3£-13-2 % h-1H-| 5792
TN/ ik o 5. 3 33-( LA | (M)
% =N (5= AR -3- 2 )-1-2-
[1801] o:(‘“ LR T ST SRR
, NH Wk
N Ry Br
N...
436 1-(4-#-1,3- = F & -1H- 535.2
ek 5 3 )3 A A | (MAH)
A-(5- AR -3-20)-1-(2-
AR TR )tk -3
)
437 A N\ 1-(4- 2 -3- 9 A -1- A 5252
/) F [ IH-whee 53R K, | (MTH)
[ (5= B 22 )12
O=( TR L)AL IR -3
@ hH A
NNy Br
‘@’
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CN 105130967 B w Bg B
) AR MS (apci)
% m/z
438 1-((38,4R)-4-(3.4- = #. 540.2
FAENLQ-FRA K| (MHH)
A -3- 23 -(4- -1
EA S . S
-TH, 1'H-[3,4'- B obb ok ]-5-
N
439 1-((38,4R)-4-(3,5- = #. 540.2
FEII-2-FERALTE)| MHH)
AR -3- 5 )-3-(4- -1
[1802] L S [ -1
~IH, I'H-[3.4- B et wk ]-5-
E-RYS
440 1-(4-38-1-F 3k 1-F k| 5852
_ SIH, U'H-[3 4Btk ]-5- | (MtH)
HK)-3-((3S AR)-4-(5- Atk
M-3-4)-1-2-F 2R T
el -3- )Mk

[1803]  =zfs1j441
J,Oww

3
[1804] N
[1805]1 1-(1

A= TR IR IH, 1T H-[3, 47 IR ] -5 -3) -3 ((3S,4R) ~4- (4-F K

H) —1- (2-HVAAHE £ FE) Mg B3 J) JIR

[1806]  [H] (3S,4R) —4- (- AHL) —1- Q-FFA R L) Mg be-3- ik — $h g & (%L1
40mg,0.13mmo1) 7EDMA (428uL) H K& F M H A JIDIEA (112uL,0.64mmol) , 153 2P IH H W -
[ VAR TP AR 4- R -1 - - T H, 1 H-3, 4 — IR Ak M -5 — ik G i R R 2 s (o A A
199:53mg, 0. 14mmol) o HEFEEH 5 , WA S A L iE i, (C18,5% £42% LM/ 7K) B4tk Ik
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R, 45 3 52 A3 S ARET 1= (17, 4- ZH 10K - 11, 1 H-[3, 47 -BRiE e ] -5-3) -3~
((3S,4R) ~4- (4= AHE) —1- (2-F 42k £ 3) WL BE-3-2) ik (42mg,63%) oMS (apci)m/z=
518.3 (M+H) o'H NMR (400MHz ,CDC13) 67.85 (s, 1H) ,7.74 (s, 1H) ,7.48-7.5 (m,2H) ,7.34-7.38
(m,2H) ,7.27-7.31 (m,1H) ,7.05-7.1 (n,2H) ,6.81-6.85 (m,2H) ,5.37 (br s,1H) ,4.27 (br
s,1H) ,3.96 (s,3H) ,3.33-3.43 (m,2H) ,3.25 (br s,3H),3.16-3.19 (m, 11) ,2.98 (br s, 1H),
2.70-2.83 (m,2H) ,2.49-2.65 (m, 2H) ,2.27 (t,1H) ,2.09 (s, 3H) .

[1807]  szf442

NQWAN
F

i

]

[1808] C:j{ , M(NH
D

7

[1809] 1-(1’,4- —HJE-1-283E-1H, 1 H-[3,4 - Frnkme]-5-345) -3- ((3S,4R) -4- (3,5
BRI —1- @-FEIE L) Mg e -3-38) ik

[1810]  ARAE S 44 1 vh Bk B9 77 32%, 765 B o ] (3S, 4R) —4- (3, 5- A HE) —1- Q-F 4
H LK) Mg e -3 — EhER SR B X (3S,4R) —4- (- AE) —1- (-5 2 28) L g e -3-
file — h R £k R 1] 4% JMS (apei) m/z=536.3 (M+H) .'H NMR (400MHz ,CDC13) 87.86 (s, 1H) ,7.74
(s,1H) ,7.49-7.52 (m,2H) ,7.36-7.41 (m,2H) ,7.28-7.33 (m,1H) ,6.62-6.70 (m, 3H) ,5.33
(br s,1H) ,4.27 (br s,1H) ,3.96 (s,3H) ,3.36-3.45 (m,2H) ,3.27 (br s,3H) ,3.15-3.20 (m,
1H) ,2.96 (br s,1H) ,2.72-2.81 (m,2H) ,2.54-2.67 (m,2H) ,2.31 (t,1H) ,2.11 (s,3H) .
(18111 s2f5]443

i

N
¥
N

[1813]  1-(17,4- " HJE-1-I%3E-11,1 H-[3,4 - Femtme ] -5-3%) -3- ((3S,4R) -4-(3,4,5-
—EORIE) -1 Q- 2D g e -3-28) IR

