CN 112888674 B

(19) R &R =G

» (12) ZBHE F

£
b
*

(10) F2H /N &2 ON 112888674 B
(45) AN H 2023. 06. 30

(21) EBiFS 201980048385.X
(22) BBiEH 2019.06.19

(65) El—EERE A HICEN S
HIF/AHE CON 112888674 A

(43) BHiFAFH 2021.06.01

(30) AR HE
18382445.7 2018.06.20 EP

(85) PCTEIFRERIEIHFNERKMEL B
2021.01.19

(86) PCTEIFRERIF Y FA IR HI R
PCT/EP2019/066181 2019.06.19

(87) PCTEPREAIFRI N HURE
W02019/243414 EN 2019.12.26

(73) EFIA EED R ARE
k| TITEZE M G

(T2 ZBAN S - B2 e « ft « HHifAks
C * I/RMIV 1% « RIFZ R
R KL« BHFNZE
Ae i HRE « BRI
E e PLRFE « 12 g
S BHrE - B

(74) EFRIBAE R R 55

C07D 211,34 (2006.01)
€07D 211,58 (2006.01)
c07D 211,96 (2006.01)
C07D 277/82 (2006.01)
CO7D 451,04 (2006.01)
C07D 493/08 (2006.01)
A61K 31,27 (2006.01)
A61K 31/17(2006.01)
A61P 9,00 (2006.01)

A61P 29/00 (2006.01)
A61P 25,00 (2006.01)

(56) XL

CN 104093708 A,2014.10.08

DE 2261637 A1,1974.06.20

AU 2016301027 A1,2018.03.08

CN 101679258 A,2010.03.24

Sung Hee Hwang et al.Orally
Bioavailable Potent Soluble Epoxide
Hydrolase Inhibitors.{J. Med. Chem.)
.2007, 55504

Elena Valverde et al.Searching for
novel applications of the
benzohomoadamantane scaffold in medicinal
chemistry: Synthesis of novel 11b—HSD1
inhibitors.{Bioorg. Med. Chem.).2015,%523

(HmAk) 33239 & €9)
TRRIBIH AR WER KD
(51) Int.CI.
C07¢ 271/56 (2006.01)
C07C 275/26 (2006.01)
C07C 335/16 (2006.01) BURIBER 55T 49T
(54) KRB TR Ré R2
S AMIENTEEREAIAREET XN
il “ﬁ;jgé’@
(67) fHE H/((G 3—R!
AR BIP R (D) PRI A A YK g g
(SEH) i 751) , He R A5 I AR AN H R 7 18 AL (D



CN 112888674 B

2/2 1T

[#% £ ]
(56) xFEESC 1

Hong C. Shen et al.Discovery of

Inhibitors of Soluble Epoxide Hydrolase:

A Target with Multiple Potential
Therapeutic Indications.{J. Med. Chem.)

.2012, 5554

Hong C.Shen et al.Soluble epoxide
hydrolase inhibitors:a patent review.
{Expert Opin.Ther.Patents).2010, 5204



CN 112888674 B W F E Kk B /5 5
1. —F=C (D k&9

R? R2
R3—'—i-> G! G2
N e—R
(D

o HSLAR R A B 2 2 BT RS2 0 E, o

G SRR 7 BT P R

G N RUR T B

G* NIk H 1 -NH- (CHy) _-+-0- (CH,) -A1- (CH) -ZHRIZLAISE A ;

me 0 £ 6 1) 4

e 1 B THIEEAL

RUR3E [ EH AT 4L 2 G A -

a) Cg=C, 77 4 , Fo AT REAE LR A 1 2104328 1 by LR ZH R A 25 0 BRI A« B 3R R 1
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55 -3- (1- (PUS-2H- ML -4 - B FE) R AE -4 - 55) fix
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10,11- /N5 -TH-5,9:7,11- MW B 3L 2RI (914004 - 7- 52) IR

xxix.1- (1- ZFeIEIRIE -4-55) -3- (2-%-9-F3£-5,6,8,9,10,11- /& -TH-5,9:7,11-
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xxxiii.l- (1- ZBEFREIRIE-4-3E) -3- (5,8,9,10-PU4(-5,8:7,10- —#r IV F R4 5 (8]
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xxxiv.1- CRIf[d]mEME-2-FE) -3- (9- 4 %E-5,6,8,9,10,11-/5
MR R 2R [9] B0 - 7-28) IR

xxxv.1- (1- ZFEREIRIE -4-48) -3- (1,9- —%(-5,6,8,9,10,11-/5
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12. — Mg S A G, ARG IT A E MR E SR Z R 121 1R — AT iR
e

13 ARPEBCREL R 1201 1A — T IR AL S W) SRR AUR EL R 12T iR AL &4, Arid
W EW TR H AV FHAEZ) .

14 ARPEBCREL R 12011 AT — T IR AL S W) BRI AUR EL R 12 BT iR AL &4, Arid
A P BT IR A 6 T BT LB N AE N SR & T a0 e I P AR A
7I A BT 503 1492 903 B E » e R BT 9003 B0 RE 16 I EH DA 2 R PR A« v s 5 Bl ks A
BEEAY, 5 it 5 B R 5 TP XU 2 5 ARE 5 ST SR E s P8 K B g s R0  Jei 5 IS JRESE 5
PRI s RV ER-EAIE 5 Se I8 T s PP M DR B s $ARAE s 55 MR D e Pl s 197 1 @& s NSAIDiR
S5 s IS R s IS AR KU (Parkinson’s disease) ; K70 4 5 DR 5 DR
AEAL s P R R ER G (Alzheimer’s disease) ; 5514 K ZE S 1E (Raynaud’ ssyndrome) ; 45
- 7 [ CHYS% (Niemann-Pick-type C disease) s CoJLI 5 MM I\ N b 5 42 5 A 60 e
165 5 2 MW os s EREAL 5 SR TPRS P I 10 VR FE 06 5 ITF 21 44 s B R AR E 5 18 1 28 ) 9% s I AE
SRR 5 IR 5 7K M s 33 = Dk B 22 B RS s 2GR I 5 +1 A8 £ RS S5 2% s L 4R R BE I &R
BREARE 5 A0 229705 S R EIAE FH s B i 28 5 9% 14 D15 AT AT I 48 5 TN B2 T RE i s R I I
Ji A L 5 6000 P 492 0 5 Pt I, 5 DA B PO 175 5 1) 2 ) Fe A2 Bt o

15, — PR IR AR 22 3R 1 2] 1 1A — BTk IS P BUR P BURESR 12 ik 4 &4
TEIE 25 W (1) FH & , BTk 2590 FH TR 97 BT A5 N AE N B30 I & T 38 e ) m i
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(CE 75 ACHHALG M %% (Nutr Metab Cardiovasc Dis.) »20124E7 F:22(7) :598-604) ,
05 BEREE 15 5 10 46 g 2 0k (35 B B X B2 e e 1) 20184E5 H15H 5115 (20) :5283-
5288) ;M R (( 35 H H B Be b TN 2011465 F31H ;108 (22) :9038-43) AR 45 & 1E
(2o M JRIE AT T (Exp Diabetes Res.) )2012:;2012:758614) ;468 T (CE 2R %
(Med .Hypotheses) »,20174-10 H;108:81-5) ; &M R & 4E (“PEIR BE/DN R R H Ti0
7 FH & ) 7S Fh o] 3 VR 30 S0 40 90 /K fe 15 400 11 700 19 254X 30 7122 Ak (Pharmacokinetic
optimization of six soluble epoxide hydrolase inhibitors for the therapeutic
use in a murine model of anorexia)” W CHHEL, 241 JmACSE E S B4 (241st
ACS National Meeting&Exposition) ,3&EINFI4E JE WIH R4 T, 2011423 H27-31H
(2011) ,MEDI-92) ; ¥ARAE ((HF A BB 5AT] (J Neurosci Res.) »20174F12 ;95 (12) :
2483-2492) ; BYEMEIhRERENG ((AEW R 22 5 254975 (Biomed . &Pharmacother.) )2019,
115:108897) , tngh it Thg i (A7 V8 5 (Phytother Res.) »20164E7 43530 (7) :
1119-27) s &4 (APRMF 5 245 (7 Surg Res.) )20134E6 FH15H ;182(2) :362-7/(E4)
FRENA BT (BioRxiv.) »20194E3 A8H ,doi:10.1101/571984) ;NSAIDiF T (I35 ({24 B
FISZEGVRIT 2% 4% & (J Pharmacol Exp Ther.) »201646 H ;357 (3) :529-36) ; fli 5 i ((3EH
WP 2R S A AN 43 1 A 2 22 D 2012475 H 546 (5) 1614-22) s FE0i (B kBl (Life
Sci.) 201346 H21H ;92 (23) : 1145-50) ; M4 A% K (Parkinson’s disease) ({4 T4
A% (Mol Neurobiol.) »20154E8 A 352 (1) : 187-95/¢ 3 H E KR} =B bi ), 2018, 115:
E5815-E5823) 5 5 & (2GR MHE A 54 & (Drug Metab Dispos.) »20154E5 H;43(5) :
788-802) ; Lo H (UL Y7V (Cardiovase Ther.) »20114E4 H:29(2) :99-111) ;O U
Y4k (CPFEH 25 (Alcoholism) 92018,42,1970) s il JRKHFERIC )% (Alzheimer s
disease) ((Z4H 2 5IRIT¥)20174E12 H;180:62-76/CAEMTRENA I TIY20194E4 H10H ,
doi:10.1101/605055) ; &5 R4S 1E (Raynaud’ s syndrome) (WO 2003/002555 Al) ; &5% -
5 IS CHY (Niemann-Pick-type C disease) ({52564 1% % (Experimental Molecular
Medicine) »2018,50:149) ;0L (I R E 528 & (Int J Cardiol.) »2012423 H8H ;
155 (2) :181-7) s M PEINFIFEAS (CHT Z IR 3= A H & i i/ &k (Prostaglandins Other
Lipid Mediat.) »20144£10 H;113-115:30-7) ; BN ENERAS (LB 22 5097 502017412
H:180:62-76) ; # M M7 ((THALE B FF2# (Dig Dis Sci.) »20124:10 H ;57 (10) :2580-
/(A TR =B FIE « 256 )20194E4 H19H ,14(4) :e0215033) ; ATFfE AL (33 2 5 8 H 25
i (Toxicol Appl Pharmacol.) »201547 H15H ;286 (2) :102-11) ; AE7E 5 M A5 i 14 AT
(AFLRIEE T « 28502014410 H13H ,9(10) :e110162) ; AR RS M B 5 v AT 48 (&
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AR E B S A (Am J Physiol Gastrointest Liver Physiol) »2019,
316,G527-G538) ;s 4R 44k (s 7 iz B o B Il R 58 5T (Clinics Res Hepatol
Gastroenterol) 2018,42,118-125) ;& A BRAASE (€32 [E 5246 A= W) - 2 Bk & 2 HHT1) (FASEB
J.) 201543 529 (3) :1092-101) s 1814 7 JH 4 (5B RIS IR T 2 A E V2017456 H 5
361 (3) :408-416) ; MrIfifiE (€3 B 248 AE W) 2 A 2 BT 20084F:3 H22H (2 WU 2
T 479.17) s , RN GE (2 LR BT « 28502013412 H11H ;8(12) :e80922) ;
i (CRT PR = A B I B A AR ) 20144E10 H 5 113-115:30-7) 5 7K i, 4 i 7K Jib (¢ R
(Stroke) »20154E7 ;46 (7) :1916-22.) ;7E &SIk 2 s[4S (W0 2017/120012 A1) 5k #f
Ay 49E (G HE B FRBFF BB PIN20164E3 H29H ;113 (13) :E1944-52) ; Z5 K it (WO
2017/120012 A1) ;432 HEfE (WO 2017/120012 A1) ; 45 % ((FUEHFFT (Anticancer
Res.) »2013412 H ;33 (12) :5261-5271) ; W12 4 M5 88 M 2= A AL AE (WO 2016/133788 Al) ;
AT R S IOEIE ] (B EE 27 (Toxicology) )20174E8 H15H 389:31-41) 5 Bifft % (5
P& (Equine Vet J.) D20174E5 549 (3) :345-351) 5 S M7 A I 28 ((B 22
22 R 7224 6 (J Vet Pharmacol Ther.) )20184E4 H;41(2) :230-238) ; N 2 Bh g ffs
(AT AR R A G A R) 2017457 H 5 131:67-74) 5 Wk W s HA i (€ XU 20154E7 H
46 (7) :1916-22) , 8L 7 Bl kI8 M gk 9 5 T s HE I (K 2 A RHIR I 22 42 & (J Neurosurg
Anesthesiol) »201547 H ;27 (3) :222-240) ; 645 PE Wi 445 (CBFIg EE 4R (Oncotarget) Y2017
9 H21H ;8(61) :103236-60) ; fixi ik . ((F}# 4 15 (Scientific Reports) $2018,8:5279) ;
AR KR PRI 55 1R 2 =) AACAZ Bt (CHi 2 i 2= A L e g B #4:)20184F5 11 136:84-89) «
[0005]  JREHIRIE I sEHFM GG & Wb 0V 2 B S i dlE P (2 2] B §T 8 ik, 5 R sEH
0 FIHEN T . R, 75 B R8T 1 sSEHAM 1 771

[0006] & BH N IRAE T 48 S B0 P I M B S84 4 /K At Bl EL A v 40 )t P ) 3 1) 2 IR AL &
EY 2

LIRS
[0007] A B —J7 M K AR (D Kb &4
R4 R2
N
[0008] RL!T_/ Wi
H’(Gg__Rl
(D

[0009] BT ARSR A AR 2% BT R Ho

[0010] ' mUR T BE H AL Bl B it

[0011]  G*FRRE R T BB 1

[0012]  G’7mi%k F 1 -NH- (CH,) -+-0- (CH) -A- (CH,) -4 ;
[0013]  mfZOFI6HHEHL

[0014]  njE13THIREHL,

[0015]  R'Ei% [ 1 LA R 4R A2 A 3 ] -

10



CN 112888674 B W OB P 4/49 T

[0016] &) C,-C, 75 4k , AT DA e H s 1 204408 15 ol DA L 2L (R BB AR g 3R i
T C,-CoMt 2k (3L (NO,) AL (C=N) = FUH 5 (CF,) « =980 505, (OCF,) T 98 i e ik
(SF,) il 5E (SO,H) SIS (SOF) JR4E (COOH) 245 (NH,) H-C -C be ka2 . —-C -C,
FE R AL \C, -Che ik C, - Colidik L, - C ol S At FH R T Yk e S I ML W S B

[0017]  b) 24555, FLH A 2811 1N B 7 A LA L 2 B3 AN [ PN OIS 41 ) 201 £ 44 it
T BT DR A 1 30408 15 el DA S ZE AR ORI IR < 3R 5 7 .C - C T2 i
3 (NO,) Ik (C=N) = H1 3L (CF,) « =% P 44, (OCF,)  Tugbm etk (SF,) At AL (SO,H)
FRAAIELE (SO,F) (2% (COOH) J&LHE (NH,) L -, -Cohe R a3k . —-C -Chi & .C, -C bt
3 € -C Rt ERIC - C it S P ik R L

[0018] ) Y RN E AR 73 AN AN IR SRR 2R 0 0 , JL BAT 52T LAMBR SR 7 A4S 24> 334
38 I HINLOFISZEL R 20 ) 2% Js 7 JF ELC T DT et i 1 B4 3% B ey BAF 2L i 4L P AR
FEAR - o T, C - CME 2, C, - C 3R ke -C (=0) L fid & (NO) , FEE (C=N) , =1 3
(CF,) , =38 F B FEE (CF,C0) , Tusmn e & (SF) , I (SO,H) , 24 (COOH) , 2 4 (NHL,) , BR.-
C,-Cohidk @ K, —-C, -Colii i a3k, C -Chi %, C, -Cohidk , C - Cohi S R It I 4, € - C ol
FERRTBESE | C, - C A BE R RTHE I , Ik, % 97 JE VI , Mt e B , I B , DU St g B , T LA
R A L 22435 B e DA 2R AR 2 (K B E BUAR R C - € 07 AR IR 2 o 3R R 1 A 2
(NO,) 3k (C=N) =% FF 4 (CF,) « = 44k (OCF,) L TLgUhi e bt (SF,) Rt A (SO,H) (&2
3 (COOH) & (NH,) BL-C -C e B2 B . - C -C e & Bk . C - C bt 42k . C, -C b ik . C, -
Jo B FRAE FHY A, AR RT DA Mg 1 3 41328 1 1R DA 2L B PR AL P BB AR PR 2 2 -
R T C-C 2 A e (NO,) VLIS (C=N) L =5 FF A& (CF,) =980 480 (OCF,) i faf Joe 5
(SF,) sl & (SO,H) S5 (SOF) JR4E (COOH) 24 (NH,) H-C -C be ka2 . —-C -C,
e RS (C -C ot U L C -C ki L C- C IR BE BERIC - C b S S P

[0019]  d) C,-C, FAbedE, I mT DUEE B 1 214408 B 1 AR 4L 4 B ORI AR : i 3%
JA7,C,-Colt 2 , fii & (NO,) , H A (C=N) , =5 P 4 (CF,) , = 4% (OCF,) , TLm b fe ok
(SF,) , il Pt JE (SO,H) , ¥Rk (COOH) , % 5 (NH,) , #1-C -C bidk g dk , —-C -C hika Ik, C -C,
BesadE, C -Cobidk , C, - C be Uk Ak F A, W] DA R 22 U st e | COOH A CONHCH, ) 2
AT EA P e e S 5 LA B T LR SR 8 BUAR 1 50 COOH L COOR” L CONHL  CNEOHER AR fry 25 S 1
[0020] R 5 H B N AL M AL 2 ] « S ETUR 1 o T B R B AIC - Cob A
¥

(00211 RPRIR'Z LA N 3L, ATid 55 1 ml LUK ) s [/ 3 FLS b 1 dy A R AL 4 &
JRT B T C - C B2 i 2 (NO,) 5 3E (C=N) V3L (COOH) F2 4% (OH) = FF 2%
(CF,) « =% F 45 (OCF,) « LB b B (SF,) HB T : (SOH)  HA It 5L (SOF) &2k (NH,)
H-C-Cobt AR A L - C, -Cbe AR AL \C -Che ik C, - Cole BEANC, - C b LA P Ak H 2
[0022] s R AR AT LA— 2T AL T -0- (CH,) -0-, Hrhp 2 13 [1%4L

[0023]  R*J&ik [1C, -C e SEAIC, - C ke FE M HE

[0024]  7EMEE ST G, G IR T FIE.

[0025]  7EAEE SLH G, G R AR T

[0026]  7EE5E S5 H L G o B

[0027]  7EHEE SLHGIH , G* R AU T
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[0028] 7% 58 Seitify] L G e om ik A bl LA R AL 4L 6 [T < -NH- (CH) -, FehmsZ 0516
FRIEREH LA Je - (CH) -, Ferbn i 1 BT ALk h, PR 2L [ -NH- (CH,) -, H 203
BOEES

[00291 ¢4k 5 SEHtifsl H , 24G°i% [ 1t -NH- (CHy) - F1-0- (CH,) -2 4L , 3L sFmfg i
0.

