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[0085]  FTREREFR,-C (0) -0- (0) C-R, B4R, -C (0) -C1H R, & L EHUACEER ¥ € i
ke

[0086]  E—FRF AIDLLE N SE Rt TT S, AR ISR M 1 a1 -4FoR K16 - B-Fadk - Z H gk
(R T 1% 1% O IR A W R 2B R

[0087]  (2-1) LA £ Mg sl £ 9 R, 284K, 75 2 V-3 54 5

\/o

[0088]

ZEGHE VI-3

[0089] (i) K20 9% (i-2) 13 2 VI - 34 EMLESR KA HLR TR, AL R CL-CAbeFR A7
FER B S A ANIE R VI T -3 &)
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[0090]

[0091]

[0092]

VII-3 -4
[0093]  7E LiRABIR (2-1) « (1) AT (i 1) F N RN B 1 2 1 5 A o i b o szt 7 8 0 461
Al LAFEA]
[0094]  ZEAJ% B (R St 5 2 v, SEAR G B A Ak 25 IR P AL B C L - CARE IR I I N 2 4%
hi] il 268 - SR FE NS HEAT AW A I S B 2B IR, C1-CARE IR NN & it /b , 1R M [ B 58 4, C1 - C4%5¢
BRI %, TevESE i AR B HEEUT i & =) (T-2) frs b &4 A2, Hille =
IRAR AR B B 445 3 a1 28 (1-2) Bl &), HPLOA T ik 398 % L, | .
[0095] 7% BH B DL R A AT AR K BH AR A JEURL , 28 g Ak S8 B R R 4 BB AL K
i S5 N AR E A B (T-2) Bk &9, s g E R (T-2) Btk & a1k
JIMBG AR 24 A 1| FRASE I 23 At 1) 25 SRR 9 & DT 2 MO G ARk 245 A0 st 7RG 00 2 A7 %o 244 Jofa
) ¥ A e S PR A 1, A R T s 0 12 2% Jo 1 4 o] 3 T B MGG IRk 24 A 7R o B, AR
HH A A0 7 v JE RS B 5015, B F A B HPLCAE 2 =98 % . AT & i X (I-2) Fintb W&
T A H-NMR S PO - NMR WMS 25 7V 1 B o
[0096] 7 i BH ) LB R AIE AN 0K 72 B 5 A0 Ui B P v B 3R, 9 L, 358 0 i D33 B A AR
1533010 2 D, B Ji sk S A R B T 1 o AN B ) B 1 A AR A mT s A e B A BRI
TR AT LA KB P r TR S HE R 45 R SR S B RN 3RAS

kit =152 A

(00971 Pf ] FH R SR AT A BH R T7 R gk — B BEAR , 7 HA i B B — &84, 5A&
PR ) STl A1) — 2 FH T IR AN R B B B2 R T7 8, FEAN R ot A IR R 7 R I R

[0098]1 &1 4% 7% 1) 2 St 451 1 (19 Wl - 6 - B-0- B-D- A & B 1 8 (=X (1-2) Pt &) (1 'H-
NMR 3

[00991 P23 7% it 2 S Jti 491 1 49 "3 1 - 6 - -0 - B-D- 361 A WEEF R (M6G) £ H-NMRI] i

[0100] (&3 7 12 S a9 1 MG E - 6-B-0-B-D- i & B E IR (X (1-2) Rt &) 1°c-
NMR 3

[0101] 4K R 2 S B LS HE-6-B-0-B-D- 4 & B H R (X (1-2) Fantb &) IMS

it
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[0102] & 53R 7R 1) 2 i it 51 1 Ff) ik - 6 - B-0- B~ D - 81 4 B HF R (R (1-2) FiR L&) 1Y
HPLCIE] ¥ ;