(18141 R4k S 44 1 Birad 1 7730 , AE B R (3S,4R) —4- (3,4, 5- = 7K3L) —-1- C-H
AL HL) MENE B -3 Eh R Eh B AR (3S,4R) —4- (4G IR IL) —1- (2-FF & 3k 2. 3%) ML e -
31— ER IR £ KAl 4 o MS (apci) m/z=554. 3 (M+H) o

[1815]  SEf5|444
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[1816]  ‘Sei

[1817]  1-(1,4- - 1-Z8H-1H, 1 "H-[3,4 - BEntme ] -5 —3- ((3S,4R) -4- (3,4-—
BRI —1- Q-FEIE L) Mg e -3-38) ik

[1818] R4k S 441 h Bk (K /5¥2: , 7E B B b (3S,4R) —4- (3,4- &K KL —1- C-H &
H LK) M e -3 — SR ER SR B X (3S,4R) —4- (2,45 RAL) —1- Q-F A AL 2 ) MLk b -
3T — b R ER Sk il £ JMS (apci) m/z=554.3 (M+H) .'H NMR (400MHz ,CDC13) §7.86 (s, 1H) ,
7.74 (s, 1H) ,7.48-7.52 (m,2H) ,7.34-7.39 (m,2H) ,7.28-7.32 (m, 1H) ,6.92-7.04 (m,2H) ,
6.81-6.85 (m, 1H) ,5.32 (br s,1H) ,4.24 (br s,1H) ,3.96 (s,3H) ,3.38-3.40 (m, 2H) ,3.26
(br s,3H),3.12-3.17 (m,1H) ,2.91 (br s,1H) ,2.72-2.77 (m,2H) ,2.52-2.66 (m,2H) ,2.27
(t,1H) ,2.1(s,3H) .

[1819]  sz4445

PECS

[1821]  1- (1, 4- " HJE—1-2E3E-1H, 1" H-[3,4 - BEmkme ] -5-3%) —3- ((3S,4R) —4- K
B —1- Q-F AR 2 38) g be-3-3) IR

[1822]  ARFFSLHI44 19 FTiR R J7 ik, fE B IRE AR T (3S,4R) —4- CE3) -1- Q- AL 2.3)
Mg E—3-fi — Eh R R B AR (3S,4R) —4— (- oRIL) —1- @-F 4 Bk 2 08) Mg e—3-fik — R 2
hok 84 MS (apci) m/z=500.3 M+H) .

[1823]  szf5446
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,ﬁwﬂ, :

a A F

[1824] M\%‘M\Xw
&1

P
[1825]  1-((3S,4R) —4-(3,4-—FH R —1- Q- HHE L) Mg be-3-3) -3- (17 - 4-H
UL TE L) —4-F -1 2R - 1H, 1 H-[3, 4" —BEnt e ] -5-45) fig

[1826]  ARAESLH441 s BTIR B J792:, 70 BRE AR H (3S,4R) —4- (3, 4-F K ) —1- (2-F 4 A&
Z.3) g bt -3 - — Eh R £h B X (3S,4R) —4- (4-FR L) —1- - AL 2 ) g b -3- %
TR H A (- A-H AR ) —4-H -1 -OR R -1H, 1 H-[3, 47 -k e ] -5 &
FEFREEERE AL A- T H -1 - 2RI 1H, 1 H-3 47 TN e —5— 5 5 o FR R R ke 1 4% o MS
(apci)m/z=642.3 M+H)

[1827]  sizf5ij447

.f‘O\r"'\ N FT
Lo '<
MM

s
S
_ F
{fff\r}b‘{

[1829]  1-((3S,4R) —4- (3,4~ " FIRH) —1- (2-F Ik £ FE) WL g e -3-J) -3 (17— (4-F
SRR L) —4-FF -1 2R -1, U H-[3, 4 -] 53 IR =4 R L

[1830]  7E/5 A A2 th 3 B 1- ((3S,4R) —4- (3,4- AL —1- Q- FF 4 JE 2. 3E) 1L e —3-
) -3- (1"~ U-FFEFRERF L) 4-FF-1-FKF-1H, 1 'H-3,4 - Bk e -5-3E) fig (300mg ,
0.468mmo1) FITFA (720uL,9. 35mmol) VR A4 FF HAE60 C R Ik IN#A R B 18/ MK, SR 5
A E1FF BN .Mk (30mL) F FLEE 75 B 20 iR A4, 15 31 2K E [ 44 IR (R =42 o #4% [ 44
Vi T WD & fMeOHH I FLi T SAH i (C18,5% %2.35% 2250% L /7K) 4l 15 3 2
=R F R RN 1- ((3S,4R) -4- (3, 4= FIRIE) —1- Q- AL 45 Mg fe-3-2L) -3-
(17— (4P R R I ) —4-F -1 -2 5 -1H, 1 H-[3, 4 —JERE M ] -5-35) ik (135mg,38%)
[1831] 5245|448
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[1832] @ N