[0030] 7 SEifs] H » 24679~ (CH,) -, FormffifE M 1.

[0031] 7% g Sty b, R' 3% 1 r DA ZH R O 2 « 22 HOAR B R 22 AR ) 2 6 L R BUAR
RS R IR O DL R & BRI B & BRI IR e 5 o 78 58 2R 1 SE s b, Bk AR
Rk H UL NI 2 =R A AW AL 4RI - ORI L T SR 2 L R
TR BRI ORI A | DY SRR - 4- Bk 2 FOR A | OB ORISR A
[0032] 74k 5 Seit il vh , R* 3% 1 f L R LR i 20 SR 7 U 7 SUR T B R R R AN
C,-C b a5t o 246 Ron U T, RED0 s Hhid 1 by 2R 70 S5 R PR 4 B 4

[0033] 7 53— AN 52 St o, RP 6 sk 1 Pt DA AR PR 2 - S 3 LR L R ARU3E
SN, B B O F L

[0034] ek St o) b, ROANR"E LT 3 ], ik 5 [H AT LAKH [ BAS ) HL s 7 gk 15 e
DA H R AL SR T 0 3 T C - C BBt L = 8 Y 2 (CF,) =% 402 (OCF,) (i 2
(NO,) E 3 (NH,) FIC, -C he 48 3 o 7EARE G SEtifgi] b, ROFIR AT LA 15 bl DA R 4L A 4L - S 9
ZL TR T3 AN P R L TR R S ) L R R AT HR YRR 1 A DA 2 AR 4
A U T 1 35 T C - C kA = 350 FF & (CF) « = (U U2 (OCF,) Al & (NO,) 22k (NH,)
FIC,-Co e Atk

[0035]  FEEsE SEHEAT H , Frid ik &4k B H EL N S 4 -

[0036] i.(9-H13£-5,6,8,9,10,11-/NE-7TH-5,9:7,11- —#F W R EH[9] 5005 -7-55)
I R 6 FR 2R T

[0037]  ii.1-(9-H13£-5,6,8,9,10,11-/NE-7TH-5,9:7,11- Ml 3L IE I (915845 -7-
55) -3- (4- (=5 4R) 2828 Bk

[0038]  iii.l-(1-ZMEIENRIE-4-%5) -3- (5-F%E-1,5,6,7-PU&(-1,5:3,7- —HFIF H 2L
I Le] B A EPUJE -3 (2H) -F5) Bk

[0039] iv.1- (1-ZFhIENRIE-4-2E) -3- (1,5,6,7-VU&(-1,5:3,7- ZAF W FE I [e ]
FIA T DY 45 - 3 (2H) -3) ik

[0040]  v.1- (1-Z.PBREEMRIE-4-3E) -3- (9-F13£-5,6,8,9,10,11- /& -7H-5,9:7,11- —#fF
M F IR IR [9) e 0 - 7- 22 ik

[0041]  vi.1- (1-ZWEIEIRIE-4-3%) -3- (9-¥3E-5,6,8,9,10,11-NA-7H-5,9:7,11-—
MR R 2R (9] Fe 0 - 7-25) IR

[0042]  vii.l- (1-ZBEFENREE -4-3E) -3- (9-FH4#E-5,6,8,9,10,11-N&-7TH-5,9:7,11-
MR R AR IR (9] Bk - 72 IR

[0043]  viii.l- (1-ZMEFEIRIE-4-3) -3- (9-9-5,6,8,9,10,11-/NA-7H-5,9:7,11-—
MR R 2R [9] 580 - 7-28) JIR

[0044]  ix.1- (1-ZWEEnRIE-4-3E) -3- (9-5(-5,6,8,9,10,11-/N&-7TH-5,9:7,11- —#f
M FF IR IR [9) 80 - 7- 2 ik
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[0045]  x.4- (((Ir,4r)-4- (3- (5-F%k-1,5,6,7-VUSE-1,5:3,7- MR I [e] H L
NF VU -3 (2H) -3%) IR HR) 1 O 2%) S 2E) R R

[0046]  xi.4- (((1r,4r)-4- (3- (9-H1%£-5,6,8,9,10,11-/N&-7H-5,9:7,11- —H ¥ FH 5
AR L9 50 M -7-38) IRFL) 36 O BL) S0E) R IR

[0047]  xii.1-[1- (RN 3dmmtdE) RmE-4-3£]-3- (9-H13%-5,6,8,9,10,11-N5,-TH-5,
9:7,11- ZHr W F LRI [9] 58 4a - 7- 55) IR

[0048]  xiii.l1- (1-*FHEMRAE-4-3L) -3- (9-F13E-5,6,8,9,10,11- /N5 -7TH-5,9:7,11-—
MR L 2R 1 [9] 580 - 7-25) IR

[0049]  xiv.1- (2-ZP%E-9-H4£-5,6,8,9,10,11-/NE-7TH-5,9:7,11- M\ FHEE R IF
[9) 54 -7-3%) -3- (1- LB FENRIE -4-3E) fif

[0050]  xv.1- (1- ZPpE20RIE -4-34) -3- (9-F AL -2-h52E-5,6,8,9,10,11- 755 -7TH-5,9:
7,11- M ORI (9] 500 - 7- 55) Ik

[0051]  xvi.l- (1- ZWEEENRIE -4-35) -3- (2-&3E-9-H%-5,6,8,9,10,11-N&A-7TH-5,9:
7,11- M ORI (9] 500 - 7- 55) Ik

[0052]  xvii.4-(2- ((9-F3£-5,6,8,9,10,11-/NE-TH-5,9:7,11- Ml HIEZE I (914
I -T-38) G -2-F L) WRIE - 1- R AU T Hig

[0053]  xviii.N-(9-H13£-5,6,8,9,10,11-/NE-TH-5,9:7,11- Z#i 0 FHRA 3 (9] 56 0% -
7-3E) -2- (RNE -4- %) LR

[0054]  xix.2-[1- (A SLREMERL) WRIE -4-3£] -N- (9-H13£-5,6,8,9,10,11- 754 -7H-5,
9:7,11- ZHr W LR [9) 58 M- 7-38) LM%

[0055]  xx.2- (1-Z.PEFEWRIE -4-%5) -N- (9-FF3£-5,6,8,9,10,11-N&-7H-5,9:7,11-—
MR FE ORI [9] 80 - 7-5%) LBk

[0056]  xxi.l-(9-H1%:-6,7,8,9,10,11-7NE-5H-5,9:7,11- ZHF WV A I (9] #0055 -7-
) -3-(2,3,4- =FAH) Ik

[0057]  xxii.l- (5-F3E-1,5,6,7-VWUE-1,5:3,7- MW EEHE I el M T VYME-3
(2H) -3%) -3- (2,3,4- =& A Ik

[0058]  xxiii.2- (1-*EHENRME-4-%E) -N- (9-F%E-5,6,8,9,10,11-/N%-7TH-5,9:7,11-—
MR FE ORI [9] 80 - 7-5%) LBk

[0059]  xxiv.1-(9-F13£-5,6,8,9,10,11-/NE-7TH-5,9:7,11- —#F WV 2= (9] 4607 -
7-3%) -3- (1- N BEFEIRAE -4-55) fix

[0060]  xxv.1-(1- (4- ZWEHIRHL) WRIE-4-3E) -3- (9-H%£-5,6,8,9,10,11- /& -7H-5,
9:7,11- ZHr i LR [9] 58 4a - 7-55) IR

[0061]  xxvi.l-(9-F13£-5,6,8,9,10,11-/NE-TH-5,9:7,11- —# WV 2= [9] 48 0% -
7-3%) -3- (1- (PUEL-2H-MEE AR -4 - Fic ) WRIE -4-F%) ik

[0062]  xxvii.l- (1- (2- %A FFIEIL) URIE -4-25) -3- (9-F%£-5,6,8,9,10,11- 55 -TH-
5,9:7,11- M R IE (9] #0 0 - 7-55) ik

[0063]  xxviii.l- ((IR,3s,5S) -8-FHE-8- M [3.2.1]-3-%5) -3- (9-H H:-5,6,
8,9,10,11-/N&-7TH-5,9:7,11- MWV H LK I (91400 - 7- 52) IR

[0064]  xxix.1- (1-ZPEIEIRAE-4-35) -3- (2-9-9-H13L-5,6,8,9,10,11-/N&-TH-5,9:
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7,11~ M ST (9] 5005 - 7-3%) IR

[0065]  xooc. 1= (1- ZF AR ME -4 -%%) -3 (2- 5 dE-9- 126 -5,6,8,9,10, 11-785-7H-5,
9:7,11- M7 AR R I [9] 400 - 7- J5) ik

[0066]  xxxi.1- (1- ZBEHENRNE -4- %) -3- (1-9R-9-F1 4£-5,6,8,9,10,11- 7% -TH-5,9:
7, 11- AR F R (91 0 - 7- ) iR

[0067]  xoxxii. 1= (1- LFRAENRYE -4-25) -3~ (2,3- {2 -9-H12£-5,6,8,9,10, 11-75
S-TH-5,9:7, 11- AL FHHERIF (91404 - 7- ) IR

[0068]  xxxiii.l-(1-LREHENRNE-4-2) -3- (5,8,9,10-P4%-5,8:7,10- ML HIEEAIT
(8158 J -7 (6H) -3%) Ik

[0069]  xxxiv.l- (IR [d]mEmE-2-3) -3- (9-H 4 4#:-5,6,8,9,10,11-/N&-7H-5,9:7,
11- M R (9] 8 4 -7- 3%) ik
[0070]  xxxv.1-(1-Z Bt FERmE-4-%) -3- (1,9- —%-5,6,8,9,10,11-/N&A.-7H-5,9:7,

11- MW B R IR (9 40 0% - 7- 58) IR

[0071]  xxxvi.l- (1- ZPEFEIRIE-4-35) -3- (1,5,6,7-PU&-1,5:3,7- M S [e]
AL VY -3 (2H) -F-5-d) Ik

[0072] AR BAM) 1 — 7 i K 25 e A &9, ARG T A E = (D &
BUH ST AR i iR B 24 2 BRI 22 12, DL A i 2 0% B 1) 24 5 b nT RS2 R 77 o AE A
KRR ER S0, 25500 RN R SRS R A

[0073] A BAM) 1 — 7 ik e = (1) AL S el H 7k il iR Bl 2 22 F T2 i, 9
H KA 3E 1697 A & (D PG sk i kel 2 2 Eal 4232 sk &4,
Frid &Y RAEZY .

[0074]  FE4EE St , A A BHPS Je 2 (1) AL A P B H S AR S M AR B 2 2 b ] 252 1)
£, I B RAFEEIT A R ER (D BAE Y a 3 R e Mk sl 2y & E T4z i i 4H
G, iR -G YR T 9T B & N AE N I S G B T 3@ I 4] mr v A A K
PR T 0 P 9 BIOE

[0075] AR B 5 — 7 b o (D AL S s AT Ak R i ez 27 E T 252 1) Eh el
a7 A RE R 3 (D) BAE Y E I LA AR B 24 57 b ] 4252 1 R B A0 -G W FE it 2454
RIS

[0076]  FEAEE St o , A A B Jo 2 (1) A A P B H ST AR S M AR Bl 2 2 b ] 5252 1)
TG IT A R P (D) A &Y AR A R EY 24 =2 b nT sz 1) R i H A e
IEZGY R & BTk 259 F 13697 BTG5 643 NAE N IS B e e 0] a] ¥ 1 2R 4
A4 7K ff B T 503 (1) 92 9 B O o

[0077]  FE4F € SEHtifs b, BT iR G 38 ik 4] w3 14 A S 7K AR IR T 53 )2 9 BT
16 FFH CLT 2R 2« v 0 s SR SR AR R A 5 At , a1 1 BEL 2 14 il s 18 e | &5 15 s A 2
PELFYEAL ;B NE 0 , an Ve B B0 W PR B 12 M B U6 v I A 5 1 " O R R =g
NEARE S B0 7 5 P X S5 s PR VIR 5 JRE s JBR AR 4, FLAACHi TP R 4% 5 28 27 i
IiE 5 PR B AT , WO #H 70 SRORE R ) PAIE 135 5% [R5 5 BR , B A7 iR PR 14 A S B A 4
4R D 2 R A A TR DX B, a5 7 ) LA PO BT 00 T A 400 PO B0 o s IS PRESGE ,
Fi5i R PR 75 5 100 &85 W 8 5 R PR S 5 AR R AIE s S IR 0 s PR 1 DR B00E s FAIAE 5 53 M1
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D aelsls , gL Dy REREAG « £ 1 85 s NSATD S T 15t 9 « il M s B 5 WA <8 R B0 5 5K
TR OHRE s O ELFYEAL s BT R SEER TR 7 U IRER B AIE s 2% 8 - BT IR CRLA 5 Lo LI 5
IV PRV B RS 5 4 BE A RHBEAT 5 S PRI « AR AL < ARG 4 IR 10 2 9 « R0As 1 s i 1k
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JEEETINicolet Avatar 320FT-IR FIZATLLAN (IR) Jeilh o MR IS A 25 I 3L (em ') X4
H R 2 RS

[0213] - F{Carlo Erba 1106% 3 #T{X7ETTQABI & 43 #T Ak 55 &b (CSTC, FaBEF B 38 %
) FAT ICE T

[0214] - HTHHE R HIRediSep REAERIFEFECombiFlash Rf 150 (Teledyne Isco) FiEAT
& RLEAR R L BT RER60F254 (BR 50 23 W] (Merck) , 23755 1. 055545 Py 31 B B 47
A (Sigma-Aldrich) , 2%5560805) [f)#RH A AR AT = CL1RE , I FHUVIE L 196KMn0, 7K
VTR / BT B R AT AL

[0215] - FHLC/MSD TOFZ##{&FH A ] (Agilent Technologies) JGHEAHEAT =70 #F % Joit
i (HRMS) 7347 -

[0216] A3 BT v I F T4 i K 2B A A BRI 7 SO AR ORI A € iy

[0217] - &3 25 B PEAN (10 BT A 8 A 5 0 110 43 A ot 1 38 36 3o e 3R A T iE BH O =
95% .

[0218] S 5H1:2-%(-5,6,8,9-VUE-TH-5,9- N R I (71487, 11-

[0219]  FERCA A ¥ a8 A 11 1 [ SR e il %4 - S AR — 1 (3. 08g,20mmol)
AI3-2E 4R T —F8 — IS (6.98g,40mmol) FMeOH (60mL) H VAR - R I VU — 2.l 44 I
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S B JR AN AA L 5/NIE B S SR ED, HE RN T — 2R S N EAC PR R B
IR R UTEY , IF A MeOH (4mL) e ik , MIMERAS 2 3 A sHIR I 2-9-7, 11- — 4 4K-6,
7,8,9-VUE -5H-5,9- I [71445-6,8,10, 12- VYRR VY HE (3.05g) o FFix AN 44Tk
FER (18mL) FIR4EHCT (5mL) AR R I L2 /NI o K VA FFIAE 328 N Ik 25, ASRAS [ 44
WX AN A4 T 1 2K (50mL) H (RVA TR £EDean - Stark i3 45 W IR N F 16 /8NS o f FH RFE B T
2, LS Bk AR G AR R 4l 2- 8- 5,6,8,9- PUA-TH-5,9- I R 3F (7145 -7, 11 - — i
(1.53g,33% E77%K) ,

[0220] mp 105-107°C.IR (NaCl#%) :2923.2848.1710.1607.1593.1490.1428.1380.1346.
1253.1208.1119.1074.985.944.865.806cm ' . HRMS-EST+m/z [M+H] "[C, H,,FO,+H] {315
{E:233.0972, SR : 233.0967

[0221] S 5ef2:2- F 4 3E-5,6,8,9-VUE(-TH-5,9- TN 2R IF [T -7, 11 - [
[0222]  M4- FIAR LA W% (10.2g,61.9mmol) 3-A ¥ T W —H s (21.5g,
124mmo1) F1 = 2, Ji% (283) T-MeOH (380mL) H [ ¥ ¥ 44 18 2 75 S5 1 Hh Btk () 2 7 3R 45
2-FAE -7, 11- =% f8-6,7,8,9-DY&-5H-5,9- N K I [7] 405 -6,8,10, 12- PUERER VY HH fis
(19.4g,66% 77 %) . WRTSCHR B A VIR ER (250mg, 0. 5mmol) IRAFHCT (0. 4mL) ANk 2
(1.4mL) Ff4% B8 225 S5 L rh B i ad R iy 3152 - 4k -5,6,8,9- DU A - TH-5,9- N R JF:
(71460 -7,11- — i (125mg, 98 % F= %) .

[0223] mp 157-158°C.IR (NaCl#%) :2941.2910.2837.1701.1610.1585.1504.1431.1414.
1370,1321.1300.12661166.1094,1033.989cm ' .HRMS-EST+m/z [M+H] " [C H, 0,7 H] i+ 5
B :245.1172, SR : 245. 1180,

[0224]  SE913:2,3- H4IE-5,6,8,9- VUG -TH-5,9- [T 4004 -7, 11- .
[0225]  M\4,5- —FEEFEAERK —HEE (6.54g,33.7Tmmol) 3-F 44 T R _—HHE (11.7¢g,
67.4mmol) 1= Z & (19%) TMeOH (130mL) H [ R I 42 B8 228 S5 L rp Bl 3k PO A 7 3R A4S
2,3- “HSEIE-7,11- —%4R-6,7,8,9-VUS -5H-5,9- A T [7]1464#-6,8,10, 12- YRR VU
Hiig (6.84g,40% 7= %) . AT SCIR BRI DU FRIR (6.84g,13.5mmol) (IRZEHCT (10mL) FIKEE R
(35mL) Ff 4 M 22 S L rp Bk () RS 7 3492, 3- 4 2E-5,6,8,9- DY & -TH-5,9- N K
HT150E-7,11- —Hi (2.8g,76 % F= %) .

