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Y, g5V LA IDIA B AR — AN SR T H-C (0) ~CHo- Mg b 1-FE B Aefb o
[0294] S BE 1 B Re Ak vT L I AR U AR N 2 2RI 22 FhO7 V2R SEBIL . 49, S5 74 5V
s gE R VI TTRIA A 4 mT BL R TH 43 0l 5 25 i Qv 5 i =RV T T T4k & P I DFR _E 1A
G SN B IR AL B, AR it i 2RV T sl g A xRV T T A &40, H bl ook n ik 750
SRR AL — N IS I B R R AE L B RE Ak o vl LAGE A% R0 sk ok B R A AR & .
i, my DA R AR B B AR =, BTid n sk 71 R —C (0) —LG, FAHR-C (0) —2 A5
B FRHUREE, LGB 22 1 (B g ) o ik 7 mr LR 4 dn s J U ER g (R-N=C
=0) , G EE (1 aON-F2 JL 35 ML ), B S0 (R—C (0) —C1) , At & (R—S (0) 2C1) , ¥ A sk
i AL 280 TR A 455 3, SR R TR (R-0-C (0) C1) FIEUJE A & i (R—0—C (0) —CN) o Bt
P AT DA AR I8 R 25 A T 15 1 Js 87 R ol e A o 4 1k B B » ] P e A A U3 B
FRAR T L BE A (A I 1 ) 3 Ak 6 75, i PyBOP® G g =g —1 -3k -4 k-
SR AN IR EE) JHBtU (2— (MH-ZE 3 =mp—1-38) -1, 1,3, 3- VU F 3L ARG /N FBERR £5)
HBtU/HOBt (2 (1H-ZKFF = Me—1-3) —1,1, 3, 3-DU H S AR $5 7S S B IR £ /N-F2 S 4% 5 =) 1
DCC (I flk — P AZ) -

[0295] 7@ sk #A SR Ab fhill 2% 25 M 20T T4k B 0 ) D7 vk ) — B8 St 7 S8 HR, Yige H i LA N 4k
2 -

[0296]  —N®RY R") .-NR")-C(©0)-[CR") R")J1-+NRY R") .-NR")-C(©0)-NRY R®) .-N
(R") —C (0) = (C1—Ce) HEdk .—N (R") =C (0) ~Z4FF 3 .-N (R") ~C (0) 2475 3 .—N (R") —C (0) —B# ¥R
FNRY -C(0) 752 N R =S (0) n= (C1-Co) WhEFE-NRY R®) .-NR") =S (0) v (C1—Ca) W
TR L FI-N RY) =S (0) w (C1—Ca) WA FE—F5 35, B4y A-N (H) —C (0) ~CHz-PHE I e -1 .
TEIE T PG i 4 45/ 2R T A ) T VR ) — e s 75 S rbYide B Bl DA 2 48

[0297]  —N®RY R") .-NR")-C(©0)-[CR") R")J1-+NRY R") .-NR")-C(0)-NRY R®) .-N
(R") —C (0) = (C1—Ce) ik .—N (R") =C (0) ~Z4FF 3 .-N (R") ~C (0) —Z4 55 3 .—N (R") ~C (0) —B# ¥R
FANR C(0) 752 N R") =S (0) n= (C1-Co) WhEFE-NRY R®) .-NR") =S (0) v (C1—Ca) W%
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BRI IE L FI-N RY) =S (0) o= (C1=Ca) WAEHE-T5 3, Hrp 4V R-NRY R”) -NR") -C(0) - [C
R R 11-4-N R R®) 5i-N R") =S (0) v— (C1-Ca) WAEHE-N RY ®R®) (YH-N (H) —C (0) —CHa-Mk
M fv—1—48) I, RAIRPH () /D — AN AR A

[0298] fﬁﬂbiﬁﬁﬁ?m—/\ﬁﬁ ZITEIR BRI R VI T &9 -
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o OO

oH 0 o6 o (VII),

[0300] =& TS VI G I AE AL, BUB BRAS M T T TR AL & P B 2, ¥ 570 & P B
A R AH S SR AR R A I R AR SR B P id
[0301]  fEIXUBSLjit )y 5 EI’J%' 73‘@ BINER USRS VT &Y
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OH O OH O 0] (Vlll)
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A o B R AA RS I B AR b iR
[0304]  FEIXEESLiti 5 SR H 3 —J5 T, 25 G B A A A IXL &) -
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HoN 5H

OH O OH'O O (X)),

[0306]  BRHEL, VGG EAL G , DUB A AVITTIAL &1, i W S s &
TAAGHS A2 77 R AL IR B AR S A G BTk

[0307] & ARAL I T3 i1 57— A R AR Sty 23R 0 1 & th 5 T TaRom AL 5
/R

HsC., .CH
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wson (I T T

OH 0 OH'O © (Ila),
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|N PFe HyC.-CHs

OH
= O,

oH o oo o (la),

(03111 BRHEL VA S B & I & » LR I M T Ta AL S B 2 W51 &1
B G o BRAL IR B AR R AN A (B s B2V D an BBk

[0312]  FEiZ HAARSE 7 521K — N J7 I, Bk U5 08 s AL 4 QT Ta i) AL ) B AL
WSV & L/L%E{,\,n*’JiEIVEI’J%/\fF@

OH
o5 o O‘OO

OH O OH O

Iv),
[0314] =& TS VB & - AL RS A 77 IR R AL I B AR S At _E ik
[0315]  FEiZ HARSHE 7 521K 53— 5 T, 1205 00 BRI JR 45 U T VAL S P s £ T 77
S AR, RS A VAL &) -

F 3 \Nf 3
. OH
wa  COCT)
N - NH,

OH O OHOHO O] (V),

(03171 BRHEE S WNEE fr o R 57 AR 2500 T A 2 2R 1) B AR AF i BT
[0318]  fEiZ ARSI SR 55— 07 1, SINEIC AR Re AL a5 M SAVAL S P s £ 77
EEH A AR, R (VIa) ﬁc/\%

MﬂOJLaoouw

oH O OH'O O (Vla),

[0320]  BRELEL, V5 S WERAL & o B REA AR R 2RI BAR S AF I B P il o 7R 12 BAR St 7 56
FRIAZ 5 R T3 T ) — AN a 5 T 25 A0 VAL S B B VA R S el 5 FHC1-C (0) ~CHe—fit
Mg fre—1—J AL PR, 15 2 S5 XV Iafb SO 3L A FI S Wi & .

[0321]  FEZ B ARSCHE T S0 53— J7 i, frid ki s R A A f T T Tatb 54 -
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H.C. _CH
NH, 3C N CHa
~__OH
w2 (T T T
OH

OH O OH'O O (]lla),

[0323]  BRH s, WA S WEA & , LR e Talf tb S B 2, I S s & . &
BAAL S BARZEA T I Pk .

