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IR 5 (“Co-10BRINIE”) o 75 91 T 1) Ca-6 ik PP S A FEAH AR T- IR AL (Co) JERTAMA 2 (Co) VER T
B (Co) IR M dE (Co) VIR (Co) ER M (Co) (BRI (Co) VIR M (Co) JER TS 0 A
(Ce) &5 o 7~ 151 12 C- sl I J A0 FHAEAS PR T AT IR Ca- sl IR 3 DA S 38 B3t (Co) IR AE (Co) IR
AL (Co) IR =G AL (Co) IR 3L (Co) SRR M (Co) 3R [2.2. 1] PEkEHE (Co) « 2 3F
[2.2.2]F e dk (Cs) 55 o A1) 11 Ca- 10 PR B AT 45 AHAS PR TR 38 Cs - il PR 3L DA S8 35 (Co) L FR
a5 (Co) VFRZREE (Cro) \IAZR AL (Cro)  J\E-1TH- B2 (Co) 15252, (Cro) JIE[4.5] 222,
(Cro) 5 o QIR I 1) S 48] P 18] B, AE BAR S 7 S8, B e B0 L SR IR (“BRBRBR PR ™) B
ZINW (a0, S A A B MR BB IR R0 TR R IR B R K
L)) IF H AR A B 5 — DB M-I B & 8 TP AR b i b
FrsE L RE —ADEEA 5 B BUR S G, Hopa i fi ARk sk M L 30 |, 9F HAE %
TG OUT B EUTIHE B 2 R R FE 2 BB 5 A 53 A Ul B, B A 00 T B SR IR Tt A R
BRI CORBURHIBRINEL”) Big — D ELE A BRI CHUREI RN ES”) o 78 B AR SL i
TTEH, BTl I 2 R BRI Co- 14l PR L o 75 BAR SL i 77 270, Frids e B4 22 A EUAR P Ca-14
WRFN

[0105]  7EBEARSZIETT 2, “BRIA AL N E A 328 LARR i S5 I S BRI R R IR AL (“Cs-14
INGEIE”) AEEARSL T R, R 3 B G 3R 10388k [+ (“Ca-1031 5837 o 7 HARSL i T
ZE e A 3RO o (“Co- oM fedt”) o AE BARSLE 77 &Hh , e B A 38 8 ¥ ik
JE (“Ca-sPhbe ™) o FEHARSEE 7 rh , e A 3 B TR+ (“Ca 73R ke ™) o fEHAK
SEHE T e, e B A 3R 6 Nk i1 (“Ca-e P hE ") AERARSLIE T B, e R 4%
6K IR (“Ca-eIP e L") AEHARSLIE T 2P, S e B L A5 RO IR 7 (“Co- e3P hE L")
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FEHARSEIE T R, e i A5 R 103 5+ (“Co-10PRBEdE™) o Cs -2 J58 J 1) S 45140, 45 21
I3 (Cs) FHIR L (Cs) o Ca-6 2 2 1 S 491 A0, 58 HIT IA Cs -6 B J52 382 LA S IR TR 2 (Ca) AR T 2
(Ca) o Ca-s P4t FHE (1] S A5 E0, 58 Wi Ik Ca -6 PR e J2 DA JL BF Pk (Co) FNFR 3 5 (Co) B AE S5 A U,
BP0 T (1) FRBE STt A AR B (R AR FRBE L) Bip — AN B 2 A AR R AR
(1) BRI IR GE L) o AE BAR S T7 SR, BT IR A5t 5 D 2R B Cs - 1a PR e i o 7 HL A4 S it
J7 &, BT e 2 A BUAR I Ca-1a R e 2

[0106] A HI A A “H R 5L B “J A 17 A2 18 A SR I 7 L B AN R R F 13- 5
14-JCIAEF IR &R, Hop N R R o7 v ik B 20 SRR (“3- 14T 30 3887) S A — 1
BN BIR P RIA R, B A e vE, PR SRR IR F B RUR o JR PR SE AT FR IR
(1) ("B ER R EREL”) B R (19 01, AR A 1 MR 0 BB R R a0 — 3R R (IR R IR AL) B
SR CEIRERAE”)) I AN A BT A — AR MR B R 2
IR R AE— PN BN P EFE— DB S DR T IR A b SRR
B E =N EZ AN E I R, P B SRR AR IR B IR L, B
FEIE P b RN S — AN B 2 N 55 B R A TR R, Hoh i e R R R
Wb I HAEIXRERIE LR, PR A S B0 B 4k 8 45 1 A2 Bk 23R 38 58 RP R R 980 E
BRAE S UL, BRI O I 22 BRSSO R BRI CREURII R L") B — AN B 2
NIRRT (CHURR 23087 AR BARSEE T R, R IR AR BRI 3- 1470 2 PR 2
PEHARSL 77 P, IR R 3- 14 0 J R A

[0107]  #E HARSKHE 77 R, ZR B BA B J5 A1 -4 IR 2% S5 15 - 10 7T E 75 IR 3
F, Hod AN 8 JE b T M3 AR SRR (Y- 100 28R 3E”) o FE LR SEi g &b, Z 3R 3
NEA IR JE A A - AR 55 -8 0AE A RIS &R, Ho A 4 5Pk ik B % R
At (“6-8TLIRIFIE”) o AE BARSKIE 7 R rh , IR E N HAG B IR 1 -4 B 2R S5 1K 5-6
TCAEFF IRIR F, SLrp AR 20 I M7t gk B 40 AR (“5-6 T 2 IR AEY) o AR BAR S 7 &
W, TR 5-6 70 22 FR 3 LA 1- 34Nk B &0 A BRI IR 24 5 o 78 BARSE Rt 77 =0, fiTid5-67t
TR IR B - 24308 B B BB 2% R o A BAKSE 7 R, BTk 5-6 n 8 B A1
AN B R BRI 2= 5T

[0108] £ 1A~ 24 R —F 1) 370 2 B0 A2 1) 7~ 491 2 [ A FEAHAS PR T 380 2 A TR e 28 SR 2 R TR e
SRR ZR R BE 22 o 5 A 1 R SRR 470 23R 2 1R 7 401 22 A B R RS R T80 2 30 T I 2t
AR T BRI IR T B o A LA R 5T AR SRR A R T DY SR 2, —
SRR AL | Y SRy S | AR Iy B L LR B L A I AL -2, 5- R . A 24 44
JiR 15— T0 Z PR A FRAE AN IR T 5 ZR PR I e o S A I 2% B I e A0 I 4 B 3 e o
B 3 IR R I 7 A9 P50 2 R A, {H AN PR T = ek S | W8 e IR — kb 5 5
A IR JFE T 1670 Z B8 JE (19 73 9] 1 2 A A0 R AELAN R TR g 226 | DY Skl i 2t . — &b e 2 A
T R R L E 2 o 3 2 R SR 1K1 6 70 2% B L (1) 7 91 P 22 ] 0 R ELAS IR T R P P g
TIRZRM ORI O bR A 3 AR R A 16— T 2 PR R L R AN R T =
PRI CUBEEL A I 2R I 70 2R PR 1 7 ) VR R A R A AN PR T U B e e i | A R
P dse FE RIS Z R BB 3k o 5 1A 2% SR F 1 870 24 PR 1 7 491 P 2 P A B AN PR T 0 24
Witk (azocanyl) VAR Li ik (oxecanyl) MR 2436 fi ik (thiocanyl) o 73l PR 3
FIP AR AR T ML | S IR SR IR L R Ry B DY A -
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IRV Y L | DY SR FR IR e 2 | U S0 PO S | DY S bk B | Y A i b R L A R L A
FErER L N\ OmE . AR OmE TR R RS A, 8- R AR I AU
F£[3,2-bI b A P ik I | 10 2R — R I W e s 2 R I I g i L FRu i | EJ B L TH-OR
I lel [1,4] “H A& 1,4,5, 7-PUE LR I [3, 4-b] MEIE JE .5, 6- A —4H-BKIE I (3, 2-
b]MEnS I .6, 7- A -5H-WKIR I [3, 2-b] MM AL .5, 7- & ~4H-MEWy If [2, 3-cI ML £ .2, 3-
A -TH-MEE IR (2, 3-b] ke gL L 2, 3- AR I (2, 3-b] ke KL 4,5 ,6, T- DY S - TH-ME %
FE[2,3-bInkmEdE 4,5,6, 7-VU SR I [3, 2-cJMEmE 2L 4,5,6, T-VU S MEMy 3 [3, 2-b] IiLnE
H.1,2,3,4-IU5-1,6- R A ZE s,

[0109]  AASCRT R, “F5 2" R PR 7075 R R4 KA 6- 1A IR IR A J S 1
BIRTR 2 BN (B0, BURDE =3F) 4n+2 75 1R IR R 40 (B, 7EFRREE B A5 6. 1080144 1 =
nHl ) IR E] (“Co1a75 L) o 7 — 2oLt 7 20, 55 Bk A HoAA 6 B )5+ (“Ce g 227 5 44l
W, L) o AE—BESLit Ty A rF , 75 FE 3 A B A 10N IRBR R (“Crod5 287 5 1 4, Z8 3L 49 1 - 2%
FEM2-ZEIE) o AE—BesLt Jy U, o5 AR A A 1A IR (“Cradg 227 s i, TERS) 05
AR R G, KA a0 b R BTk O IR S — AN B AN IR B R R A A, S
TER A BOE R SRS B L O BAERIEIR T kR 10 B 4R 00 2 5 23S R kR
FIIEE BRIE MG AN J5 SE 3L B T M R AR CR BRI 75387 Bk — a2
BB CHURIG 5 57) o FE— B8 SEt 7y 2, Fridk 75 28 1 9 AR BRI Co- 175 25 o £
— e 7y 20, FTId 75 I A A BRI Co-14 75 2

[0110]  “T5 e ™ & “Be k" ()4 F HLR R a4 0w U o4 B A B B AR S0 e X It
FRHEDH , Horp e fiAE R AR 0 b R I ME I b O - CHa— 2R (R 2, Bz) , Horb ik L 8
43 A AR B BCR BT -

[0111] AR SR Y, “Fe 05 527 2 18 45 75 TR PR R4 b BA IR I+ A0 1 -4 2R 2% i 1
51476 BIRBL L I (B0, WU . = FF) An+2 35 138 &4 (B, 7E FREE B b HAA 6. 108114
AR e ) (KR, H AN R JE T e SRR (P14 IS I JAE S —
MBI TR 205 B A v, REWA D RVE, &% S T DO IRBU R+ 405 L 2 30
RAT UL N AN P EFE— PN R T RA L QRS 2, b B
TR RS RS — NN IR BRI F &, Horp 8 e 2 5 2 L9 A
TEZAETE T TR R L E AR FR 10 2 24 05 20 R R IR R B E » “IR 05 17 i A F5 R
Ran, o b5g Pk 455 I 5 — AN B2 A o5 B & , Hoh 34 AR 5 LBl R
FHE LI HAEZEE T, Rk A3 B a8 0 RS 238 GF 3L/ 45530 IR RguH 3
JRA B E o — DI G E R E 1) 230 5 55 BRI (40, Mgl Wk I | nd R s | e
8 %R SR DLAEAT— 38 b, B 7R85 2R R RO B0 1 (B2, 2-Wg e J2S) B7EAS & 24 I+
[ b (B, 5-m5] e )

[0112] {5 BARSCHE T P, 25 2 NAE 5 3 R B Ik 57 FI L -4 IR 44 S5 195
LOTC 5 R IF &, Horh A J JE b ke B 280, SRR ((5- 10700 05 227) o AEH AR SET 7 56
h, e I N AR TS IR 2 b B PR SR T A - AR 28 SR P 5-8 70 75 IR I &, Hidh B 4%
JE AT I B A AR (“5-8Tn R AL o AE BARSZIE T R, 455 N TE ST R IR R
BA R R AL -4 2R I 195 -6 70 5 IR IR &, o AN 44 oS e B 280, AR
(“-6T024 T 3" 7F BAR St 7 b, TR 5-6 70 2 55 i HLAT 1- 34Nk B 4, S8 I (1) B 24

o1



CN 106998685 A iﬁ, EH :I:S 17/205 7L

JR o AR HARSETE 7 Zrh, iR 5 -6k 05 B LA -2k | A, AR I PR R 57 o 72 HoAR
SETE T R, ik 5-67n 28 5 i HAA 18 B A SRR R 5 o BR AR S0 UL, R RS
0 [ 2% 75 0 ST A AR B (AR B 2% 95 457) Bog — B2 A U B (B
R 285557 o AEHARSEHE T S, BT ik 2 55 FE R AR BRI 5- 1470 % 05 2k o AE AR SE it 7 %6
o, I 2 05 B N B B- 1400 4 95 2

[0113] & 1A F J5 1 7= 18] P 5 0 24 77 5 2ok A A 58 AEL AN R T, Wbk e | PO g s ARTIEE Wy
FE o B 24 Z S A B 7 8 PR B0 2 5 A R A L RE AR AN R T+, IR el | b e e el B | Sl
A | WA A S R A o B 3N 2% i () A 91 PR B T 2 5 AR A A FR (RN R T, =
W e TR RTIE e R 7 A ZR SR ) s 461 1 5T 2 5 ik R AL R AN R T, DO ek B
HIN R F R R M6 —To 22 5 B A B AR H AR T, b e 2 o & 24 2= I 1 7= ] PR 6 -
TOH 7 H 5 A AR AR AN PR T, Wk i 25t | g g AR P 2 o 57 38R AN R S I 7~ 1] 14 6 — T 2%
75 33 A o AR E AR T, SRR PR3 . S AU R E I R T o e 5 R R A B
FAHAIR T, B8 S0k A s S AR 2 S 3L R B PES | 6—XUFF 2% 35 J T B AL R AH AR T, 1)
W I | S Mg W Mg R DR M L DR Ey it | SR OR R Ry L ORI L L R I R R
IR FRIR I L | ORI | DR g S A | ORI TR R DR MR L ORI R L DR
F e e | Wi L ATV RA I TR PR 6, 60U R 2 T RS A B R H AR T, S e A i
Wi | PR B | e I bk PSS R | s b s | Ao s AR A bk 3 o 7= 9 Pk = 3R e 0 A A [
FEAHAIR T, FE0E L (phenanthridinyl) , 2R FFIR ARG JE R L (Y g JE (acridiny 1) Wy iEE
EHL (phenothiazinyl) JWylEEE L (phenoxazinyl) AR IE (phenazinyl) o

[0114]  “JRI5 e AL” J& “Bedt” I 42 F H 2 48 A S8 SR F 05 8 8 A B 48 S X
[ fe i A, Horbae g Rl AR LR LB o b

[0115]  auASCET Y, ARE S AR 2 e 3R54, AR 2 b — A X &8 . R
A AATR” B AR ERE R 2 A EANAL BRI AE A QA SCRT R SR 05 B R
(ot 75 FEB R 5 H B 4) o

[0116]  fnASCFr I, ARTE “U AR B FR IR0 4y, A S A W sEs &5, U, W 5 A1
oy R

[0117]  USINAETER/ JG 4% “—ene (W) " B3 A B4 % AL & AN JE A, )40, I J5e L =2 e 2k
0 i A 4 B Sy 0 1 i WA 4 228 e o 1 = i B 53 58 by B 2 3
WAk A, V2005 0 R ) A SR A, M R R R b B () Y A, B PR B R i PR
) A L[, P 2R 8 ZR PR LI AR S A, 05 3 5 B 1 AN BRI, DL AP % 7 R
7 ] AR .