[0226] mp 236-237°C.IR(NaCl#%) :2952.2840.1698.1605.1516.1467.1451.1416.1355.
1336,1254,1221,1192,1162.,1025,1002.880-811cm ' . HRMS-EST+m/z [M+H] "[C, H, 0, +H] )
TR :275. 1278, SEIIME : 275. 1279,

[0227] 5 5H4:1-%(-5,6,8,9-VUE-7TH-5,9- N R I (714807, 11-

[0228] M 3-FARK —HIEE (11.2g,73.6mmol) \3-FAZH T - —H 5 (25.6g,147mmo1)
A= 2% (333#) T-MeOH (220mL) H () W I 44 M8 225 Sl b e il R AR P 3R A5 1 -3 - 7,
11-—%4%-6,7,8,9-PUS-5H-5,9- 2K [ 7] 56 4%5-6,8,10, 12- PUFR L VU F G (18.5g,54%
FEE) o WHTSCHE B IR R (18.5g,39.9mmol) WK 4EHCT (31mL) FIUKEEER (103mL) F4% 2
TS L rp B R AR 3RS -9 -5,6,8,9- DU -TH-5,9- IR A (718005 -7, 11 -
(8.73g,94% " #) ,

[0229]  mp>150°C (dec.) . IR (NaC14%) :2940.2908.1701.1619.1585.1468.1421.1370.
1303.1245.1222.1203.1072.1052.988.931.897.789.746cm ' cHRMS-EST+m/z [M+H] "

29



CN 112888674 B W OB P 93/49 B

[C1£ﬂ3F05“ﬂ+5@ff§iﬁi=233.0972,§Ewwﬁ§:233.09760
[0230]  ZHS5:2-9-7,11- — W HI-6,7,8,9-PY&-5H-5,9-INAFF (7] 4 )

[0231]  7ETC & 7 B 7 3 P RO G ASAUR 0 = 05 KR, KfNaH (1. 08g,60% 4%,
27.0mmo1) FJE7KDMSO (13. 3mL) H I B FIRAETS C N In#a5 7Bl K SRt BIF A F1 B =
TR, 422 5 5 VR ZE TE 7K DMSO (22mLL) Hh R B R4k, R EE = S 34 (10,92, 27 . Ommo 1) FIFE
JEAKDUSO (50mL) HUFRE 92455, 6,8, 9- 1AL TH-5, 9- P [T1He AR -7,11- = (1.53¢,
6.59mmol) o PR G ITEI0C T IMHRE 1 o K S By # 3 HAFI A K (80mL) H1 o T it (4
X 80mL) AEBUK J2 o 46 25 I HLAEHRI 2 Tk Na, SO, T4 i IF 6 2028 F Uedl i £ 5
(S10,, bt/ £ LR A ) A3 5 T Ll 297, 11- L 3E-6,7,8,9- DU/ -511-5,
9- 2RI [T (1.09,73% 72 %) .

[0232]1 mp 108-109°C.IR(NaC1#E) :3072.2985.2921.2844.1639.1612.1592.1494,1451

1444.1363.1246.1162.1135.1095.1048.974.951.930.887.820.716.658.638.598.528cm
-1

[0233] S sfh6.2- AL -7,11- W HIJL-6,7,8,9- P45 -5H-5,9- N R FE[T] 58 0%
[0234]  H2-F43E-5,6,8,9- DU -TH-5,9-TNZRFE (714004 -7,11- i (4g,16.4mmol) FF
P8 22 S 5 b BT iR AR P3R5 2- AR -7, 11- W %£-6,7,8,9-PU4A(-5H-5,9- 17
I [715805 (1.5,38% 77K) .

[0235] mp 68-69°C.IR (NaCl#) :3068.2979.2911.2833.1639.1609.1580.1501.1464
1449.1431.1363.1313.1260.1203.1172.1152.1109.1034.955.929.889.851.809.661 .
613cm ' HRMS-EST+m/z [M+H]" [C, H, O+H] ‘A4 : 241 . 1587, 2 MME : 241 . 1588,

[0236]  ZEsifi|7:2,3- —HAHE-7,11- — T H}-6,7,8,9-IU4(-5H-5,9- N K IFE (7] %
o

[0237] [12,3- ~HI%&K-5,6,8,9-VUA-TH-5,9- N A [7T1584-7,11- - (2.8g,
10. 2mmo1) FF4% {8 225 SLAFI 5 b Fr ik (I RE P 3492, 3- AL -7,11- — L HIJ%-6,7,8,9-
VU&-5H-5,9- NI [7] 5847 (633mg, 23% 7= 2) »

[0238] mp 74-75°C.IR (NaCl#) :3068.2977.2913.2832.1639.1606.1515.1464.1450.
1429.1414.1358.1342.1293.1261.1240.,1225.1191.1173.1103.1023.956.931.889.804 .
634cm ' HRMS-EST+m/z [M+H] " [C 1,0, +H] 54 : 271 . 1693, S : 271 . 1688.

[0239] ZESf8:1-%-7,11- —WHH-6,7,8,9-V4&-5H-5,9- N K I [T] 5 Mh
[0240]  FHH1-%-5,6,8,9-VU&-7H-5,9- N AR I [T145)%-7,11- — i (4g,17. 2mmol) FF4%
S 95 h BT R AR P 3R R T i - 8-7,11- ~ W H3£-6,7,8,9-PU&(-5H-5,9-
PARF [T15 M (2.69g,69% F=%K) .

[0241] IR (NaCl#%) :3071.2981.2921.2838.1639.1614,1583.1464.1446.1429.1365.
1248.1046.991.935.919.895cm ' HRMS-EST+m/z [M+H] " [C, M, F+H] fIi 548 : 229. 1387, 5L
T - 229.1392.

[0242] BS99 1-9-7-WHI3E-6,7,8,9-PUS-5H-5,9- N A 3F (7160w - 11-F6
[0243]  7EFC 443 W /1 30 HE A SAR 00 = 3R I B L BiNal (1.01g,60 % 45,
25.2mmo1) T-JE7KDMSO (50mL) H () B AE 75 C I InFAA5 73 B B S (0 B A H1 2 = R
FEHZ T V8 0 AE G 7K DMSO (58mL) H# e i Ak, i — 2 3k g% (10.61g,25.33mmol) FIFETG
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7KDMSO (50mL) HH AR B 1-98-5,6,8,9- DU S -TH-5,9- N R FF (7] #00%-7,11- =8 (4.72g,
20.3mmol, K H ZH 5A54) KBS IREGWAEI0C T InFd 17 - 8 ) B2 ¥4 #1 3 B3 K
(80mL) o Lt (5 X 80mL) AEHUKJZ o K& I A LA B 22 T 7KNa, S0, T , i JE I AE L 2%
URAR AL (S10,, Ot/ R SRR G YD) K43 1-5-7- W H K:-6,7,8,9- Y& -5H-5,
9- N A IFE[7]15647-11-1 (2.16,55% %) .

[0244] mp 96°C.IR(ATR) :2927.2913.2895.1688.1613.1583.1432.1406.1366.1247 .
1196.1104.1049.1034.1002.970.921.911.883.819.789.749.715.657cm ' HRMS-EST+m/z
DM+ [C 1, FO+H] [ T4 :231. 1180, S2ili{E : 2311180,

[0245]  ZFSf5]10:2-5-N- (2-%-9-F%£-5,6,8,9,10,11- N5 -7TH-5,9:7,11- —#F T
HJE R IR (9] 84 - 7-2%) 2Bk

[0246] ¥2-%-7,11- ~ W H3-6,7,8,9-TU&A -5H-5,9- A% FIF (7154 (1.09¢g,
4.7Tmmol) G LN (1.2mL,19. Immo1) 1 ZF8 (3. 5mL) YR VEIRA H 20 °C , FF B s Ik 4
H,S0, (1.53mL,28.6mmol) (T<10°C) o iR 543k B % I I 45 4 1L B0 o A B WA 210K
(20g) , FAEFEFE 104381 5 , FHDCM (3 X 15mL) A& HUE W o K5 & H 7 HLJZ FINaOH 10N (1 X
25mL) Yl , I TG 7KNa, SO, T4, i B 78 J0 2 N k4, DAIRTS 22 B A il g 2- &-N- (2-
B-9-WH-5,6,8,9,10,11-NE-TH-5,9:7,11- ZHF LI (9148475 - 7- 1) ZBh ik
(1.2g,78% 77 %) ,

[0247]  mp 141-144°C.IR(NaC1#%) :3399.3313.3067.2944.2920.2851.1657.1607.1591 .
1518.1498.1451.1361.1345.1252.1179.1145.966.963.863.820cm ' .HRMS-ESI+m/z [M+H] "
[C, H,, CIFNO+H] "f) i+ 518 : 322.. 1368, SLili{i : 322. 1370,

[0248]  Z%SEM11.2-5(-N- (2- 4 HE-9-H%£-5,6,8,9,10,11- A -7H-5,9:7,11-—
MEP R ORI (9] 500 - 7-58) L%

[0249] FH2-FIEHEE-7,11- —WH2-6,7,8,9-IU&-5H-5,9- NI (714 0% (1.5g,
6.24mmo1) FE 4 M8 225 545 10+ B fl iR AR P 345 2- & -N- (2- Ak -9-H12£-5,6,8,9,
10, 11- 785 -TH-5,9:7,11- “Hr I BRI (91800 - 7-35) Ml (1.18g,57% %) .
[0250] mp 144-145°C.IR(NaCl#%) :3403.3304.3062.2997.2945.2905.2860.2838.1662.
1609.1582.1528.1499.1454,1382.1361.1311.1267.1242.1198.1180.1154,1043.1013.
955.873cm ' HRMS-EST+m/z [M+H] " [C gH,, CINO,+H] "4 {8 : 334. 1568, S : 334 1569,
[0251]  S2E5efi12:2-F-N- (2,3- “HHIE-9-H%-5,6,8,9,10,11-8"%-7TH-5,9:7,
11 - iR IR IT [9) 5845 -7-58) 2l

[0252] {42,3- “HIEIE-7,11- W HH-6,7,8,9-U&(-5H-5,9- &I [ 714804 (498mg ,
1.84mmol) FF4% {8 225 SLAF 10k BT ik AR 7 3152 - &(-N- (2, 3- ~HI% FE-9-H1£-5,6,8,
9,10,11-7N&-7TH-5,9:7,11- “Hr L BRI (91400 - 7- 35) Ml (501mg, 75% 77 %) .
[0253] mp 204-205°C.IR (NaCl#%) :3306.2941.2907.2861.2838.1666.1605.1516.1467 .
1452.1415.1381.1361.1345.1293.1252,1231,1191.1168.1092.1021.948.861.802cm '.
HRMS - EST+m/z [M+H] " [C,H, CINO,+H] frI TH54E : 364 . 1674, SLIME : 364. 1674

[0254] ZHEspH13:2-F -N- (1-9-9-F83£-5,6,8,9,10,11- N -7H-5,9:7,11- ¥ iE
HE R IR (9] 04 - 7-2%) 2Bkl

[0255] ff1-9-7-WH KE-6,7,8,9-PU%-5H-5,9- N K FF (T4 E-11-F (2.06g,
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8.94mmol) A £} (0.6mL,9.83mmol) F-DCM (21mL) H (A 1 2 0°C , I35 i I I ik 4
H,S0, (0.75mL) (T<10°C) o fHJE & Wik B IR IS B K BRI 2K (208) , HHAESE
FE1073 %9 f5 , FHDCM (3 X 15mL) XU - 4 & FFA HLJZ FINaOH 10N (1 X 25mL) ¥k, 3 H
To7KNa, SO, T4, i 8 H7E 125 Nk 4 o A (il ik (S10,, Ot/ R CBRIR AW SRR R A6
AR 2- 4 -N- (1-%-9-4%£-5,6,8,9,10,11-/NE-7H-5,9:7,11- Ml I (9] 46
Wi-7-3) LB (921mg, 32% 723K »

[0256] mp 150°C.IR (ATR) :3406.3272.3075.2926.2905.2850.1661.1561 14661443
1409.1362.1341.1311.1298.,1243.1218.1158.,1105.1037.991.974.891.884.791.734.
679.625cm ' JHRMS-EST+m/z [M+H]"[C, H,,CIFNO,+H] {3+ 54 : 324 . 1161, LA -
324.1162.

[0257]  ZF#Sef14:2-5-N- (1-%-9-F 3£-5,6,8,9,10,11- N5 -7H-5,9:7,11- —#
HE R IR (9] 84 - 7-2%) LBk

[0258] Hy1-%(-7,11- ~WH3-6,7,8,9-TU& -5H-5,9- A% I [71 54 (2.36¢g,
10.36mmo) H-4% 8 225 S L0 Fr i I8 AR P 343 2- & -N- (1-%-9-H 2£-5,6,8,9,10,
11-7N&-TH-5,9:7,11- A W H R IR [958 0 - 7-3%) 4k (2.28g,68% 72 2R) 1@ 1 A
DCMH & dr 3R 1S 43 BT A i o

[0259] mp 154-155°C.IR(NaCl%#) :3402.3308.3073.2947.2911.2863.2840.1660.1613
1583.1529.1463.1363.1348.1312.1242.1186.1155.979.798.748cm ' HRMS-EST+m/z [M+H] "
[C,H,, CIFNO+H] "f) i+ 518 : 322. 1368, SLili{ : 322. 1374,

[0260]  Z:5615:2-5(-N- (1,9- —%.-5,6,8,9,10,11-NE-7H-5,9:7,11- —#f iV H &
K [958 0 -7-3) 2B

[0261]  ¥2-5-N-- (1-%-9-¥4£-5,6,8,9,10,11-/N&-7TH-5,9:7,11- — M\ FHEE R IF
(91407 -7-3L) Z. k% (611mg, 1.89mmo1) FDCM (10mL) H ) VA £E 75 B s o FH -0k v #0 51) -
30°C . #R )G , A HIDAST (2. 8mL, & IMAIDCM, 2. 8mmo1) , 3544 [ VR & 4 5 T UK AE 7 B s o 4
PR o 10 T AR AR VS BN K (10mL) , I FINaOH IN¥pHH #2912, 43 B )2, FIDCM (2 X
8mL) i — 2K, 3 B & FFA M & oK Na2S04FJ , i 8 778 5025 T k4 - ADCM/
ke 45 SR A32- 5 -N- (1,9- —%.-5,6,8,9,10,11-/N&-7H-5,9:7,11- —#r iV L5 3
[9) 48 ) -7-55) LIl (420mg, 68% 77 %) .

[0262] mp 180°C.IR(ATR) :3276.3075.2964.2940.2901.2858.1671.1650.1552.1463
1442.1360,1317.1282.,1242.,1175.1143.,1104.1066.1018.1004.979.929.901.887.865.
799.746.737.696.662cm ' -HRMS-EST+m/z [M+H] " [C,H, C1F,NO+H] {13+ 5 {H : 326. 1118, 5K
MME :326.1116,

[0263] ZF52H16:2-F.-9-FH5-5,6,8,9,10,11-/NA-7H-5,9:7,11- M W FE A If
(915 M- 7- e bR s .

[0264] ¥4 AR MR (25mg,0.32mmol) FIVKESHR (200uL) ¥R hn22-5-N- (2-9-9-H%-5,6,8,
9,10,11-7N%-7H-5,9:7,11- ZHr I I EER I (9] 400 - 7- %) LBER% (87mg, 0. 27mmol) T 7
K ZBE (5ml) H TR, FHR IR A RN PG R AR 5 S K BT A = v i el ok B =3, Vs ik
(5mL) , 375N NaOHIA VA pHIE B )12 . A INE0AC (5mL) , 73 B &40, 7 F 5 #MFIELOAC (2 X
5mL) ZEBUKAH 4 & I A HUE L T 7KNa, SO, T4, i Y8 I AE JL A N AR , LASRAT A (00 o i
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ik DU 3RAS 3R R 2 R B E L, 0/HCLI N B T LR L Fg v B SR Ja i JE s K

IEY), NI 3R152- 9 -9- 1 2£-5,6,8,9,10,11- N4 -7TH-5,9: 7, 11- #3291 (9]

B -T- BE SRR £R (18mg, 24 % 7= 3K) &

[0265] mp>300°C (dec.) . IR (KBr#) :3200-2500 (2983.2945.2917.2867) .2059.1612.

1595.1501.1456.1444.1431.1379.1364.1302.1283.1256.1246.1186.1157.1143.1132.

1030.1004.962.863814cm "o %F F-C, H, FN * 2. 6HC1, 231t 544 :C 56.50,H 6.70,N

4.12,521 :C 56.18,H 6.40,N 4.01.

[0266] S Hs2fp|17.2- A JE-9-H13£-5,6,8,9,10,11-/NE-7TH-5,9:7, 11 - —#F I FF 3

9] M -7 FREh R 2.

[0267]  [h2-&-N- Q-H&EFE-9-FH3#-5,6,8,9,10,11-/NE-7TH-5,9:7,11- M F FHHE
H
IN

IO 58 M -7-25) LMz (1.10g,3.95mmol) F-44 M 22 S5 16 7 Pl i B #8734 2 -
F-9-H13-5,6,8,9,10,11-NE-TH-5,9:7,11- —HF 7 F L2 I (9] 56475 - 7- e dh ik 2 .
ik ADOM/ [t Hh 285 @i 3R 1S 43 A il (779mg, 81 % 77 28) o

[0268] mp>250°C (dec.) - IR (KBr#k) :3200-2500 (2985.2942.2908) .2056.1735.1609.
1582.1499.1449.1379.1364.1334.1305.1268.1252.1205.1170,1132,1103.1040.1001 .
954.869.849.815.756.692cm ' HRMS-EST+m/z [M+H] " [C, H, NO+H] f13+ 51 : 258 . 1852, 5
M{E - 258.1862.

[0269] S H52{5]18:2,3- ~HI%AJE-9-F3-5,6,8,9,10,11-N&A-7H-5,9:7,11- —# ¥
HE R IE (9] o4 - 7- e sh iR & .

[0270]  [2-5&(-N- (2,3- —F&EIE-9-F%-5,6,8,9,10,11-N%-7TH-5,9:7,11- —#F T H
FERIE[9) 5005 -7- ) 2k R% (436mg, 1. 2mmo) F:4% J8 22 92 d] 16 Hh BT R (AR 7 35452
3- A RL-9-FJE-5,6,8,9,10,11-N&-7TH-5,9:7,11- MW IR I (9] #8045 - 7- R ik
it 2k (285mg, 7T3% P2 %) o

[0271]  mp>200°C (dec.) - IR (KBr#k) :3200-2500 (2993.2918.2831) .2047.1701.1606
1517.1451.1416.1386.1365.1327.1310.1291.1252.1237.1192.,1174,1131.1098,1031.
973.950.863.798.586.543cm '« HRMS-EST+m/z [M+H] " [C H,.NO,+H] ¥+ 4 : 288. 1958, 5K
T{H - 288.1954.

[0272] 25|19 1-9-9-H %£-5,6,8,9,10,11-/NA-7H-5,9:7,11- —#F IV H LK I
(9154 -7- R bR & .

[0273] HH2-5&-N- (1-#(-9-H3£-5,6,8,9,10,11-755-7TH-5,9:7,11- —#f I F R K
(9154 -7-25) 2. Weh% (1g,3.11mmol) HH4% S5 5L 16 FH B IR A2 /7 3k 151 - % -9-
%:-5,6,8,9,10,11-8&-TH-5,9:7, 11 - ZHr W LR IF (9] #8075 - 7- e SRR 26 - 8 I\ FH B
W2 GRS A A (521mg, 59 % 77 2R) o

[0274]  mp>200°C (dec.) - IR (KBr#k) :3200-2500 (2945.2717) .2060.1677.1608.1584 .
1511.1464.1390.1380.1366.1317.1303.1248.1214.1199.1165.1132.1071.1052.1032.
1000.977.946.885.877.854.798.747.623cm ' HRMS-EST+m/z [M+H] + [C 1, FN+H] {13155
{E:246.1653, STMlI{E : 246. 1649,

[0275] 7 545120:2- 5 -N- (9- H & -2-Hi2£-5,6,8,9,10, 11 -N&E-7TH-5,9: 7, 11- —#f
W ROR IR [9) R0 0d - 7-58) LBk .