[0324]  RFESLARSHALIN 5

[0325] 5y NSty 582 S L e A g AL i 46 th 5 H R T TR AL S W B L 2 AT 51
B I 55 AT TR (AR BV IE AN B B AR 26— 5 BB DY S i U S BT IR 1
AR T3 1 P 3 S o 1% 7R B3 MU B B AR N A XA S 40 -

N X
|||® Ha

C.. .CH
N NTT3
~__OH
s OO0
! NH,
Y -
o)

OH O OH o (XD,

[0327]  BRH ISP & I P, A X 9BFy PFe \AsFe BUHSiFs , fILi&BF. ;I
HY & T &P € SC, LRSS T S 2, V5T S 4L 5 .

[0328] 4N, “VEI R TR 25 AR G4 o 3, AR SO (A VA VI T 4 45 A 2UX T Y
a5 A FUT A & W0 R IA ARR  128 1-YUAA mh T T B

[0329]  UNASCHTH, “B TIAR” R IGBES I H (BE TS T E 1) 8% , B TR E
RT-Z9100°C N A . FIF B TR = B PERH &8 1A 1, 3- e SE K & (Bl dn, e
17 -3 H LR e 45 DU ST RR 6 L 17 -2, 3— — F R nae 845 DU U % £ ) 5 1-Joe ekt g
B (Bl hn, dnge1 -1 6 -3-F Rt e 5 DU s IR 28 ) 5 1, 2- —he kb iy (Billn, anfel, 2,4-
= VPR P Y LB R FR ) 5 1, 1 B SR e (1914, JnAE 11 21— P R i e B S
R s B (B0, AnAE R 2 = B = A Al ol = B P e AR R R s P 5 B (12,
FEDU T JE 8 PR #h B = C R - DU e S IR A B ) - AN (19 2, A E 3 Y 6 — 2R R DY 9
PRBREE ) o UL BH & TR 1, 3- b SR RH & 1

[0330] T & TR = GIVE R & T RE e, LR, —FU, NI BEER AL, 7N
P2k DU SRR £, U (=980 FP R TBE ) TGV e , —VRALM), =Rtk ), S, RIS AL, =
S R R AL L e SR AR RN , i SE R R TG , BEIR e B g, BE IR I , FHOREIR 3, IR &6, btk
FRLMR ik » ot BE IR £ AT 2 IR 6 o DIC I8 1) 9 28 1 B 38 7 Sl IR e A D S P

[0331] = 14 F) 1 YA B A% b i 27 H PR B 2 AN 8 1 AR T 4L 5 o DB PR 1 VLA
LA VY SRR 11 2 -3 T SR M 45 , DU SRR 1 -1 262, 3— T SE KM 45, DU SR 1 -1
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TTIERTIR o A2 1% ELAR S 77 SR € 77 TR B — MR 77 1, 25 1 VAL & el 2h L3357
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32/51 7
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g St
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i i
[PA 3 IPAc 5 A BF
L ul
LCMS RAB &% - ik ik
m ]
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MeOH ¥ B%
mg 55
min &b
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Pr 7
Py b
rt 2 r.t. £im
oz |SM J7HF
TBME T AL P AL A
TFA Z AL
THF v9 2.7k %
wt T

[0375]  sEjitafell . 1 7-& s L IR K 4 T3 LA &K
[0376]  T—% 3L 1L A 1) il 4%

i OYOBH 1) CHsCN
BHOJKN,NH Hac..N,CH3 2; Pd%Hz NHz ey HeCs N .CH; HCl
S A _-OH MeOH HCl OH
o COCC
= > NHz
ono offb o o 0 ofh
7-HT 7-Z L ?-f%.ZHCI
## Qty MW d Mol Mole eq.
T-HT 80¢g 712.7 - 0.112 1.0
Pd-C E101 NEW 4¢g - - - 5% wt
[0378] 6 N HCI 84 mL - - 0.5 4.5 eq.
MeOH 800 mL B - - 10x
CH;CN 800 mL - 10x
7- AR L 2 F*2HCI 563 ¢ 502.35 - 0.112 1.0
(429.42)

[0379]  FELAH WA FEES M 2LE I FIRH , 7E S F A CHsCNANT-HT KR A& P 7E = iR
NHERE L8/ e [ A ik €, P 0T 2 BE (MTBE) Yedss , T4, 15 2 TRAL #E ) 7-HT .

[0380] ] 2 A5 ML $F 48 1 2L 3 JE 58 R I A MeOH 6N HC 1 7K 5 ¥ AN T4k 22 1) 7-HT o s
RGPV FE BB T-HTIE R o 1A 00 2 i 3 23 AN — IR o NP A—C o 4 8 15 VR 8 il
FLAE, FANRA =20 2R 5 A H2 R =R IO AE S iR R AE AR R B 2 5 i (n 1A
FEVAER, B B 0025 () 5 8 dh B 2, FEAE30 8h 19043 8 5 FIH TR A TE) o B I MR & Wit
JEE T Celite® 3 . % Celite® F FMe OHYE % » K I8 10 1F e ¥ 25 k7 ik g 223 X A&

(240mL) BEHE AR o s 5 DI IE (320mL) 248 in N 2 45 #1020 3 R 0 b, 2R )5 I AMTBE
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(480mL) o ¥R & W0AE Z iR N PEFE LN O[] 4 98, FMTBE B3¢, T8 , 15 £1)44g (78 % 77
) VR AR 8 [ AR 1 T 3 1 FR 2% 2HC 1 (HPLCAE E290%) : 'H-NMR (400MHz , CD30D) 87 .52
(d,J=9.2Hz,1H) ,6.97(d,]=9.2Hz,1H) ,4.15(s,1H) ,3.25-2.9 (m,9H) ,2.45 (m, 1H) ,2.3
(m,1H) ,1.65 (m, 1H) ;MS (ESI)m/z 430.1 (M+H) .
[0381] E i AL TR LA &R

O©PFs |,

N
<,,~-CH 11l
NH, Hoy HoCoy-CHs HC o

1) NaPFg, EtOAC/H,0

~__OH
O‘.‘ 2) BUONO, CF3Ph O
[0382] MNHz i
o]

OH O OH O O

3C.p-CHs HPFs

7-Z IR E « 2HC 7-F % ILIFFZ « PFg » HPF
- Qty MW d Mol | Mole eq.