[1833]  ZJR2- (4-5-5-(3— ({3S,4R) —4- (3, 4-—FEIH) —1- Q-RHFEZ ) Mg k-3-
) RIE) -1 - -1 - e -3-J5) 2B

[1834]  JDURA: il % 2, B 2- (4-F -5 (CREE L) A L) -1 TR -1 H-ME e -3-5%) Z g
(3— (2 (CEAE LD ) 7, 38) —1 28— 1 H-ME ik —5-3%) S T IR 25 « 1) 2- (52 -1 -
ORI 1H-ME e —3—J) B (R A4 161 ,242mg, 1. 191mmo1) FEEtOAc (10mL) 9 ¥ ¥ H s
SEAANK AR M, 1.19mL, 2. 38mmo 1) , SR J5 A8 NG BRASES (0. 179mL, 1. 43mmo1) o 73R
IR PR R S B4 /NEE I BLSR FE 4> 85 45 A FH20 (BmL) « #27K (5mL) Pk A HLAH , F
MgSO0s 18 , i 9 I Hik4s , 13 2 2AXE L E AR =4 (250mg) , H LR BRI 2 TR &
Y : . 1R2- (4-F -5 (CREFLIRIL) FHL) 1K FE- 1N —-3-L) ZERAT (3- (2 (CRAE
PiRAE) AR ) 1R FR -1 -5 ) SR R OR TR , AR AL T~ — P,
[1835]  JDUEB: il % £, B2 (4-F -5 (CRAEZE L) Z L) -1 TR -1 H-ME e -3-5) Z g Al
(4-5-3- - (CREAE R AL 250 — 1 IR HE— I H-ME e —5—J) UL FF R ORI « 1m) £ R 2~
(4-F -5 (CEEILIRIL) BFL) -1 R 1H-nEme—-3-3L) Z B0 (3- (2- (CREAEFL L) E )
2, HE) —1-FRFE -1 H-ME e —5-J%) 2028 B IR %5 (250mg 0. 773mmo 1) 7EDCM (10mL) 1 9% ¥ H
o nA-H LR R L £€ (PPTS) (19.4mg,0.077mmo1) Fin—SU A BT 51 8L I i (155mg,
1. 16mmol) o 7EFR IR B N HiFE B4R, S8 J5 FH20 (10mL) % , 43 15 25 AH I H FDCM (2 X
20mL) FEHUKAH T4 MgS04) A 3 MG HLAH , 1 98 I H k4 o i ik — ARk AR 305,
40 % TR/ O e BB Sk 2B AR THPIR A , 159 31 248 EieiR K 724 (63mg) , HoRBL R AL 411
REY: L FR2— (4-F -5 (CREFEFRIL) ZFL) —1-IRFE-1H-ME e -3-3E) 2.5, MS (apci)m/z
=400.1 (M+H) 5 Il (4-50-3- - (CEEILIRIL) L) 23E) —1-FRF-1H-Eme-5-J) Z L H
TR R BE ,MS (apci)m/z=478.1 (M+H)

[1836]  LURC. % 2. B8 2— (4-5—5- (3— ((3S,4R) —4— (3,4- L) —1- Q-FHFE L)
ML % e —3—3) JIRSE) —1-JR -1 H-I e -3-%) Z 5 : 1] (3S,4R) —4- (3,4~ —F KAL) -1- (2-F
SR ) T fE -3 -k — Eh R #h (il 4% F,52mg, 0. 158mmo1) 7EDMA (0. 6mL) H (134 7 H A
DIEA (0.110mL,0.630mmol) , 3f H M. 82— (4-51-5- ( CRA L L) S ) —1-28 - 1H-n
Me—3-J5) 2 BE AN (4-5-3- (2- (CRAEZEBRIL) FHL) 2,38) —1 IR A - I H-ME -5 -Jk) 0L F g
IRBETR A (63mg) o FEIRBEIR S T i HE S BV A M2/, 8 Fe e 1ok s A AT 38725 FH 5 %
F80% N5 /KM I LU BRI | >k H #E4li4k , 13 21 28 A AR AR L 54 (21 . 8mg) o
MS (apci) m/z=562.2 (M+H)

[1837]  sz{5]449
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C}\ v,.:"H‘ﬁ\ . )
- N & \\\\...,g