[0118] A tu1 b Fral mI A, A S5 SO BE L J Bk L Bt L Jobe s | Jol 2 L R Bt LR BR R |
IR HE o5 BRI TS BRI A A — U STy 7 At AR A AR o AR 20 BRI 45 2 [ AT LA
BUARECA i AR (2, “BARET™ B AR BT e, “HUAR)™ B0 AR BRI s 22, “HUAR
()7 BRI FRedi , “BUACHY” BRI Zelie B, “BUARIR” B AR BRI R0 B2, “HL
AT B AR B ek, “HUARH)” B AR BRI i B AL, “HUARY” B R BRI 22 20
B, “HURHY” B AR BRI 5 FE BB B AR BRI 05 8 3l , RAE “HURI” &
anFEA B 2D — AN EAE R RV BEEACE a0, Bk BURE UG P R e &
WA, , a0, A B R R AR ek (10 JHE B T BR B B OB A &4 BREE 534k
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B, “HUARRY” A AR 1 — AN B AN AT B A7 BB A7 B, JF H Y AE B s 4514 11
% T — M B AT, 72RO B0 Frd SRS AT DA AE R BOAS ] o AR “HUR ) B AR
5 A VS VT A AT S Ve i B R AT B, IF HASHE AT IR (I ke g AL & 1)
E— B, Ak I BAE AR R e LA MRE— R iRl A tH T AR E R,
5 (%) v BL A SRR/ BT — A @ I AR SCRT IR I B 3 , R 23 2 1% 05
F AN S IF T A 34y
[0119]  JR A8 Pt ol B A RS A 5 (R AN PR T 51 25« ~CNL -NO2., ~N3+, -S02H. -SO03H. -OH, -OR™, -
ON R™®) 2. -N (R"?) 2. -N R"®) 5"X " -N (OR®®) R®, -SH. - SR, -SSR°°, -C (=0) R*. -C02H, -CHO. -C
(OR®®) 2.-CO2R™, -0C (=0) R**,-0C02R*,-C (=0) N R*) 2. -0C (=0) N R™) 2. -NR**C (=0) R**. -
NR™CO2R™, -NR"™C (=0) N R*) 2. -C (=NR") R**, -C (=NR") OR™. -0C (=NR"") R**,-0C (=NR"")
OR™,-C (=NR*®) N (R") 2. -0C (=NR"") N R*®) 5, -NR""C (=NR"") N R*) 5. -C (=0) NR**S0.R*, -
NR*PS02R* ., -S0aN (R™) 2. -S02R? . -S020R™, -0S0sR**, -S (=0) R*,-0S (=0) R**,-Si R*) 3. -
0Si (R*) 3-C (=) N (R™) 2. -C (=0) SR*.-C (=8) SR*. -SC (=S) SR*. -SC (=0) SR*.,-0C (=0)
SR*.-SC (=0) OR*®,-SC (=0) R**,-P (=0) 2R**,-0P (=0) 2R**,-P (=0) (R**) 2.-0P (=0)
(R*) 5.-0P (=0) (OR°®) 2.-P (=0) (R*) 2.-0P (=0) (R*) 2,-0P (=0) (OR) 2, -NR**P (=0)
(OR®®) 2. -P (R®) 2.-0P (R°) 2. -B (R*™) 2. -B (OR"°) 2. -BR* (OR"®) . C1-10%5t 3 . C1 - 104 U foe i
Co-1007i 2« Co 100 L L Z%Cr 1ot 3t B Co 10 38  Z4Co 1o F L Co 1B IR L L 3- 140 24 A AL L Co- 14
FiAEANG - 14704 75 A, Fo AR BRI B S, R L R e L AR I L R IR | IR
F5HE AN TS H ST 0, 1.2, 3 45N RYEE A BUAR 5
[0120] BB+ BRI 20 A UL T B4R : =0, =S, =NNR"") 2. =NNR"’C (=0)
R*™®, =NNR*C (=0) OR**, =NNR*"S (=0) 2R**, =NR" B, =NOR"°;

[0121]  R*ERE P 0T JR L B Cro1obE S L Cro1o p ARKE L Co- 1045 22 | Co-robe ik |
Cr-1045E 3% « Z4Co- 100 AL « 24 Co-10JRFE L Ca-10BR IR I L 3- 1470 J PR 3 Co-14 75 FE G- 1470 2% 75 4L,
B AR L A 45 ST 3 - 1470 8 BRI B 5 - 14T 4 5 B, Horb dp AN it M it L bt
FE R VI BRI BRI IE L BRI L S L AN 8 S5 HE BT A0 1 2.3 4B 5RO AR 5

[0122] RO ZE4GFpIE L R 3 7 HE 4 4L -OH. - OR*, -N (R°°) 2. -CN.-C (=0) R**.-C (=0) N

(R°) 2.-CO2R™,-S02R* . -C (=NR“®) OR**,-C (=NR) N (R*) 2. -S02N (R°) 2 -S02R°° . ~S020R*“ . -
SOR™.-C (=S) N (R*) 2.-C (=0) SR°°.-C (=S) SR*. -P (=0) 2R™.C1-10%5t 5 . C1-104= X U e 3
Co-10075 2 . Co 100 2L L Z%Cr 1ot 3 ZCo 100 28 4 Co 104 L Co 108 IA L L 3- 140 24 A 2L L Co- 14
I ANG- 147025555 3, BUFTAN R IE 1 45 & T 3 - 1470 4IRS 85 - 1470 Z8 55 38, Hoh A
e WA B | T | R | A TP L | R R | 5 Rk 5 ST A0 1.2,
3,485 RYIE FBUAL
[0123]  RECZEARERIIF I N Sz Hd B &L CrotobE 3k Cro104 i A Qe L Co- 10 3 . Co- 103
Z=Cr-10%E 38  Z Co-1oMi A 22 Co- 10l L L Ca-10BR AL L 3- 140 2 PR3 L Co-1a 75 FE M5 - 1470 24 75
B, B E PRI AR - 1470 R FE TR - 1470 4455 3608, Horp AN ek 2k | ik
T BEIE  JM L R BRIR I L IR S5 RN 55 ST 0 11 24 3. 4BR 5N RV [ H
s
[0124]  RYYE4FE il 0 T 7 HB 16 [ B 2 . -CN. -NO2. -N3. -S02H. -S03H, -OH, -OR®®, -ON
R™) 2. -NR™) 2. -N R™) 35X "L -N (OR*®) R™ . -SH.,-SR*®, -SSR*®. -C (=0) R°*,-CO2H. -C02R**, -0C
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(=0) R°°.-0C02R°®,-C (=0) N R™) 2.-0C (=0) N R) 2, -NR'C (=0) R°°, -NR*F C02R", -NR*fC
(=0)NR™) 2.-C (=NR") OR®.-0C (=NR") R®.-0C (=NR"") OR** . -C (=NR') N R™") 2.-0C (=
NR™) N R™) 2. -NR™C (=NR™) N (R™) 2. -NR™S02R°®. -S0sN (R™) 5. -S02R* . -S020R* . ~0S02R*® - S
(=0) R°*.-Si R%) 3,-0Si (R*®) 3.-C(=S) N R 2.-C (=0) SR**-C (=) SR*.-SC (=$) SR*. -
P (=0) (R°®) 2.-0P (=0) (R*®) 2.-0P (=0) (OR*®) 2.C1-6Ht ik « C1-6 4 A H5E I | Co-6i I« Co- 65k
FH L FRCrefiEd I Co- st % Co -6 B IE L Ca- 10K A FE 3- 1070 IR IR FE L Co-1075 3 . 5- 10 TG 4 75
S, Horp RN B IE L Bt e I A I e R IR L R IR | 55 SN 55 S ST
A0 1,23 AR5 MREEHEE F B , B PN 2R A7 IR ERACIE AT 45 B TR il = 0Bk =S5

[0125]  REFEREAE O T A7 HLIE H Cr-ebE L\ Croe 4 AR BEHE | Co-ofis 3  Co-6 )R 3 L Z2C1-6hE
FH = Co-e M HE A2 Co-eBRFE L Ca-10BR I3 L Co-1075 3 . 3- 10T & IR I AN 3 - 100 4 5 3 , Hop A~
e WA B T | M | A TR L | R R | 5 A Ak 5 ST A0 1.2,
345 R A B

[0126]  RYZEREFH R M7 Mk B A Crosfit it Croe 4 AUBEIE L Co el JE L Co- ot B L 21
Ci-sBed « Z:Co el . 22 Co 6 JE L Co 1oBRIAFE L 3- 10T Z IA 3 L Co 1075 FE 15 - 1070 24 75 4 , B
PRI 45 A T 3 - 1470 A5 - 1470 24 5 3 3R, S b AN e 3t I 2t , bRt e %
F I e L A B RIS | R R L 5 AN O BT A 04 1. 2. 3 4B R [ HUAR s A
[0127]  RESZEAFRRIF I N M S7H A 25 . -CNL -NO2. -N3, -SO02H. - SOsH. -OH. -0C1 s %= . ~ON
(C1-6kE3E) 2o -N(C1sbe3E) 2. -N(C16f5E L) 3'X - -NH (C1 ekt 3E) 2" X+ -NHa (C1-6%E3E) "X . -NHs"
X'\ -N(OC1-sktdt) (Ci-6ftd) -N (OH) (Ci-sftdi) +-NH (OH) -SH. -SCi-ebt Ak - SS (Ci-6%E55) « -
C(=0) (C16%EHE) .-CO2H.-C02 (C1-6%E4E) . -0C (=0) (C1-6fmHE) .-0C02 (C1-6%53E) .-C(=0)
NHz+-C (=0) N (C1-6Jt4%) 2+ -0C (=0) NH (C1-64t3) + -NHC (=0) (C1-6f523E) -N (C1-6f525E) C (=
0) (Ci-65t3E) -NHCO2 (C1-6%5t3E) +~NHC (=0) N (C1-6%EE) 2+ ~-NHC (=0) NH (C1-6J5t3E) « -NHC (=
0) NHe -C (=NH) 0 (C1-6%E3E) +-0C (=NH) (C1-6%t3E) +-0C (=NH) 0C1-6%t 3% -C (=NH) N (C1-6%
F) 2. -C (=NH) NH (C1-683£) . -C (=NH) NH2. -0C (=NH) N (C1-6}53&) 2. -0C (NH) NH (C1-e5EE) . -
0C (NH) NHz, -NHC (NH) N (C1-6%E35) 2 -NHC (=NH) NHz -NHSO2 (C1 652 55) - S02N (C1-6%E3E) 2. -
SOsNH (C1-6423) + ~S02NHz . -S02C1-655 38  ~S020C1 643 « ~0S02C1 64583 -SOC1 6423 . -Si (Ci-6
FeIk) 3 -0Si (Cr-efEE) 3. -C (=) N(C1-6%5T ) 2. —C (=S) NH (C1-6$5t 3) .—C (=S) NHa -C (=0)
S (Ci-652E) «-C(=S) SC1-6%E3E . -SC (=) SC1 -6kt dE . -P (=0) 2 (C1-6%53E) .-P (=0) (C1-6kE
F) 2. -0P (=0) (Cr-6kE3E) 2. -0P (=0) (0C1-6%E3E) 2. Cr-ehe it . C1-6 4 G A e 3 Co-6 4 L Ca-6
JRIE | ICr-efie i Z4Co- oM « 24 Co-e b I L Ca-10BR PR3« Co- 1075 2 < 3- 107G 2474 3 . 5- 1070 74 75
S BN RO IREHU R n G5 S T =08 = S Hip X &+

[0128]  7F H ARSI 77 &, BT i i B 232 1 B 25+ -CNL -NO2 -N3 -S02H. -SO3H. -OH. -
OR™. -N (R**) 2-SH, -SR*. -SSR, -C (=0) R*, -C02H. -CHO -C (OR*") 2, -CO2R*,-0C (=0) R**, -
0C02R™,-C (=0) N (R") 2.-0C (=0) N (R"") 2. -NR"*C (=0) R**. -NR""C0sR**, -NR""C (=0) N
(R 2, -C (=NR*®) R*, -C (=NR") OR*®, -0C (=NR"") R*, -0C (=NR"") OR*™® ,NR""S02R**, - SO2N
(R"™) 2.-S02R™ . -S020R™, -0S02R*, -S (=0) R**,-0S (= 0) R*™. C1- 10455 . C2 104 52 . Co 100 52 .
Z4Cr-10%E 3  Z Co-1oMiFE D2 Co- 10l L L Ca- 1Bk AL L 3- 140 2 PR3 L Co-1a 75 FE RS- 14T0 24 75
3 B R BRI ZEA A ] =0, =SB =NR"" & 1R

[0129]  7F BAksgiiti iy b, A iR 6% 19 % 22 . -CNL -NOz. ~OH. -OR™, -N (R*) 2. - SH., -
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SR*.-C (=0) R* -C02H. -CHO+ - CO2R**, -0C (=0) R**.-C (=0) N R**) 2.-0C (=0) N (R"") 2. -
NRPPC (=0) R**,-S0oN (R*®) 2. - S02R™ , C1 -6  C1- 64 pij AR L5 | Co- 6 4  Co- e I L Ca 6B ER
H\3-6 TG IR PRI L Co 5 J N5 -6 70 7 0 2k , L v 35 e it L M A L UL | e be L R i L R L |
R PRI BRI | 55 AN 4 55 FEBH ST A0 L 1,23 485 PRI FH LA

[0130]  ASC AT FARTE “xi 487 B ‘& 7 R FE R GRAR, -F) VR EAR, -CD) VIR GRAX, -Br) 5L
L (WA, - 1) .