7- 84 L 3R & *2HCI 44 g 502.35 - 0.088 1.0
6 N HCI 3.7 mL - - 0.022 0.25

NaPF, 369 ¢ 167.95 - 0.22 2.5

[0383] H,0 440 mL - - . 10x
EtOAc 660 mL - - - 15x

I B T BR 15.4mL | 103.12 0.882 0.132 1.5

EtOAc 352 mL - - - 8x

CF;Ph 528 mL - - - 12x

[0384] | 7. # & L IR F*PF#HPFs | 6442 | 732.08 g 0.088 1.0

[0385] i) 2 A5 4 kR 11 1 L [ JE 08 0 P I N H20 . 7— 8 JE 1l PR & % 2HC1 6N HC1 7K ¥ Wi A
NaPFe o FHRLL I WAL 2 00 N HHE30 73 B, FE L2 220 73 e v o 98 ¥ FHE tOAc (440mL
+220mL) FHUH U A WU S IF , FIBRBR AN T, 1k 9 © o B BBk 4 IR R 2 @)
HPR YA FRELOACH , 2 S AR AR 352mL , W IR Wi VA EN A28 °C o FHVA: B 22 75 2043 B A Vi in P Al iR
Tl R PRFFILFEAECSC g S M AES C R 1 bk LN o SR 5 K4 (8°C) I NI I 4% 18 4 7%
B EAH0CH528mL (12x44F7) i FECFPhif 2 A UM HE & 10 S B b . — B o 72
F B TR 2 RAEO C R RE LN, FEAEN, R 3k i B D Bk A 36 T — S H 42 (Do) © sk,
T B AR AR L AR T, A3 26 L I 5 74, ikt by R (95 F &%) o =M /2 CFsPhifs
FIE B & A 5L B CFsPh (0. 86 B8 /R 24 &, il id 'H NMR) HI 43 BS54, BLA5 7 % EE RV EE I TR 4
& : 'H-NMR (400MHz , CD30D) 88.52 (d,J=9.8Hz,1H) ,7.28(d,J=9.8Hz,1H) ,4.11 (s, 1H) ,
3.1-2.8(m,8H) ,2.35 (m,1H) ,1.7 (m, 1H) ;MS (ESD) m/z 441.2 M+H) ,
[0386]  yi:
(03871 (1) ik yEHI H BIALUZ B ERREREN , 10 EL 5 25k B I IR ol 4
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[0388]  (2) KFEtOACTARIKR A B 72 N EER/K Ghipdy) , 1 XE N — P8 (ERIE K 2 7
e E BN,
[0389]  (3) K5 DCMN 2GR THIER , F 75 jith N B 25 2 P VR 2 R [E A 28 i AL
e}
N, PF,
1o 6 HSC\E,CHS HPF,s
~-COH FC-43
[0390] NH, 135°C,1h
7-EH % 11 PF 2 » PFg « HPF, 7-# LA 2 » HPF
[0391] kil Qty MW d Mol | Mole eq.
7-& RoLFR &
6l g 732.08 ; 0.0833 1.0
*PF6*HPF6
[0392] 3M™ Flyorinert™
732 mL - - - 12x
FC-43
7- R L 27 # HPF s 482 ¢ 578.37 s 0.0833 1.0
[0393]  7F 35 MR I FE 2% L BV A N2\ 11 R B2 3 e 14 22 O [ i S8 i 4% (323 1921

PTFE CRIUGR L 0) [ N 2528 , % NFC—43 Fl 5 %0 1L 34 R +#PFe*HPF6 o K SN 7E BT R AE
BiFE N AR INFAEN135°C I N H R . — FUA R B FRiR B, fE RS o N4k eE i b L, [F]
B PRAF S N iR FE 7R 135°C 140 °C 2 18] K S BV A 074 ) 32 =5 8 3 98 o 45 98 DF FHMTBE
BRI AE B 2 R T8, 15 B AT g KR Cu[E AR BT 75 7= (9TEL & %) (HPLC: 7T-#IL 3 =
72%, LA E=4%,T-OHILIF K =2.8%) . T-H LA KIKIMS: (EST)m/z 433.2 (M+H) .

[0394] v

[0395] (1) Bevkds BH & A il I NaOH K VA -+ 52 Iy W8 pHAEL 48 7 77 1) e 4L 1k , 2R
FE T SR BT AR IR ) FE TS AR
12 ; g-é% NaOH 5 Hg,c\\r%rm-|3
3) Celite i
[0396] 8 NH;
OH © OI—P O O
7-5L IR ZE » HPF, 7-Bm %=
[0397] oS Qty MW d Mol Mole eq.
T-f LA E PR |47g 732.08 - 0.04(1) 1.0
IN NaOH 95mL - - 0.095 n/a
H20 705mL - - - 15x
DCM 940mL - - - 20x
B 120mL - - 2.5x
T-m LA ER 17.4g 432.4 - 0.04 1.0
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[0398]  FE A UM HE &5 « pHERET AN HA L A5 1 2L [ JE o8 IR I AN 7K R 7 — 3 Ll 24 2+ HPF
W 218 I ANaOH/K VAV (IN) ELEIpH=7.2? . SR J5 Bt & /K B v 5 7 2 20 VR = v
564mL (12xPAF) DCMAEHL 104384 . ¥ B 77 Wit Celite® Hit 3iE K 383 2% 7] 7 s =F -
BIDCMJZ o ff FHEN HCL/K &M (JLi%) #7K /Z ) pH (pH7 . 5) P[] 227 2, F- 447K /= F376mL (8x 44
) DOMAHL 26 K g =77 wd 1 Celite® #ad JE , I8 2 Bl 0 R 2 - 7 BDCMZE FF 5
B — IRDCMEEBUAH S & o 4 & FF I DOMPE VR FH IR ER 4T 5% , Ik 98 FF ¢ 48 22 2940-50mL S AR R 1)
TR SR Ja R I 2218 0 N 21 2546 1 20mL A3+ B e 1 S U, FE8 BT A R VR AR 2 iR T
FELUNES B AT JE , FBRGEBE SR, FFAE B HEAE (30°C) B FIRE R E &L AT, 153
11.3gfT s Fed, s i @ A& (HPLC: 73U 3R K =90% , ILFA K =4% ;80 % H &) : 'H NMR
(400MHz,CD30D) 67.24 (t,J=9.2Hz,1H) ,6.8 (m,1H) ,3.5(s,1H) ,3.1 (m,1H) ,3.0 (m, 1H) ,
2.75(s,6H) ,2.65 (m,1H) ,2.3 (m,1H) ,2.15 (m, 1H) ,1.65 (m, 1H) ;:MS (ES) m/z 433.2 (M+H) .
[0399] ¥

[0400] (1) SMELHE 3T % , Ak N 1T . 4giiF BBk (0. 04mol) o

[0401]  (2) ¥]4fipH=1.8. W pHiAFT 7.2, EpHit EMIELEET . 20 F Fa & 20 150 Bh Ky it
8] 15 o AT 75 A LN NaOHZK 73 9% A AR FH 9 95mL

[0402]  EIOGMEFRAL SIS T-HIL A =

[0403]  i&Afsf FHOGAR sAL & T-FIL PR 2R

BuONO N*.BFs" H,C. _CH
NH;, HHaﬁ‘N'CH3 HBF, iy 357 ’
it ol e U
oaoa] LRI e SN
oHo ot o ono ofo o
L TR 7- TR I FE « BF, BN

[0405]  HfAh, #7-5 & LR (120mg) ¥ T 2mL B BEH o IR FH UK/ 7K A 50 o T 59
AO0.2mL 48%HBF4, 2R JG IO . 1mLn—BuNO2 . 7E AH [F R F A4 100815 » ) R MR A P
I 2Tk (8mL) LAYTHE 7- B A LA Zo+BF 1o I I8 I T4 5, 15 81 10mg 7-HZUL IR Z#BF, N
O E A MS (BEST) m/z 441.2,

[0406] 756 N gsH , K5 7-EE &L PR Z0kBFs (100mg) Y AAAE ImL 1-F 363 T JLmk e #4 Y
SR R Hb o 75 PR A H I 5] B B 20 T, RS 18/ o [N 5E B  HPLCAM BT 7R
MR EPIEA58. 8% M T-FIL AR LT . 7% B LA 5 il il i) & UHPLCAi AL KL 7= 40 , 15 2]
7T0mg T-FILHME (A —LEILIER) MSESDm/z 433.2 M+H) .