0=§§§H 3
e
[1838] {;}\ NH

- fg%c*

By
OH

[1839] |- (4-&-3- Q- F 2 H) -1 - -1 H-nhme-5-3E) —3- ((3S,4R) —4- (3, 4- A
) —1- Q- EHIE L) g b330 Bk
[1840]  JDURA: il 82— (4-F-5- (3-((3S,4R) —4- (3, 4- L) —1- C-F AL L) g
Je—3—4%) R L) —1 O T - ik —3-J) £ Ok B R IR « e o ORI AT 1B, 5% 280 %
LR/ KB I B Se g 2ok B4k ok B 5214485 RO I BLTR B4, 15 2 2 s AU RSIR
(bR AL 54 (28mg) oMS (apci) m/z=640.2 (M+H)
[1841]1  JDIEB: il 1- (4-8-3- Q- 4 -1 R FE-1H-Mr M -5-3%) -3- ((3S,4R) —4-
(3, 4RI —1- Q- 0L £ 58) MENg fe—3—4%) fiik : 171 2— (4-(-5- (3- ((3S,4R) -4- (3,4~
TRRORHL) —1- (2-F A AR 4 ) ML e 0 RER) —1-OR R -1H-ME e -3-5E) £ ORI IR
fig (28mg,0.044mmo1) 7ETHF (2mL) FIMeOH (1mL) H ) ¥4 9% s L1 OHZK v K (2M, 0. 066mL,
0.132mmol) o FEFFEFIEJE T hi bk S BRA 4) 2/Nik 5 SR 5 FHHC1 7K ¥ ¥ (2M, 0. 06mL) FITH20
(5mL) %% %, 3 HAIDCM (10mL) ZEHL , #& J5 F10: 90MeOH/DCM (2 X 10mL) ZEHL . T4 MgS04) &
FERI AN, i 8 IE Bk 4 . @it A A A g vk, 0% %210 % MeOH/DOME it >k 26
A=, 13 2 2K 3 AU E AR 72 (14mg , 61 % 77 28) oMS (apci) m/z=520.2 M+H) .
[1842] 525|450

Oy £
il Wi w \:?»---S:
t (ﬁ'.'..“.&
F

N
C‘x‘:{:"

[1843] Sy
X%M > 2\; g™
3

Rawend
\OH

[1844]  1-((3S,4R) —4- (3,4~ “HIRHL) —1- Q- HEILZFL) Mg k-3-3%) -3- 8- Uik~
SFRIEIR T IE) —4-H -1 IR 1 H-nh e -5-3E) iR

[1845]  JDIRA: il % ia—1- ((3S,4R) —4- (3,4 “HFIIH) —1- Q-FHIL L) Mg fe-3-
3 -3 (3- (3-FRFEIR T 3h) —4-H HE—1 - -1 H-M e —5-F5) MR el -1- ((3S,4R) -4- (3,
4-gRoRIE) —1- Q-FAEIE L) Mg pE-3-J) —3- (3— (3 F RN T ) —4-H -1 O k-
LH-ME e —5—J5) ik : 1] (3S,4R) —4- (3,4~ FOREE) —1- Q-F 4 2 20 L) M e —3 - i — 2L R
£ (H14F,67mg, 0. 204mmo1) ZEDMA (ImL) FIDIEA (0. 142mL,0.815mmo 1) H1 (1 VAR T s N3
(B-FFEIR T HE) —4-F Fe— 1 - F— 1 H-1k e -5 - FE & 3L IR 2K R (PP H) 442095 T4mg,
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0.204mmo1) 3 HAEFREEIR BE T Wbt I RVR A W1/ o Jdad A A 87, FI5 % £270% £,
& /K R B AL R RTR A, 15 B 2 A A ORI 724 (59mg , 55 % 7= ) MS (apci)
m/z=526.3 (M+H) .
[1846]  JDUEB: il % 1- ((3S,4R) —4- (3,4~ “F IR —1- Q-FHIE L) mkrgfe-3-55) -3-
(B-UmzN-3-F M T 5 -4-F B -1 - - TH-I e —5-J8) R - 8 1 78 2% B 8% i
(Princeton Analytical,4.6mmX 250mm,5um) 347 il £ FHPLC, F110% EtOH/ T e Bt i ok
A BN -1- ((3S,4R) —4- (3,4~ F AR HL) —1- Q-F H I 43 ML ke-3-3%) -3- 3- 3-¥&
FEINT AR —4-F R -1 -OR R -1 H-mE -5 —J) iR R e 3 X-1- ((3S,4R) —4- (3, 4-—a R HL) —1-
(2-F 4 228 ME PR e —3-2E) —3— (3— (3-FR L PR T ) —4-FF J—1 - R -1 H-TE ik —5-J) Jig
VR A4 (55mg, 0. 105mmo1) W EEIE 1,45 2 2 1 & [ AR R bR AL A4 (21 . 1mg, 38% 77
Z) MS (apci)m/z=526.3 M+H) .'H NMR (ds-DMS0) 67.79 (br s,1H) ,7.42 (m,4H) ,7.30 (m,
3H) ,7.06 (m,1H) ,6.70 (d, 1H) ,5.06 (d, 1H) ,4.04 (m,2H) ,3.43 (t,2H) ,3.24 (s, 3H) ,3.05 (n,
2H) ,2.85 (m,2H) ,2.47-2.66 (m,6H) ,2.08 (m,2H) ,1.77 (s,3H) »
[1847]1  sf6|451