P/S
/:_‘?‘(‘
i}
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[0276] W EIAY2-5-N- (9-FH-5,6,8,9,10,11- /N -7TH-5,9:7,11- —HF I R I IF
(9] %4 -7-25) L WEha (KA PR Z591624)2012,20,942) (3g,9.87mmol) T Z BRI
(10.5mL) HH ¥ (0°C) ¥R /NCo S MUK R (1. 6mL) A& HHAHER (1.85mL) oA YRG5 4ik 2]
AR IR B SR A 1 B L RAR N UK K (20mL) 5, 3 FHDCM (3 X 40mL) ZEHL KA A
BLZEEUY B K 2N NaOH (1 X 40mL) 7K (1 X 40mL) Flh7K (1 X 40mL) Pk - H HLZ S TEK
Na,SO, T4, i S8 AL U2 NIk 4i , DLIRTS 38 (o k B )« Al Al i 3592 (S10,, bt/ TR 4B
REY) AR A EAR2-5-N- (9-FH-2-43£-5,6,8,9,10,11-/N&-7TH-5,9:7,11-
TR IR IR (9150 M - 7- 55 ZBERE (2.92¢,85% 77K

[0277]  mp 174°C.IR(KBr#k) :3403.3288.3077.2946.2922.2847.1667.1607.1588.1520.
1456.1409.1348.1229.1166.1136.1082.1051.1009.972.945.896.865.841.797.740.764 .
704.666cm ' HRMS-EST+m/z [M+H] " [C, H,,CIN,0,+H] " i+ 5 4H : 349. 1313, LA -
349.1313.

[0278] ZH5f5|21:9- W& -2-F4HE-5,6,8,9,10,11-/NE-7H-5,9:7,11- —#r IV FHEE ¢
H L9580 -7 - FdhmR 26 .

[0279]  H2-5&-N- (9- 1 J&-2-h42E-5,6,8,9,10,11-/NE-7H-5,9:7,11- —#F IV FFHE A TF
(91400 -7-25) ZMWER% (677mg, 1.94mmo) Ff4% M8 225 S5 16 H Fir 18 A% 7 31459 - H 2k -
2-T%-5,6,8,9,10,11-/NE-TH-5,9:7,11- MWW L ZE I (9] #6007 - 7- e 2 iR 46 (443mg,
TA% 73,

[0280] mp>225°C (dec.) - IR (KBr#k) :3200-2500 (2928.2641.2603.2535) .2066.1648
1612.1591.1522.1487.1458.1352.1304.1286.1256.1221.1181.1134.1088.1031.955.
946.895.884.865.836.799.766¢cm ' HRMS-EST+m/z [M+H] "[C, H,N,0,+H] " 1+ 51K -
273.1598, SZ{E : 273. 1604

[0281] S H52{5122:1,9- —4-5,6,8,9,10,11-/NE-7H-5,9:7,11- —#F V3L 3 (9]
ol -7 REER R L

[0282]  [2-%(-N- (1,9- —%.-5,6,8,9,10,11-/N&-7H-5,9:7,11- #9146
Jfi-T-55) LM (382mg, 1. 17Tmmo) FE4% 22 545 16 Hh i iR AR T 3845 1,9- —9-5,6,
8,9,10,11-/N&-TH-5,9:7,11- =M W H LR (9] #00% - 7- & Eh iR £k (218mg, 65 % 7= %)
T I N FE I A 4 SR AR A AT R

[0283]  mp>200°C (dec.) - IR (ATR) :2980-2831(2950.2911.2867) .2703.2676.2559.2063
1611.1588.1509.1465.1445.1363.1321.1246.1194.1105.1095.1008.1002.,988.967.903.
888.860.801.743.673cm ' HRMS-EST+m/z [M+H] "[C, H . F N+H] {3+ 5 {H : 250. 1402, SZ
{8 :250.1401,

[0284] HH545]23:9- W H-5,6,8,9,10,11-/NE-TH-5,9:7, 11- MV R IR 9] 4%
J-2,7- —JE AR L

[0285]  |ajf%9- FH JE-2-h4%E-5,6,8,9,10,11-/N&-7H-5,9:7,11- MW AL IF (9] %
§#5-7- 1% (201mg,0.738mmo1) T H i (25mL) H IV RS N A % L 1¥1Pd (68 . 6mg, H 3% 510%
Pd) , FFRs BT A9 B AL 2 IR N AE LatmHH, T A 48/NIF o K 8 B U U8, I 449 7 AE
BRI e dE 22 1, LRSS (0 [ AR 19 - FR 2E-5,6,8,9,10, 11- N5 -TH-5,9:7,11- =
MEE F 2R I (9] 8007 -2, 7- % (130mg, 89 % F= ) @it LA P3G H b medh . 1) — iz T
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FR B o (R VAN I 2 FRIEL,0/HC L, SR JE i S TS A Ea T UE ) o

[0286] mp 294-295°C . IR (KBr#) :3200-2500 (3024.2912.2847.2588) .1994.1598.1502.
1454.1381.1365.1303.,1261.1173.1131.1021.957.877.827.576.473cm '« %} F-C, H,,N, *
3.4HCL, /3 #fr it 54 :C 52.46,H 6.99,N 7.65.5M{H :C 52.64,H 7.18,N 7.43.

[0287] ZHEsLH24:2-F -N- 2-F23-9-H%-5,6,8,9,10,11- 55 -7H-5,9:7,11- —Hf
W ROR IR [9) 800 - 7-58) LKL .

[0288]  {EO°C FIAIN- (2-2FE-9-H1%:-5,6,8,9,10,11-/N&E-7TH-5,9:7,11- —HF ¥ L 2E
FFL9THeM -7-25) -2- W 4 WER% (999mg, 3. 10mmo1) F-H,0 (5mL) FIIKAFHCT (5mL) H FRJHEHUZ
AN IR B M (427mg , 6. 21mmol) FH,0 (2mL) H ARV o ) BT A3 75 T8 I 25 CuCl (652mg
6.56mmol) AR 4EHC] (3mL) , FF7E 10438 P v B 24T M52 8 T A5 VS VRO #4160 C #¢
L2907, SR J5 v H B =R, 7EH,0 (60mL) A3, I HIDCM (4 X 90mL) A5 H o -5 I A HLAHL
Y R M FINaHCO, A0 #h /K e i, 4 H0 7KNa, SO, 458, Sl 72 J 2 Nk 4 , DLIR TR 4t [ 1
A ik (S10,, Obt/ QR CBEIR W) 45 52 A A ) 2- & -N- (2-F2 £ -9- HI 2L -
5,6,8,9,10,11-/N&-TH-5,9:7,11- Ml FH LK I [9] 5007 -7- %) L WEf% (78mg, 9% 7=
) .

[0289] mp 98-100°C.IR(NaCl#%) :3300-2700(3266.3186.3118.2966.2942.2916.2861) «
2175.1590.1568.1504.1451.1426.1376.1356.1309.1267.1161.1130.1081.1058.827
804cm ' HRMS-EST-m/z [M-H] [C,H,,CINO,-H] 504 : 318. 1266, Ll :318.1272.
[0290] ZFsfi|25.2-F2FE-9-F3E-5.6,8,9,10,11-/N%-7H-5,9:7,11- —#WF L 2E
H 95 -7 - FdhmR 2k .

[0291]  FH2-5(-N- (2-¥%E-9-H1%£-5,6,8,9,10,11-/N&E-7TH-5,9:7,11- —HF i FF R 2
[9) %84 -7-255) Z.Bh% (72mg, 0. 23mmo) FF 4% I 225 Sl 16 FH B ik (I R2 J7 3R 452 - F2 4k -9
EE-5,6,8,9,10,11-NE-TH-5,9:7,11- —HF I B R8I (9] 5804 - 7- Fc b B 25 (42mg,
67 % 5= It I EE/ Lk &5 SRS I AE A

[0292] mp 183-185C %t +C, H,NO * 1.7HCL * 1H,0, 4 #rit 5 {4 :C 59.43,H 7.70,N
4.33, 521 :C 59.63,H 7.44,N 4.77.

[0293] S 5f5126:N- (9-FH 3 -2-fif3£-5,6,8,9,10,11- N -7TH-5,9:7,11- M I &
K [958 0 -7-3) 2B

[0294]  |a 240 f0 (VO A (Tetrahedron Lett.) »1987,28,1585-1588)N-9- i 3L-5,
6,8,9,10,11-N&-TH-5,9:7,11- "MW HFFEFKIF[9]8H-7-8) LB L (2.68g,
9.93mmol) T ZBREF (10.6mL) H A IETR (0°C) /NCy M S I DK R (1. 6mL) A1 A AR A R
(1.86mL) o {1 7R & 473 21 2 I 9 R IS A A4 345 1 38 I3 AR\ UKoK (20mL) Hr, 3 FDCM
(3 X 40mL) ZEH . & A HLZEBUY) FH /K 2N NaOH (1 X 40mL) 7K (1 X 40mL) FIEh7K (1 X
40mL) BE¥ KA HLZ L To7KNa, S0, FH , i 8 FF £ FL 2 T ik , DLIRAS B 5k B ) - Al Ak i
ik (S10,, bt/ LR OBEIR &) 345 5 Bt AR HIN- (9- % -2- %% -5,6,8,9, 10,
11-7N%(-TH-5,9:7, 11- My W AR FE (9] 500 - 7-2%) LRk (1.88g,60% 72 %) .

[0295] mp 174-176°C.IR(NaCl%#) :3398.3301.3201.3063.2943.2917.2863.1653.1588.
1523.1455.1346.1322.1304.1268.1245.1217.1166.1141.1124.1081.1037.1010.945.
893.865.838.798.763.740.701cm '« HRMS-EST+m/z [M+H]+[C, H, N,0.+H] [ 11 514 :

1877227273
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315.1703, SE{E : 315. 1714,

[0296]  ZFS527:N- (2- 28 K:-9- FF%E-5,6,8,9,10,11- /N -TH-5,9:7,11- —H ¥ FH &
I [958 05 -7-3) 2B

[0297]  FE4fifbAE 1%k (Si0,, Ot/ LR LERIREY)) 5 HN- (9- H % -2-fi§2%-5,6,8,9,
10,11-785-TH-5,9:7,11- ZHr L LR (9] 580 - 7-38) W% (2.64g,8.41mmol) 7%
Pt0, (258mg) ) JC/KEtOH 4% it 22 2% 55| 23 v v il ik () A2 P 3R 45N - (2- 2% -9- I 5E-5,6,
8,9,10,11-/N&-TH-5,9:7,11- ML BRI [9] 80/ - 7-58) LBk (1.9g,80% 77 %) .
[0298] mp 112-113°C.IR(NaCl##) :3432.3324.3224.3056.3004.2938.2903.2856.2835.
1651.1618.1546.1507.1447.1362.1344.1300.1262.1194.1164.1136.1065.862.735.
70%cm ' HRMS-EST+m/z [M+H]+[C,H, N,0+H] "A i+ 548 : 285. 1961, S i : 285. 1972,

[0299] S5 f28:N- (2-5-9-F%-5,6,8,9,10,11-/NE -7TH-5,9:7,11- IV F 3K
19150 -7- %) .

[0300] H&N- (- H-9-H%-5,6,8,9,10,11-/N&-TH-5,9:7,11- M I HE 2K I [9]
FoMs-7-3E) ZWE G EEER £ (1.04g,3.25mmol) HIH,0 (6mL) FIIRZEHCT (6mL) - 25 Vil R 44
(448mg, 6. 5mmo1) fRIH,0 (2mL) V& fif TIRAFHC LI (3mL) H¥ICuCl (691mg,6.99mmol) 4%
W8 225 s 24 9 B i IR AR P RSN - (2-5(-9-F1 2-5,6,8,9,10,11- 785 -7H-5,9:7,11-
TR F IR IE (9] B M - T-3E) L BERE (210mg, 21 % 7R ) o

[0301]  mp 190-191°C.IR(NaC1##) :3301.3196.3071.2921.2855.1651.1594 15491487,
1454,1414.1364.1343.1308.1281.1263.1211.1139.1109.1012.950.875.820cm ' . HRMS -
EST+m/z [M+H]"[C JH,,CINO+H] "fr) 11548 : 304. 1463, Sl {E : 304. 1460

[0302] S H52{5|29.2-5-9-H%-5,6,8,9,10,11-/N&-7H-5,9:7,11- —#F IV H K I
(9154 - 7- R bR & .

[0303]  HN- (2-4-9-F3£-5,6,8,9,10,11-/NE-7TH-5,9:7,11- Z# W FFIEEFF[9] %
W5i-7-25) LT % (190mg, 0. 63mmol) \IKAFHCL (4mL) JH,0 (8mL) A1 P B (6mL) FIVR& P 7E 5]
TR TEAEAR A HH J I BELE B 25 R R4 - FHEt0AC (3 X 8mL) ZEHU/KAH , H H AR
J& FHBN. NaOH VA TBEAT WAL o F 573 A FIEL0AC (3 X 10mL) ZE LR /K A , 4 TE7KNa, SO, T ,
PR IR S TNURYE , LASRAS B i AR i (S10,, Okt / L8 SRR &) 3R 152+
S9-H3-5,6,8,9,10,11- /A -TH-5,9:7, 11- M0 FE LI (90400 - 7- i 3 DA R 3k
R HCERFR R < 170 i TELOACH (R ik & 9B ,0/HCL (10mg , 5.5 % 3)

[0304]  mp>250°C . IR (KBri#) :3200-2500 (2990.2950.2916.2861) .2058.1597.1570+
1509.1488.1454.1416.1380.1365.1302.1217.1155.1133.1093.1032.1000.948.875.820.
771.673cm ' % FC ¢H, CIN  1.35HC1, S0 it 544:C 61.79,H 6.95,N 4.50, Ll fE :C
61.70,H 6.78,N 4.93,

[0305] & 5245130:5,8,9,10-PU5-5,8:7,10- MV H 3L 25 I (8] 46455 - 7 (6H) - = FH fitk
[0306] [A]5,8,9,10-PU%(-5,8:7,10- ~ M H JL 2K 3 (8] #J4% -7 (6H) -B% (1.19g,
5.97mmol) F-MERE (9mL) H RJ¥E IR (UnCRIEL A5 A2 20 30 19735 1839 - 1850 HH 4 i () il £ )
2218 MU I OB IBE S (2. 32mL, 29 28mmo 1) L 7R Z I N HE AR E IR S 7E 120°C N IN#AS5
/NI A G TRINEEVK (100g) 3 FIDCM (5 X 40mL) 2 BUR-A 444 FEA HUAH FH2N HCL (2 X
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40mL) H,0 (2 40mL) H A 7K PENAHCO, (2 X 40mL) #ek , J-4 . /KNa, S0, T4t o 75 ik JE I F7F
WIE N EBRIBHZ G, 28 R 5,8,9,10-PU&(-5,8:7,10- —#F WV L2 91 (81 %6
§#5 -7 (6H) - FEHRAPR MR (1.32g,80% /7 %) , KLk — B4k R a] H T~ — PR

[0307] TR (NaCl#%) :3060.3010.2934.2857.1488.1451.1341.1232.1175.1145.1102.
1046.1012,992.966.923.853.800.753cm ' - HRMS-EST+m/z [M+H] " [C, H, 0,S+NH,] {1315
{E:296. 1315, SZill{E : 296. 1318,

[0308] S sf31:7-1-5,6,7,8,9,10-/N&-5,8:7,10- —#F i LRI (815004 .
[0309]  #%H,PO, (99% ,135g) \5,8,9,10-PU%(-5,8:7,10- #r IV I HE I [81 4644 - 7 (6H) -
B HRSRES (1.32g,4.75mmol) AINal (63g,420mmol) VRS WIFEL50°C Rk $E6 /N ¥4 2
J& » FH,0 (150mL) S22 N ZIVER G40 o 4 I 1545 €4 35 W FHDCM (4 X 80mL) LY, 44 & FF A AL
FHFI10 %6 /K M BRACBRERAN (1 X 100mL) BE i , £ T07KNa, SO, T H7E 25 T L BRI, LA
EEOEART-M-5,6,7,8,9,10-7N%-5,8:7,10- #FE A (8150 4% (1.39g,
95%) o

[0310] mp 132-133°C.IR(NaCl#%) :3052.3013.2950.2892.2852.1490.1447.1304.1278.
1232.1215.1095.1046.1032.967.830.778.755cm ' .GC-MS (E1) :310[ (\) **,2],183[ (M-1) *,
100],141(73) ,129(23) ,128(15) .