[0407] S fs2 . 73801030 21 il 48 R AR AR

B H3C..N,CH3 E H3C\U,CH3 (H2804)112
: OH HzS0,4 H OH
CIO oo, ST
——
O I
oH o ot o OH O OH O O

7- LR :
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# Lot Qty MW d Mol Mole eq.
. 433-100-
7-RoL & 113¢ 432.4 0.026 1.0
1
[0409] H,SO, 34 mL ; i ] 3x
#H R 5+ 7 B 3.15mL 105.09 1.04 0.0312 1.2
433-102- 575.09 (H,S04)
1 1495 g = 0.026 1.0
1 477.12 (5% # 4K
[0410] [y 3EAG UM FF25 19 100mL 1) [5] JEC K3 - I N H2 S04, HEKE o6 i FH R 7K / 0K 4 200

BT L PR Z M B IR IR T o e N TR A

PIAEOC N AERR A T Bl Pk B 2 R e 4

TR - (E3073 B0 N IR 57 AT IS , [R) B DR 45 s B iR BEAIR T72°C W IOSEAEO°C R Fid - BL 31 58
&, GIE I HPLC WS M o 2R J5 1 [ VR & g2 e N 21 & A 30x AR AL 0°C ) 283mL i -PrOHAN

STmLBEHE I HHR &

57mL i-PrOHAI1 ImLBF Ll AR &
W, 15312, 8T T r=wy, s (ol 4 (LCMS : 4L &)1 =85% ;6 TEE /%) :MS (ESD) m/z 478.2

W) BB R R 1 o T AR R RAE O °C R S 1/ i el 4 ),
YNk S8 JE FH BRI BE R , FEAE30°C I B 25 I 48 Tt

(M+H) -
(04111  ¥.
[0412] (1) st yEiE R Hh HARE - IR RN T 10 38 i R BRI A S % AL & 41 &
%o
(H2804)1f2
»CHa 1) Pd-C (10% wt) HyC\\-CHs HCI
Hs, MeOH, r.t. OH
f0413) O"‘ cli N O‘O‘
OsN H N
OH O orf”b o) OH O orP
1 2
fakis Lot Qty MW d Mol Mole eq.
1 433-102-1 128 g 575.09 0.022 1.0
Pd-C 10R39 0.64 ¢ . 5% wt
[0414] 3 N HCI 14.6 mL 0.044 2.0
MeOH - 384 mL 30x
(447.4 5% ak)
2 106¢g (483.9.HCI) - 0.022 1.0
(520.3.2HCI)
[0415]  [a) A5 4t REFE I 1L S B B FP I AMeOH N3N HC1 7K V&R - ¥4k & 41 F110 % Pd—C

SIS R SV R SN A

PR A, TR AR =
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R CRBR) MR =R B N AAE =R 0 B B 58 i [ MR S it g i@ Celite®
¥ Celite® F FMeOHYE I o K I 25 N R Be i , I . 3g (10%wt) fJSiliabond
DMT o $ R A W0 AE 2 T 3 FE90 73 B It U o (8] 44 FAMe OHYE 5% o F B VBB N B IR o8, I
77g (6xH &) iZAmberlyst M IRIRA-400 (RAMTE ) 22 WAEZ IR T HiFE2/ I, i
b JERR L0 B I F R BT GRIEHH I 2) KRR i i 25 R o IR BARF K4 —
oo IO R NBE (64mL) o 4 VRA Yk — WA BOHARY) , FEIMA 1020l i -PrOHAI51mL MTBE.
H/m WIAE i N HHE 187NN G A& o Jd ik ek P8 WA £ [ 4 , FMTBEYE %, H7E30 C | 3 73 Ak

FP T, 339 1giR s Bkl RIE ML & 42 CRHC1 28,81 % 7= % (R 1E) ,HPLC4 fiF =
83% MS (EST)m/z 448.2 (M+H) .

HeCs ’CH3 HCI
“,‘ o _1)HCVEOH
[0416]  HN Eh Hz  2) NmP, N
OH O OH O O
2 CH\CI\)LCI 4
M Qty MW d Mol Mole eq.
FE (1)
2 9.1g 483.9 - 0.0188 1.0
MeOH 91 mL - - - 10x
HCl (22N, &
149mL |- = 0.0329 1.75
EtOH )
EtOAc 364mL |- - . 40x
[0417] JEIRZ 91 mL = = = 10x
FE (2)
kadk (1) &
) (9.78 g) |52034 |- 0.0188 1.0
=4
3 (90%) 449 g 184.1 - 0.0244 1.3
NMP 55 mL - - - 6x
EtOAc 546 mL |- - - 60x
_ 631.48
Y REAH) 119g - 0.0188 1.0
(558.6)

[0418]  JDIE (1) F5HHC1EE2 (9. 1g) BiF FTMeOHH , JHAHCL (2. IN, ZEEtOHH) . 7E3057 &
PN 7] BT 45 B £ v R N 204354 5 (182mL) EtOAc o B B 45 3 3020 8l o N 37 4P 20 x {4 A
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Py EMIEL0AC (182mL) FI1Ox AT BT (91mL) o B VF IR AE i T HEk L/INET o B[] At 38,
BRGEBE » FEAE LS HEAR T4 R A5 20 B AR Bl &k (BHCT #5,9.229) TR (2) «
(04191 2B (2)  FN- T -2 ALk & L i (NMP) ATk B 42 38 (1) 0 SHC T E8 N 3 Js et
HAE IR T HEPE B2 5¢ AV A GER S 305381 i EhK i A H1 2<0°C AR R Fr B
I AR T0°C BRI 2 AN BE 3 K S REAEO0°C R4 dE 1070 8, A2 24 27K (0.677ml)
PR o B R 7 2160 X AR AR (546mL) 45 FEIIELOACH o 4 BT 15 2 4 1 L /NI, FF7EN2
N ILE L JE Y FHELOACYE SR, I E TR A A NNESR N HE SR JEas 05 B Rk 5 72
U%%%ﬁ%ﬂm601wm%MU9m9m%ﬁ¢4%%@%%?:@?&%%@1#
JE, FHNER SRS, B8 TR 152011 3g iR s Al AR T A Ak & 04 QR B AR (91 %R IE
Frzs,HPLc@EEZ——89/6):MS(ESI>m/z 559.3 (M+H) .