f{:}\vf\g\;* 3 F e

W F

Oy
1848 2 fiH
[1848] @NW

-
s

[1849]  1-((3S,4R) —4- (3, 4-—F ) —1- @-F I LD s fe-3-F) -3- 8- Uxali-
3—FR IR T ) —4-F -1 IR TH-ME -5 ) iR
[1850] @I 7EAR LG HE (Princeton Analytical,4.6mmX 250mm,5um) | 3F47 il & Y
HPLC, FH10% EtOH/ Chbe Bt i ok 75 1- ((3S,4R) —4- (3, 4- k) —1- (-2 0k 208 ik
WS A5E—3—FL) —3— (3— (3-FF L IR T L) —4—FF Fh— 1 —ZR I~ 1 H-MEL e —5-FL) i fr i =0 A g 058 3
RTHE AR X ke AR A VR A (SR 41450 5 BRA, 55mg , 0. 105mmo 1) o W SEIE 2, 13 31 & 1 £ [
IR IR AL A (27 . 5mg, 50% 77 28) MS (apci) m/z=526.3 M+H) .'H NMR (ds—DMS0) 67 .80
(br s,1H),7.42 (m,4H) ,7.31 (m,3H) ,7.06 (m,1H) ,6.70(d,1H) ,5.02(d,1H) ,4.33 (m,1H) ,
4.04 (m,1H) ,3.43 (t,2H) ,3.34 (m,1H) ,3.24 (s,3H) ,3.05 (m,2H) ,2.88 (¢, 1H) ,2.43-2.67
(m,6H) ,2.19 (m,2H) ,1.74 (s, 3H) .
[1851]  sZf[452
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AR e

[1852] <}N /t\{,Ci
=y

[1853]  1- (45 —3- O3 FIF T 5 -1 I 1H-nh e -5-3%) -3- ((3S,4R) -4- (3,4~
TR —1- Q-FEAE 2D EE b -3-30) IR

[1854]  JDORA: A -1- (-8 -3- G-I T H) -1 - H-1H- M -5-3) -3- ((3S,4R) -
4- (3,4-FAHE) —1- Q- A £ A Mg fe-3-J) IR e 0-1- (4-5-3- G- T
HE) —1-FRFE- 1M e -5-3E) —3- ((3S,4R) ~4— (3,4~ AL —1- Q-F 5 FE 2. 38) Mg k-
3—38) WK « MR HE SE91450 20 BRA T BT IR B 715 5D BRA T (4-50-3- G-I T ) -1-2%
- 1H-ME e —5-J%) 2 IR ORI (Hh [R) 44:238) 5 AR3- B-F2 L3R T k) —4-H J— 1Rk -1H-
Wbt e — 5 — ok S s R G R R ] 4%, 45 380 2 QA e 02 B BT A A X e S M AR TR S T
A=W MS (apci) m/z=546.2 M+H)

[1855]  JDEB: fill & 1- (4-F—3— (a0 -3—F2 L 38 T L) —1 IR B 1H-nip ik —5-J) —3- ((3S,
AR) —4- (3, 4- R HE) —1- Q- AR L) MEg fe-3-4%) JIR - #lid /EDEAPHE (Princeton
Analytical,4.6mmX 250mm,5um) | 34T il % BHPLC, 10 % EtOH/ e i ok o 55 1- (4~
E-3- G- IR T ) 1 - H-ME M —5-3E) —3- ((3S,4R) ~4- (3, 4- —F ) -1- (2-F
S 2R ML e —3—k) R 1 R s U8 AR AT BR R B e AR VR A5 ) (41mg ,
0.075mmo1) Ut BV 1, 13 2 2 A A [E AR AR AL 54 (10. 2mg , 25% 72 &) MS (apci) m/z
=546.2 M+H) .'H NMR (CDC13) 7.50 (d, 2H) ,7.41 (t,2H) ,7.30 (m,1H) ,7.05 (m, 1H) ,6.97 (m,
1H) ,6.86 (m, 1H) ,5.48 (m, 1H) ,4.30 (m, 1H) ,3.43 (br m,2H) ,3.33 (m, 1H) ,3.25 (br m,2H) ,
3.10 (m,2H) ,2.96 (br m,1H) ,2.60-2.83 m 5H) ,2.33 (m,3H) »