(01311 ACHI i FH I “Huflir 5 A 5 5 1F A 767 P 2R 4 5 0 s o A I T, AR R
b e T B A B R s AL S - (BB, F L CL W Br L 17) WNO3 . C104 . OH H2P04™ JHSO4
PR AR 2 (9 0, B R AR  — 0P TR R AR L 0 — PP R TR R AR L R TR R AR 10— P Tl PR AR
50T AR L 25— 1T RS R . 2 b —1 TR 2T AR 25 , DA MRS 1 (Wl L 2
IR (ZIRER) « LFRIR (ethanoate) \IABRHE (propanoate) 7K B ERHR  HIHERHE L FLERHE L1
TR BB .

[0132] A FIARTE “Be 37 S 4R L] - Ol I i B RAE “BUR K #2387 iR Hoh 589 1
LI SR P AR S BRI 2 0 B8 B LR LR« -0R™ . -ON R™) 2. -0C (=
0) SR*,-0C (=0) R**,-0C02R**.-0C (=0) N R"®) 2, -0C (=NR*") R**,-0C (=NR"™) 0R**,-0C (=
NR"®) N (R*®) 2, -0S (=0) R*.-0S02R*. -0Si (R*®) 3.-0P (R°°) 2.-0P (=0) (R*®) 2F1-0P (=0)
(OR™) 2, H:rpR*® R ARG A S 5E Lo

[0133]  ARSCHT FHARIE “$i 87 B TR AL J& FR AL A -SH. 9 R AGE “BER 1 7 527 5l “HuARm)
A" e fe v 580 B B n R R i AR S AR R 2, JF B HEE 1 DL (1) 2
:-SR*,-S=SR°°,-SC (=5) SR*™. -SC (=0) SR*.-SC (=0) OR**F1-SC (=0) R**, H: rhR**FIIR"
WA ST E X o

[0134] RSP FHARE “GUIE” 48 F-NHo o 7 TR I AGE “BUAR I UL R He A S0 LI iR
BRI & BRI R R B = BRI & o 7E— s 77 20, i BRI & L™ 2 H Y
R E LB BRI AL A

[0135] AR AR E “HEUR I ZE” R b 580 ERE RN AR Ao — N E M
— AN AR BRI R AL P, IF HARE G A LR ] -NH (RP®) L -NHC (=0) R*. -
NHCO2R*, -NHC (= 0) N (R*®) 2 ~NHC (=NR") N (R") 5, -NHSO2R**F1-NHP (=0) (OR°®) , H: 1R
RPPFRIR R ST 52 X H AL -NH R™) IR AN &AL

[0136]  ASCHT FIARE “ “HURM R R 585 F EREEN AR FHEE N EER
BB IR, I AR E BRI - -N R) 2. -NR°C (=0) R**. -NR""CO2R™., -
NR®®C (=0) N (R®) 5 -NR"*C (=NR®) N (R"®) 5, -NR"*S02R™FI1-NR"P (=0) (OR®°) 2, H:HR* ,RPP I
REUIA LT E X, M2 Frik 589+ B 0% 0 BUR A R

[0137]  ARSCHT FARE “ZHEURI &L 45 K 580 F BEEEEN F R 74 = A2 H
BRI IR, I HAE S A LR I« -N R o F1-N R™) 3"X ", H P RPPFIX A 3 fir s
o

[0138]  ASCHT FIARE “be e B e 5L 2 4 4 2 - OR™ ™ B JA] BUA ) A H 1 o S e 2,
R UIA 5 BT S, Hop iz i Ao |

[0139]  ARSCHT FHARIE “GE b 2™ A2 i R S BT I 2 AR BRI A F1 i 7 S e 2, B
Wz M kEdE b
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[0140] A SCHT AR TE “BEBEIL” £ 45i% H LRI £ -S0N R™) 2, -S02R*F1-S020R**, L
HIR*FIR 1A Sl 52 S

[0141]  ZARSCHT TR HE “TEMEIE " A2 f L -S (=0) R*, Ho R AR SCHT E Lo

[0142] AR FIRTE “BREL” 245 Horh 5800 BEGERIN T N sp2 R B 7, IF HLA
S BB B, B, % L IR E R (-C (=0) R*™) JJRER (-CO2H) & (-CHO) i (-
CO2R™ ., -C (=0) SR**,-C (=) SR*) B (-C (=0) N R") 2.-C (=0) NR**S02R**, -C (=S) N
(R™) 2) IIE % (-C (=NR*®) R**,-C (=NR") OR™) ,-C (=NR") N (R**) ) , HehR**FIR P i1 4 32 iy
[0143] AR SCHT FIARHE “H Rk ket A2 5 52 - Si (R™) 3, FLR™ AR SCHT & Lo

[0144] R SCHT FIARHE AR 2 FRHEH =0, FIARE TR 2L e H =S,

[0145]  HEALA fuifF, B T 7T DL AR BUOR B BUAR, FF B A 20U A U5+
SR F AR RS o B PRI S F U R B FEAR T, & -OH, -OR™, -N (R*) 2, -CN, -
C(=0)R*.-C(=0) N (R°) 2.-C02R**,-S02R**, -C (=NR"") R, -C (=NR°°) OR**,-C (=NR°*) N
(R°) 24-S02N (R°) 2 - S02R° . ~S020R° . ~SOR*®, -C (=) N (R*®) 2. -C (=0) SR, -C (=) SR**, -P
(=0) R™) 2.Cr-108E4E  C110 AR e FE  Co1ofi JE L Co-10fR FE L Z2Crovof5e i L ZCo 1o It  Z1
Co-105R 5  Ca-10BR PRI L 3- 14 TCZ IR 3 L Co-1a 5 FE IS - 1470 4 55 3L , BUSNJR BB (1P R
FF AT RS- 140 R L B6 - 1470 28 75 2L 30, P AN e 0 2, Bt L e it L 0
FE LB IE BRIRIE AR BRI JF A8 55 HOMOT R0 L 1.2, 3. 485 RYEE R B, Ao
R* (R  REAIRY A - T i 52 X o

[0146]  fE B ARSLE T &, FER AL A& -OH. -OR*™ . -N (R®) 2. -C (=0) R**.-C (=0) N
(R°®) 24 -CO2R™ . -S02R™ . C1- 108583 . Co- 1) F - Co-10%R I L Ca-10BR I L L 3- 14 70 4 IR 3 L Co- 1475 A
5-1470 75 H , o 2 e e I e Bl L R ik | o B L R (BRI L R BRI O LA
ZeF5 HMOT A0 1.2, 3 ABLERUIEF B HLIL AR R REHAIR 0 _F SCHT5E Lo

[0147] 7R HARSLE T B, R F FAFAER BRI A B AR 3 RSO R A “R R
) BRI FEEAIR T, -0H, -0R*, -N (R®) 2.-C (=0) R**.-C (=0) N R*®) 2, -C02R**. -
S02R™ ., -C (=NR°°) R*. -C (=NR°) OR*®. -C (=NR*°) N (R°®) 2. - SO2N (R°°) 2, -S02R°®, ~S020R" , -
SOR™.-C(=S)N(R*) 2.-C (=0) SR°°.-C (=) SR°*\ C1-10%5E 4k (21, F5 Fe s . 255 H5e L) Ca-10
W Co 1ol It L Z+Cr10bE 38 L 24 Co 1007 2 « Z4Co10be 38 L Ca 10BR AL L 3- 14T 24 PR AL L Co 1475 22
5~ 147044 75 4 , Ho AN GE 8 M 2k | ok L e B L e B L e i e PR 2 L PR 2 L 5 I
I | 3 R A 2 ST B A0 1203 ABS AN R FH EUAR , F0HL pR2® R ReC IR 4 A
AT E o BARY I N AR B, 3 HAEFEfEProtecting Groups in Organic
Synthesis,T.W.Greene and P.G.M.Wuts,3™ edition,John Wiley&Sons, 1999 E4H/NFF
(R FRLEE , K iz SR AR SHE NS

[0148] 5ty , A4 JL 451 B B e i A (9101, —C (= 0) R*®) F04FAH AR T, B B i « 20 Bz
RAOBM —H OB =R LB R 2538, LG 3253 TR L R ke -2 FR B Az  m g -3
PR I 2 N— R FR B DR TR L R S AT AR 4 2 R I Ji %o — R DR R (B i L AR i 2 2R 0 2 B i
S TEE 7 S B Y L7 AN Y L [ S A\ v S S B 9L S 2 B O 7 /R B G R 258
F) TABERE < 3— (AB-HEFE oK HL) TH BRI 2 F 3L -2- (AR -3k R L) TR B A% . 2-F 3L -2- (41~
IRIAH IR AIL) B A5 T BERL 3 F J -3 R T B e . AT — A PR Ak B e A N— 2, B 3
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B RAT N AR R R B AN AR — R FP I A 2 P 2) R B

[0149] SR YA W E L IR ERSE I (9101, -C (=0) OR™) BHHHEAIR T, B L& R
BE . 2, 3L 3L F BRI . 927 3 FP B (2 FF IR IR (Fmoc) \9— (-T2 27 2t R AL 2 2t IR B . 9 -
(2,7T- 08 i P R B BRI V2, 7-——U T - [9- (10, 10-—=448-10,10,10, 10- /45
IgE I L) ] FR SR 2 2 FR RIS (DBD—Tmoc) « 4—FF 48 3t JR Ik At = At FY IR BB (Phenoc) 2,2, 2- =&
L IEFFE R RS (Troc) 22— = F AL RE LT3 2, B % 58 FF IR IR (Teoc) 2R 8k 2 FL 20 2 FF IR I
(h7) \1- Q-GN ) -1 - R H A F RS (Adpoc) 1, 1- I HE-2-x RO AL F IR
Be 1, 1-—F -2, 2- VR 7 HL s P ERNE (DB-t-BOC) 1, -~ FJ-2,2 2-=& 7 HL e
F TS (TCBOC)  1-F -1 (- K IE) 2 A Z HE F RIS (Bpoc) +1- (3,5- .~ T ZEIR5E) -
1-FR 3 2, B i PR IS (t—Bumeoc) 2- (2 —f14° —Mkig ) 2, FE g R IS (Pyoc) +2- (N,N-
TORC R B AR 2R E R BT BT R A B IR TR (BOC) 1 -4 NI A A R T
(Adoc) ~ O FEE R ERER (Voo) TR AL Z AL F RIS (Al loc) 1 — 57 TR 0 A A 2 2 P R T
(Ipaoc) - RIFERE S Z 2 FF RIS (Coc) AT 2 R FE B R 2 22 P R I (Noc) 8~ M S S P
PR T N— 2 SRR g e S 0 R R o s I A R S P R I R AR L R R TS (Chz) WA —FR 4
SEARIE L R TE Moz) A —fi AR U F R T A — YR R A U R I A - R
FEARTE 2, 4— — S0 Jh G PR R IS L 4— PR 5 VI T i S L G L T R TS (Msz) . 9— T8 R PP L4
FLER RIS . Rk F L L R R L 2 FR A 2L 2 G I R I L 2 P LR B L 2 B L R
B 2— Chf—HR R A R L) 2 B S F RS . [2- (1,3 ME ke dd) 1 H L Z L HF IR IiE (Dmoc) 4-
I S R R FF IR (Mtpe) 2, 4- R B oK L s B A R I (Bmpo)  2-T 85 2L 2 JL 0
HIREE (Peoc) 2- = RILWESH L o A AL E L IR TEE (Ppoc) 1, 1- R -2-F( 2 L L
P T ) — S %o — I e A R R SRR B R R R 0 — (R R ) R L U R I 5 2R I e
e e R L U R R R 2 (3R P 2) —6— R e F U PR R TR (Teroc) - T) il 2 2 ik 2 i
F BRI 3, 5~ F A R S U P IR L AR - 2L S S U IR R . 3, 4~ — R A B -6 R L
SR IRES 2RI (AR SE TR L) R L U P IR IR UG e R B  S— R AR AR 2
R X — 2 A U A T RIS IR T U R RIS L I O S U P R I IR T SR 2 R 1R
B5 PR 7 22 FR L A R R 0 - 2R A A A S U R RG22 A R A 2 M A A
FRER TS 4R~ (N, N- B L B | i J26) R SR B R R IS L 1, 1 - FF 23— (N N- L R e i
5 TN Z SR IREE 1, | - R PR e S B FF R I . — (2 Nk 528) R B S FR R IR L 2Pk
IR 3ok FP o S i R R L 2 -l 2 0 R R S L SRk A R R AR R Rl L T AR R G R R I L
JR e A 2 B R IR 0 — O —FR A DR L) R U IR 1 - R T R A R
Be  1-F AR O S R A RIS - - - AT R R R IR 1 - 2E-1- 3,5~ —HH
FEOREL) R AP IRER - -1 - O RS U R L) SR PR - -1
IR REE 1 - B -1 (A-TEme JL) 2, J 2 B R T - 2R 2 0 R R G % — R LS
FRERAEFIEEE.2,4,6- =5 T FOREEUEF IR 4- C R AR TR AT REEA2,
4,6~ = FF B R U RS