[0420] i%%B@%ﬁ%ﬁ%M%ﬁ%M%?%%ﬁﬁ&%

H3C ’CHB Ch3
NBS
0090 P 000 3 O‘.U 3
T oM
OH o o6 o o595 o OH oBroOo 0
785 Pd/C, H
th 2 2 PUC, Hy NazS03
[0421] Y
ch ,CH3 HaC ’CHa
Oog‘ ‘” cogu § 0090 3
HaN HsN OoN
oo oo o OH O OHO oH o o o

9

[0422] %m%%mAMgLMmDm?iﬂamamﬁmhm@@ﬂﬁmxﬁ@mﬁ
HOIAN=IRACHE LIV % (NBS, 0.356g,2. Immol) « ZE0°C R HERE LN J& SN 58 B o 5 S 7
TRE W THE 2 I8 M AAKNOs (0.11g,0. 11mmol) , ¥ i VR S W0 1E 218 T e hE 1/
W BN B 75mLIA Tk o i I JE SR DT VD T8, 15 2100 . 4684 B 106 . SR JE 1T
DUAS FHFRAE DT V22040 B V618 S A &4 7. 8819
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H3C.,,.CHs C N-CH
H oRHY H,S0, N cl
OO0 — O‘Q‘ 3 v
—_—
HN™ NP - NH; ACN
oH o ob o OH O Ob-?'-b o} 7K
7 10
HsC., .CH
NG HsC.-CHa NH, o i
2 4 po H H: NaNO;,

= s JOH Pd/C o s OH o
Qe RO P09 (-——1 =
N = ! NH, ————— N : 2

[0423] - g N N
oH o oo o OH O OH O ©
N°BFs H.c. _CH,
IO i
QR I
N !
Ay - NH,
H OH

13
[0424] 4 9-F A E (7,1g,0233mmo ) ¥ T 20mLEREL H , I8 FHUKIR A I S - )
POMARYER 4R (235mg,0.233mmol) « ik 154341 5 , 8 [ MRS Y0 i N %1400ml. MTBEH, %
Ji A5 FH UK A E o i I sk SIS S [T AR o 4 908 DRV A AE 10mL 7K H , FH25 %6 NaOHZK I 0K 7K ¥ VR
(R pHA T 225 30 1t AT 2 1) B2 W, TR0, BB E10:MS ESD m/z 475.1 (M+1) &
[0425] K AL & 410 (1. 1g) ¥ T-20mL7K A110mL 2. i o o [ 2% 7 v P IO TBESR03 (0 9 354 -
600mg F1650mg) o {5 25 %6 NaOHZK I ¥R S BEVR A W pH R 5 223 .50 M 55— &6 43 Bk &
(800mg) o I IFHPLC A3 At Mo Wl sz I o 3 33E 1) 2% RUHPLC M S NEYR A 0 43 B8 P21 1 o R T 15
1. 1g AP :MS EST) m/z 586.3 (M+1) .
[0426] LA 11 (1. 1) W T HEEH XA MAMKHCL (0.5mL) F110% Pd-C
(600mg) o4 BIE A MIEE A (B FHLRE [ B TE B e , T T B R 25 A7) K DB
Wi, 15580 1gtb 5412 'H NMR (400MHz ,DMSO) ,8.37 (s, 1H) ,4.38-4.33 (m,3H) ,3.70 (br s,
2H) ,3.30-2.60 (m,12H) ,2.36-2.12 (m,2H) ,2.05-1.80 (m,4H) ,1.50-1.35 (m, 1H) ;MS (ESI)
m/z 556.3 (M+1) .
[0427]1 ¥4k &9912 (150mg) ¥ T ImL 48 % HBF4 o [AiZ & W N2 1mgNaNO2 . ZE AL & 412
TN WAL (LC/MS m/z 539.2) J& , /£ I Bh/K ¥ 2% 2R [FII, FH254nmo't e 5
SN VR A6 /N o 2N TR A Y i ) 45 BUHPLCAE AL, 4F FH 2 B F10. 05N HC1 ZK B WAE i
BNAH 153 2ME I WHCT BT R & W4 (RFLANAR, 33mg) (B 78% HI4F110% (1) 7-HE
¥, 3Bt HPLC) :MS (ESD) m/z 559.3 (M+1) .
[0428]  sjfafol4. 7-FE &L IR ARGAL B E A

7-E %I K « BF, 7-F LR &R
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[0430]  19664E3 A8 H #4125 H 4 F3, 239,499 (“° 499 F”) i 1 3# i F & ke hn ks
7 AL AR DY SR SR 5 A B 730 L PR R I IR R N . 7 499 B AR TE 1T B JR AL
FE i A T WA AT B A SR ACAR S B A S o A K AR X R B Ay
i 2 T A AT SR L N i R HE DI B 4R . * 499 % R Hh A T ) 5 VR A SR 1) R H
BGER H TR B M e B 1 B AN B, FEAS & —FirmT B KRR 72

[0431] 224k 4 FH ° 499 | Fh 3 1) 7 v il it 7- S5 011 IR B+ BFa, (H A 3R15 7249 M
S5 T- L %8011 PR 3 *BF a2 18 ik FEHBF 7K I VR IR A7 7E T FHAE H B b B AE IR 1E T PR b 27 -2
B R WIS 8 17 [ SRS I S BETTE H 7- B AL R *BFy

[0432] A’ 499% Frp B £ A B K47 n A, T A2 o8 7 2 011 PR ZxBEATE s Hh n 4
F160°CHFE LN o Z 2 N AFFI38. 7% 7-Fr=4) (GEIILC) (100mg SM, 2 W3R 1H [ SE56 407~
27) o FELIRRAELCMS - ¥im/ 2 9481, IF H AT §E /& LA R IKBFs In &4 4% 18 499 % R rp i i
(R 3 R EE A AL B s G T “4817 Bl =W i) & o

(04331 Sof [ A4y ke R BE /N SEEAT 5 5 EL AN FH T i 4 487 darn P I PR AR L PR e P 422
PLARHR o DR, A FH 7 2 550 L0 A o+ BEaff FAR AL S B AR 22 Bl 351 (4 — F R, LI
A AT TR E (B WRLD V20T 499 B R M FE L 5 2 /N (29
10mg) o 514, [) — F A 1) S B 7= AE 65 % [ 7= 4 GBELC) (S L3R 1H 1) SE88272-63) , 1H A2
TERCRHUAR , T B 2 (1) “4817 Bl F=4) o

[0434] 1.