[0311]  ZE924532:5,8,9,10- P45 -5,8:7,10- 50 H L2 31 [81 4645 - 7 (6H) - IR .
[0312]  [H)7-#-5,8,9,10-PU%(-5,8:7,10- —#F WV R I [8] %644 (2.03g,6. 5mmol) T
TG0 B S H 2K (20mL) A IR s I R 2 2 B (2.39g5,19. 5mmol) FIRL (=T 2
) (4.5g,7.8mmol) FHIRAWNE A J¢ R M4 HE R A I 125W Hg AT E20/ N .
SRJG , ZE0°C T4DOM (15mL) « FEE (0. 6mL) F1= 2. (1. 2mL) 4k VRV N 31 e STR &40, I e
RIS , RIS IR i (3.99g) o K5 1X AN FKOHF40 % FHEE VA (50mL) H ¥E dom i 2
[EAE2 /N o RN 7K (50mL) , I EUKR SR (RIS /NI o 4 e B VR A0 J 81 = 05, IEE LS R
ZBR H I K 7K (40mL) 70 5% B8 0, 44 7K /2 FHDCM (4 X 50mL) Bk « Z J5 , #4 7K AH H e 4
HC1FZ AL EL #IpH=1, JF FHDCM (4 X 50mL) Z=H . 5 HL A HUY) 28 T 7K Na, SO, 44 , 1o I8 I E Ik
JE R 4s, LLIRE 2R E1ARK5,8,9,10- D04 -5,8:7,10- —#r i H S 5 (8] #80% - 7
(6H) - F iR (555mg , 37 % S 7= ) o I INDCM/ 18I Hh 45 di SR AF R PRI /0 AT R i

[0313] mp 188-189°C.IR (NaCl##) :3300-2800 (3065.3011.2946.2858) .1690.1488,
1450.1410.1318.1290.1231.1218.1092.1052.1038.941cm ' HRMS-EST-m/z[M-H]
[C,H,s0,-H] fTH54E : 2271078, 52 ME - 227. 1078,

[0314]  Z5245133:5,8,9,10-PU5-5,8:7,10- MV L ZE I (8146455 - 7 (6H) - & b g
Eh

[0315]  [5,8,9,10-PU%(-5,8:7,10- 4 W H 2K 5 [81 44 - 7 (6H) - H % (90mg,
0.39mmol) T-FIZK (1. 2mL) H (VRS INEt,N (7311, 0. 53mmo 1) F1& SRR — K1 (159mg ,
0.58mmol) , F[EAL NS /IS TR G P04 20, 3 T IN HCL (10 X 2mL) ik - M » A HL)Z
WINEN HCT (1. 6mL) , Hg 87 ml IR /N o 985 4 S SRS 078 B B 200, JFK 1
HI5> o F ZBR 2 (3 X 3mL) REHUKA - H & I A LA BN NaOH (3 10mL) Peid , 4K
Na, SO, F-#4 , 1 Y8 76 025 FIR4R , LA3kAH5,8,9,10-PU%(-5,8:7,10- 1 A AL IR [8] 4
15 -7 (6H) - i o it LA 3R A5 R R &« 1 fi T R I o PRI RS ot = P P HC L ) R e 4 F
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BEAE YT T 2508, LL3R TS ARt K 195,8,9,10-PU&-5,8:7,10- —#F IV FREEZE I [8] %
J#5 -7 (6H) -JZ 2R R (35mg , 45 % F73R) @it M H IR/ LBk 25 S 3R 1G4 WA i o

[0316]  mp>250°C (dec) - IR (KBrik) :3100-2500 (2943.2881) .2043.1622.1598.1501 .
1448.1336.1246.1089.1057.1028.952.769.749.614cm ' ;HRMS-EST+m/z [M+H] "[C H,N+H]"
(K)3H B4 - 200. 1434, LR : 200. 1432,

[0317]  =24534. (9-H3£-5,6,8,9,10,11-NA-TH-5,9:7, 11- MWW I ZE 35 (9] B 445 -
7- %) SR H RO FOR TR

[0318]  [A]9-H1J£-5,6,8,9,10,11-/N&E.-TH-5,9:7,11- 0 3L 2K IF (9] #00% - 7- 3k
1% &5 (250mg, 0. 95mmo1) T-DCM (2mL) H ¥ VR 7S i & FH R 6k FH ORI (194mg, 1. 14mmol) Al
Et,N(287mg,2.84mmol) 44 s MR S WAL =il PSR, IF BAR G HIRFIEE T FAAK .
V4R B VD iR TEL0Ac (30mL) AI7K (20mL) Hr, 3743 55 & AH . F 73 7R EIEt0AC (2 X 30mL) ZHUK
HH o ¥ & I WA A TG 7KNa, SO, 4, o Y8 72 523 TR e , LLERAS 300mg 1) 3 0 Jis o A (0 3%
1% (S10,, Okt / LR CERIR &) 3R 5 B B [l R (9- 1 %:-5,6,8,9,10,11- /3% -TH-5,
9:7, 11- —MriE HFEAFF (9] 5845 - 7-3%) & IE R X FH AR B (46mg, 14% 72 3K) &

[0319]  mp 114-115°C.IR(NaC1#%) :3330.3018.2944.2919.2854.1744.1591.1531.1502.
1452.1379.1362.1345.1255.1214.,1198.,1167.1137.1069.1042.1014.987.948.900.825.
757cm ' %t FCy 1, NO, = 0.3CH,, = 0.05CH,CL,, MMt 548 :C 79.22,H 7.99,N 3.62, 5
f:C 79.23,H 7.88,N 3.45,

[0320]  sEf535:1- (9-FF3£-5,6,8,9,10,11-NE-7TH-5,9:7,11- MW FIEIKIF (914
Fi-7-35) -3- 4- CEHEF ) BZE) k.

[0321]  [A]9-H13£-5,6,8,9,10,11-N&E.-7H-5,9:7,11- M0 3L 2K IF (9] #0045 - 7- ek
IR £ (250mg,0.95mmol) T-DCM (2mL) H IV I L - i E 2L -4 - (S &S 2K (193mg,
0.95mmo1) FEt,N(287mg,2.84mmol) oK S W VR 5 WIFE SR T e P 8, I AR Ja I 74
FL R 28K KR BRI i TEL0Ac (30mL) A7k (20mL) Hr, 3F43 55 & AH . F 73 7R EIEt0AC (2 X
30mL) ZEHUKAH K& FFAHIAEZA T 7KNa, SO, 1, 1 S8 IF £ B2 N IR 4, LAIRTS369mg I B8
T A R P I EL, 08865 , ARG B A B [l R i) 1 - (9-F1 2-5,6,8,9,10,11- /N -TH-5,
9:7,11- ZMr I LRI (9] M- 7-25) -3- (4- (=5 2E) R EL) IR (188mg, 46 % 7= %) o
[0322] mp 158-159°C.IR(NaCl#%) :3283.2911.2834.1615.1532.1493.1454.1422.1324.
120,1166.1124,1067.1015.948.909.837.759.732.697.665cm ' %t F-C,,H, F.N,S , 0715
fH:C 66.96,H 5.85,N 6.51.5LM{E:C 66.79,H 5.95,N 6.37,

[0323]  sE436:1- (1-ZFkFENRIE-4-3%) -3- G-H3-1,5,6,7-P9%-1,5:3,7- #FlEH
R I [e] EAIA LU -3 (2H) -3E) Bk

[0324]  [H)5-H3E-1,5,6,7-DU&-1,5:3,7- —MF I FREH 3 (e ] B PR T VU4 -3 (2H) - i
IR & (180mg, 0. 69mmol) F-DCM (3mL) FH (¥ AT 1 A1 ) 7K PENaHCO, R (2mL) FS 1 =6,
(102mg, 0. 34mmol) ¥ PIAHIR G WAE iR T HiFE300 8, 3F HAR S K WA 70 5, 3R A LA
FER7K (5ml) ¥k , & H67KNa, SO, -, i EFFAE B N 28K, LASRAS 1 - 2mL 1) S R i -T-DCM
R o [ XNV N L - (4- U BEIRIE - 1-25) £ - 1- B # R #: (122mg, 0. 68mmol) FIEL,N
(139mg, 1.37mmol) KRS MIE =M N HEd %, H 53 4MIDCM (10mL) A% , H FH 2N NaOH
T (2 X 10mL) Pe gk KA HLJE 2 T 7KNa, SO, 45, 1 JEIFAE B2 F k4, LURTS i (5 B )

gy
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(206mg) o 1 (3% (S10,, DCM/ I EEVR-G ) K13 52 B B BRI 1 - (1- S ENRIE -4 - 25) -3-
(5-H%L-1,5,6,7-PUS(-1,5:3,7- ZHr W H IR 5 [e ] S| 4230 £ DU S - 3 (2H) -25) ik (135mg,
49% = %) B WAREL0AC (112mg) 145 Fh 3R A5 70 BT e i o

[0325] mp 208-209°C.IR(NaCl##) :3357.3054.3012.2969.2926.2853.1646.1611.1546
1492.1450.1358.1324.1268.1222.1156.1101.1088.1035.1212.,991.947.918.900.866.
829.760.733.699cm o 4 FCy H, N,0,, SSHTHHHLAE:C 69.49,H 7.86,N 10.57, Ll fH :C
69.47,H 7.92,N 10.38.

[0326]  SEf37:1- (1- ZBEEIRIE-4-248) -3- (1,5,6,7- VU -1,5:3,7- —#r I H ZEIRIF
[e] A2 3 £ DU -3 (2H) -35) iR

[0327]  []1,5,6,7-PU&-1,5:3,7- MWV H 22K I [e ] S A L VUM -3 (2H) - fZEh IR 6
(300mg, 1. 19mmo1) F-DCM (7mL) H {1 ¥ AN A K PENaHCO, 3 ¥ (TmlL) #8 =56
(130mg,0.44mmol) 4 PAHTR & 7E I N PR30 04, H BAR S K PiAE 0 &, FE K A HLAH
FER7K (10mL) Pk , &I 7KNa, SO, T, i JEIFAE B2 T 28K, L3R4S 1 - 2mL i) e JUR IR T
DOMH B o [P IX AN VARSI L - (4- 2 FEIRIE - 1-38%) £ - 1-F #h R £ (203mg, 1. 43mmol) Al
Et,N(292mg,2.88mmol) ¥R AL = I P HEH LB, FH 55 4 HIDCM (10mL) ik , I FH 2N
NaOH¥ R (2 X 10mL) Jeidk « ¥ A HLJE L To7KNa, SO, 45, i JE I E B2 T ik 4 , LLERAS 1 5k
B4 (400mg) o 4 43 3% (S10,, DCM/ FIEHR G 4) 45 B B AR 1 - (1- L BEREIRIE -4 -
) -3-(1,5,6,7-WUE-1,5:3,7- Z M BRI [e] S 4430 F DU I - 3 (2H) - 22) Ik (50mg,
49% 7= %) .

[0328] mp 200-202°C.IR (NaCl%¥) :3347.3065.3016.2922.1645.1624.1548.1492.1451 .
1436.1362.1323.1268.1230.1211.1196.1109.1073.1022.980.967cm ' . HRMS-EST+m/z [M+
H] " [Cy,HyoN,0,+H] " TH 5 4H - 384. 2282, 52 lI{H - 384. 2285,

[0329]  sf538:1- (1- Z Wk LR IE -4-F5) -3- (9-F13£-5,6,8,9,10,11-/N%-7H-5,9:7,
11 - M W ORI (9] 40 - 7- 55) IR o

[0330]  [f)5-F3E-1,5,6,7-DU&-1,5:3,7- —MF I FREH I [e] AR T VU4 -3 (2H) - i
tHhIR &k (180mg, 0. 69mmol) F-DCM (3mL) FH (¥ AT 1 A1 ) 7K PENaHCO, 3 (2mL) F 1 =6,
(102mg,0.34mmol) 4 PAHTR & 7E I N PR30 0%), H BAR SR P &, B A HLE
FER7K (5ml) ¥k , & H67KNa, SO, -, i B8 FFAE HL 2 N 28K, LASRAS 1 - 2mL i) S (BRI -T-DCM
ORI o A1 IV N L - (4- B IRIE - 1-38) 2 - 1- B Eh AR &6 (122mg, 0. 68mmo1) ANEL,N
(138mg, 1.36mmol) KRS YIE =M N HEE %, H 53 4MIDCM (10mL) A% , H FH 2N NaOH
MW (2 X 10mL) ek ¥ A WL E T K Na, SO, T8, 1 I8 76 12 Rk 4, LLIR1S 35 (7
(232mg) o #E3EI% (S10,, DCM/ I EIR-G) K13 22 B B AR 1 - (1- S HENRIE -4 - 25) -3-
(9-H3£-5,6,8,9,10,11-N%-TH-5,9:7,11- W LI (9] #6005 - 7-55) Bk (143mg,
53% /= %) B WIRELOAc (113mg) F145 SR AT RE o

[0331]  mp 206-207°C.IR(NaCl%%) :3359.3065.3016.2938.2906.2860.1644.1620.1555.
1493.1452,1360.1344,1319.1267.1228.,1212.1136.1090.1049cm '« X} F-C,,H,,N,0, = 0.21
R W, it A :C 71.91,H 8.45,N 10.06.5ZillfE:C 71.73,H 8.43,N 10.27.
[0332]  Sf§39:1- (1- ZkFEWRIE-4-3L) -3- (9-¥%£-5,6,8,9,10,11-N%-7H-5,9:7,
11 - M W ORI (9] 400 - 7- 55) IR o
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[0333]  [h]1- (4- G FEWRME-1-35) 2 -1-Md (192mg, 1. 35mmol) F-DCM (4mL) H {1V i AN v A
1 7K #ENaHCO, 7 ¥ (3mL) ¥R Il =< (200mg , 0. 68mmo) o 44 W AR VR A P 7E 2 L R 454305
B I BARJE R IR 2 B, KA AL FH 357K (BmL) BE¥% » &6 7KNa, SO, 1, i JE IF7E B4
TNZER, ULSRAS 1 - 2mL I S BURR R T DOM AR (R W o IR IR ANV RS N9 - 2= %4 -5,6,8,9,10, 11 -
INE-TH-5,9:7,11- ZHr W ORI (9] 580 - 7-BE 2R IR £R (300mg, 1. 14mmol) , 2R 5 ¥
Et,N(228mg,2.25mmol) o 44 s MR S 7L iR P &, IF B IR O PR R A
Wk (S10,, DCM/ VR -G4) 345 B E i AR 1) 1 - (1- (e A LAt ik ) DR IE - 4- 55) -3- (9-
F%E-5,6,8,9,10,11- 755 -TH-5,9: 7, 11- —HF I H L2897 (9] #00% - 7-25) IR (19mg,4.2%
FEER) o

[0334] mp 222-223°C.IR(NaCl##) :3313.2921.2852.1733.1716.1646.1621.1557.1542.
1506.1490.,1472.1455.1358.1336.1318.1300,1265.1231.1204.1134.1104.1053cm "o % T
CypH, N,0, ¢ 0.2CH,, * 0.9H,0, 73 iH54H :C 67.33,H 8.29,N 9.81. LK :C 67.25,H
8.15,N 9.72.

[0335]  S2f540:1- (1- Z Pk FENRIE-4-3E) -3- (9- 14 %-5,6,8,9,10,11- /A% -7H-5,9:7,
11- A W ORI (9] 40 - 7- 55) IR o

[0336]  [H]9- 4 #£-5,6,8,9,10,11-/NE-TH-5,9:7,11- MWV H LK I (9148 45 - 7- i
(300mg, 1.23mmol) F-DCM (4. 5mL) H i) # B AN UL AT /K PENaHCO, #¥ (3mL) 8 In =65,
(183mg,0.61mmol) ¥ PIAHIR G WIAE il T HiFE30 7080, 3F HAR S K WA 73 5, IR AL
FER7K (5ml) ¥k , & H67KNa, SO, -, i BEFFAE B N 28K, LASRAS 1 - 2mL 1) S SRR i -T-DCM
HH T TR AN TR N L - (4- ZFEIRAE - 1-2%) 2 -1-Bd (210mg, 1. 47Tmmol) o 44 R MR A
YIHE 2R SRR, I BV AE B T 28K, IR B 10 1R (521mg) o AE Bk (Si0,,
DCM/ R BER A 9) K18 2 AR R - (1- L BRIk e -4-38) -3- (9-F 43 -5,6,8,9, 10,
11-/N&-TH-5,9:7,11- ZHr I H LR HF [9] 580 - 7-2%) IR (148mg, 30% 77 2) o 8 I A
EtOAc (119mg) H &5 i3-S A FE i

[0337] mp 212-213°C.IR(NaCl%#) :3358.2930.2847.1646.1617.1555.1495.1451.1356.
1319.1266.1228.1094,1075.972.849.755.735cm ' o 4F F-C, H, N0, * 0. 15Et0Ac, 4347115
fH:C 69.56,H 8.12,N 9.89.5LiMI{:C 69.63,H 8.28,N 8.86,

[0338]  sffif41:1- (1- ZFEFENRIE -4-3E) -3- (9-9-5,6,8,9,10,11-/N&A-7H-5,9:7,11-
MR R R IE (9] oM - T2 IR .

[0339]  [H]9-%-5,6,8,9,10,11-/N&E-7TH-5,9:7,11- —HF 0 H EEH I (9] 807 - 7- %
(143mg,0.53mmo1) F-DCM (4mL) H FI A RN P AN B 7K PENaHCO, P89 (2mL) #5 I1 = 56X (T8mg ,
0.26mmol) 4 P AH R & 75 =i N A FE3020 81, 3 HAR S B P AH 70 55, HB A HLZE H 3K
(5mL) Ptk , 2 To7KNa, SO, T-J , ik JEIFAE FLAS N 28K, DAIRAS 1 - 2mL () S SURR I8 T-DOM A ) 3%
T o NI L - (4- 2 FEIRAE - 1-55) £ - 1-1 (90mg , 0. 63mmol) o [ MR & W % i
IR, T B VE FIE B R 280K, LASRAS 3 (01 (259mg) o 4 1592 (S10,, DCM/ HY E
BEY) FA51- (1- ZFFEIRIE -4-38) -3- (9-%-5,6,8,9,10,11-/N&A-7H-5,9:7,11- 4
P FF BRI G (9] #80f - 7 - 2%) IR (180mg,85% = 2) o it ik M FADCM (57mg) H 45 ff 3R 43 40 BT A
Mo

[0340] mp 228-229°C.IR(NaCl#%) :3357.2927.2856.1643.1618.1553.1494.1451.1358.
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1340.1316.1267.1227,1207,1134,1097.1042,1004cm ' o % F-Cy,H, FN,0, * 0.15C,H,, *
0.62H,0, /T iT 5 E:C 67.59,H 7.91,N 9.96,5LMI{E:C 67.61,H 7.93,N 8.94,

[0341]  sEf5]42:1- (1- ZFEFENRIE -4-3E) -3- (9-5-5,6,8,9,10,11-/NA-7H-5,9:7,11-
MR R R IR (9] oM - T2 IR .

[0342]  [H]9-%(-5,6,8,9,10,11- /N -TH-5,9:7,11- —MF IV FEEZE I (9] 4005 - 7- e Eh
#h (150mg, 0. 53mmo1) FDCM (3mL) A 1 ¥ WS I AN 7K PENaHCO, ¥ ¥ (3mL) AT =58%
(58mg,0.20mmol) oK W AHIR G E =i T HFE3040 81, H HAR S WA 2 & A HLZ
FER7K (3mL) ek » & H67KNa, SO, F-# , 1 I FF 72 525 N IR A, LAZRAS 1 - 2mL 1) S SRR i -T-DCM
AR o ) IX N TA TR N - (4- ZFFEWRIE-1-3E) 4 -1-FF (90mg , 0. 63mmol) « ¥ e MW IR G4
FE IR TR, IF HOR A IR B R 280K, BLERAS B 60 [i44 (204mg) oA Bk (S10,,
DCM/ VR A 9) 3R15 2 B EA I 1- (1- LB IRIE -4-2) -3- (9-%-5,6,8,9,10,11-75
A -TH-5,9:7,11- M2 2K [958 ) - 7-55) ik (115mg, 55 % 72 %) .

[0343]  mp 209-210°C.IR(NaC1#%) :3358.3019.2926.2855.1644.1619.1556.1494 1452,
1358.1319.1301.1268.1228.1206.1135.1090.1050.991.969.947.802.761.735¢cm ' . HRMS-
EST+m/z [M+H] " [C,,H, CIN,0,+H] " {171 554 : 416 . 2099 , WK - 416 . 2100

[0344]  sEf43:4- (((Ir,4r) -4- (3- (5-H2£-1,5,6,7-PUE-1,5:3,7- il K IF
[e] S AP0 L VUG -3 (2H) -28) IREL) R CU8L) A 08) RH IR .

[0345]  fr5-H13E-1,5,6,7-DU&.-1,5:3,7- —MF W H L2 3 [e ] B A H T PUJE -3 (2H) - ik
IR &k (200mg, 0. 76mmol) F-DCM (3. 5mL) HH FRIFEBURTPLAN 1) 7K PENaHCO, ¥ (2. 2mL) ¥ =
HA (113mg, 0. 38mmol) o PIABVE A IE = T HidE3040 81, 3+ AR S WA 5, KA
BUZF EK (5ml) &% , £ Ta7KNa, S0, T4, i JEFFAE L8 F 28k, DAIRTH 1 - 2mL ) 7 SRR T
FDOMAF A o ) IX NS N4 - (((Ir, 4r) -4- 330 O 3) 5L K H IR H R 2 (206mg
0.76mmol) FEt,N(153mg, 1.52mmol) o ¥R G WAE S I TR K P s B VR 78 K LASR
15 19 L A4, 4 TR € [ L T-DCM (20mL) H 3 F2N HCL¥ MR (2 X 10mL) Fevg o 44 i 15
AHLRTFWLIE , LIRS A ElE 44 (200mg , 54 % 72 3%) .