[0150]  S50{5 47 J5 49 fn el 9 e 32 131 (45 201, =S (=0) 2R*™) A FEAR AR T+, of— B9 2R ik 1ok i
(Ts)  ARTHE % 2, 3, 6— = FF B4~ A S ORI e Mtr) 2,4, 6= FF S ZE R e (Mieh)
2, 6- " FF S —4- F AR S ORI % (Pme) 2,3, 5,60 FE S8 —4— FR 48 2 R e (Mte) < 4—FR 4%
FERER G Mbs) <2,4,6— = FLIEREB G Mts) 2,6- - F 48 -4 FF L 2R EE i (iMds) .
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2,2,5,7,8- 1 R0 -6 T Bt i (Pme) L fiZ (Ms)  B—=FF BTk be Bk £ T i i (SES) <
O-TEMENL L 4- (47,8 — AR 2L H ) ORI i (DNMBS) - Tl Pk e  — 9 FR ek 5
JFde TR0 20 T T P e

[0151]  HE AP AR EARIR T, Wy ERR 3 - (10) ~BEREATAEY N —XF—F 287 0 2 4
FEBEFATAEY N R R RACEE L AT AE W) N5 B L 2R TR R B AT AR N B L
RAIRGTEN A, 5~ FK -3 IRk bk — 2 \N-SR K — FF Bk W e JN- BRARBR AL % (Dts) -
N-2, 3~ R Ey SR B % WN-2, 5- - FRRIE NG N=1, 1,4, 4= DY R 3 R doe 3 G 2 BRI S T
A4 (STABASE) 5-EUACHI1,3- —H 31,3, 5- =5 & —2- . 5-BUACAHI 1, 3- % -1,
3,5- =R -2 1-BUACHI 3, 5 i FE -4 B O N-FR i N0 T 2R B DN-[2- (=
Fefbbr L) AR i (SEM) N-3- Bl 8 TR e i DN- (15 TR -4 - i J -2 4R -3k g
Whk—3—2) i\ e Eh N 2 il N (4- R A SR DR L) R i IN-5— ORI IR R i  N- =R O
B (Tr) N=[ (4-F A Ok E) — R L T i (WM Tr) WN-9—JR L 77 2L i (PhF) WN-2,7- &~
977 F IV F F fiig N- Pk 3 B L AU (Fem) WN-MEIE —2-FR LG N 4k N-1, 1-
Tt 22 V. R 2 i NI 2k i W N — R AR 2 P R R e DN ORI R R e D N- [ (2 -1k g %) 35
ORI R R N-( N - R L) B NN - S A R R NSRS R
IR NV KA B 2 i WN-5-50 T KA R A e WN- (B~ -2 FR DR ) ORI FR L i N-ITF
WO HE R N- (5, 5~ R B3-S A -1-FF i 28 e N-BBE AT A4 N- R R R AT AR 4
N- R (T 0 - B 9t 2 ) e N B 5 ) N A ) N T B i NP A e N2
e IR AT S (Dpp) « B BEBERG Mpt) IR FEBRAL BN ik (Ppt) « — be k2l Ak
PRl R AR TR R IR R R AR T IR N A i | AR BE R A iE (Nps) 2,4
TR SR ik I L D R T i 2 — e — 4 - R A S R IV T R L = A R T i i
13— S L e P A Z (Npys) o

[0152]  fE B ARy &, FUR + EARAE R IR N SR 7 3 (R STl kol “F 3L R 3
B AR AR EAE T -R* . -NR"™) 2. -C (=0) SR*,-C (=0) R**,-C02R*.-C (=0) N
(R™) 9, -C (=NR®) R?®, -C (=NR"®) OR*. -C (=NR"®) N (R*) 2. -S (=0) R*,-S0:R*, -Si (R*) 301~
P(=0) (R*) 2, HrR* ROV HIRC 1A SCHT A2 S o S0 AR 37 56 2 A A7 20 S () L AD 45 78
Protecting Groups in Organic Synthesis,T.W.Greene and P.G.M.Wuts,3™ edition,
John Wiley&Sons, 1999 FELN /A FFHIHTLL , 1% LRk I AR CAE NS

[0153]  JRBIMEELRT A FEARR T, B 5L A FF L (MOM) | FF A 26 P JE (MTM) WAL T
SRR AL OR B R R GE L) FP AR S R 2 (SMOM) i 4 FR AL (BOM) o) —FR A %
SR (PMBM)  (4-FR A DR AE) AL (p-AOM) B 2 i QU R (GUM) U T 4R 2 AR 2k
A= RAFFE S S TR L (POM)  FF R e R R i L 2- R 20 2 R R 2 (ME) L 2,2, 2-=F A0
A, = QS CER) FRL2- CHRER A 453 F A (SEMOR) | VU ML (THP) |
3R VY Nt MR L | Y SR MR A | | - FP A G B O 4 - B AR L DY I 2 (MTHP) L 4-FF 4834 1Y
SRR A F DU SR LS, S- M 1-[ Q& -4 ) F 3t ] -4-FF S IR e -4~
HE (CTMP)  1,4- Mg be—2— % | DYk ieg 5L | DY ey 5. 2,3,3a,4,5,6,7,7a- J\E-7,8,8-
T4 TR BRI IR 22 1L EH A L - Q- A L) LRV -RE-1-RE
FEOHE - AR R O - AR AR R - 2 2,2 2- =S s 2= H
SRR RS AL 2 L 2- CREESENEL) 228 BUT 2 VT 25 - SURJE -FR A R L 2, 4
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TR IR R (Bn) RS HE 3, 4- AR R A AT R R A - m A
X -p AR I L2, 6 T EREE N RURR  OR - OR I AR O | 2 PR R e e | 4 FR R R g L 3
R -2~ FF ML g SEN-SE A s 2R FE R O O, 6P - A TR 5 TR R IR PR L =
RS R R L a-ZE R TR R R N - R AR R DR R R T QN - R AR R DR ) DR R
= O -FR AR L 4 (4 RORBR IS A R L) ORI L 4,47 47 -= (4,5~ 254

IR T HEE WAL IRIE) B 4,47 ,47-= (CEEAEE L (levul inoy 1) S IEZRFL) L 4,47,
47 -= (RH BRI A AL ORI B3 - (kM- 1) (47,47 - RS IR 1, - (4
B LR E) -1/ —PE P 3 9T L L9 (92K L) Il & L 9— (9-ZRFL-10-540) B, 1,3-K
I BRI 23, AR R LS S- R SR L RESE L (TMS) L = 2 AR RESE
B (TES) \ = AR b AL (TIPS) L S Y AR e B (TPDMS) = 2, 8 St TR 6t AR e e
(DEIPS) « B R F B Rk e 0 BT 3 — R Lk e ik (TBDMS) LT 3 — R 3L B ek e
(TBDPS) \ = REEFRELE AL . =X - ORI R e 2 = Rk e At . R L B L e A
(DPMS) T 3 B A JE R L FR Ak 2 (TBMPS) - FF BRSO FF 9 2 FF BRI 2 PR IS - S L PR TR
TRORE . RO SRR R A LR SRR A LR R LR
e bR SR ER 3R R R (AR AR R R (L BLINRER) 4,4- (LA —h )
IR EG (4. Bt A Bt IR L 46 %) JFR KRR (pivaloate) & WIMRES (adamantoate) B
e A-F A A G RIS R R BRI A - RO R RS 2,4, 6- = H DR R IR (G =R AR
F R ER) | FP LR R B L 927 3k B LR BB B (Fmoc)  ZREWRIRER . 2,2, 2- =& 2 R IR Ee
(Troc) \2- (=B RELTHL) 2 B0k R R (TMSEC) \2- CRIETEBESL) 2 RIS (Psec) «2-
(CORIETE G IL) L HEBRIERER (Peoc) T JERIRER £ I LR IR IR A TN LR BR IR\ t— T &
TRER TG (BOC) A — i R Al R T Bk B I 0 —FP AU R R IR L 3, 4— R AU R 0
TRBR T « A8 —H 2R LA BR IR 0 — AL R R PR IR  S— R JE I AR IR IR 4 - £ A -1 -2 ko
FRTE  FFE RARBR ER S 2K FF RIS A8 L T BRI A A 2 -4 F R IR B L 4B - (—
TR L) DR R L 2— PR B R DR R I L 2— (R R AL 2008 4 (AR AR AR A ) T RS
2—- (IR A L P D) DR R IR L 2, 6- - 4-F ORI . 2, 6- —&-4- (1,1, 3, 3-
VURR LT 38) KA A RER 2,4~ (1, - RN REHELREE - RELRER. 7
TERES B BRIAMRES . (B) —2-F JE-2-"T MR YR . 28— (A LML) 2K BR IS . a—-Z5 BRI L iH R
e BEEN NN N DY B 5 U R R IS e SEN- R L U R R S VPR I — PP SR e S
TRE S Ge 22, 4~ R B DR S VR Tt B T - B PR T3 R et R T (P IR R ) % i e T A P
R AE (Ts) o

[0154] A —sesifif 77 b, R R+ AR AR B AR R 472 (AN “SRE R L)
B AR A T, R N R"™) 2.-C (=0) SR**.~C (=0) R**,-C0:R**.~C (=0) N R"") 2.~
C (=NR") R*.—C (=NR") OR™*,—-C (=NR") N (R*) 2.=S (=0) R**.=S02R™,~Si (R**) 3.—P (R*) 2.~
P (R%) 3. =P (=0) 2R**.~P (=0) (R**) 2.~P (=0) (OR") 2,—P (=0) 2N R*") 2F1-P (=0) (NR™") 2, H:
HR*® RV IR U A ST 58 S o BRAR A7 32 AR BN , 3 LG EProtecting Groups
in Organic Synthesis,T.W.Greene and P.G.M.Wuts,Srd edition, John Wiley&Sons,
19999 FEAN A FF B LL M5 1% SCHRFE AR SCHE RS %

[0155]  ACHIiEfE 1 “BS 5 (LG) R AR AE , ) fR e R h 5 — X 2
[+ R B, Horp iz 4 i BUR 1S PR 1 o AR SR 5 22 2L B TR RE S A 1 4%
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FEHABACH R FBEEF . & 0L, 511, Smi th,March Advanced Organic Chemistry 6th ed.
(501-502) o 7~ M 2 FE BT AFE AR T, o 3R 5+ (a0, &E IR & LS ) -0R™
CYUFTR O 5 B S AR, LA R AR H i BT 5 30) -0 (C=0) R°B-0 (S0) oR"* (51l , FF
DRI | PR SE R RREIL) , SO RO B e 2 AT 3 B 0 55 BT B
T 75 HE AL EEAF LT, BT IR B 2 B A R AR ARSI T S, BT B L B A T
[0156]  ANHRiE A IR IE “ 2 /b —FitE I 26 1. 2.3 4802 At I , i LA FEIEHE , 1
W, MTEATEI NI E 2 254 M2 F 3T 3 EAFNETE

[0157]  “JEE R 2 FREr i AR & UM AR A AT R .

[0158]  “Br/KALAEER” B WK AL A7 Fe F SR B 2 0 (o, R B SR oo
P, FEAELAN R T SRR 451 2015 35 A AT B0 ] 2 AR T M e AR SRR L LR L
DWEIZHE BT RACRE AKE AR 50 o RN E A — I B R T R R AN
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Cr-obEdit T BUAR K Co-alie 3 AT BUAR K Ca- adie 37 AT 18 BUA ) Ca -5 58 FE BRAT 36 BR A Cs -6
Bk o 7E AR S 5 S, RN -Cls o E ARSI 7 2, RA - CH2CHO o 75 AR S ity v, R
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ROFIR) 2 /b — AN N BUAR B A BRAC I 20455 52 o P 3k 35 11 AE K FR AL 5 8 Jm M HL e ROAI /B
RYOA S RIE P B I BEAL B R 1

[0500] 77 HAASZE 7 2 rp , ROFIR K 2 A — AN AT IR BUAR K B2, 512, AT 3 BRAR I Ca-6
FRIE AT BUAR 1) Co-ab 22 AT 2% BUAR [ Ca-abe 2 AT 2% BUAR [ Ca-s bR BT 38 ERAR 1 Cs -6
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QW2 /’ESL RWZQ

[0700]  7E BAASEG Ty b, A'BRA" Jya , B- AN RTERIE .