/N".BFg HiCx ~CHa

N

[0435]
E H Hﬂa'r;l'CH:E H H Hgg-N,CH:’ cl H Haﬁ‘N‘CH3 -FaB " Haﬁ.N‘CHa
OO e * OO s OO e 00
a NHz | NH2+ = NH> |/ | NH,
o o o oHo ofd o OHO O o OHO of o)
7-F 7-H 7-OH BF3 &4
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EY ] E s 7-F 7-H 7-OH | BF3 md | a# |
4
40727 | & 160 °C 38.7% '499 &
° A
272-53 | % PR 59% 10% 3% — 3k
150 °C, 1h
272-54 | CF;-% ok 50% 9% 3% — 3k
150 °C, 1h
272-59 | M=% % |165°C, 48% 8% 4% — 3k
40min
[0436] 27263 | m—=¥% |150°C,1h |65% 5% 2% —
27263 | —¥% |[140°C,1h |57% 12% 1% s
272-66 | ¥ =7% |150°C, 56% 8% 1% — 3k
40min
272-68 | % 160°C, &£ | 61% 5% 1% — 3k
%, 40min
272-71 | BMIM.BF, | 150 °C M EX ) — ik
272-71 | =%t 150 °C 53% 8% 2% — 3k
272-71 | AR =¥ |150°C 46% 10% 2% — ik AR
272-71 | AR=—9¥ % | 150°C,7min | % — ik — ik 2 iFk
R | B &% 7-F 7-H 7-OH | BF3 M4 | i 8
44
H,S0,
272-73 [ #x=%% |130°C, 1.5h | 48% 8% — 3k 2.5% SM
272-75 | HC(OMe); | 135°C, 1h — Ty
289-59 | PhCl 135 °C, 2.5h | 38% 5% 9% 4%
289-59 | MIBK 135 °C, 1.5h | 25% 11% 4% 3% % 4
289-59 | IPAc 135 °C, 1.5h | 36% 9% 7% 5%
289-59 | % V& 135°C, 1.5h | 40% 10% 7% 4%
[0437]  [289-59 [2,6-=F & |135°C, 1.5h £33
apb oy
289-60 | Si02° 130 °C, 1h | 30% 19% 7% 2%
289-63 | H=F% |60°C %, ie At
Cu
289-67 | BMIM.BF, | 60 °C %, i® bl
CsF
289-69 | Na,SO,* 140 °C, 1h | 49% 8% 6% 4%
289-69 | Mg,SO." [ 140°C, 1h [ 49% 11% 5% 3%
289-69 | CuSO,° 130°C, 1h | 55% 11% 4%, 6%
289-69 | Celite® 130°C, 1h | 54% 9% 6% 4%
[0438]  a:fTf R MILE L= AR
[0439] b iz sk 2 BN 499% F A+
[0440]  c: iR mFt s =BT FE PR DU S G £
[0441]  d B EE I E L SHMNMEAIR S, 2R 5 INAEITE iR TTiH 7.
[0442]  7-F %011 3A = +BF ) #RAL L H 2 AL 77 L2 a IR 3T (3 L3R2) .k H

T 2 AT TRTE 7R P B /NS A SR R A A B 45 SR X A 2 B T E UL 3R Rk
BF4BEAT o X LE S0 ) 45 R S 25 AE R 2 o (8 e AL TR I A A — S 45 R RO AN REAE AL
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RKINRE F ek S BEs A o
[0443] 2.
7-% &~ .
— T ) 9572 BF; Haé& =
K5 il J: ;rj ©0) | wi 7-F i LS
[0444] 3 75
289-86 | ARAFEI | J/Lmg £ 135 51% | 8%, 7% | RE/& 125CH 1’
289-86 | ARAEI | /Lmg 135 46% | 10%, 8%
7-F A~ .
_— e T B BF; 74 ey
ﬁ: I'}‘J. J-?f%ll l-]:g;i (OC) sz_ ]ﬁ] T-F 5}#}' .‘i%
4
= : 0.6% ) 49 BF3 Al
_ i 0 ]
289-88 | AAFXR | JLmg 135 65% ey M, AAEE £ 5
£ f-1,2-= . 5 o 10, | LTFHERTR
289-88 | T w0 ye JU mg 135 65% | 1%, 1% E
£ R-1,2-= 10.2%
! * :j— DD ]
289-93 P ot JL mg 106 | $& |43.4% A%
ERFIR, 3 o, | 2.6%,
289-93 ol 100mg | 135 Ih |604% = 0
[0445] LRFER, a | 85 o | 74%, 9 E R
289-93 AT 200mg | 135 min | 524% | g 5o 29003
ERFIR, - o, | 6.5%, REEBE A
289-93 il 100mg | =& | 4h |475% " 6% ey
ART R, 2 . 17.6%, RS EL
289-101 AT 200mg | 135 1h | 39% 12 3% 280.88
A R(F ) o, | 163%,
289-102 g JU mg 135 lh |398% o
0
289-102 | A&AFK | /Lmg 135 1h |452% 135;26’;',’
. (1]
. . 16.2%,
_ e DIJ
289-105 | A& E® | /Lmg 135 1h | 36% AT
[0446]  *p V4 A P s AR T s R B2 5 DRI MG 72 2 35 8 PR EAT IO o
TE HC. CH . HiCx-CHs
3 it ' H B _on
fosan) CUL T,
OH O OI—P o O
7-FEI I E « PFg 7-m L&
[0448] i L F RAH 1 HPFe A AT 21 24PFe FIMEDTHT & 115, “4817 Bl ™4 (BFs

INEYD) BR324 T AR AL AR LA WLVE 77 b 7 ZL 3R FR kPR P AL 45

[0449]

3.
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% 8 4 7-F 7-H 7-OH T 3
TR
272-56 ki 3 150°C, 40 27% M EAL
min
B
[0450] 272-57 PE | 135°C40 | RAE R4t
min
27259 | Mo x ‘6515; 400 45y 8% 4%
272-67 B9 | 150°C, 40 46% 11% 8%
i ) 4 7-F 7-H 7-OH PEX -3
[0451] 150:‘11n A
272-70 % RO 48% 12% %
=, 40 min
[0452] @ i 75 4= A 7R P 3R AT G IR AT I B P R B E — 20 ek . T EL %LU P4 2% PFe

FEARARAEAT WL 4 5L 77 ) P AL 45 R B S5 AE R4 o T- B UL F o+ PRefE 223 (1 35)
i —— A RIR G Y —— T AL R B A RS .