[0103]  PEI63R 7~ A2 SE A7) 1A Rk - 6 -a-0-B-D- i &7 BEEF R (M6G) FIHPLCE %

= RYSSN S

[0104] SR ACHR G B 1 BOR 7 AR SUSE NS R B, R SR AR R B A S it 451
BEAT VEAH UL BH o 75 ZEULEH 02 , FEAN IR BB DL 5 25 H 33 H 1) S it 491 B SIZ e 451 A e A4S i v
I EATEA A

[0105] 43 8% . % ) 4% (134X (Teledyne ISCO) Bruker Fourier 5004Z%MAFLHEMEHEAX |
fd 37 A ] e 3R AR BT A% (Bruker APEX IV) \XPR-400P AU SAX \waters2695% & 4k
TAH 54X (HPLC)

[0106] fai%4NAgilent ZORBAX Eclipse XDB-phenyl

[0107]  JRBHAE VA : 1 Omg g — &8 , WEER A pH3 . 05 L BIAHB: Z 5 AH

[0108]  FEif:35C

[0109] 7 K::210nm

[0110] R M EEBEML, R BN

O it ] (min) I BAHA (%) HLENARB (%)
0 90 10
35 15 85
60 15 85

[0112] Sy fs)1

[0113]  nGmE-6-B-0-B-D- 7 % PE 1R

[0114]  ST:[ECA R TFI IL = N33 . 4g (0. 05mol) i B MS ME \4g (0. Imo1) &4
LA AI350mL £, 5 A1100m1 7K , B iR 22 10°C B, ¥ 010 8g (0. 05mo1) 3,5- AL B
Wmse e, B B 2R, N5/ o [N T8 5, 3 [ BRI 500ml £ R L B, 4y
W, /K2 FH200m] R L BE ALK , &I LR LB Z » 5 % IR A BN /K I Wb i 2= b 1, 1
MFACANBE G — IR, L1 B8 -G /K BRI BT HRk 1, il 8, 45 C O R4 , 5k B V) F %
H 450, 1320 4g A A, BT TME &9 (R N3, 5- A EE R RS , ROV BS) %
85% , 'H-NMR (300MHz , d, -DMSO) :

[0115]  86=1.67~1.93 (m,2H) ,2.03 (s,1H) ,2.26(s,3H) ,2.31~3.13 (m,4H) ,4.61~4.63
(m, 1H) ,5.59~5.65 (m, 1H) ,6.15 (s, 1H) ,6.58~6.68 (d,1H) ,6.79~6.84 (d,1H) ,9.12~
9.17(d,3H) .

[0116]  S2:fE1L= T I P Ed500ml S1HIFF A I T &4 (R, A3, 5- 2 hH J: 2 H
B, FOR A BL) |, B4 VA 7 B iR 220°C L W N Jone s A7 . 4m1 , 35 ik 72 428 il e S 3
FE10°C LA N, R ML 5E 5, % 0 P I 18m 1 LA AR S S Jone s IR, 5 BE30min 5 , K [ B
WABIA500m17KH , FH800m] — & FF B 20X, 70, /K JZ 15 FH500m] — & e 2580, & I A L
FH PRI B R AN /K VA 300m 1« 1 RN & A6 A 7K ¥ ¥ 300m 1 P4 , To /K IR BR B Tk 1%, ik
P& YR A A, B B I TC K O BET K, i U, TRk 45 C el T 058, #5311 Fuli] 4218 . 6, B X
VI-2065Y) RON3,5- A B RS R, 9 L) L3R 92% .
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(01171 S3: [ IL =TI _E—BHl % V-2 59 R 43, 5- AHFIR AL R,
NRE) , TKHEES60m1, UK LBR1 . ol , SR A AF T - HUMA AL NS . 6, ik R N 2 58
e R S BRI AN 500m 17K A, 7353l Y S0 56 500m L AU VR, & I FA AL, HI300m 1 7 ATE
AN KIE RGeS, ToKBRBR B T 1R I B, 1L g R R4 =1, 1915 9g3QVIT-2 R M93,5- =
T RE K R I R A ) U685 3% , BLIE A T R — 2B 1 #w47