E)

0 H
[0701] ‘tls/lH//’Lvaz
RW2 .
[0702]  7E BAARSEIG T b, A'BRA” g T SRR g R -
RW

[0703] Oj_fo A
.‘ é&, O

[0704]  7F EARSZit )y &b, AYEAY R L] -

135



CN 106998685 A iﬁ, EH :FS 101/205 BT

RWZ

[0705] —k'\i

[0706] EPRWZJJIJE% M,
(07071 FEHLASEIETT S, ATERA Jy R ] «

[0708] §—Np_
[0709]  JeAb, AA SCIEH T 2 X, A" BRA"— S B TE L FIA, Herp A TR 3R -
[0710] —NH—\-NH—NH—\—NH—O—\—O—NH—\—S—\—O—\%/S\S}H

[0711]
A
wr Jo YN TPy A
! RWZ . RW2 vam ]RW2 .
J"‘ RWZ RW"
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[0886] Rlaﬁnwb@%ﬁ}i%/k; R%*>Ay-CHs s FIR? & ; R" A -CHoCHs s REN-CHs s G2 -0-5 1.2

18
AR 2 RO*H9 4 R - CHy s FIR™ o 76 E 28 511
0
AARSLiE T K, 285 >)\ R?>4-CHaCHs s R® 4 -CHs s G* -0~ s L* 9 T R 3 7]
a b

3

. 4 . s N N
N RIS RO A - CHa s RS 5 1O A 1 A% S vk [ P 3 2

R21

AnAR é}(‘ d 2

AN

N FEHARSLTT %=

R,

R NTFR:

HoN" .
[0887]  FEAT i b BARSLiE T R, 72 85K
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s TRyl s R Ly X

FIT 3R I P S 5 FIL S g
[0890]  YeAT i by BARsLiE Ty &, 72 45

[0891]

[0892] R'™HARMHIRS I A EE ;R is-CHs; IR NS R"A-CHaCHa s R® A -CHs s G2 Ky -

R18
o—;L%FiﬁB‘J%RZ N Rz&‘;‘; RO NS RPN -CHa s FIR' NS - R4 R F
| AR _‘EB‘(‘ SAAR 5
I B AR S 7 2, LY R AR SCHT IR 6 I e 3 5 RILS At /AT b QR BAA S i
: S

ZEI NI P T D P

TR HNT TN .

[0893]  fEACHI R (B, (F& FoRral (N-1-A) & (N-5-C" ) 18— )5 oh , 5 e Hoth 2
R A, W SCHT R

[0894]  #F HARSLHE 7 ey, R™ANR I 2 /D —AN N o A B AKSE i 7 e o, RPAIR™ 4N A
FEHARSE G 77 e, RPAIR P H A A A o AL B AR SE i 7 2 oh , SRAIR™ AR (BN (R) A4 7Y
(o STAR 0 o AE BAK SEE T v, SRR AHE BB Y (S) R ST AK Pl o 78 BAKSE
75 & RYCAAE S BRI Cros e 3 s FIR' N A8 BAR S it 7 & of , R" AR SR BUAR K Cr-o bt
B AR N A A BARSE T 2, R My -CHs s FIR™ N o A8 B SE it 5 22, R AR H Ky -
CHa o £ B AR S J7 & o , RYAAE L BUAC I 5 AU E 3 5 IR A A o AL BAR S 5 =, R -
CFs; FIR™ A AF HARSZ i 77 2, R' - CHaCH20H s FIRY N, 78 HAKSE i 7 2, R4 -
CH2CHaN (R?2) o5 FIR'P & 7E BAK S 75 22, R1A- CHaCHoN (R?2) 25 R?2K9-CHs s FIR' N & 7E
HAASZE )5 2, R' A - CH2CHaNHR™ s FIR™ M & o 72 BLARSZ i 5 52, R' A - CHaCHaNHR™ s R™

O
A -CHoC (=0) OH; FIR' HE o 76 AR S 77 v, R' 5 - CHoCHoNHR RZZﬁMOH FIR'
CH, ;

Olll

3
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(©)
A ALFARSLE T Z ,Rl%—CHZCHzNHRZZ;RZ%*‘;\‘/LOH TR Ay &, o 7 Bk S 5
CH3 g

L RY AT 3 BRAR I 75 e 5 s AR A o 78 B SE il &b, RT3 R 5 3 s FIR™
S AE BAR ST b, R AR B S 5L IR A o AE BARSE i 7 &, RN BRI %
B MR NS AE ARSI T 2, RN BB 6 3 FIR' N A AE AR S 5 b RN
WA KB FIR™ A 78 BAR S5 S of L R' AT IR ERAC I Co- e 5 5 FIR™ Ny
Ao A BAARSEIE T R RYAAEIE BRI 2055 s FIR' N A o 78 BAR S 7 & vh , RN R L
PRI 2475 35 s FIR™ Y& A BARSE i 7 Ze b, R™ AT e B (0 475 TR L s AR A o 78 ELAA s
JlEJT 28, RN R B M TR 2 5 RIR™ A . A6 BAASE T 2, RN AR 1% BRAR A B 3R 32
FIR'™ NS A BAR ST R, R™NAT IR B QI Ca- B FRIE s RIR' A A BAR St 7 R
RYAT IR B QIR A 32 s FIR™ A AE A SE T b, R1 N R BRI R T 3 5 AR A
[0895] 77 ELiksSgiifiy Zerf, RRIR I 2 A — AN A AE BARSLi 5 b RP IR N AL
fE LA SEiE T &b, R AR A A AE BARSE i 5 Zrh , R T BRI C- el 225 s FIR™
WA A BARSEIE T R, RP AT BRI Cr e 5t s MIR™ A, o AE FARSE i 77 b, R™ Ny -
CHa s FIR™ & - AEELAASL i 7 2 , RP IR 1 A - Cls o 72 B SZ i 5 2 v, R* NAT 3R ERAC Y
FRpEIE s FIR™ N o AE AR SE i J7 2, R™A-CFs s FIR™ NS o FE AR S 7 = oh , R A
s MR N A AT AR SEIE 7 R RN -F s FIR™ A AE B AR St 2, R™ A & 5 AIR™
NCr-efEdt  7E BAR S 7 2, R* N -F 5 IR N Cr-ekie it o £E AR SZ i 5 R rpr , R™ A 25 1
R A -CHs o 7EEARSE 7 2, R™ N -F s IR A -CHs.

[0896] 7% HAK S 7 ZErf, RUFTEFENIBR A (R) ~F B ST AR rp O o 8 HAR SR )5 S, R
FIERERIRR A (S) —H B ST AR 0 o 7E BLAR S Zeop, RO IR A AL A8 BAR S it )y
o ROAIRESA N S A B AR St b, RN A B SE it 7 b, RO BUAR I Ci6
BE Sk o £ BAR S 7 2 P, RNAE R HUA R Co-ose 3 o £E AR SE 7 2, RPN - CHa o £E HL AR 5K
Tt 2, REAAT IR BRI Co- e 3 o 70 B AR S5 2 op L RO AT BUAR P 0 7 22 o A0 LA s
Jiti )5 e, ROA R BUCHI M I3 o AE BARSL it 5 b, RO — M BRAR I 2455 FE PR U
F 0 TR 3 o 7 ELAAC S B, RO A — AT B ) e R AR A P 7 T 2 o LA S it Oy
Fop L REAE FIR N -Clso 78 AR St 5 & op, RO BRI Croe e it s AR A - CHz o 72 A4
SETi T g, RO S B A CrobE 3 s FIRY Ay - CHs o £E B SZ i /7 %2, R - CHs s ARy -
CHs o 75 ELAASZE 5 Fe v, RPN AT BUA ) Co- 675 225 s AR A - CHs o 7E ELAR S 5 S b, RO AT
EAR 7 T 3 5 RIRSA -Clla o 7E HAA S i 75 2 P, RO A AR BRI 05 T 38 5 TR - CHz o 7F HLAA S
T2 H, RO — AT B ) 2% 75 S PR B ) 475 7 32 5 TR - CHs o 72 B S 7 v
R A — AT 35 BUA ) e IR B BA 0 4 T 3 5 TR Ay - CHls o 77 ELAAC S it 7 6o, REAMT I B
AREACr-el 3k o 7E HAR S I 2P, REAAT I BUARIKI C oot 5 o 7E ARSI /7 b, R -Cls.
12 BARSE T b, RONAE IR EUAC I Co- 6 32 o 78 EAR SZHE J7 2 b, REAEZE BRI 5 T 55
77 HAR S b, RO AR BUAC IR 975 7 225 o 71 B AR St 7 e vp L RO — AT BRI 26 55
BEIR AR 0 0 T 2 o A8 L AR St 7 8 7 5 R — AN T3 BUATR 9 1 R AR A R 1 s 7 2 o £ L
PRSIty % F RN -CHaCH20H 78 B AR Sl )5 %, TN -CHaCHaN (R™) 20 78 ELAK S it 5 S
R*A-CH2CHaN (R™) 23 FIR™ Ky -CHs o 75 HL A St J7 27, R* A - CHaCHO o /E HLAR S 77 v, RN
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TG BRI Cr et 3 s FIR A - CHa o 7E ARSI i 77 S o, REAME IR BRI Croe 3 s AR -Chls.o
15 BARSZ 7 2 rp  REAAT IR BRI Co-675 22 5 FIR® M - CHa o 75 H AR S i /7 6 7F , RVAMT I B
QB M TR 3 5 FIR® A -CHs o £E EAARSZHE T b, RUA R BRI 45 7 36 s FIR® A - Cls o 7F HAASL e
TR RO — AT B IR 24 75 L PR BRI I T 32 s AR M- Cll o 78 B SR 0 3 vp L R
AR — AN AR P e IR R B A 975 P 32 5 IR Ay - Ol o 7F LA S it 5 2 P, REA - CH2CHeOH 5
FHR® A -CHs o 75 BAKSZ i 77 22, RTA-CHaCHoN (R?2) o5 FHR® Sy - CHs o 7F ELAK S it 5 227, R* N -
CH2CH2N (R*) 23 R** A3~ CHs s MR Ay - CHs o £E ELAK SE T /7 %2 1, R* A - CH2CHO s FIR® Ny -CHs o 76 A
SEHE T e, RO BRI Cr-ale 3 s AR AL 78 BAR St b, RONAT R BRI Coobt
Fe s FIRT A AE B St 7 &b, RONAT IR BRI Co-e i s MRS A A AE RSt T R/,
REOMAT I B 7 5 s MR A AF BAK S b, REA R B KM T 55 AR N AL 7
HARSZtE s S, REAAE — AT BUAR ) 2% 55 PR 46 7R 32 5 FIR® N &L 71 B AR S it
S, RN — AT AR v IR R ER AR (0 4 T 2 5 TR Ao A8 LA SE it 7 b, R* -
CH2CH20H; FIR® A, o 78 HARSZ i 75 v, R* A -CHaCHaN (R%) o3 FIRSRA, 78 HAKR STt 7 &,
R*34-CHaCHoN (R*%) 23 R** g -CHs s FIRTNE, o £ HAKSL i )7 22 P, R* N -CHaCHO s FIR® A o £F
St 7 e REAMTFIRBUARIK Cr e 3 s FIRPVCH A AE BAR S 7 2P, RO ARG BRI
Cr-of5e i s MR N A  AE ARSI b, REAMTIE AR I Co- ol 22 s AIR™UAE  AE B AR SRt )y
S RO R BRI T 3 s FIR™ONAL . 78 HAA St 7 b, REA R BRI 4 7 3 s AR A
S AE BRI 7 b, REAE — M U 2 55 IR BR[O 43 T 3 FIR® DA AL 7E Bk
ST G, RO — AT 3% BRI v IR R BRA P 05 TR 32 5 FIR® DA 70 B S &=
R*4 - CH2CH20H s FIR™ A o 78 HL A S it 77 2 1, R4 - CH2CHaN (R™) 25 FIR™ AL o 78 HL A S it
7% RYA-CHaCHaN (R*) 23 R*A1-CHs s AIR™NA o AE BAR S 5 229 , R* - CHoCHO s ARy
Zo

[0897]  7F EAASZiE &b, RONE A8 B SE it 5 b RO A 78 B AR St 5 2, R

JORSC
o N
NESRYFE A AR ST =P LR ,é\ 7E HARSL i 5 2 b ROONEL A
RSSa Y TNRM),
RS4b

ST R R R L A LSS ek RO T B 7 B S M o, %
o ARSI AE LRSI L 5 A MR- 2E LS 75 e, RSy -Ch
A5 ARy 2 ELSHETy e , RSHS - Ol ZE LS 7 2 o, RSy 7
P72 b RS ARS Ay 7E ELPR ST 2 b RS Ay ORSY IRy 7 LS 5 o
R4y - OR®Y; IR® gL 4 7 ELU Sy ek , RO A3 BRI et 7 LS s %
R Ay A A 7 LS S0 RO - CH.OH 7 B ST S, RS9~ CHo0B.
7 LS % p R Ay e 78 B ST 5 T R - CHaNHe. 76 L SE M 0