[0453] 4.
il 1128 = N 7-;&5 gt"-l'h}z: T + I - =
L 4 RACEH £ %PF, C) i 1] 7-F 7-OH
28 =
289.95 | =R éf & JU mg 135 1.5h 53% 3.0%
289-97 A R JU mg 135 1.5h 44% 9.3%
289-97 AT R JL mg 135 1.5h 49.6% 1.5%
£ R =
289.99 | FH 1.2 7 L mg 135 1.5h 58% 4.0%
Aow
[0454] —
289-103 ARTFR — ik 135 1.5h 49.3% 2.3%
289-103 "E*Qﬁfﬁ 50 mg 135 1.5h 55.6% 2.7%
289-105 A RER JU mg 135 1.5h 56.8% 3.7%
280-105 | TAER, 200 mg 135 1.5h 57.5% 4.9%
4mL
£ RER, 0 0
289-109 Bl 500 mg 135 1.5h 65.9% 6.8%
[0455] 5.
[0456] T35 T-EE- LR KPR |TF ERR |HPLCRR
321-53 9.2¢ 75%
321-91 2.1g 1.665g 100.4% 77.4%
321-95 1.18¢g 0.971¢g 104.2% 75.4%
321-96 1.18g 1.18g! 126.6% 75.7%
321-84 4.39¢ 3.bg 101.0% 76.9%
[0457]  '[E) s SCHIINO. 258 SnCla. A WLEL SRR .
[0458]  7E9. 2gFAE [ B (F5H () SEE321-53) HATE] , W22 5| [ M 7E100°C £ 110°C I 447
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SR RAFA TR EZ100°CHIRE T KA AE130°CE 135 CHiHE0. 5/ 5, 5
FIRNE , R FAL LT 56 o
[0459]  RIPEFRAFIuorinert™ (H 3M™MEHEE) 1 4= S AL VA TR AT A 4 U L 28 e 1) B AR
Y. Fluorinert ™ FI/E N F T A ER A & . 5 73 5011 38 Zo+PFe ) R M 28 B 7R
F R Luorinert & 7B FEE AR T
[0460] 4% =T % (FC-43) , Wk A =178C;
[0461]  4F =1N% (FC-3283) , i 5 =128°C;
[0462] g =i FEMGIR &4 (FC-40) , 3 ii=158-173C; I
[0463] A9 =K% (FC-70) , ¥ A =215C,
[0464] g T EIRHIPFe P & 12 Ab , 30 AE I B HIM B 1220 70 7T-E A LA R A4
A HART-E R LA R IR A 45 R S fER6H
[0465] 6.

NEX H3C pCHs

HiC.. CHs HiC. CH:
oA L oY B HS on
o ot G m m
OH © OI_P o OH O OI'P OH O C)I--FJ
oserl g [x i 7l Y A e e I
272-85 AsFs A F R 140°C,1h |24% 30% 2%
321-29  |HSiFg R REZELE [135°C,1h [35% 24%

[04681 G A L i 28 TR 67— 2% LU 3R ZPFo 1) AL AN 5 4994 1l v 438 1) 4
AT IR SO o A B, AE B A A I TR PR SR+ PRe 45 HE % DA Al AR 72 3k
AR DU 34 2450 0 7= 2 Ll 3 2 A 7 T U B DY A SR A 7 -3l A 3 R TR I 17 499%
) P T ) ARG RT3 St 5] 1~ 8 T ) SR PR il 2 LE

[0469] K7T.

#H4, B: '499 & F] ¥ L RAEH) 1
[0470] | F g & #HEF | BE, PF,

' fE A e EH 2R 0 T K B A
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B T FC-43, % #H T & 54k A
e B K¥, FoiB B2 H) m AT
BB & N 3 R AR PFA B & %, Taflon % &
HAR K Fo 200 g
HPLC %5 RBIat6E, BRELZLR | 75%
[0471] 25 A 38%
B ERMEwAE, BRELALSF | T-H, <5%
£ 7-H. 7-OH #» BF; #a4 | 7-OH, ~2%
4
7-F o % RRBAEFE, 4GB H) & | 8L 255 H a4y DCM RIS
A HPLC % & %

[0472] iS5 1 B4R , 7— — 2% LA ZoxPFe 1] LL KT VA I S W R T- 2 L L 5
B B TR A 0 0 A S B 7 R BIR B 1 T Rk I A KPR R I B B T
IS R FESL B, Lh ARG BB = BAHPLCAE FE (AUC)%TE’W‘“ AN S R - 26 H
130 2 BA200g FIURIEAT 14 STt 91 1 43 38 1) AV BRAL « 2 H B8 I3 B B R U R AR T R AL
T-ZRAR IR FoPFe R AR I S 1]

[0473] 8.
#8 .8 B H HPLC #.4

(‘H NMR) (%)
1 PhCF3, 0.78 mol eq. 77

EtOAc, 2%
2 PhCF3, 0.82 mol eq. 68

[0474] EtOAc, 29%
3 ¥R, 0.9 mol eq. 64

CERTHES, 0.1 mol eq.

4 PhCF3, 0.3 moleq. 68

LBt 0.16 eq.

THF 0.47 eq.
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5 TBME, 10% 69
L0475 R, 14%

THF, <2%
[0476]  sujtafsls. 7-7T-EHAEILIAR EAOLMEAL
[0477]  19624FH) k& (Hlavka,J.J.,et al.,Journal of Organic Chem.,Vol.27,
1962,3674-3675) 2~ 148 G RESS 07— B 50 L A 2= DY SR 1 Ak  Hlavka S5 N HRIE T
T3 L AR M AR R (E5 A 77 2 R A 2% R 1 2H R

[0478] N T #fEH]lavka®E N[ 7 V5 BT Y, B R AR - BRI 12005 Hh A ol 4
Ah (UV) P, (E A R IR 254nmse AH 24 A R o A8 FHH 1 avka S N1 7925, 3/ 13 1T 2911.9% 1) 7-
F, LK 26.3% B 7-HF129.9 % I 7T-0AcAE NP M 220 B 721 o R kG, T-H: 7-F : T-0Ac ¥ EE 41
K2.2:1:2.5,

= =
oo ofb o

[0480] 7 3w T- L R A ZR B G AR AL B 7 Z R Al B 3, R VR 2V R i O
Ry 28 AR AE R 9 o NRITTLLE e, AEBMIM. BF (— Ff g TV 44) o b AT (1 S B2 DA vy 7= 32
ST L IR Z T AN EBFs &) o