[0346]  mp:220-222°C . IR (NaC1%%) : 3352.2626.1678.1601.1558.1506.1454.1373.1343
1312,1288.1247.1221,1161.,1104,1029.997.953.776cm ' . HRMS-EST+m/z [M+H] " [C,0H, N,0,
+H] BT AR <491 . 254, SEIME - 491 . 254,

[0347] =444 :4- (((1r,4r) -4- (3- (9-F1%E-5,6,8,9,10,11- /N4 -7H-5,9:7,11- ¥
HE RO IE (9] B0 0 - 7-2%) IR 2E) 34 U 38) ) K H R

[0348]  [r5-HI3E-1,5,6,7-DU&.-1,5:3,7- —MF W H L2 I [e] B A H T VU -3 (2H) - fi%
IR &k (180mg, 0. 69mmol) F-DCM (3mL) FH (¥ RN AL A1 ) 7K ENaHCO, 3 (2mL) FIH =6,
(102mg, 0. 34mmol) o PAAHTR G AE =0 N HiHE30 5%, 3 AR M PIAH - &, IR A HLZ
FER7K (5ml) ¥k , & H67KNa, SO, -4, i BEFFAE HL A N 28K, LASRAS 1 - 2mL 1) S SRR i -T-DCM
HH R o [ ISR 4 - (11, 4r) -4- R FEIA O ) H ) 8 H R Eh 8 & (206mg ,
0.76mmol) MEt,N (153mg,1.52mmol) o ¥R &1L I T i & P 3 BIR il Z K I
W45 B W T-DOM (20mL) Hr 9 2N HCLVA R (2 X 10mL) Pe ik o 4 Fr s A AL &I it UE , 7
W IE A T 7K Na, SO, 18, I JEIFAE B8 R k4, LASRTS B 10 i o AFAELOAC H 4 b 3R 15 2 H
tIE A4 (((Ar,4r) -4- (3- (9-F13£-5,6,8,9,10,11-7NE-TH-5,9: 7, 11- —#f ¥ F LK
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H LT R M -7-52) KAL) 1 L% S 28) R H R (B5mg, 16 % 72 %) .

[0349] mp 182-183°C.IR(NaCl##) :3335.2921.2855.1692.1681.1642.1632.1602.1564
1537.1504.1494,1469.1453.1419.1360.1307.1248.1163.1122.1096.1969cm ", X} T
CyoHyeN,0, * 1,5H,0, 43 # it HE:C 69.88,H 7.62,N 5.43.5LM{H:C 69.53,H 7.37,N
5.10.

[0350] S sfhil45: [1- (AR MAIE L) DRI -4- 58 ] 2L IR AU T i .

[0351]  |r] (WRWE -4-3&) 23 F ER AL T Fig (850mg, 4 . 24mmo1) F-DCM (7mL) H E‘J?ﬁ?ﬁfﬁﬁDEth
(858mg, 8. 48mmol) o FHIR G UKIE VR H 20°C , I H AR5 1B IS 10 A ¢ - 2 - R P S (725mg
5.09mmol) o5 [ VR A WIAE SR N BRI R K BRI 2N NaOHIE R (2 X 5ml) ik, 3K
A HUHH 2 T57KNa,S0, T8 , i S8 I AE F02 R IRAR , LASRAS [1- G TN L RATHE 52 MR -4 - 5
R RRBTHE (1.15¢,89% =) o

[0352] S 5fh]46:1- (57 PN 2L A I 2 ) DR IE -4 - JiZ

[0353]  fm] (1- (St A SRt i) WIR WE - 4 - i) 2 FH R AU T I (1. 15g, 3. 75mmo) ¥ % T-DCM
(5mL) VAR AN &AM HCL1A 1, 4- — Ik (2mL) BB YITE iR iRk R, I UK A7)
HEHEDTNERRG BRI TDOM (5nl) 1, 3 FH5N NaOHYAEWR (5mL) Yeigk « A W2
2 J67KNa, SO, 1, il JEIFAE B2 ks, LLSRAS R ot i 1 - (G DA AP 225 ) WRWE - 4- Jiz
(704mg,91% 7 %) .

[0354]  SA547:1- [1- Cre A R BE L) DRIE -4- 5] -3- (9-H12£-5,6,8,9,10,11-/N&-TH-
5,9:7,11- Z Ml LR IF (9] 845 - 7-2%) Ik .

[0355]  [f)5-FH3E-1,5,6,7-DU&-1,5:3,7- —MF I FREEE 3 [e] AR T VU4 -3 (2H) - i
IR &L (300mg, 1. 13mmo1) F-DCM (6mL) FH ¥ BRI 1 A1 ) 7K PENaHCO, R (4mL) F¥ 1 =6,
(169mg,0.57mmol) o PAAHTR G AE =0 N HiHE30 3%, 3 AR M A &, FRR A HLZ
FER7K (5ml) ¥k , & H67KNa, SO, -, i B8 AE HL A N 28K, LASRAS 1 - 2mL i) S (BRI -T-DCM
W -

[0356]  #E2044f A , £ G AR FAE-78°C T a1 1- (5 P R Pk L) WRIE - 4- % (233mg,
1.13mmol) FJG/KTHF (5mL) H fR) ¥ 0 3 A8 0 I T B4 A v (&2 BM & 4%, 0. 59l
1.47mmol) o N » A8 F VKBRS B K B0 °C o FER SR N B IX AN /N O M 78 i 2
A ENBN0°CIISK B 1T — 2 BRI e TR R VAT - IR BB A WIAE iR T IR SR S5 WS
I B (2mL) DAV RATAR] A s B2 IE T 2848 VA FIFE B 23 R 280k, LLSRAR A8 (A i (506mg) o
B IXANR YA TELOAC (10mL) /1, I F2N HCLIEWR (2 X 5ml) P ik, 3 B A HLZ L TeK
Na, SO0, 1 , i JE I FE B2 NIk 4a , LLSRAS A (1R (241mg) o #E i%2% (Si0,, DOM/ HBEVR &
VD) AT B B 4 o MARDCM/ [t H 45 di 3R A 522 B AR I Al 1 1 - (1- G P9 2 he i 226 ) ik
WE-4-35) -3- (9-H13£-5,6,8,9,10,11-7N&-7TH-5,9:7,11- —#FE IR IE (914805 -7-3%)
Ik (66mg, 13% ;") .

[0357] mp 218-219°C.IR(NaCl#%) :3364.3061.3012.2945.2919.2853.1709.1638.1553
1493.1453.1360.1319.1305.1265.1248.1232.1133.1091.1045.943.880.841.759.732.
665.592.555cm ' o it FCyolly N0,S, SHT AL :C 65.33,1 8.11,N 9.14. 5K :C 65.41,
H 8.31,N 8.93,

[0358]  SEfh48:1- (1-HEHLWRIE-4-35) -3- (9-FFH-5,6,8,9,10,11- /N5 -7H-5,9:7,11-
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MR R R IR (9] oM -T2 IR .

[0359]  [f)5-F3E-1,5,6,7-DU&-1,5:3,7- —MF I FREEH I [e] AR T VU4 -3 (2H) - i
#hI E (250mg 0. 95mmol) F-DCM (4. 5mL) H B FE- BRI AL AN B 7K HENaHCO, 7 1 (3mLL) 78I =5t
< (140mg, 0.47mmol) o P AHVE A M0 7E =i N W HE3040 %, I HLAR JS¥ P AH 2 25, R A HL
JZH 57K (5mL) Be ik , £ T 7KNa, SO, T4, i JE I AE L8 R 28K, DAIRAF 1 - 2mL ) e SRR B T
DCMAF IV L o [V IS VRAR I - (4- R AEDRIE - 1-28) £ -1 (216mg, 1. 13mmol) o 44 S Mi ik
AYMEZRE FHRE24/ NN IF FORB IS FIE L N AR, DRI B (i o 4 €3 % (S10,,DCM/
HELR &Y 3718 2 B3 AR AR AL S (159mg , 36 % 7258 o

[0360] mp 106-107°C.IR(NaCl%#) :3318.3058.3025.2945.2918.2838.2792.2761.1632.
1559.1493.1453.1361.1343.1321.1302.1281.1234.1209.1136.1120.1066.1028.909.
757.733.698cm ' o Xf FCog, N0 « 0. 5FFEE, - Hit 4K :C 77.09,H 8.55,N 9. 14. S U1H -
C 77.19,H 8.36,N 8.98.

[0361] ZHESf49:N- (2- L BEFE-9-FH3£-5,6,8,9,10,11- 755 -7H-5,9:7,11- M H
A RIG-T-5) -2-H OB,

[0362]  [A)2-4(-N- (9-F13£-5,6,8,9,10,11-/NE-7TH-5,9:7,11- Z# W FIEEFF (914
I7-T-%5) 2l (2.0g,6.58mmol) T-DCM (50mL) H (KIS R IN . 5K (5. 16g, 65 . 8mmol) - 4R
J&i » FHALCL, (4.38g,32. 9mmol) AL ERVR-& 4, HRs T 4508 (0 VR & W AE S iR B b LN R
AN EIAE VK (50g) b IR 7K PENaHCO 78K (40mL) o Bt 2043 B 5 , K V&9 H
DCM (3 X 50mL) REHY , JF-44 4 I HIAR G To7KNa, SO, T4 , ioh 8 I 75 1 2 Rk 4e , LR 13 &t
JB: (1.85g) o FE 1 (S10,, Dbt/ L1 SRR G 4)) 3R1F 2k 5 L [E AR N - (2- k5L -9-
H3-5,6,8,9,10,11-N&-7TH-5,9:7,11- — MW FF R IF (9] 4005 - 7- 25) -2- M L Wik
(1.27g,56% %) ,

[0363] S H9H50:1- (T-&IFE-9-FH-6,7,8,9,10,11- 5% -5H-5,9:7,11- BV FEE
I (91500 -2-38) £ -1 - PR ERRR EE .

[0364]  4N- (2- LW 3E-9-H%£-5,6,8,9,10,11- & -TH-5,9:7, 11- —HF 0 R (9]
BW-T-55) -2- & W% (1.18g,3.43mmol) AR K (313mg, 4. 12mmol)  Z & (1. 3mL) F1 21
(6mL) FIVRAPIAE R TP A R VR A [R] K 21 3 I A 7K (40mL) FT1ON NaOHZ ¥
(14mL) o RE &Y E0AC (3 X 50mL) ZHL, J-44 & I WL B 2 T 7K Na, S0, T4, i I I
TEILZ N IRYA , LA3RAS 28 (5% B4 (980mg) , K P ik B8 (A 5k B ¥ i T-E tOAc (5mL) H FF ¥
ik 5 IHCL /B, 0 o R BT A3 & 0 8, AT ERAF K 10 8] 44 o 43X 4> 7 W) - DCM (50mL) H
H 5N NaOHIE K (40mL) Pedd - A HLZ £ T /KNa, SO, T4, e B 75 23 k4, LASRTS 3K
5k B, K i 3 (5% B WV A TEL0AC (5mL) F 3R i & AUHCL/E ,0 o K¢ B 13 BT
e, MRS K B E AR - (T- 2 FE-9-F%:-6,7,8,9,10,11- /N5 -5H-5,9:7,11- 4
WK IR (9] )@ -2-58) & - 1-BE AR R 3 (T58mg, 73% 77 %)

[0365]  =f5i|51:1- (2- Z Pk Hk-9- 1 3:-5,6,8,9,10,11-/NE-7TH-5,9:7,11- MWW FF ALK
H IR -7-35) -3- (1- ZBEIEIRIE -4-55) R .

[0366]  [a)1- (7-%JE-9-F1H-6,7,8,9,10,11-/N&-5H-5,9:7, 11- Ml HIEZE I [9] 4
J5-2-38) £,-1-Fi Eh R 25 (300mg, 0. 98mmo1) F-DCM (5mL) H A ¥ Vi A v A El/‘J7J<‘T€ENaHC03‘i§?f’€
(3.52mL) ¥ =< (145mg, 0. 49mmol) o 44 PHAHTR & W1E 2 iR T #FE3040 8, 7 HAR 5 4%
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PIAR ST 85, FER A HLZ FH #iK (Bml) Rk, £ T67KNa, S0, T4, i e FF £ L2 F 28 K, DLIRAS
1-2mL ) 7 SRR R T DOMH B WL o 1) IR ANV TR I L - (4- 28 FEWRIE - 1-55) £ - 1-d (167mg ,
1. 17mmol) o ¥ K NIVR -G WAE =i T HE I, IF B E AR L T 20K, DLIRIS 3 iR
(483mg) o 8 TEVA (S10,, DOM/ FEEIR & 4) $A5 1 - (2- £ B2 -9-H12-5,6,8,9,10,11-7%
E-TH-5,9:7,11- MM RS R (91 fe 0 - 7- 55) -3- (1- ZIRFENRAE -4- J2) IR (324mg , 76 %
FEER) o

[0367]  mp 144-145°C.IR (NaCl1#%) :3363.3005.2918.2861.2239.1679.1619.1552.1453 .
1426.1361.1320.1272.1229,1203.1137.1106.1057.973.950.917.830.731.645cm ' o X} T
CyHyoN,0, © 0. 15C.H,, * 0.6C,H0, 2 HTit-5AE :C 70.96,H 8.43,N 8.70,5LJl{:C 70.83,H
8.60,N 8.88.

[0368]  =45i52:1- (1- ZFRFENRIE-4-3E) -3- (9-H FE-2-F43E-5,6,8,9,10,11-/NE-TH-
5,9:7,11- Z Ml IR IF (9] 845 - 7-2%) Ik .

[0369]  u]9-FHE-2-i3£-5,6,8,9,10,11-/NE-TH-5,9:7,11- MW H FEA I (9] 56 4 -
7- i Eh R & (600mg , 1. 94mmo1) F-DCM (10mL) H VA WA I YA ¥ 7K AHENaHCO, ¥4 (10mL) Al
=R (213mg,0.718mmol) K P AR A M 7E =i F A FE3008h, 3 B AR 5K WiAH 7 85, I
e HLUZ I 357K (5mL) el » 4 TE/KNa, S0, T-1 , i JEFHE B2 B 28K, LASRAS 1 - 2mL A S48
PRI T DCM A B W o () IR NI VRS I L - (4- 2 BEWRIE - 1-45) £ - 1-1 (331mg, 2. 33mmol) o f
SNV E VAR 2 TR 4, I FLKE VA FRIE U8 T 280K, DASRASAR €[] 44 (840mg) o FF: 4
W% (510, DOM/ FHEEVR -G 4) R 13 2R B e AR 1) 1 - (1- LR IRIE -4 - JE) -3- (9- K& -2-
fi43E-5,6,8,9,10,11- N -TH-5,9:7,11- W B BE 28 IE (9 4645 - 7- 25) ik (640mg, 75 %
FEER) o

[0370] mp 155-156°C.IR(NaCl%%) :3360.2918.2237.1619.1552.1522.1454.1345.1322.
1266.1230.1164.1137.1081.974,949.911.865.838.798.761.731.644cm ' %t FC,,H,N,0,,
M5B :C 65.43,H 7.32,N 12.72.5LM{H:C 65.22,H 7.45,N 12.56.,

[0371]  S2553:1- (1- Lk FEWRIE-4- %) -3- (- & JE-9-H1-5,6,8,9,10,11-75E - 7H-
5,9:7,11- Ml IR IF (9] 845 - 7-2%) Ik .

[0372]  [i)1- (1- PR HENRIE -4-3E) -3- (9- 1 3k -2- A4 2E-5,6,8,9,10,11- /N4 -7H-5,9:7,
1= 0 R 2R [9] R4 - 7-58) IR (260mg , 0. 59mmo1) F-EOH (17m1) A [KI¥& AR NP O,
(20mg) o FFIR A A Z AR SE N EMEK K TS B iz o S R e e s N AR
PASRAF IR R C 8 44 (223mg) , K IR PR AR € [ 44 V5 i T-DCM (10mL) 1 o [ iX AN AR INE L0,
FUTTE A EfE Ak (140mg) oA %7k (S10,, DOM/ HBEVR & 4) 3k 15 A €4 [ 4k (82mg, 34 % 7~
#) o

[0373] mp 150-151°C IR (NaCl%¥) :3344.3006.2905.2853.1614.1556.1505.1454.1360.
1344.1320.1303.1266.1229.1194.1162.1136.1060.974.868.820.734cm ' . HRMS-EST+m/z
[M+H] " [C, Hy N, O, +H] T S4B - 411. 2755, 2B : 411. 2756

[0374]  s2f554:4- (2- ((9-F%:-5,6,8,9,10,11- /N -7TH-5,9:7,11- MV FFIEEZEIH[9]
BIG-T-30) JI) -2- LK) IRIE - 1- FIRRAUT .

[0375]  [A]9-F13£-5,6,8,9,10,11-/N&E.-TH-5,9:7,11- M0 3L 2K IF (9] #0045 - 7- 3k
1% £ (500mg, 1.89mmol) FEtOAc (5mL) HP BB VFIRIAN N2 - (1- BUT 43 H13E) RiE -4-3%) &
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W% (461mg, 1.89mmol) \HOBt (384mg,2.84mmol) \EDC * HC1 (440mg,2.84mmol) MEt,N(767mg,
7.58mmol) o HHIR A WAL =R T HiFE24/ A o F 7K (10mL) FIDCM (20mL) ¥ 0 21 B 738 1 W, It
K PIAH 3 15 o KA HLAH F LR /K MENaHCO, P8V (1 X 10mL)  #57K (1 X 10mL) \2N HC1¥E W (1
X 10mL) 12N NaOH (1 X 10mL) i , JF4 T 7KNa, SO, T4t , I IF 78 B2 ke, LR 3
[ 44 (515mg, 60 % 2 %) .

[0376]  'H-NMR (400MHz,CDC1,) 8:0.92(s,3H) ,1.11 (dq,J=4.4Hz,]  =11.6Hz,2H) ,1.4
(s,9H) ,1.54(d,J=13.6Hz,2H) ,1.63-1.68 (E{5"5,4H) ,1.84 (s,2H) ,1.91 (m,1H) ,1.97
(s,2H),2.0(d,J=12.8Hz,2H) ,2.14-2.18 (Ef55,2H) ,2.69(t,J=13.2Hz,2H) ,3.06(t,]J
=6Hz,2H) ,4.06 (%555 ,2H) ,5.14(s,1H) ,7.02-7.08 ({25 ,4H) .