[1856]  sZf5]453

3
~ \»"'A“*N "; \'\ e
z\, —

% H e

[1857] :
Q o
oy

L
D
[1858]  1-(4-5-3- ((1r,3S) —3—FLFEFF T HE) —1 - FE—1 H-nb e —5—J) -3 (e ai—4- (3,4-
TR —1- Q-FFAEGE 2 ) EnE B -3-30) IR
[1859] ik ZEDEAPKE (Princeton Analytical,4.6mmX 250mm,5um) 3347 4 BIHPLC,
F10% EtOH/ CbE Bl ok - B X -1 - (4-50-3- G- FR 30T 58) —1- 2R B -1 H-np i —5-JE) —
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3-((3S,4R) —4- (3,4-—FHAHE) —1- Q-F H I L) Mg b -3-28) JRA R -1- 4-&-3-
(G-I T ) 1R F-1H-ME e -5—J%) -3 ((3S,4R) —4- (3 ,4- /R —1- @-FHHH
H) MEig fe -3 IRIVE A (L4522 5RA, 41mg, 0. 075mmo 1) o S BRI 1, 43 21| B [ (] 44
RETAR B A (16. 4mg , 40 % 72 2£) MS (apci)m/z=546.2 (M+H) .'H NMR (CDC13) 7.51 (d,
2H) ,7.41 (t,2H) ,7.33 (m,1H) ,7.04 (u,1H) ,6.96 (m,1H) ,6.85 (m,1H) ,5.53 (br d,1H) ,4.65
(m,1H) ,3.60 (m,1H) ,3.41 (br m,2H) ,3.25 (br m,5H) ,3.08 (br m,1H) ,2.89 (br m,1H),
2.57-2.77 (m,7H) ,2.37 (m,3H) .

[1860]  s51|454

\f"\
Q{}
[1861] (f

N’&Gi-i
[1862]  1-((3S,4R) —4- (4-FRHE) —1- Q-F 5 HE L HL) kg be-3-38) —3- 3- JiiX-3-%
FEIR T L) —4-F B -1 - - T H-Ap -5 2E) fig
[1863]  SBHRA: -1 ((3S,4R) —4- (A-FR 2K IH) —1 - (Q-F 4k 2 ) Nk g ke —3—ik) —
3- (3= B-FRILIF T Fh) 4-F F -1 -FK I -1 H-IE e —5-3) PR A al-1- ((3S,4R) ~4- 4-F K
5 —1- Q- HL) Mg b -3-38) —3- (3- B FR 23R T 58 —4-H B 1 2R B 1 H-Nip e —5-
) Ik« HRARE Se 4450 0 BRAHR BT IR I 7%, 75 D BRAR T (3S,4R) -4 (4-FR L) —1- 2-F 4
HE L) MEnE bE -3 — Eh IR #h (i %K) B AR (3S,4R) —4- (3, 4- =R -1- @-FHE S
) MR e -3 Ji — Eh R Eh ok il & 45 2 2N S U B3R T AR i AR VR S
R H MS (apci) m/z=508.3 M+H) .
[1864]  JDEEB: il & 1- ((3S,4R) —4- (4-F AR IE) —1- Q-4 HE 2 58) kg e —3-4%) —3- (3-
(R -3 FR FEER T 38 —4-FF B —1 - 28 B - H-E sk —5—8) I « 35 78 UL A (YMC—Pack CN,
250X 20mm, 10um) 34T 8 I S (385 (SFC) GRiBhAH 95 % C02H15%80/20/0 . 1MeOH/
IPA/ ) KA Bia-1- ((3S,4R) —4- (4-FIRIE) —1- (2-F B £ F8) nE g be—3-J) —3-
(3= (BRI T ) —4-H B -1 2R - L H-Mp ek —5-J8) Mg F e 2-1- ((3S,4R) —4- (4-5/ K
5 —1- Q-F AL CHL) MErg Fe-3-38) —3- (3— (3—FRJE IR T HE) —4-H B 1R - T H-Nip k-5
) IRIR A (49mg,0.096mmol) AR, 75 3 & A 4 [ AR i AR Ak &4 (16 . 4mg,
34% 77 28) MS (apci)m/z=508.2 (M+H) .'H NMR (de-DMSO0) §7.85 (br s,1H) ,7.42 (m,4H) ,
7.28 (m,3H) ,7.10(t,2H) ,6.75 (br d,1H) ,5.06 (br s,1H) ,4.04 (m,2H) ,3.42 (t,2H) ,3.24
(s,3H),3.06 (m,2H) ,2.84 (m,2H) ,2.46-2.64 (m,6H) ,2.08 (m,2H) ,1.76 (s,3H) .
[1865]  sZf5]455
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g K
[1866] \i\?}}\.ﬁ% ’\%ﬂ