[0118]  S4: ¥4 S3M| & HIAVIT-2 R A3, 5- AHEE A FHMELE R, HIJE) FH50m] — 50 H Je i
R IMANABG LT (200~300 H) HEAF , 5 HETR B A4 8 T, DBl R 206 25 1, PRI ) 48 i X
e atifl, 0~ 15min: FEE: “&H Gt (0% ~100%) iEPAL N HEE: & HHE (6% ~95%) ,
15minfG4ERFZLLFIAAE AVITT-2 R A3, 5- R IEIE RN AL oy B 5 e 5, HUEE
AN O R IR G B T, 1313 TgaRVITT-2 R 93, 5- R FEIR LSS RO L) iR
86.2%

[0119]  S5: 44554 FIVIII-2 (R 3,5~ A2k I KL, R, 9 Y 5E) F1 = Z Mt iR AR -D-H
B WERETR TP R (O3 MG e R 2GR A TR A 7R 77) 8. T I B 150mL H K Hbr, N 17 g 12
R,130~140°C )R Ni2h, e B 5 e, 1L 3, SV (RN 100mLAK Hr 5 73 73 FH 100mL — 50 Y Be 3 HL =
U IF T2 A ACANOL ek , To/K IR ER B8 TR 60, 1L D8, JEVIR 46, To/K LI
4,13 A 18, 5g RIVATURL A, PLA L BER: R A3, 5- R kS R A H
B RONFIHE) W86 7% ,HPLCAL FE 998.75% .

[0120]  1H-NMR (300MHz ,d6-DMS0) :8=1.54~1.62 (m,2H) ,2.02~2.15 (m, 1H) ,2.19 (s,
9H) ,2.26 (s,3H) ,2.88~3.04 (m,3H) ,3.28~3.31 (m,2H) ,3.57 (s,3H) ,4.17~4.19(d, 1H) ,
4.89~4.97 (m,2H) ,5.53~5.58 (m,2H) ,5.93~6.18 (m,4H) ,6.57~6.60 (d, 1H) ,6.66~
6.68(d,1H) ,9.19~9.21 (d,3H) .

[0121]  S6.: K S5 & MK IVIRAL G (PN L BRI, R 3, 5- ZAEEE R I BEE , R, H
B RONFER) F157m] A2 TmL K VA AR, - 25 C NN — KA A A4 . 9g, R B sEEE , FH 2
FRIAPHAR 4~5, Yol S I 4 251, I YR B85, Bk 25 P R 2R O 4 2L, 25~ 35 °C Rl 4%
19 1 E B A HE -6 - B-0-B-D- 1 &) Bl T RS . 9g, WL %83, 2% , J4 1 : 2563~2565°C , HPLCAL i
98.04% .

[0122]  nhifE-6-B-0-B-D- % B TFEL : 'H-NMR (500MHz , DMSO-d,) :4.18-4.20 (d, 1H,6-H)
[0123]  nifk-6-a-0-B-D- i & HETFAR (B #CN201710257413. 15 f5) 1151 46) = 'H-NMR
(500MHz , DMSO-d,) :5.10-5.11 (d, 1H,6-H)

[0124] 1 il -6-B-0-B-D- A & P TF R : '°C-NMR (500MHz ,DMSO-d,) :173.80,146.11,
138.82,130.88,129.57,127.63,123.27,118.90,116.68,99.83,90.17,74.23,73.13,
72.39,72.34,71.77,58.54,45.74,42.38,41.17,33.30,20.96.