[0481] 3£9.
el
[0482] NH; i >
HE it
7-F 7-0H 7-H
5 3h B % = 2 k AR
[0483] g1 | X % 7 = 3an 7-F 7-H 7-OH =5
272-24 | BF, | 48% HBF, hY 19 6 7
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£8 | X il % | 1-F 7-H 7-OH BB
272-25 | BFs | DMSO hY x i x
272-27 | BF4 | HF/Py hY WmE WmE i
272-48 | BF, | TFA, % hY — i EX S JE
272-52 |BFs [ TR hY T B T
272-54 | BF, | CF-%& hY B T %
R
272-61 | BF4 | ACN hY wmE
272-62 | BF, | TFA hY 22% £ 42% SM 29%
272-64 | BFy | ik H»SO4 hY x & EX 3
272-72 | BFy | MeSO;H hY %
272-72 | BF; | NEt;.HF hY 27% 36%
[0484] 272-72 | BF4 | HBF4.EtO hY 53% 2% x # % BF; &4
272-72 | BF; | DCM. MeOH | hY wmE EX'S —
7-OMe
272-72 | BF4 | NMP hY x i £
272-72 | BF, | IPA/NEt; hY % i% £
272-74 | BFy | BMIM.BF4 | hY 55% 22%
272-75 | BF4 | CI,CCN hY — ik — 3k AT %
272-75 | BFy | %%, NEt; hY x EX 3 £
272-77 | BF; | DCM hY 1.4% 7.4% R ER A
L&
272-31 | PFs | % hY %
272-31 | PFs | DMSO hY %
464-1 | PFs | BMIM.BF, hY 71.9 13.9
272-86 | AsFs | BMIM.BF, hY 40% 32% 2%
[0485]  {ENFEZRI N iR I BMIM. BF 4+ () S 56 ¥ &5 SR, 78 DU MAS 5] 1) B8 1A b, 17—

FULPA KA AL 2 100mg . 45 R,

it

[Anp=m)

FEFR 10 45l , 475 100mg FUAR S 57 A

1= T -3 FE Lk me 4 DU AU R 25 (BMIM. BF ) /B NV FIRT , /e S 15 558 . 8% 7T-FfI7T-H
(17.7%) N EERIF=4) (LK 9IK) 9256:289-48) .1 F i1 £5 RUHPLC, LA 7-FAI7-HIK VR &Y M i%
S8 R4 HE T0mg o B BMIM. BE4H () Jse N HUARA Y, 22 1, ELAG AU Js v fh 2% GRS HPLC) o

[0486]

#10.

58



CN 107108472 B 49/51 T
N*. BF,
m HaGL. 2CHa
ik
HE 55
7-F 7-H
iy HFm | atE | 7-F 7-H ERF
289-48 I 18h |59% 18% |HPLC % & & 70mg 49 7-F
#= 7-H
[0488] | 289.49 |11 40h |55% 24% | & 45mg
289-58 111 24 h FEFEN, KA HHE
289-66 |1V 18h [57% 14% | RAAE 1IMLIV ¥4 25 mg
7-F fL3RF*PFg
[0489]  T:1-7] Z&-3-H FLmK M 44 DU SR £ (BMIM. BF4)
[0490]  T1:1-77 Jk-2,3- - FIJLIRIME§5 DY UL 25
(04911  T171:1-1 FE-3—H Lt me #4 VY SRR 21
(04921  TV:1-"] FL—3—H LRI 4 /S BUE IR 21
(04931  sZjfif6. 7-E & -9-HUARII VY A& 1 AL ;e
[0494]  ¥RZE T JLA = AR BARMR A AL 24 o 451, m] DLIE I 7E i 25 fe B 4 3 e P

B T-E B IR RN FEER £ 7120 °C I 1/, B 7- T B L3R &R S R IS Sh A 0 N T-F L

N R I AR 25 H T 36 % 73R L A 38 GAIZLC) o e B RHUAEAL 21 100mg , 25 AL 7=
AR IR PR ) HAB SR S IR 25 IR B g e R 11,
[0495] &11.
O\)L | : olHNH2 O\/L _ Ho NHg
[0496] ZE 1Al Ak
3t: n-CHa HgC ; _CH, HC. -CHy
SK¥coceq W SE¥coaeet
Ol-P C|JH H;lr c;
% 35 R A -
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K3 75 4 ¥tk |7-H+£@& | 7-OH R
F Atk
289-52 HEZFR | 150°C, 28% 19% 7%
40min
289-52 BMIM.BF, | hY, 18h |35% 31%
289-53 ARZFER | BUK 31% 21% 8% SM # 4% 8
[0497] 135°C;
4.5h
289-54 48% HBF; |hY, 5h | 38% 11% 26%
289-57 Si0, 135°C 26% 18% 12%
289-57 PhCl 135°C, 1.5 |36% 17% 7% 10% 7-Cl
h
289-57 PhCl 125°C, 1.5 R4
h
oy 77 4 ¥rifki |7-H+£@ | 7-OH EL =S
Fr A AR
289-65 PhCl 125°C, 3h|22% 13% 5% RATRE
[0498] =3
289-62 48% HBF, |1t 100% AT Cu
289-68 MgSOy 140°C, 1h | 35% 19% 6%
289-81 A REK | 120°C, 1h | 34% 19% 10%
289-81 2 RFK | 120°C, 1h |36% 19% 10%
[0499]  H4558289-54 4L 22 150mg B 2k (S WL St 9] 1) o 7 il & BYHPLCJS , 15 %1 35mg

HIR P AR I i & 1 PRe BERUER , FF AT YA 25 A - SR 11T , Ak 32 B2 72 42 7-0H.

[0500]  JEWTFT 1 ¥ S H e T - 9B DU A 2 1 S AL S o 9 e oAl 7— B S5~ 9 B A Y
RSOV 85 R g fER 127 .

[0501] %12.
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[0502]
Lo 7-H 7-OH
% | R el A4 7-F |7-H |7-OH | %
272-50 | -NMe; 48% HBF, hY 34% | 5.4% | 23%
272-60 | -NO, R 135 °C REX S
[0503] | 32131 [ -NO, ARTF R | 135 °C i%
272-78 | -NO, BMIM.BF, hY 29% | 25% 2% | &R
272-84 | -N(H)Ac AR K hY WM | ¥ L
272-88 | -N(H)Ac BMIM.BF; | hY 39% | 21%
£3 | R 77 A 7-F |7-H |7-OH | &%
289-7 |-Br BMIM.BF; | hY 18% | 57%
289-13 | MeOC(O)N(H)- | 48% HBF, hY 36% | £ [21%
289-15 | MeOC(O)N(H)- | & hY IEXE AR
289-15 | MeOC(O)N(H)- | 48% HBF;4 hY 46% | £ | 25%
[0504] | 289.15 | McOC(O)N(H)- | BMIM.BF, | hY 56% | 18% | 9%
289-20 | MeOC(O)N(H)- | H=F K 150 °C,40 min [ 30% | 5% | 8% | 19% SM
289-20 | MeOC(O)N(H)- | BMIM.BF;4 hY 48% | 20% | 10%
289-17 | CbzNH- BMIM.BF, hY L
289-19 | CbzNH- BZTE 150 °C % 7-F
289-30 | BnNH- 48% HBF, hY £ % Bl
[0505] 25| I FTA &R R i RS S 25 SR I 203 a0 51 AR IR .
[0506]  EARCL 42 A K B 7 I STt 7 S8 FLAR IR Hh A IR T AR B, (HL 2 A S iel 7

RN R 2 PR, 22 ANt 28 i B ASUR 225K B e i (1 A WV B R 1 00 T T AR TR M
T AT B AR
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