NS

L
TH

[1867]  1-((3S,4R) —4- U-FAHL) —1- @-FHIE LI Mg b -3-38) -3- 3- (xa-3-#2
TR T ) —4-F - R - 053 IR
[1868] it 7E &4 (YMC—Pack CN, 250 X 20mm, 10um) [ 3E47 B8 I Ay 44k 383 (SFC)
(R BN N95 % C02F15%80,/20/0 . IMeOH/TPA/ = Z. %) K43 B R ~1- ((3S,4R) —4- (4—5 2
) —1- Q-H I 48 Mg b -3-55) —3- (3- G- T A —4-F A 1R B 1 H-Nk e —5—
) IR A e :—-1- ((3S,4R) —4— - EE) —1- (2-F 4L 2 ) Mg fe-3-5) -3- (3—- (3 ki
T L) —4-H -1 OR - TH-ME -5 ) BRIV G4 (SEA4I45420 38A , 49mg , 0. 096mmo 1) 4
R 2,13 3 2 1 A AR AR AL A (19. 0mg, 39% 77 28) MS (apci) m/z=508.2 (M+H) .
"H NMR (ds—DMS0) 87.86 (br s, 1H) ,7.42 (m,4H) ,7.28 (m,3H) ,7.10 (t,2H) ,6.75 (br d,1H) ,
5.03 (br s,1H) ,4.33 (m,1H) ,4.03 (m,1H) ,3.42(t,2H) ,3.34 (m,1H) ,3.24 (s,3H) ,3.07 (m,
2H) ,2.84 (t,1H) ,2.43-2.64 (m,6H) ,2.19 (m,2H) ,1.73(s,3H) »
[1869]  sf6|456

OH
[1871]  1-((3S,4R) —4—(3,5- " FAHL) —1- (2—F Ik £, F) Mg e —3—3) —3— (3— (litati—

3R FLIR T L) —4-FF -1 - FR -1 H-I e —5-3) R

[1872] B ERA. il & -1- ((3S,4R) —4— (3,5 IR HE) —1— Q-F 4 3L 2, F55) g e -3
) -3 (3— (3—FRFLER T HL) —4—FF FL—1 -8 HL— 1 H-RE e —5-3) g Al e R-1- ((3S,4R) —4- (3,
5RO E) —1- Q-F A I 2 ) Mg KE-3-J) -3 (3— (BRI T ) —4-H -1 O k-
LH-ME M —5—J) fig < AR 95 S 51450 0 BRAH BITak () 7732, AE 2D BRAHR T (3S,4R) —4- (3,5 9K
5 —1- Q-FE L2 ML S5t -3l — R IR £ (il % E) B8 (3S,4R) —4- (3,4~ /AR HE) - 1-
(2—F A 0 ) WL bt —3—fie — SRR R ke il 2%, 73 21 82 xRN e A B BT R R0 ik 53 44
RS YTERII = NS (apei) m/z=526. 3 OH) .

[1873]  JDIRB. % 1 - ((3S,4R) —4- (3,5~ ~FAAE) —1- Q-FEIE 4 ) ML ke—3-45) -3-
(3= OB -3-F2 FL A T IE) —4—FF -1 - -1 H-k e -5-38) K - 8 i 72 FUIE H: (YMC-Pack
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CN, 250X 20mm, 10um) [ BE4T H IG S AR B 1875 (SFC) (R sl A95 % CO2H15%80/20/
0.1MeOH/IPA/ —Z.J1%) KB 1- ((3S,4R) —4- (3,5~ HIRIE) —1- Q- FF 4 3L 2. 3) Mg k-
3-3E) =3~ (3~ G-FHLIF T ) —4-H F—1-ZK -1 H-ME e —5-38) SR MR R FE IR T 3
Al ot e AR (K IR A ) (53mg, 0. 10mmol) oY BEWE 1, 75 31 8 13 €6 [ 44IR 1K) b AL & 4
(17.6mg,33% = 22) MS (apci) m/z=526.2 M+H) 'H NMR (ds—DMS0) 67.95 (br s,1H) ,7.45
(d,2H) ,7.39 (t,2H) ,7.28 (t,1H) ,7.05 (tt,1H) ,6.97 (m,2H) ,6.85 (m,1H) ,5.08 (br s,1H),
4.05 (m,2H) ,3.43 (t,2H) ,3.24 (s,3H) ,3.08 (m, 1H) ,3.02 (m,1H) ,2.89 (m,1H) ,2.84 (m, 1H) ,
2.45-2.65 (m,6H) ,2.08 (m,2H) ,1.77 (s,3H) .

[1874]  szf6i457

f;{:}‘\a\ ST

O
[1876]  1-((3S,4R) -4~ (3,5 ~FAAIE) —1- Q- & F ) Mg fi-3-F8) -3- 8- U~

SFEFLIA | H) A A -1 IR L H-E I -5-) i

[1877] i /EFUIEKE (YMC-Pack CN,250 X 20mm, 10um) - BEAT i I 5370 448 4 3% 72: (SFC)
(AL BAH 95 % C02H15%680/20/0 . IMeOH/ TPA/ — 2. i) K43 #51- ((3S,4R) -4 (3,5- —FHR
H) 1= Q-H B L) M T -3-3E) —3- (B3~ GJR I T 3) —4-F Bh- 1 IR B - 11N -5
) R M AT s 2 AT Al 0 MR AR VR 54 (3641456 25 9RA, 53mg , 0. 10mmo 1)
WS 2, 15 21 2 B i AR B AR UL 4 (20 Tmg , 39 %6 77 28) W MS (apci) m/z=526.2 (M+
) o'"H NMR (d6-DMS0) 87.96 (br s,1H) ,7.46 (d,2H) ,7.40 (t,2H) ,7.28 (t,1H) ,7.05 (tt,1H) ,
6.97 (m,2H) ,6.85 (m,1H) ,5.04 (br s,1H) ,4.34 (m,1H) ,4.06 (m,1H) ,3.43 (t,2H) ,3.35 (m,
1H) ,3.24 (s,3H) ,3.09 (q,1H) ,3.02 (t,1H) ,2.90 (t,1H) ,2.44-2.66 (m,6H) ,2.19 (m,2H) ,
1.74 (s, 3H) o