SN B b

FERAR ST R
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WU WA

o OH wOH

o)
ERARSIETT # A, R fEHARSLIETT H RN

. NMe, NMe;

i‘;/\(\NMeZ |

QH Y

[0898] ¢ HAKSZHE T e b, RPAIR B 42 (1B g (R) — M9 B4 (i 7 Adk oot o £ ELAA SEZ i 7 28
Hr, RPFIRY FIFE S (K T A (S) — MR f) S A& v ity o A6 BLAR SE T 28 7, RO FIRPP g 2 /b — AN Ny
Ao AE ARSI T 22, ROFIR P H N o 2 HAR LI 77 b, RPFIRPHA R A o AL B AR SL e
77 % RPHIR I 28 /D — AN AT e BRI 8 22 o 78 HAK S 7 2P R AR B /b — A Ny
PR BRI C1 el it o 78 ELAR SEHE 7 2 oh , ROOFIR A 28 /b — A AT e AR A Cr o e 3 72 B
RS JT G2, RPPAIRP A 28 20— AN R R B I Cr o5 22 o 78 B S 7 22 oy, RO AR [ 2 /0>
— NN - CHs o £ HAK S 7 22 o, RPAAE S BUAC 1) e 22 5 RIRP N & o A8 B A S i 7 26 o, R
AR -6 58 2 5 IR A o AE HAR S 7 28 7P, RPN BUR K Cr-o 5 2 5 AR Ay
Ao A BRI R, RN R EACH) Croali 55 s FIRP N AL 78 BAR St 77 2+ , R** Ay 3-CHis;
FIRPP Ry 4 o A8 ELAA S 77 2 , RO RIR HR Ay - CHa o 76 HAK SE 5 28 1, RO IR HBAS A2 - CHso
[0899]  7F HAKSZIE s b, R NE A BARSEiE T b RYA A A BRI R,
RN AR  AE BAR S 2= RTA-C(=0) R,

[0900]  7F HAKSEZE 5 g, ROFIR BB IRl (R) — R 2R () ST AR v 0 o 78 EAR S it 7 8
b, ROFIR P 2 (B0 A (S) —Hy TRy STAAR o0y o 78 BARSEZ it 77 22 vp , ROFIRM O & /b — A Ky
Ao AE ARSI Zrh , ROFIR OHT N & o AE AR S 7 b, ROFIR HBAS & A £E HAR L it )y
et ROFIROM 2 b — AN AR IR BUAC ) B3t o £E HAR S 7 = oy, RORIRY ) 28 /b — AN Nk
HUAR I Cr-ele 02 o 2 HAR S i 77 22 7P, ROFIR™ 1) 48 /b — AN N BAR IR Cr ot 32 o 76 AR S2 )i
75 &, ROFIR I &8 /b — AN N - CHs o £ B AR SE i 7 22 7h , RORIR'O ) 28 2 —AN - CHaCN o £E LA
ST &, ROFIR O 28 /b — AN - CHaC (= 0) OR™ ; MR 3% BUAR K fe L Bl A o 7E FL A s
Jiti )5 &, RERIRO 2 /b — A AT IR BRI Z 55 e 22k o 71 EL AR St 5 32 b, RORIROpy 28 /b —
AN A 35 BUAC AR i e JE e 3 o 76 ELAR Sz it 5 22 b, ROFIROPR) 28 /b — AN ik s i e 3 . £F L4
ST 2, ROFIROR 48 /b —AN Ay S o i o F HAR Szt 5 2oy, ROFIR O 28 /b — A A1
I S 5 e o AE HAR St B P, ROFIRORG 58 /b — AN ik e T e 3 o 78 BAR S it & op , RO
RYH ZE > — AN g Fe ket 78 BAR St 5 b, ROFIR R 52 /b — AN A e 3 fe 5t F HLAK
SEE T R ROFIRY [ /b — AN A AT BAR IR 07 32 o 76 B St 5 b, ROFIR O 58 /b — A
AR BUAR I 6 TR 3 o A8 LR S i 7 2 b, ROFIRMO I 2 /b — ANy R BAR I 6 7 3 o A LA s
it )5 &, RORIRY[ 2 b — A AT IR BRI 75 e 2k o 78 B AR S i S b, RORIRMO ) &8 /b — A
JIE L BUAR R A e . 7 AR st g 2 vb, ROFIR O 2 /b — AN R AR EUAR I 5 3 A7 AR SE e
Fh RONAEIRBUAR A e 3 s FIR' O A o 7E BAR St b, RONAT S BUAR K Cr-o e 3 s AIR™
RNE A BARSZE T R, RO B Cr o 55 s PR A A BAR S 7 2, RO Ny -
CHs s FIR'O A o 76 ELAR S iita 7 22, ROM - CHaON s IR O A o 76 B St 77 227, RO M - CHC
(=0) OR**; R N BRI et BRA AR A o AE BAASLiE 5 S, RO B K 24 55
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B s IR N A o 76 EARSZHE 77 28 o, ROAAE B (K it M S e 35 FIR'O N R o A8 AR SR it
S, ROMIR M B B s RIR A AE HAKSEE 7 S, RO MR e i e L s AR A AL 78 HLAK
ST S, RO JE e 5 FIR™O A o 78 B AR St 75 G2 v, ROt S e 3 5 FIR™O A
18 ELAR St 5 8 b, RO Mg R b 3t IR A AE AR S it 7 &b, RO R e I 5 AR
NE AEEARSZE 7 2, ROAAE L B I 5 3 5 FIR' A& o AE EAR S 7 v, RONAE 1R HY
AR 75 TR 22 5 AR N o AE AR St 5 b, REA R B I 4 7 28 s AR A Ao A8 AR S it
E REAAEG BRI 55 e 3 5 IR N A o £E BAR SZ it 7 28 o, ROAAE S B G 6 22 AR Ny
Ao AEEARSZE T 2 b, RO R BRI 3 FIR'O A A8 BAR St 5 2 ROFIR O 2 20—
AN N R o AE BARSE TS S, RORIRO[ 2 /b — A A f o A8 BAR St 5 28 o, ROFIR O 2 1
o AEER ST b, ROFIROHI L A o £E AR SE i b, RONAEIR BUAR K BE 3 s FIR' Ay i
R AEEARSZ T R, RO B Cr-sfii 3 s ARy R o AE HAKR S i 77 2= v, RO AT
HEERAR K Cr-oft 32 5 IR 2 o £E HARSE it 5 22, RO -ClHa s FIR' Ay i 2 o £E B AR SE it 5
F L RONAEIREUAR A e 3 s FIR' O o 7 AR St 5 b, RO BUAR K Cr-o e 5 s AR
SR AE AR ST 2, ROAAT e BUAR [ Cr ok 3 5 FIR' O 4R o 78 AR St 7 227, ROAy -
CHs s FIR' N5

[0901]  7F HAKSZHE s &b, R A A B SEiE T b RUA N A B SE i &=,

LP2-R23
. 1 N JERINRY > > Ny \ AY
RMJg§—LO—AT RIA - No. 2E B S 6 7 5 ,R1479§—Lc1—w\/\N( LA o 75
N/ ‘..

HARSEHET S8 rh, LONFEREIE , HALHE 2 /b — ANy R BRI I e ik o 72 LA SETE Ty &l
LSRR , AL 2 /0 — AN B BUOR BUR I Ca- o M0 2 0 o 7E B St 7 S v, L 9 -
(CHa) - FA . e R, Horfin g3, 4805 o 7F B SE I 7 Sy, LU e, s & b — A
AT BRI M B 7E R SR 7 S, LON TR, L5 £ D — AN W ERBR AR K
Ca-6 MU B o 7E LRSI 7 S, LA FE R , FOA G 28 /D — AN AT LR BRI ek o 7 LA
SEHE T Ze T, O , ARG E D — A U BUAR BRI Cs -6 P Rt o 7 HL A S 5 2
H, RPN AT B AR 55 i o 75 B S 77 8 b, R™ AT 5 B 2 e 72 LA S i 7y 22
R* AR AR5 -6 70 2% 5 B o 7E B ST 77 22 op , RP AT I BRARIK R ik o 7E B SE i 7 8
H, RPN AT I B AR A R o 76 HLAA S 77 G2 vh , R™ 1 AT I AR M ke o 76 FA SE i 77 22
R* A AR SR AL e o 7E LR SEIE 77 22 0h, R™ 9 AE e BRAR (R e e o 7E B Sy 22,
RPN AR HUAR 1) U e o 7E B SEHE Ty G o, RP 9 A e BR AR 1 1 7 LA SE iy 26
H L RP A BRI G e 7R AR SERE T e P, R IEER AN 5, 6 &5 —XUFR % 55
S o AF HAR S 7 S P, R AT 1 BUAR ) 2 gk

[0902] 78 BAKSEHE Ty S, BARHERR 1 2 k0 R B B4 B Lob o ST BB Y B o 7 B A
SEE T E, T20144F4 HAHARAZH B By 4 R H G 5 PCT/US2014/033025H 22 F Y B A BR
AR o AL R ARSHE T S, HARHRRR 1 BL N BRI P ES
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?\13 ~.

R{EH

O sy
e

EROW v N

[0903]

N(CHz),
CHs

1+CHs N(CH3)z
HOZ S ey

CHy

FSM-21535 FSM-21598

[0904] % iLdh,
[0905] AT WY (A 73 7] PR ) I A B A0 AELANRR T2 L e O AL 5 B 3
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[0906]

& 1. TS B A B

N3

"'CH;;

A Homo

N(CH3)
CHy

N(CHzla
/ CHa

"'GHQ

-, OGN
O

N(CH),

FSM-11561

Nay

N(CHg)y
CHy

No
CHy

FSM-21828
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[0907]

& 1. R B P Y

N
n=N
N
CHs3
OCH5
THCHs N(CHz),
wolOLS cn,

CHs

FSM-21598

=N S
<

N(CH';);: N(_CH\';)Z
. ca-;" Ond-CH5
CH3 CH3
FSM-11561
GzN
N= /N
! |
N H
= S/J\NHZ
Ry O
tC CH
O Y G
TN OCH;
o CHs NGl N(CHy2
MO g P A v HOZS T ey Ctty
“Np
0H3 CHy
FSM-100341
=N 8
NN
&ﬁ@
= 0
H:C, .
O N Oy \CHg
T,) N OCH,
: N “ICH N(CHalp
"1CH;3 N(CHg) HyC* 3 N(CHahp
v e HaCu_ i HOT ot
"IOHO Oa CH3 RN OwcHg
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[0908]

& 1. T BR A B

FSM-11563

FSM-11562

NICH; N(CHz )
; {;IOHQ o CHS

“"CHs

"‘Q@Qﬂ

N(CH3)
~CHi

HﬁC"‘ N riCHs N(CHs)
HaCl e HOZE ch,
CHs
FSM-100364
NH5
nN=N
N/
g ;
On :i?C .~‘¢H3
0 » » QCHy
o MiCH; N({CH3);
HaC "'@HO OQuad-CHg
ov ¥ o
5 CHs
FSM-100432 FaM-A0hezt
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[0909]

& 1. TR B A BY

THCHy NICHz)o
RO LS cH,

-».ICH:} N(CH3)2

',,OHO O 4 CHg

CHs

] NCHae
A HOLS oy

N(CHah
-CHy

FSM-100239

NUCHs  N(CHa)
2, "J/OHO O CH3

CHs

ESM-100479

ESM-100490
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[0910]
A1 Tl 64 B ) B
F
/4
I o
CHy & Lty
OCH; 1‘” OCH,
["CHs  N(CHy), MO MCH3  N(CHg)
'*'D*LOZEchHB HaCu HOZSL. L cHy
. S No
CHs HeC F
FSM-100563
N=M ==
\ P
CCH3
GH N{CHsh
"’OWCHa
CHy
FSM-100551 FSM-100573
N:N
&
3
N / N
QCHs
N(CHa) TCHs N(CH)
Gud.CH, oHOZE ony
CH,
LHy
GCHq
. VGHs N(CHz)s N(GHz)»
S 2 HOZSE o ~CHs
FSM-100576 FSM-100593
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[0911]

A 1. FHHGFA R

.».‘1[CH3 N(CH3)2

o HOZS o,

Hi B

FSM-100627

N{CH3),

HCH3 N(CHg)s
woHOZLE on,

FSM-22742

"'CH3
CHx

"'QH-Q Ael

=N /=N

N{CHg);
CHy

FSM-22746

FSM-22747
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[0912]

£ 1 FHM A B

NH,
n=N N={
§
N N #

""."CHs N(CHa)g
O LG CHy

N{CHs})2
CHy

CH; N(CH3z)z
“'O.HO Qud-CHy

N(CHs)s
A CH;
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[0913]

F . T B P B
FSM-22740 FSM-140132

Q
HN HLC
e LH3
ﬁo N OCH;
HG HGHg N{CH3):

n,OHO Z O:f z CHax

CHy. CHy

 N(CHg:
O -CHg
v CHy
&, FSM-1004274F 2 B R A4k 1
FSM-100423 FSM-1004334F 2 ul - #4k2

N{CHg)»
L L) CH3

Chs

FSM-100429

E\/ﬂ\ o

0 Hﬁ’ﬂ A CHa
§_'0 Ny QCHs
Hsc‘ﬁ> L [CHs N(CH)
ch\“#\DHs(w,, -,,OHOZ\j‘ ot o,
o o

Hi G F

CHg

FSM-1004393F #F 8 Jr- A 41 FSM1004283F 28 4 4.1
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[0914]

& 1. FHIH 6B A B
FSM-1004413F 5 i J- Ay 452 FSM1004344F 4 B F My 452

[0915]  ZyMH &WIRIZ 2

[0916] A R G4, HoA 5 A Wi v ad () T A R B HL 242 b mT ez iy 2, A
Zyi Al I )

[0917] 257 b AT 4252 1 WU A HE AR — PhEUIT A 7 1) W R R B BB EN 1) L 75 HK
F Bl ) 2 P R S SR R 3G AR SCEL AR B FE R ARG S A TE T R 3T P
R H AR R B AR T IR/ B A 25 4 2 A ) R R ) — B 8 55 T AT AE ) G
Remington’ s Pharmaceutical Sciences,Sixteenth Edition,E.W.Martin Mack
Publishing Co.,Easton,Pa.,1980) #fliRemington:The Science and Practice of
Pharmacy,21st Edition (Lippincott Williams&Wilkins,2005) 1483,

[0918] A SCHTIA R 25 & W] LA IE 1L 2 2 QU C A0 A AR AR v 2 o B i 26 T
VRALHERE AR B B N R S AR/ B DB AN LB B (accessory ingredients)
A IR, R G b AN /BT B, 1 7 P R R AN /B2 i 75 B0 & B B2 R & AT
(09191 Z5WH & W] LA A2 R IR 20 AR 9 50— B R A0/ B g 2 A B — B ) ok
il 2 AL /B B o A ST Y, “BRA R & R B E N A Y, A EHUE EK
AT FY B A T o B PN S R A T AR 4 T S AR R A R R R &L A/ B R R R U
HG BN T ER R = L.