[0377]  sEf55:N- (9-F3£-5,6,8,9,10,11-NE-7TH-5,9:7,11- W FIEIKIF[9]1%
Wi -7-55) -2- (URWE-4-3) LEEIZ

[0378]  [A)4- (2- ((9-H13£-5,6,8,9,10,11-/NA-TH-5,9:7,11- Z#F W0 A 3F (9] #60% -
7-38) I -2- A LFE) WRNE - 1- R AUT G (250mg, 0. 55mmo1) F-DCM (4mL) A F WA I &5
AM HCIHIL,4- ZB&KE (0. 5ml) K R BV AL IR FHFE3 R ARG B IEAITE B2 N 7%
K5 FKe T B AT DCM (10mL) H , - FHBN NaOHVA VR e3¢ » 48 TE7KNa, SO, T4, i I8 75 5
R UAE , LIRS B [ 44 (189mg, 97 %6 7238 o

[0379]  'H-NMR (400MHz,CDC1,) §:0.91 (s, 3H) ,1.12(dq,J=4Hz,]" =12.0Hz,2H) ,1.53(d,
J=13.2Hz,2H) ,1.62-1.71 ({55 ,4H) ,1.84(s,2H) ,1.88(m,1H) ,1.95-2.01 (B 5,
4H) ,2.14-2.19(E155,2H) ,2.6(dt,J=2.8Hz,]  =12.0Hz,2H) ,3.00-3.07 (E{5 5 ,4H) ,
5.15(s,1H) ,7.02-7.09(E{55 ,41) .

[0380]  Sf§i]56:2- [1- (S P B ATt %) WRWE -4 - HE ] -N- (9-H12-5,6,8,9,10,11-/NE-TH-
5,9:7,11- My ORI (900 - 7- ) LMl

[0381]  [HIN- (9-FIJE-5,6,8,9,10,11-7N%(-TH-5,9:7, 11- 4 iF AR 28 9 (9] 46 4% - 7-
B) -2- (WRWE -4-2k) 2% (185mg, 0.52mmol) F-DCM (5mL) H1 (¥ 4 INEt,N (63mg ,
0.63mmol) « KR A0 ENE0°C , I HZ TR I P -2 - i 5 (74mg, 0. 52mmol) o 2R )5, ke
SNR A WIE IR N AR B, HE R AR N2N HCLYA TR (3mL) ¥ K o K5 P A 20 5 , K5 7K A
FHEtOAC (2X 20mL) FEHL o K¢ & I HLAE FISN NaOHZ R B i » 28 /KNa, SO, T-J4 , iof I I 16 3
2N URYE , LLIR A B € [ s A B RSV (S10,, Wbt/ LR LR IR A1) 343 A Al 4 (145mg
60% 77 %) ol I NFRELOAC (76mg) 45 A3 43 AT A i o

[0382] mp 172 -173°C.IR (NaCl#%) :3365.3319.3058.3017.2916.2852.1648.1536.
1493.1451.1361.1322.1308.1264.1167.1137.1044.1011.993.944.904.880.800.758.
731.701.665¢m ot FC, My N,0,S * 0. 25 FFEE, 43 Hi i+ 544 :C 67.56,H 8.42,N 6.00. 50l
f:C 67.75,H 8.62,N 5.74.,

[0383]  sEf5]57:2- (1- Z Wk LR IE -4-FE) -N- (9-F13£-5,6,8,9,10,11-/N%-7H-5,9:7,
11 - MW ORI (9] 50 - 7- 58) %

[0384] FE@AAM FMIN- (9-H3£-5,6,8,9,10,11-755-7TH-5,9:7,11- MW F 2K 5
(9140 -7-35) -2- (URWE -4-2%) LM% (200mg, 0. 57mmo1) T J57KDCM (5mL) HH ¥ ¥R N TG
JKEt,N (69mg,0.68mmol) KRGV H EI0°C , I HIZR N LBt (45mg,0.57mmol) o 44
J& > ¥ R BV A YITE Z RN PP A, HE I I 2N HCLIA W (3mL) K K P AR 73 5, 375
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7K JZHEt0Ac (2 X 20mL) ZEHL o 454 A HUAH 2N NaOHIE MR BE 5 , 22 67K Na, S0, ) , i JE I
TER A FIRAE A ity (S10,, Ot/ LR BRI E) 3R15 i 4 (134mg, 48 % 7 38)
[0385] mp 85-86°C.IR (NaCl##) :3314.3060.3016.2915.2859.2239.1630.1544.1492,
1450.1361.1303.1273,1196.1164.1137.1096.1048cm ' %t FC,.H,,N,0, * 0. 15DCM, 73 #r it
HAE:C 74.17,H 8.49,N 6.88.5L{H:C 74.31,H 8.73,N 6.72.

[0386]  sLf558:1- (9-FF3£-6,7,8,9,10,11-/NE-5H-5,9:7,11- il FIEIKIF (914
W-7-35) -3- (2,3, 4- =H ) k.

[0387]  [f)5-H3E-1,5,6,7-DU&-1,5:3,7- —MF T FREEE I [e] AR T VU4 -3 (2H) - i
(273mg, 1. 2mmo1) T-JC7KDCM (10mL) H AR N2, 3, 4- = F R & H R s (147mg,
1.0mmol) A= Z.J1% (0.55mg,4mmol) o i [ NV & WTE E i P AR G IR E 2 N 5%
Va5 PR AT A 5925 (S10,, Ot/ LR SRR G ) HAE B 25 T IR IE 4 1 2 7y 3R 15
2 AEEARIIR (38mg, 13% 775K) .

[0388] mp 206-207°C.IR(ATR) :3331.2903.2839.1654.1556.1510.1473.1361.1344,
1290,1237.1174,1101,1038.1019,1004.800.756690669.625cm ' o %t F-C,,H,,F,N,0, 53 H7
THHEAE:C 68.99,H 5.79,N 7.00,3EM{E:C 68.94,H 5.92,N 6.71.

[0389]  52f559:1- (5-H13E-1,5,6,7-VU&-1,5:3,7- "MW LI [e] B4 FF F DU -3
(2H) -3) -3- (2,3, 4- =& A ) IR,

[0390]  [f)5-H3E-1,5,6,7-DU&-1,5:3,7- —MF T FREEE I [e] AR T VU4 -3 (2H) - i
(275mg, 1. 2mmo1) T-JC7KDCM (10mL) H AR N2, 3, 4- = F R 25 HR s (147mg,
1.0mmol) A= Z.J1% (0.55mg,4mmol) o ¥f [ NV & WTE E il PP AR G IR B N 5%
V7 o IR1S 2 1 C [ R 1 HA R I IR (205mg 54 % 72 3%) o

[0391] mp 257-259°C. IR (ATR) :3295.3241.3118.2916.2173.1693.1620.1564.1510.
1493.1468.1462.1356.1345.1320.1302.1286.1273.1254.1229,1210,1181.1167.1111.
1091.1074.1049.1035.1008.999.958.906.820.812.763.646cm ' o X} F-C,,H, F,N,0, *
0.1H,0, 43 #r i+ 518 :C 65.37,H 5.29,N 6.93. SMI{H:C 65.18,H 5.31,N 6.73.HRMS-ESI
+m/z [M+H] " [C,,Hy FN, 0, +H] [ 11548 : 403. 1633, 52 : 403. 1631

[0392] 52451160 :2- (1-FENRIE -4-3E) -N- (9-F%-5,6,8,9,10,11- /& -7TH-5,9:7,11-
TR R IR (9] #0 0 - T-0E) LR

[0393]  [A]9-H13£-5,6,8,9,10,11-N&E.-TH-5,9:7,11- M0 LK IE (9] #0045 - 7- 3k
12 & (250mg,0.95mmol) T EtOAc (5mL) H [ BVF AN N2 - (1-FIEIRNE -4-38) LR LR £
(255mg, 0.95mmo1) \HOBt (192mg,1.42mmol) \EDC * HC1 (220mg, 1 .42mmol) ANEt,N (480mg ,
4.7T4mmol) o K iR G WAE Z IR N HiFE24/N ] o 447K (10mL) AIDCM (10mL) 75 0 21 Fr 15 2373 , I
W P AR 23 B9 o K A6 UAR FH PR (1 7K MENaHCO, 3 ¥ (1 X 10mL)  #h7K (1 X 10mL) $eik , & oK
Na, SO, 1 , i JE I 72 L2 NIk 4a , LLSRAS BT (A 1R (479mg) o 1 (%32 (Si0,, DOM/ HBEVR &
W) 345 B fE 4 (280mg, 67 % 773 o 18 iE MIAELOACFIEL,0 (124mg) H 45 i IR 13 73 A A i o
[0394] mp 145-146°C.IR(NaCl#%) :3302.3060.3024.2917.2841.2798.2755.1641.1544
1493.1452.1361.1342.1309.1279.1211.1184.1143.1077.1008.974.943.916.794.756.
737.697cm ' HRMS-EST+m/z [M+H] " [C, H, N,0+H] {1+ 548 : 443 . 3057 , SLIA : 443 . 3061,

3077382

[0395] 2255461« (1- A PRAENRIGE -4 - ) Sk HYIRRN T i
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[0396]  [A) MR IE -4 - FE 50 R AL T Fig (500mg, 2. 49mmol) T & /K THF (5mL) H F) 1A VR 7 Iin
Et,N (252mg,2.49mmol) o ¥R &4 FHUKIB A 21 F0°C , I HLAR 5 320 78 1 7 1t 4 (230mg
2.49mmol) K5 S MR A WILE iR N FE2 /NI B BT BE , S IR AR Kk, LARTE R
B EEL [ A (1) 2 R R T (661mg , TE =) .

[0397] S 5H62:1- (4- ZIEIRNE -1-38) 5 -1-fi

[0398] ) (1- PAMEFENRAE -4 - 55) 2L R BUT 16 (660g,2. 57mmo1) F-DCM (3mL) HH ¥4 ¥
A AM HCL1,4- 5%t (2mL) B R A 7R iR T HEFEt &7, 3 B I A7 B 25 28
K ARJG IR AR ETDOM (5mL) H , JEFBN. NaOHYA TR (5mL) Ei4k - H HLZ 4 Fo7KkNa, S0,
T L PE I B A TR, USRS B Al i1 - (4- & E0RAE - 1-25) T -1- 1 (335mg, 83 %
FEER) o

[0399]  sEf63:1- (9-FF3£-5,6,8,9,10,11-NE-7TH-5,9:7,11- il FIEIKIF[9]1%
i -7-28) -3- (- AMEAEIRIE -4 - 28) Ik

[0400]  [5]9-H13£-5,6,8,9,10,11-/N&-TH-5,9:7,11- —HF 7 F LI (9] #6007 - 7- e b
M &k (464mg, 1.76mmol) F-DCM (10mL) HH ¥ AN NP AT (1 /K PENaHCO, 7K (10mL) AT =5"%
(193mg,0.65mmol) o PAHTR & 7E I N HiFE30 0%, H BAR SR PR &, B A HLE
FER7K (5ml) ¥k , & H67KNa, SO, -, i BEFFAE HL 2 N 28K, LASRAS 1 - 2mL 1) S SRR i -T-DCM
HH T TR AN TR N L - (4 - Z2EIRAE - 1-2%) T -1 - (350mg, 2. 11mmol) o 44 R MR A
MITE I IR, I BB FIE B2 N 2K, DR B i (T41mg) oA 6 i 2
(Si0,,DCM/ H VR &) 319 2 A [ AR ) 1- (9- H1 %:-5,6,8,9,10,11- 734 -7TH-5,9:7,
11- ZMF I F R FF (91580 - 7-55) -3- (1- T BRFRIRIE -4 - 2) ik (597mg, 83 % ;=) . @it M
FRELOACHIDCM (300mg) H 45 it KA 73 B B it

[0401]  mp 207-208°C.IR(NaCl#%) :3357.2917.2858.1644.1620.1555.1493.1449.1360.
1344.1318.1263.1221,1131.1067.1023.971.948.758cm ' o % F-C,.H,.N,0, * 0. 15Et0Ac , 43
Mrit&AE:C 72.73,H 8.63,N 9.94,5LM{H :C 72.65,H 8.49,N 9.82,

[0402]  sEf564:1- (1- (4- L FEIRIL) DRIE -4-5) -3- (9-H12£-5,6,8,9,10,11-/NE-TH-
5,9:7,11- Z Ml IR IF (9] 845 - 7-2%) Ik .

[0403]  [H]9-H13E-5,6,8,9,10,11-/NE-TH-5,9:7,11- W R IF (9] #6007 - 7- e 3h
R (241mg,0.95mmol) F-DCM (5mL) F {5 AN I PRL AN ) 7K PENaHCO, ¥ (5mL) A =56"%
(104mg,0.35mmol) ¥ PAHTR & 7E I N A FE30 0%, H BAR SR P &, B A HLE
FER7K (5ml) ¥k , & H67KNa, SO, F-H , i EFFAE JL 2 N 28K, LASRAS 1 - 2mL i) S SRR i -T-DCM
H I o DX ANV TR N L - (4 (4-ZEURIE - 1-98) 2K 3E) 2 -1 -1 (250mg , 1. 15mmo] , $% 1
WO 2007016496+ BT 18 FIAZ T 1l &) o 1 S BVR A WAE =l N P FE 1, I H AR 1
BN DRIP4 (475mg) o FE Bk (S10,, bt/ LR CERIRE) 3R 15 BRIk 6
A1 - (1- (4- S IEIRIE) WRIE -4-35) -3- (9-H1%:-5,6,8,9,10,11- /3% -7H-5,9:7,11- —
MEAE L I (9] 4845 - 7-55) IR (120mg, 27 % 7= ) &

[0404] mp 211-212°C.IR(NaC1#%) :3357.2919.2844.1666.1633.1596.1552.1518.1493
1452.1427.1389.1359.1306.1281.1224.1193.1128.1068.956.915.825.758cm ' -HRMS-ESI
+m/z [MH] " [Cy Hy N, O, +H] I TT B4 : 472, 2959 , SEME : 472, 2962,

[0405]  sEf565:1- (9-FF3£-5,6,8,9,10,11-NE-7TH-5,9:7,11- il FIEIKIF (9145
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Wi -7-58) -3- (1- (WUSL-2H-PHOR - 4- L) WRIE -4-3) IR .

[0406]  [H]9-H13£-5,6,8,9,10, 11-/NE-TH-5,9:7, 11- M0 2RI (9] 545 -7 f 2k
M2 £ (258mg,0.98mmol) F-DCM (4mL) F {1 ¥ AN N PRLAN ) K PENaHCO, 7 (4mL) A1 =56"%
(107mg , 0. 36mmol) oK PRI S WIFE S T HEFE3070 Bl - HLOR IR R A 70 &, FER A A=
FER/K (2mL) Peid » G Ao 7KNa, SO, T, I JEFFAE 1A N 28, BAIRAG L - 2L ) 57 SR i T-DCM
HH PRV T o 150 3 S T VRS N (4 - B R IR E - 1- %) (DU &0- 2H- ML - 4 - 2%) R (216mg
1.10mmol) o*Rf Js MR A WIAE SR T P IE R, I FURHE FRIE A N 280K, ARG 31 (3 i
Yy (534mg) o FE LI (S10,, DOM/ F R 590 SR8 2 H B E A 11- (9-H %:-5,6,8,9,10,
LL-JNE-TH-5,9:7, 11- “HF R SR IF (9] R0 - 7-25) -3- (1- (DS - 2H- L - 4- FR AL IR
Mg -4- %) Ik (207mg ,45% 7= 3%) .

[0407]  mp 224-225°C . IR (NaCl14) :3356.3064.2945.2919.2850.1639.1613.1552.1493
1446.1360.1344.1320.,1278.1261.1238.1211,1126.1089,1068.1018.983.941.874.818.
758.733cm ' HRMS-EST+m/z [M+H] " [C,H,oN,0,+H] FITH 548 : 466 . 3064, SLl{E : 466 3065,
[0408] 545166 1- (1- (2~ F5L K FH ) WR e -4~ 56) -3- (9- A2 -5,6,8,9,10,11- 4 -TH-
5,9:7, 11- M HHEZE I [9] 4805 - 7-5) R .

[0409]  [4]9-FJE-5,6,8,9,10,11-/N&-TH-5,9:7,11- #fF W FHBE I (91 4845 - 7- ek
MR (247mg,0.93mmol) F-DCM (4mL) F {1 ¥ AN I PRLAN ) K PENaHCO, ¥ (4mL) A =565
(103mg ,0.36mmol) oKt PUAHIE S WIFE S T HEFE3070 Bl H HLORJER A 70 |, FR A A=
FHER/K (3mL) Peidk » G Ao 7KNa, SO, T, I JEFFAE 1A N 28, BALERAG L - 2L ) 57 SR i T-DCM
HH B o T ANV VRN N (4- IR IE - 1-2) (2- 908 3E) FRR (250mg , 1. 12mmol) o S
TRE WAL SR T HEFEIE R, I FURHA IR 5028 280K, DASRAS 0 [ 44 (486mg) o FE il ik
(Si0,, DCM/ F RV A 420) KA 52 11 B T A P 1 - (1- (2- 80 R I ) WIR I - 4 - %) -3~ (9- F k-
5,6,8,9,10,11-7N&-TH-5,9:7, 11- M ilF R IR [9] 504 - 7- %) Ik (285mg, 45 % 7 %) .
[0410]1  mp 265-266C . IR (NaC14) :3368.2920.2854.1614.,1549.1492,1452.,1364.1318,
1282.1222.1122.1089.1029.974.948.817.755¢cm '« HRMS-EST+m/z [M+H] " [C,,H, ,FN,0,+H]"
[T AR - 476. 2708, SEIME : 476. 2711

[0411] 52467 :1- ((IR,3s,5S) -8-"FIk-8-F AR MIA[3.2. 1] -3-4) -3- (9-H1J-5,6,
8,9,10,11-7N%-TH-5,9:7, 11- “ iV FH R TE [9] 4045 - 7-F) R .

[0412]  [H9-H13£-5,6,8,9,10, 11-/NE-TH-5,9:7, 11- M0 2RI (9] 545 -7 f 2k
MR £ (253mg,0.96mmol) F-DCM (4mL) F {1 ¥ AN I PRLAN ) K PENaHCO, 7 (4mL) A1 =56%
(105mg 0. 35mmol) oK PUAHIE S WIFE S T HEFE3070 Bl H HLOR IR R A 70 &, FR A A=
FHER/K (3mL) Peidk » & Ao 7KNa, SO, T, I JEFFAE 1A N 28, BAERAG L - 2L ) 57 SR i T DCM
oAV Lo 1) 3K SRS I (IR, 35, 5S) -8- "R AL -8-F A XA [3.2. 1] 4 -3- % (250mg
1. 15mmol) oK S SR & WU S0 1~ P 80, F BRI RIAE 12 R 280K, LRGSRt i
(498mg) o 11t 1% (S10,, DOM/ FH VR 540 3R15 2 H B B 1A 91 - ((IR, 3s,55) -8- "R 4-8-
BB [3.2.1]3F-3-58) -3- (9-H12£-5,6,8,9,10,11- N -7TH-5,9:7, 11- 7 H R
I L9150 -7-25) IR (293mg ,65% 77 o Il I WIIE S HIELOAC 1 B, 0 (187mg) HH 45 S 3R A5-7>
Bt o

[0413]  mp 100-101°C.IR(NaCl4) :3319.3022.2944.2919.2843.1632,1557.1493.1452,
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1344,1321.1304.1279.1263.1235.1164.1122.1056.1027.756.729.696cm ' HRMS-ESI+m/z
[M+H] " [C, HyN,O+H] "FRI 5541 : 470, 3166 , LM - 470. 3168

[0414]  SEf168:1- (1- PR FENRIE -4-55) -3- (2-9-9-F1%£-5,6,8,9,10,11-)N&E-TH-5,
9:7,11- =Ml LR IF (9] 84 - 7-2%) k.