[1878]  s25]458

Ay 7
o N
NH 2
O

[1879]

[1880]  5—(3—((3S,4R) —4—(3,4- A IL) —1- Q-FEF 25 Mg E-3-38) R -4-H
Fh—1- TR - 1 H-pp e —3—FA i

272



CN 105130967 B iﬁ, EH :FS 265/359 BT

[1881]  [A5- (3— ((3S,4R) —4- (3, 4- g R SE) —1- Q-H 4 At 2, ) mEng e—-3—55) iR k) -
4—FR J—1 - L — 1 H- Lt —3—FR 853 7, B8 (241291 5 333mg, 6. 21mmo 1) £E THF (4mL) FIMeOH (2mL)
HH AV RN 1 OHZK VA (M, 0. 95mL, 1.89mmo ) o 7E IR B B TN itk s RLVR & 47N
SRIGAEVEE N 3 3 48, AR g FIHC LK 809 (IM, TmL) v F0 o o 98 B V0 Ho 4 A Bt ie
W, 153 2 1 A EAR AR L S (24Tmg , T8 %6 77 Z8) MS (apci) m/z=500.2 M+H) .

[1882]  sEf6[459

SN

[1883]

[1884]  5-(3-((3S,4R) —4- (3,4- AR —1- Q-F I 2 H) Mg ke-3-38) IR -N,4-
PP R R - H-I -3 R e

[1885]  [A]5— (3- ((3S,4R) —4- (3,4~ FAHL) —1- Q-H 4 2 F8) MEng br—3-58) IR L) —4-
R -1 — 28— 1 H-npk s —3—FR 85 (24611458, 25mg , 0. 050mmo 1) ZEDME (0. 5mL) H ) ¥ W R n
DIEA (0.026mL,0.150mmol) « F fix Eh iR £k (6. 8mg,0.100mmo1) , SR J5 8 INHATU (20. 9mg,
0.055mmo1) o FEFREFIR FE T i HE S BEVR A 19/N] o a3 SO AT iy, 5% £260% L JiE/
IKBE MR B4 RUTR A4, 13 21 2 3 B EHRIR 724 (13 5mg, 53 % 7= #8) JMS (apci) m/
2=513.3 (\M+H) .

[1886] 541|460

Q&:{ |
Nk
“ R -
QN‘%;‘
&\.
0

[1888]  5-(3-((3S,4R) —4-(3,4- g dL) —1- Q-H I 4 8) ik be-3-J%) g5 N, N,
4= F B IR -1 H-k e -3 FF ki

[1889]  ARFEILAH459 Frik i 7732, H Jie (M THFE M) B A i #h 8 & ke il &6, 13- 3
S BRI =) (13.0mg,49% 72 2) MS (apci)m/z=527.2 \M+H) .

[1890]  sz/5461

[1887]
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[1891]

[1892]  5-(3-((3S,4R) —4- (3,4~ FAIE) —1- - AL 2 38) MEng be-3-J%) igdd) -N-2,
4B -1 IR H-IE -3 - FF Bk

(18931  MRIFSLBI459 Bk i 773, FI 2. M THRYEW) B ACH i Eh R bk il 4%, 1538 2
A EE AR I =) (11 . 2mg, 48% 7= 2) MS (apci)m/z=527.2 (+H) o

[1894] 5251462

[1896] 5= (3~ ((35,4R) ~4- (3,4= SRAIE) ~1- (- F AL ZIE) MMe b -3-3) IRID) N2
PRI —4— F -1 SRR L TP -3 F i

(18971 KR4S (1459 Th T id 7 1 P T 2 A o ok 46, 75050 2 1 1
ARIIH (5. 6mg, 24% 77 2) MS (apei) m/z=541.3 M+ .

[1898]  s45j463

[1900]  5-(3—((3S,4R) —4- (3,4- | AHL) —1- -4k £ B Mt fe—3-J8%) i) —4-H
J—1 - 2RI L H-IL -3 P i

[1901]  fEFRETIFE N HiFE 1 - (3-FUk—4-H B -1-JR B -1 H-nE e —5-J) -3- ((3S,4R) -4~
(3,4- " FRKIL) —1- Q-F AL ZH) WK HE-3-55) IR (S2411349 , 25mg , 0. 52mmo 1) £ H2S04
(0. 2mL) P20 /NI o 45 S REVR A v 21 220 °C 1 FLIE LR INNaOHAK VA TR (15wt % , 4mL)
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