[0920] 7 W 245 W 2E & 0 v 1D I oA R 245 25 b R 2 1) IS 7R R/ B A e HL A 4 1) AR
X BRI 26T B 52 e PR AR BN/ B R A2 A, JF HOE B Z A SR 2510 &
7 B0, iz AT AR . 1% E100% (w/w) HIHR P B o

(09211 FH T il & A FR A T 3R AL 1 25 WD 4 6 W) 242 B R 4352 1 TR R A o P AR 711
A3 BRI/ BSCHIAE 7R 2 T % P 7R R/ B 701 AR ) R 79 BT R ) 2 ) R T DR/
BT o IR 7548 G ] AT I R 7S L 2 €0 71 A ) R 7R e A R A B AT DA AE T
Y

[0922] 75 {81 14 5 8 1) EL 50 AR TR 605 o TR 0 Tl PR 5 TR TR 805 L IR PR A5 TR PR 5485 T PR Y
FURE ERE AT 4B m A e w1 H R R L L AR VLR SR T UE R L oK
TR R SCEATRR A .

[0923] 7545 8 L 77 A0 / B8 0 IO s S5 B K « RoKTE i W R E e R B LR ek
B R R TR RS HHARS SRR BRUIR e VAR R R RIOR il R SRS S AL
WG RIS R TR 8 ORI T AZ IR (L Jd—mb g fe i) (58 SR 4ERR) AR L B vk iy (2
FOMRUER ) REEP R YE R ORI P B4R CCR P A 4E %) R EA4ER .
TRIBEEE KD (TEH 1500) Aokt K K ANVETE N R Ak B A R 3040 B R B (Veegum) 1
TRREETRIR AL S, ACEATRIR S

[0924] 75 48] 11 3 1 Vil A 0 R/ LA ) B A SR FLA ) (B ) oz AR Bt g e e v
FETRAN 51 B chondrux  IE [ B 3 JEU I RIS IS B 28 VIR R 1 L T B M1  JIEL s 6 el AT
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SRTENE) Ry (a0 g = [REFR AR ] AilVeegum [REFREEEE)) (KBS L BEATAY . & &
=R (5] Al G | IS B L S SR IR R =T B BRI £ B SR TR R H v
e AR IR PR TN B BE SR O R (B an SRR & 4% (carbEpolymethylene) VB TA
IR TN TR R A AR I LRI TR AW 1 RIS A A =T AR (B R R A 4k 2
WA R AR R A Y X RN A iR RN R R A Y R R4 R) VRN
P IR A L BUEE B (9] A 548 2 0 K Ll B B HRE R T [Tween 20 5848 20 0 M 7K L Y e
[Tween 601 5% £ M AK (L B4 EE By PR 5 [Tween 807\ JIR 7K 1 AL EE S AZAE 2 16 [ Span
407 7K th BB A G B2 6 [Span 607 Bt 7K (LAY s = g B2 5 [ Span 65] 5y B H VIS -
R K L B B B v R TS [Span. 801) E A Al (9 5% 480 2. 0 B A AR e i (Myrj 45] VB
BB BRI 5 2 A AL B AR R R I TR ER R A So Luto )  EEARE G I R IS 5% &
TR TR ER (B v B (R A LT (BB A LME T R [Brij 30]) VR (4
I TG e ) 2 " EE R HRERR B = TR VR IS VR L VR A L VR £, B VR
HEER 2 B8 T b AR N L 3% 22 JE FiF-68 . JHIR Vb I - 188 7 i JR 4% . P Al &A% KL
iz % PEBREN, AN/ HR A .

[0925]  ZR A8 A Kl SRS HE A (4614 R R e b AR A ) B e S (ol o A R &
FERE RIAE R FLRE R vl B R H MR SE) RN e BT (A A BT ARG e PR
B B A SRS IR L AR B S B R L isapol husk[FIRE VR i FR B SL4F 25 4P 4 25
CIHEAP R RO REA YRR AN A AR AP R SR R TSR TR %
R (LARF g e ) i ERER S (Veegum) FIRA Fi P12 ALEEME) IR 2h . R AL 204
RO NS ER IR IR R AR TR IR ER 5 KB, A/ BOHR S

[0926]  F 481 11 B 8 AR R Fh o A8 A 7R 2 70 PO B T 7110 0 T o S 9 I TS R R B
J AR B B JE 5

[0927]  JRGIPESTAAL T EFEa A & W LR MLER  PUIR ML B AR AR B T F2 mi Tk T R
IRERACH VBRI ER AT TN IR I B IR TR USRS IR - I Tt PR S0 i I T R S 2 A
DRI &L

[0928] IR IEER A FIEEE 20 U 2.8 (EDTA) e Hdh fiak &9 (Ban, 2, —FlU 2, 550 .
4 R 288 5N 4 RV R = £ VY 2R A 4 VU TR AR TR
1R Je FER KG9 (B0 AR K &) & R S H R FUK G4 3 R g e R K &
Vi RIS B L ER R A RS AT 1 R e R K A o o B PR A T B S R4 R L A
ZA R VA R I R A R E S AT B AR A
Py B i o B (BRI R R R 2 ORI 2R RS ER IR R T BRI AR -
[0929]  JRMIPESTE Y AR IR T B R ORISR IR AR RN TS R R R A
IR ER R R R R L 1L BN L % FR IR L T R R LU AL R

[0930]  JRGIVEEERG R AIEHE OB VR 4 B R I 2R A ORI VT B R AR
R $h AN ORI 2 LB

[0931] IR ERR AR 4E A A i RC AR RE BN R FFBR . LR EEA L
B2 PSR LR « L LR A PR

[0932]  HeBh S FIEFE A G B A B B O BRES B RS 2 B IR AR = R R T R T
(BHA) . T2 F 2K BHT) < 4 Ji T e AR R EM (SLS) « 1 B FE AR BR 8 (SLES) LR FR
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SN I IR BR AN AR R | fm B VAR R \Glydant Plus.Phenonip. % #5308 F g H
fi5 .Germall 115.Germaben II.Neolone.KathonFflEuxyl .fEEARSLE 77T, BridBy &7
RNBUEAEM o AE HARSE 7 R, Bk By JB 1 e 26071

(09331 JR A5 1M 22 b TR FoE AT A B 6 02 VL L TR R, 2% P < T IR Eh S IR A TR R
B GEULES FTIER S | FLIE EREY | PERE BREY | HTRE IR A DA R R H T R IR L FLIRES |
IR ~ S B TR BRI IR - Bl U IR L T IR T RS  FR TR PR 45 L L TR P L S0 8 T A TR
BROEA TR IR A TR A B R S SR IRIR N SN TR R B
FLEREN EEER S N IR AN RPN AW R R T S VA A A A R R
BE K SR IB K RIS TR IR OB, SR A

[0934] 7= 48] 1A Y I L5 A T R B8 Aol T RS A TR IR ARk T K L 2 L Ll B R
HmlE  EAAEY R 4 B R R SR SAL N R E R T e R R B T
PEHEIR RN, M IR A

[0935]  JRAGI P R AR ALK kA v A A= I #5543  babassu (— P EL FEARAEA) i 6T
FH I B ANEHF (black current seed) VA T B E T A2 H 28 T 2= & = 25l S
AR YT < B R VR PRI Yol S T ] I v BR el 65 £ R v oin e e ORI AR R e TS S v A
20 IR 7R T Y 77 R e < o I N R I 2 I o 2 =R N R B
SFETER - 0P A SRAFA I A SR R B B AR B AR SV L AT v BERE e R R
P 2N Y 8T 3 5 o I I PSS N e e I I e
T BRAZ A L BE SRR Y JTORT Y S S S e AR il JR A 7y L £0 AR i A v 1l
FAC B HAT (savoury) Ji VBB 22 BRI T3 g Fk i KOS 1) S A T B I
PO S 25 A Byl BB Ve AR N 22 IR 2 3 o s 9 PR i A AHASPR T B TR R TR L SR PR
Hih =8 (caprylic triglyceride) \ZEMBH I =M§ (capric triglyceride) FAFF ALY, 2
TR TR R EI360 A S E R R AR A L S R G A, RS
Mo

[0936]  FHI-T- I AN I AN 25 10 s A ) B0 4 25 2 b mT 42252 1 L 700 Bl L ) S VA S BT
TR TR AR R o B 7 R PN R A0 T SR R A ) 28 3 0, 5 A A i P IR T PR A R A 48, K
BCH BV ) S IE SRR FLAG R, B 2B TR IR PR SR LR SR R R R R
B, 3T S R R AL v (B, BT I VR AR AR I TR R 2 v RO
B JRR VA RN 22 BR YD)  HE e DU SRR R B B 2 A K Ll BN B R I ER B, M R A
Yoo T YETERGRER, T IR & mT DAELHE 72550, 91 G v e 771« SL AL 7R 27 57 S SR )
R FRRI Bl o 76 B 18 A0 25 2510 BARSE T 7 22, A8 IR B 1) 45 5 W -5 38 v R 4610 4 v 1) 5 48
B i o PR B TR BB RIS VRS, MR ARG

(09371 AT s i1l 77 » A8 4, O AT AT VAR S K PR B PR PR T AR PRI A B A TE 1
A3 WU BRIV 77 R & P2 R 1] o Firodt S B T v 5 1 50 T DANAE S 55 0 1B A0 W 42652 1 4 e 711
BCVA 7 5 T B P A R BT ECEL R B, AR L, 3T S EE TR AR . AT AR
A2 BAR TG F K HRAE UL S P RIS B SALBNA TR 4, ol AR e LR
PRV R BRI o Tt B 8, BT DA FATE SR R B AN v, 048 & B i) H vl B B B
Hh ER o S ah 5 8 0 B 18] gk B FH T i TS

[0938] Wy i fill 77 T LA R K BE 4 61 4, 8 3 40 B — R B e 2k Uk, BUsE i DA TS B [ AR 2
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I
EYIE BN KB, Frid Io B AR AL 1 n] LA TR 8 e o0 U JE BK B e
AR T
(09391 Oy 7 RERZGWHIAE AT, 08 75 2 b BN BOUL PN A 5 9802 25 0 R WAL o 3 ] LS
A8 FIAVE PR 22 ) R AR BTG 78 T4 o A VB i o VB SE B o SR i 2 W R MR AL ok 3 B e T L i
R, HEE A B T i AR /NG B B, W B A4 25 1K) 2500 I S AR R YAC 3o 3o 7 el 2
AW PR i B I TR 29 s B
[0940]  FIT EMBRIHE S 25 (0 AL S W H v ke 7p), Hon] DUBID A R I 25 &) 5 6d
(=1 — ) P R T B A (8l v mT I L 2R 20 B Ok Ry (CHLAE 3 R [ AR R R A4 R
VRAR) ) VB 5 il » R I LA L P B 938 s v A48 A R TS N 1
(09411 FHIT 10 e 245 10 [ 4 5] PR 0 45 PO P 79 AL ) 7R ARG 711 o £ 122 [ A 70 R o
i P B 55 2 b — RS TR L 25 bl B S B WM AR B AR VR 5, P R MR 77 B D ol by
IR PNEUE IR — 55 A1/ B (a) SHFETIBCIE &7, B Tehy  FURE RN 36 4 - H S A e
MR, (b) R 780, BT, 2 PP S 2 48 2 L T PR B 2R L AR P e B A R o 41 2
(c) ¥R, Bl H i, (&) A, B anBslE IR S £ EIE B BURE ek iR . LRt
R ER AT IR0 5 (o) VA WRLREL ¥ 70 7] G A e, () WRMACINIEE 511), 9 3 A 540 » () VIR 51 5 491
G g s R PG Vi I S () WRMAC AR, 49 g O R ITE = , B B (3) S 7R 5 i
A ARG BEHE R B [ R £ R T TR IR A, MRS AEHEE L IR
IGO0, Frad 7 R ) B2 22 v ) o
(09421 ARSI AR (¥ [ A4 2 25 0 ] A £ SIORTBE — 3R 7 11 B s 8 b 4 S T O 3R 78 7710, 156
WS 700 Gn LR B DA B i 7 5 B 3 4 AR o 7 B SR LR ATRIURE 5 ¥ P ik
[ 4 770 28 ] AASE A, A R 5 491 i A0 AR R 22 23 A3 e 10 L BB Wi 4% o AT T DA 2
BRI YET, I HL AT DA A 1 AL R A A3 e AT AE B i 1 HL AR 3 OB TR AL o T T P
W, AR, DLSER 0 77 2 AT DA A A0 R 4 5 W G S 01 60,45 3R 5 o R o A AL 7
[y 3] 44 2L 45 T AAE BORTBE - YR 7 ) P P 2 vy 2 P DA 3R 78 791 5 A58 PR 490 4 2 770 7L B 4
WU L= FREE L R
(09431 i Py BB ] DA DAy A58 FH — il 22 b b s WBOTEZ 700 A0 Sl e B A T 20 ) L B0 I L AL
FAUURIURE 77 (4 Jfr 3 (8] 4% 750 B T A ASE P B AR AN 5 491 2 v B A e T A | AR R 245 252 i 571) @0
S Fe e A % o AE B AT R v, W A B R LA 2 D R PR R 1) S B, 3L
PEBE R IR B o 25T AT A4 , AR Jubm itk SE B, M VERR BRI A S K Fe W o, B, 1 A )
TE RN I AR, 8] G A i R R Al A A R o AE O L P SRR AL TR AR B0 5 i 5]
M) AL S SR R o e A ] DU BRG], IF Hn] DO IR R 20 843 EATE BIE Y
HARER 73 ORI BRI 56 TR A 5, ARt , DASEIR 1 7 OB T8 m] A A B4 AL B 0
SRSV TR
[0944]  FIF A B Bl P B 1) SR o8 A1/ B0 B 5 245 10 570 2 ml DAL B 08 570 S B0 770 < 7 70
FR BB o 7R < VR P 55 751 R N AR/ BN 77 o B A A R AE T 26 A 525 Bl iR
2 B AR AN BATAT 75 ZE BT R I/ BREGE MR B o SO, AR AL B 1 A B 77, HLd
AT PR R R P R A B AR R BN 5 o iR AT LA, B S A g A/ B TR A
i 28 3 A ot P R A % o B B A, R DA T T i e A g R/ B 3 73 SRR A I A
B JFURT /BRI R T S
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[0945]  F T Ik AR SCHTR I B2 N 2 A R Al 26 BAFE A 36 8, ol bL T LA
Pk« & H % F4,886,499:5,190,521:5,328,483,:5,527,288:4,270,537;5,015,235;5,
141,496 H15,417,662, 7] LI 2 B 25 24 B2 (N A A 40, JHCRR il B 3k N e JBR () A 2880 2 s
JE, BIANPCT A FFWO 99/34850 A H Dy e S R 4 Hh Fiv ik 1) S 24 o A5 36k 1) RO I 559 24 | 22 0 VK
A RTA T S 28 RN/ B A B A TRE I 7 AR BIIA R I R S () T VR A T R I
PR v 25 B AN AR, W, 35 [ 5 R)5,480,381:5,599,302:5,334,144:5,993,412;5,
649,912;5,569,189;5,704,911:5,383,851;5,893,397;5,466,220;5,339,163;5,312,
335:5,503,627:5,064,413;5,520,639:4,596,556;4,790,824:4,941,880;4,940,460; Al
PCTAFFWO 97/37705FIW0 97/13537Hp o -1 (1) BLIE K AR/ FoUkir 146 326 2% 5 A FH S 45 A
AR I A I B A0 2 2 R BB B AN, R 5 28 T DA T B N 45 245 1
I BE J5 1 (mantoux method) .