[0415]  [A)2-%-9-H13£-5,6,8,9,10,11-/NE-TH-5,9:7,11- ZAF 0 I (9] #0055 -7-
fE ER R #: (150mg, 0. 53mmo1) F-DCM (3mL) HH FRIVA VRS I P A 4 7K PENaHCO, 79 (3mL) A1 =5t
< (59mg, 0. 20mmol) o P AHVR A WLE = NI FE30 708, HF HAR FE Wi 70, R4 A L
JZH 57K (3mL) Be ik , £ T 7KNa, SO, T4, i JE I AE L8 R 28K, DAIRAF 1 - 2mL ) e SRR B T
DCM A ARV VR o R 3 AN VRS N L - (4- ZEWRIE - 1-2%) £ -1-F (91mg, 0. 64mmol) oK S TR
PR ER TR, H B FIE B2 R 280Kk, DLIRTS IR 38 (il (165mg) o 4 itk 2
(Si0,,DCM/ FEEIRA9) 3743 2 A B BRI 1- (1- ZBESEmRE -4-56) -3- (2-98-9- F 2k -5,
6,8,9,10,11-7N&-7H-5,9:7,11- ZHrIE FHEE IR (9] #8)d - 7-28) IR (103mg,49% 7= %)
[0416]  mp 269-270°C . IR (NaC1#%) :3357.2919.2856.1644.1620.1555.1499.1453.1361 .
1342,1320,1228,1153.1138,1064.967.863.818cm ' HRMS-ESI+m/z [M+H] "[C,,H,,FN,0,+H]
(Rt AR :414. 2551, SZilifE - 414 . 2553,

[0417]  SEH169:1- (1- ZBEFEIRIE-4-28) -3- (2-H AR -9-H%E-5,6,8,9,10,11- 735 -
TH-5,9:7,11- ZHr W OR I (9] 800 - 7- 58) Ik

[0418]  [h]2-HHAR JE-9-H%-5,6,8,9,10,11-N&E-TH-5,9:7,11- MW R R IR (9] 4%
W5 -7-Fe 3R B2 2k (150mg, 0. 51mmol) T-DCM (3mL) H {1 ¥ V07 I AL 1 (4 7K 4:NaHCO, 759 (3mL)
A= (56mg,0.19mmol) o PiAHTR & WTE =i FHFE300%80, 3 HAR IS PiAE 7 55, I
B HLZ I 357K (3mL) ek » 2 TEKNa, SO, T4, i S FFE L2 T 28K, LASRAS 1 - 2mL A S48
PR I T DCM A [ o [A) X NI AN I L - (4- 2 BEIRIE - 1-38) - 1-1d (87mg, 0. 61mmol) o ¥
SNV A VIR 2 T R 4, I FURE VA FIE U8 T 280K, DASRAAR (il (256mg) o A (i
72 (S10,, DM/ HEEVR A1) 3R 19 2 E AL MR I 1 - (1- LBEHEIRIE -4-25) -3- (2- AL -9-H
$-5,6,8,9,10,11- 75 -TH-5,9:7,11- — M H L8 3R (9] #6045 - 7-25) IR (121mg, 56 % ™~
) .

[0419]  mp 116-117°C.IR(NaC1%%) :3359.2905.2861.1644.1619.1551.1501.1452.1360.
1343,1319.1267.,1227,1153,1136,1042.973.807.736cm '« HRMS-EST+m/z [M+H] " [C,.H,.N,0,
+H] BT AR 1426 . 2571, SR - 4426 . 2760

[0420]  s25]70:1- (1- ZFEFENRIE -4-38) -3- (1-9-9-H1 %£-5,6,8,9,10,11-/NE-TH-5,
9:7,11- Ml LR IF (9] o4 - 7-2%) k.

[0421]  |A)1-%-9-H13£-5,6,8,9,10,11-/NE-TH-5,9:7,11- ZAF 0 I (9] #0055 -7-
fEER R #: (150mg, 0. 53mmo1) F-DCM (3mL) HH FRIVA VRS I P A 4 7K PENaHCO, 79 (3ml) A=)t
< (58mg,0.20mmol) o AR A WLE = NI FE30 08, HF HAR FEX P 70, R4 A L
JZH 57K (3mL) Be ik , £ T 7KNa, SO, T4, i JE I AE L8 R 28K, USRS 1 - 2mL ) e SRR I T
DCM A ARV VR o R 3 AN VRS N L - (4- Z R WRIE - 1-28) £ -1- (91mg, 0. 64mmol) oK S TR
AU ER TIPSR, I BB SR B2 N 2K, DR 3 (il (320mg) o A (8 i 2
(Si0,,DCM/ HEEIRA9) 3743 2 A B BRI 1- (1- ZBESEmRE -4-56) -3- (1-98-9- F 2k -5,
6,8,9,10,11-7N&-7H-5,9:7,11- —HrIL FHEE IR [9] #8)d - 7-28) IR (160mg, 73 % 7= %)

+
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[0422] mp 122-123°C.IR(NaCl##) :3351.2944.2918.2861.1642.1618.1555.1462.1362.
1321.1238.1137.1066.976.885.798.749cm '« HRMS-EST+m/z [M+H] " [C, H,,FN,0,+H] " f it 55
B :414.2551, SC{E - 414. 2554,

[0423]  sEf71:1- (1- ZFEFEIRmE-4-35) -3- (2,3- “HHEFE-9-F3£-5,6,8,9,10,11-75
Z-TH-5,9:7,11- =MW R (9] 58445 - 7-38) IR o

[0424]  |A)2,3- “HI4HE-9-F3E-5,6,8,9,10,11-N&-7TH-5,9:7,11- Z#F FF 3L 2K 3F
(9405 -7~ e £h W2 25 (150mg, 0. 46mmo1) F-DCM (3mL) A [¥I ¥ ¥ I A A f) 7K HENaHCO 75 11K
(3mL) A1 =S (51mg,0. 17mmol) 4 PIAHIR & Y7E =i T A FE30 0080, 3 HAR 54 Wi AE 4>
B A HLZ SR K (3mL) Peldk , 46 7KNa, SO, 06, i JE I AE B8 T 28K, ASRTS 1 - 2mL 1)
S E RS T DOMA [ ¥ o 1A IR AN IS RIS N1 - (4- & EIRAE -1-28) 4 -1-B (7T9mg,
0.55mmol) o ¥ J VR A PIFE 2 i N B FE k&, IF BV RIAE 508 N 280K, LASRAS 38 (4 il
(334mg) o #1435 (S10,, DCM/ I EIR-G4) K13 22 B (A AR 1 - (1- S ENRIE -4 - 25) -3-
(2,3- “H&EIE-9-FF-5,6,8,9,10,11-/NE-TH-5,9:7,11- MW HIEEIE[9) 48457~
52 IR (168mg,80% F= %) o

[0425] mp 127-128°C.IR(NaCl#%) :3365.3052.2913.2862.2834.1643.1616.1553.1516.
1452.1360.1343.1320.1293.1252.1232.1168.1137.1092.1019.974.863.801.734cm '.
HRMS-EST-+m/z [M+H] " [C, H, N0, +H] " (¥ 55048 - 456 . 2857, SEWIi - 456 . 2859

[0426]  sEf72:1- (1- ZBEAENRIE-4-28) -3- (5,8,9,10-PY4&(-5,8:7,10- —Hr il FHEEFIF
[81%8J% -7 (6H) -F£) Ak,

[0427]  1715,8,9,10-DU5-5,8:7,10- MW FHFEL 2K I (814844 -7 (6H) - fZ thER & (57mg,
0.24mmo1) FDCM (1mL) H [ ¥ ¥ ¥ in v A /K PENaHCO, 7 ¥ (1mL) A1 =6 (27mg,
0.09mmol) ¥ P AH VR & 75 = I N A HE3020 81, 3 HAR S B P AE 70 55, HB A HLZE H 3K
(1mL) Ptk , 2 To7KNa, SO, T-J , ik JEIFAE FAS N 28K, DR 1 - 2mL (1) S SURR 16 T-DOM A ) 3%
T R AN N - (4-FFEIRIE-1-38) £ -1-F (41mg, 0. 29mmo1) oK S N TR A I 7E = iR
TR, I BRVEAE B T 2K SRS ER (I (93mg) o A 0132 (S10,, DOM/ FH BV
V) PR E B EEERL- (- CELEEIRNE -4-5) -3-(5,8,9,10-44(-5,8:7,10- L H
SR (815 -7 (6H) -28) Ik (47mg,53% F=3) o

[0428] mp 98-99°C.IR (NaCl#%) :3359.3013.2927.2856.2239.1621.1556.1449.1372,
1334.1318.1268.1238.1225.1192.1153.1107.1081.1048.1041.972.920.756.730cm '.
HRMS -EST+m/z [M+H] " [C, H, N0, +H] "frTH 5 {F : 4368 . 2333, S {E = 368. 2331

[0429]  SEf573:1- (FF[dImEmME-2-3%) -3- (9- % J£-5,6,8,9,10,11- /8% -7H-5,9:7,
11 - A W ORI (9] 40 - 7- 55) IR o

[0430]  [H)9- 4 #£-5,6,8,9,10,11-/NE-TH-5,9:7,11- MWV H LK I (9148 45 - 7- i
(250mg, 1.03mmo1) F-DCM (3mL) 1 {4 ¥ VLS I A AT 7K PENaHCO, ¥ W (3mL) A1 =5 "%
(113mg,0.38mmol) ¥ PAHTR & 7E I N R FE30 0%, H BAR SR P &, B A HLE
FER7K (3mL) ek , & J67KNa, SO, -, i BEFFAE HL 2 N 28K, LASRAS 1 - 2mL i) S SRR i -T-DCM
VR

[0431]  ZE204> % IIE) , ZE /SR R AE-T8°C R ) 28 3 [d] MEME - 2- i (141mg, 0. 94mmo])
F-JC/KTHF (8mL) H 1A W IZ T s 0 IE T JE 88 v (2. BMIF %€, 0. 38mL, 0. 94mmo 1) o ¥
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a8 UK IR G P 1EL K E10°C AER AT B IXANE /N O AR I 2174 21 210 °C 1k
H AT — AN D IR 5 SR TS 1V - B S SR S e S8 N P 1 A8 )5 i B i (3mlL) A
PERATA AR RS IE T B4 B I FUAE B2 R 280k, LIRS B (] 4 (531mg) o 4% ik 25
(Si02, Wt/ LR C BRI A YD) /15 2 A AR 1 - CRIF[d]MEmE-2-J5) -3- (9- 424 -5,
6,8,9,10,11-75&-TH-5,9:7,11- —Mr I H I (915845 -7-28) IR (65mg, 15% 7= %) .
[0432]  mp 247-248°C . IR (NaCl#%) :2926.2851.1712.1675.1593.1537.1445.,1358.1268.
1217.1556,1116.1080.1044.1015.910.845cm ' -HRMS-EST+m/z [M+H] "[C,,H,.N,0,S+H] "f it
SHAH :420. 1740, 5ME - 368. 2331

[0433]  sf574:1- (1- Z R FEMRE-4-35) -3- (1,9- —%.-5,6,8,9,10,11-/N%-7TH-5,9:7,
11- A W ORI (9] 400 - 7- 55) IR o

[0434]  [H]1,9- —%-5,6,8,9,10,11- /N -TH-5,9:7,11- MWV HIE K I (914845 - 7- %
IR &L (120mg, 0. 42mmo 1) F-DCM (3mL) FH (¥ AT 1L A1 ) 7K ENaHCO, 3 (3mL) H¥In =<,
(46mg,0.16mmol) o ¥4 P AHVE & 7E =il FHFE30 08, 3 HAR 5 WiAH 2 85, HK A AR
FER7K (3mL) ek » &6 7KNa, SO, -, i EFFAE B2 N 28K, LASRAS 1 - 2mL 1) 5 SRR i -T-DCM
I o X ANV VRN N L - (4- S IRAE - 1-28) Z,-1- (72mg, 0. 51mmo) K IRAMITE =
T R REIE A, H HLAR G R 75 28 5 o A 1925 (S10,,, DOM/ Y BETR A 4) 3R 15 52 9% 38 0 ] 4
fRHR (84mg, 48 % P~ ) o8 M IEL0AC/ Rkt Hh 45 i AR A3 e A BE i

[0435] mp 248-249°C.IR (ATR) :3382.3266.2923.2164.1645.1622.1562.1503.1464
1454.1425.1362.1341.1325.1318.1304.1244.1232.1185.1135.1099.1059.1036.1015.
995.978.952.929.891.868.795.746.717.695.645.625.605.590cm - HRMS-EST+m/z [M+H] "
[C,gH F N0, +H] A TH AR : 418. 2301 5 SEI{E : 418. 2300,

[0436] & SE45|75:1,5,6,7-PU%-1,5:3,7- M FEEH I [e] BT PYM-5-d-3
(2H) - P,

[0437]  [7]5,6,7,8-VU&-7TH-5,9-TAZKFE[TI1 404 -7,11- —HH (3.13g,14.6mmol) T-MeOH
(88mL) HH [ ¥ 33 73 ¥4 INaBD,, (1g, 23 . 9mmol) , F44 B VT AE BRI N Bt HE6 /N o B I s
H,IE BTN LRV . M 3R1S 0 A € AR IINaOH 2N (100mL) , K B W [F1 7 30 7
Bl Z 5, B RO E , I AIH,0 (50mL) BEk , LASRAS B A B [l 4R 19 1,5,6,7- U -1,5:3,
7- ML F 2RI [e )5 20 £ DU M5 -5-d -3 (2H) - % (2.88g,91 % 72 %) .

[0438] mp 200°C.IR (ATR) :3304.2957.2941.2927.2913.1492.1461.1451.1431.1383.
1356.1339.1328.1278.1253,1234,1219.1189.1157.1141.1127.,1082.1047.1017.1002.
958.935.863.844.773.755.718.673cm ' HRMS-EST+m/z [M+H] "[C, H DO, +H] I+ S AH -
218.1286, SLill{E : 218.1297,

[0439]  ZFSuH76: (1,5,6,7-DY5-1,5:3,7- M0 R 2E I [e] AR AFF T Y% - 3 (2H) -
#-5-d) SR

[0440]  #51,5,6,7-DUS-1,5:3,7- MW FH BRI [e] A A L DU S -5-d -3 (2H) - BE
(1.2g,5.52mmol) F /KA W (OmL , ¥ B K ¥ i 64 % , 183 .98mmo1) YK 4EHCT (0. 2mL) HH [
BRI ARG B & W T A A, FF0 B st U W AR B [ AT R T HR I R, RV InHC L/
MeOH, LAZRAF (1,5,6,7-PU5-1,5:3,7- Ml LRI [e ] S8 30 £ DY 4% - 3 (2H) -2 -5-d)
R (1.26g,85% 77 %) ,
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[0441]  mp 232-235°C.IR(ATR) :3303.3226.2911.2845.2650.1589.1525.1490,1451,
1435.1356.1328.1278.1253,1219.1157.1145.1129.1084.1050.1024.1002.958.936.892.
865.830.812,771.750721cm ' ;HRMS-ESI+m/z [M+H] "[C 1, DN,O+H] i+ 518 : 232. 1555,
SEAE : 232. 1554

[0442]  Z 52 |77:1,5,6,7-PUA-1,5:3,7- W EE I (e AT IYJE-5-d-3
(2H) - FEEh R A .

[0443]  #£1,5,6,7-DU&-1,5:3,7- A W FH R IF [e] S 22 3A £ DU 4% -3 (2H) -%&-5-d) 21
MR (1g,3. Tmmol) AIPt02 (100mg) T 2. (100mL) H A VA R AE S I N E latmf JE /1 R #
SMER N TS BRI 8, I FUR AR B ) A F e % o AR FLS T £ BRG], I3RS B (&
[#6] 45 o o AR I35 AT MeOH T, FE8 N B AUHC L /MeOH KR iA 778 &, LLER S 5 A (o [l AR 1) 1,
5,6,7-W9&-1,5:3,7- M W H K [e] A 24 A £ VUM -5-d-3 (2H) - Eh R £ (791mg,
85% 77 5) o JE I M EE /Bt 0 45 S 3RAF 40 BT R A o

[0444]  mp 195°C.IR (ATR) :3304.3010.2940.2913.2847.1510.1490,1451.1435.1379,
1356.1328.1280.1251.1235.1221.1157.1126,1082.1041.1000.957.937.866.844.773.
762.755.720.670cm ' cHRMS-EST+m/z [M+H]"[C, H, DNO+H] A+ 54 : 217 1446, S -
217.1449.

[0445]  s2f578:1- (1- Lk WRIE-4-%5) -3- (1,5,6,7-PU&-1,5:3,7- Ml LK IF
[e] S Z<3A L VU5 -3 (2H) -3£-5-d) k.

[0446]  {H1,5,6,7-DYE-1,5:3,7- ZHr W H LK [e ] A 30 £ DU -5-d-3 (2H) -ZEh IR
RIS 3T IR P 3R - (1- LB SEIRAE -4-45) -3- (1,5,6,7-D4&-1,5:3,7- Z#FilE
H IR I [e] S AP0 T VUM -3 (2H) -24-5-d) k.

[0447]  SEH79 . SEHSM S ME A SN 2

[0448]  LLF 7Sl g Al T30 2 sEHSD I M (IC,) » Fo b A AL A%t B Ak &4 (TPPU)
AR

[0449] W2~ (3-FIEILEA L e -2-28) LFRFIE (6- FHA L ZE-2-25) H g (PHOME ; 3k H
£ 51k A7 (Cayman Chemical) , 5510009134 ;CAS 1028430-42-3) ; Z JLN. M. Wol f4%
N B4k (Anal .Biochem.) )2006, 45355%: , 4571 -8077

[0450]  TPPU:N-[1- (1-%( L) -4-WRMEFE] -N" - [4- (=50 EIE) IR,

[0451] VAW :

[0452] -5 22 - 570 . Img/mL I 2R 9% H & E (BSA) [¥Bis/Tris HC1 25mM pH 7.0,
[0453] - 200uMfXJPHOMEFKIDMSO.

(04541 - FH I 5E 22 1 b 6 1 8 2H N sEH (hsEH) ¥ (R 846 A ], $5510011669) .
[0455] - DI 4 (194 B s g - DMSOHF Fp il 741 o

[0456]  T7 %2 : fE R A96FLIR (3 S 28 — A4k A w] (Greiner Bio-One) , 5%5655900) H,
FHOORL [ 2 22 i 3 78 15 5 FL » 7 P 85RL [193  8% vh ¥ HE 7 B A ok B R0 i 5510 £L o 44 5uL
[RIDMSOHS 0 211 15 52 LN BH P4 %k HE AL, B AR S 4 BuL IR 40 1) 77 V8 Vs IAE #5510 L P o K Bm
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