[0125]  MS:460.2[M-H]"

[0126]  SEjifsl2 6-B-F2SEndnfkr) i) 4%

(01271 ST: A BECA IR LTI IL=fR - IIA33. 4g (0.05mol) BB HE 4g (0. Imo1) H A
AANAI350mL Z 5 F1100m 17K , iR 2 10°C S S, i H5 . 3g (0. 05mol) J T BESH - i I e B » 2%
1K E 2 =R, S N5/ o S B 5E HE A S R S BRI 500m ] L PR Z R, 3 W, KR
200m1 Z 1R L FRFEI 20K, G IF LR LT )2, FH5 %6 B IR A AN /K W L V4% 28 v i, M AT S8 A
Pelk— IR, LR L TS /KR IR BT IR I, 108, 45 C BRI 4 , SR W) ] OB B 45 5, 75
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16. g 4, BIRT T &9 R 957 T Bk, RONHIE) L I%:92.3% .

[0128]  S2:fE1L= U A EI500ml \S1HI MR I T &Y RN T BESE, RN
3) BRI, PR IR ZR0°C W N Jone sk 757 . 4m1 , W i R 4% ) S R FE1O°CBA T
SR 5EEE N BE 1 8m1 LA F R A S RE ) Jone s TR A, B #E30min 5 , K s BR8] A 500m1 7K
H, FH800m1 4 F e AL HX, 439, 7K JZ 7 F500m] S0 BE 2K HIL, & I F A HLAH , M RTBR R
BAZKIEL300m1 P AN S B /K VT 300m L ek » ToaK IR B TR I A, 1 U8, ol e ok 4, Bk
YIRTEK CBEFT 9, 1L g, [ R 45 CIRE T8 A5 F il K 14 1g, RIAVI-246 &) R v 5
THEEE R ONFIE) R8T %

[0129]  S3: e IL= i A _E— Bl i AVI-2ad R v T B, R ONHIE) 0
K EZS60m ], FER T . 5ml, SR 25 AF T 2 HE AL B8 . 6, =il S B 28 58 2 K S BV
EIAB500m1 7K, 73531 I — S H e 500m L AEE P IK , 45 I HLAH , FE300m L A S A 47K T
Pelk, oK BB BT 1 0, 1L 08, IR IR A8 2+, 4512, 2gAVIT-2 R A5 T I EE R, 9 H
i) K86 %, HEM T T2

[0130]  S4:KfS3fil & AUNVIT-2 R 57 T B, R, 2E) HI50m] — S H Bevs il , I\ 48¢
FEEZ (200~300 H) FEAF , SRR S A4 S50 I8 i =1, PR il 28 G 1l A o B 404k, 0
~15min: FFAE : A H b (0% ~100%) BB A NHEE : S HE (5% ~95%) , 15min /5 4EHF
ZEBIANAR S VITT-2 R, A3, 5- AR F L, RO FR ) 70 10 56 B O, B — NI 7
W EARAT 22T, 4910, 4g2QVITT-2 R N5 T RS RS U385 % .

[0131] S5 K SAfil & (K NVITT-2 R 957 T BEAE R, U 1 2E) AI150m 1 B AT 1 5m 1 /K 45 #:
NRIFIG FFEIRZE0C, I — /K G A AL . g, fRAFAELOC A T HE R N = 5e B, id
IS HKBEE T, 60 CIE T 1R, #56-B- FeH G IHES . 6g, I : 78.9%

[0132]  6-B- Y2 ST HE : "H-NMR (500MHz , DMSO-d,) :4.58-4.65 (m, 1H,6-H) 6.32 (s, 1H,6-0H)
[0133] ik : "H-NMR (500MHz , DMSO-d,) :4.32-4.41 (m, 1H,6-1) 6.27 (s, 1H,6-0H)

[0134]  H SR H 175 i 48 R 1) St 7 5o, (BB K P9 2 SO 8 T SRR AS H 4 1R FH G
St 75 75 I AR HILABR € A B 37 o A A A5 R 355 BT JR TSN R BAR N B2, A6 AN B B AR R 33 P 4
i (FRS ARV TR AR A5 1 W] DAAE St XY 2 20 S 0T B BEAT AR AT (R A2 2 5 224 (B A g
R R GR35 2L P A AR ASUR 22 5 45 BT 5 7 1) 9 Bl g
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