[0946] &4 JR s 24 1 il 7 AL FEAR AN R T, A R/ B A 1 30 5 490 88 70 e R KA
JHURN/BICRAL ZK FLR] , A8 40 7 R 3 RN/ B 7RI/ B VR / BRI - T SR 4R 2 1 1
FIAT, B anA, B K201 % 2 K 2910% (w/w) (R ER A B, S8 R P IR P o< 2 T DA vy 28 i Y iR A
FE TR I VAR TR PR o FHT R 45 29 10 IS ] DAL & — RPEl 2 FiA SCATIR (1) H e sy
[0947] A% B Z5 W 4L & W ml LA DLIE & 28k 11 i F T Il 0 48 24 10 #1550 0 o ) 4 L AL 2
/B B o i 5 AT LA HET-0RL , FA A R PN R HL AR AR 20058 KA THPKRBUR L
L& RAIOGPUKIITEE AZA GV B N TR T 45 25, 18 AL HE Tk i 7 2% (AT LA 1) H
SENHERE RS BA 4 50k A 12 B, /B A 3 HEREIE )/ K o B 2%, e A s
fif AN/ B Ak VA 5 P 25 i AT e T R b 1 R P S ) 2 o o R L RE SR, o 2 D
98 % B 1 WKLY B4R K T-0. 590K H 2 /095 % B & Wik () BN T 19k B, &0
95 % & [ PRI B2 KT 199K H 57090 % $ & [ FRL 0 B2 /N Te 4K . T4l &¥m]
DA, 55 ] A 408 5 66 79 (Aol i) I L7 (s 4k DA SR A5 ) 2 T e it o

[0948] Ky s 2 710 B0 HE VR HERE 77, FL v o A0 IR AR T-65°F o 3l i, BT HEE ) mT
DL BT R4 A 504299.9% (w/w) , - H TR BRI BE ] BA G Brid 4 57190, 158220% (w/
w) o BT I FHE I AR TT DAL RE FL a3, 8 i Ak A — 15— AR/ ] A B R T R R R/ B
[l AR RE 7 (CFORL S 5 A5 R N BRI R A — N =40 -

[0949] 5 C B g FH T+ i1 366 28 1 4 R BH 249 W 2L & Wi 3 (A6 VA O / B PR R Al T 2K
(%)) P I o 2% A1 5 AT A o 2 0.2 AR/ B B D B A A ) AT R/ S T A Y R/ B
TR AR AT FF H AT DL 5 (8t f8 FATARTVes 35 R/ B4k 2 B 45 24 o i il 5705 ] DA
A9 — PERZ M E Ay, AR RN R T, B R (B RiRS 4) HE R v G2 ) SR i v
RN /BB FE 57 (B a2 2K R R) & B I i 4h A s A R AL R T BLEA KRZ10. 15 KZ5200
KR N P AR

(09501 f Sy m] FHT i< s 126 (1) A SC Bk (1) il 55 o] FH T B N s i AN R A &) . 1E A
B WAL H— B8 A S BN ER LR I B B AA K0, 28 5000K K~ S50 1% il 71
it 2o o B K RN TBE B AL IR R R A 2524 .

[0951]  H-T B s 25 il m] LA, B ando & K402 %20. 1% (w/w) 22 2100% (w/w) 1R
PR, I H AT DAL S — Rl B 2 P AR SCHTIR I e il o o AR R R I 25 & W T AL T3
MG 245 10 1) 700 ) 2% A2 R/ SRS 65 o 122 b1l R0 T DA 48 G i A58 P R V2 A ) R R R/ B
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AT, FEE AT RIS, B, 0. 15220 % (w/w) OG0 45 O B A i A/ s n] B figt
JSC T, AR, — PP 2 R AR ST IR IR A B B FH T2 IR2E 25 1 il 550 ] LA RE AL
B B P BRI R AR AT 20/ B AN /B AL I R/ B TR 3K A BT 120k R AL
AL/ BEE AL AT LB A R L0 12 K 2520040 K 5 FH Py 51 350k A/ s iomg IR
FE AL — PhE 2 AR SCRTR I B Rl 3o

[0952] R BHRG 2542 G40 m] DA LA T HIR 5525 245 140 il 70 1) 4% B 2 A/ B0 45 o i bl ) T
L, 461 1 A R 77 T =X, AR, 201, 0.1/1.0% (w/w) B PN T8 76 7K ek 5 Jeb 12k V0 A 83 4k v (1)
T VRN / BRI o 120 IR FRIAE AT DAL HEZ2 ph 1) SR/ B — AN B2 AN AR SCTIA B B B
A FH A e AT HR 545 24 1 1 R0 R DRGSR, RN/ BT S5 A R 2 R P T ) IS ¥ )
A1/ BCRHE 77 A5 AE AR R B VG A

[0953] B ASCIRAL 29 A AR vl JE i JOE A 45 25T NI EMA G B2
AAUTFEARN Bl B iZAH 5V — BHE A A4 T Ira Mmay . AR E A 44T A
MZH AR T 1ZHEVE A 42T S Pl 2 5 5 B, F B2 R SRR
AR G AT P A I S 30 e vh A/ SO T IR

[0954] A SCHR LAY B Py 5 8 5 BRI A B I 2, DUE SR 5 48 ZI A= 3 — AR i
VBRI S T A B I B ] FH 00 B 32V R AE TE A T = 7 R Y8 ] A g o 6 T4 E 52
W BRI ARG T A BN E AP I T — RPIR = SRR 50m RS R
31 AR I 3 B A ) 71 A 5 PSR FH T L AR B A S 40 9 12 s P SR FH I AR A1) 5 5235 I 4F
U AR FE IR A FEIR 0 R ) AR £ s 4 24 ) (] L 45 243 45 A0 B SR FH I 2L AAR B P IS 1) i ek
R VRYT FREEIT ] 5 5 BT R F I LA P G 2E A B3 TR] s s FH 1 269 5 AR 7 4k Hh s g 2K
AR 2

[0955] AR SCHE AL (1) R PN R FD 4 A AT DA DME B 45 24, BRI N (el , CIR) B B
A ERIKY UL B BEPY IR R R VD E N B RN (interdermal) B R BB
P IR FESPN | SR 3 (FE Rk 770 38 70 B R /B0 ) RGBSR 22 B S i R sl A
ST SCAVE R /BN 5 A/ BAE D 1 s 55 5] B R B R RN /B SE  JE  BeA
& H 25 29 AR B T 2 R R 2R AR 25 R 1 BT V697 77 /82 R B O . IR
2 s LI 1 25 25 5 AR T, AE AR ST 7 S8 7P, BITId 5235 P B8 it 11 R 45 25 AT 52 1)
ARAS S DR IRk P S JULPS /B B R 25 20 R DL 1 ] e B 5 2

[0956] 1K B4 2= BT 75 WAL & W B U1 &5 78 52 A 35 2 TR A8 4, B T, 5230 1
PR AU RIS ARG I - BIE B E 09 7™ B PR R B N BRI M R A 2 NS R A E
ATVA AR R =R EER IR VEER — IR BERE — R — IR B =R IR VB — IR VB A — K
B = JE — R B VY JE — R IR AR H AR S T B, B R E AT DT 2k 45 25 (Bilan, R
TR IR PUIR TR ISR B SNIR LR R R 2R Z R PR ECE £
IREEZ) %

[0957] £ BARSEHE )T &b, FH T RER 45 24— IR B2 1R 25 24 2270k A KT BRI Y BB ) A 3% &=
] LA REER BT A K 2290 . Img 2 £93000mg « 270 . Img & £92000mg « 210 . 1mg & £11000mg «
£30. 1mg % £1100mg « £) 1mg % £J100mgBL £ 1 0mg 25 £100mg 4 B 4 15 .

[0958]  7F H A& S 77 2, A R BH (9 B P B )& KPR B BE R 2 DA IS IR R 4
0.001mg/kgsZ il F1& H 22 27100mg/ kg3 i A H . £J0. 01mg/ kg 52 i 14 H 22 27100mg/ kg
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R AT 290, Img/kg iR 1 TE % 29100mg/ ke L K T . 2400 5mg/ke i B 5
#9100mg/ ke 2R 7  £110mg/ke 32 1K F 14 % £1100mg/ ke 321X F 14 H . £120me/ kg,
FARE 2 2)100mg/ kg 32 i\ 14 AL 26mg / kg 52 i 14 H 22 £)100mg/ kg 32 il & A& H , LLIR
TR RIT R
(09591 Y 3 AE A SCHAR () B N BRER A A m] A S —FhEl 2 L e vy ris eI 5 45 20
B fi A BR B &0 UL 5 — AN a2 A g wm i MR E B e — AN a2 A e iR e R T
PN BIBAE 2 SR 25 25 o 0, BEAN 29T DA DLEF RZ 25 W) 52 11 57 & 0/ Bl [|) R 25 24 . i3t
—BIRARR AR , R A A LB YR TR TERE ] AR R — 2 S — RS B
[F L B0 o 45 24 o 4245 255 R R I BAR L 605 7% [E B R BRI BR A 5 5 B vRT7
PRSI AEZR T, A1/ B BRI BT f5 VR T R o KA b, TR A & R A Y H e va 7 iE Tk
FICAAS R B AT S AT FH ) A AP FH o A — S8 52t 5 20 P, 41 A R A S BT AT I8
T e AT R AKE
[0960]  fF LIRfE—FhT7vkrh, —PhEk 2 Ao 1367 7 (AR FRIE “Aa”) Al 54n AR Kk
AP0 TR P G P ) st 6 25 29 A e B D TR PR IS 2 T B 2 T 45 24 o DK BTk 2590 55 AR O A 1) B
PN B [R5 A (RIS 25 25) AR5 29 R R BRI BRI A 6 2 BT ER < JG 45 29 (IR 45 25) BCEA I T
A B, /£ BARSLIE DT B, Al S es A FTIR W, AR5 (R I 45 2 TR 25 AR A Bl
(VR P B o AE BARS e 77 227, S0 25 29 A R B IR B A IS S8 (] ) &5 24 BT iR 25 W) A A B 1)
i A B o AE b T AT — PhsL i Jy Revp  FEFIN 5 24 J , vl i — 2D B A 25 BT ik 2 W B A I
(140 B PN
[0961] TR BN FIE T iE TR AR AR THAE 2 HUREE 20 R 2 frast I 24
IR SR 250 | B AR EE S AR AR 20 S LA RG24 S 4T 70 s B AR L i
M2 B ) BT R S0 o SRR R 254 VB 24 R (anti-pyretics) BUZR ATRT )
W2 R ITIE TRV BRI A AL B 230G 4 (B, HH 3 A 24 R AR R B
FRIEFN (CFR) HEAERIAL S W) VBT IS TR B A B IR KA 549 508 VS0 2 0 % B
B RiEAVEEA . AREZREE A RGEREA RPN B ES S EY R
DNARNAZ H IR Z 1T AL IR S AL R IR oL B R AR 24t e .
[0962]  fE HAKSL T B, Bk HoAth G 7 & PR A IUAE 2R s B PR B AR R B RS H AR
HHEZIZ W, FER TR CLBE R @, L) ORI EESE (B, 40
BR WHNER MAER EEIRER RIS G, AR E . LARY 2 VSR
) s (Blan, B 77 vE R AR ) YRR (B, VIR R VRV R VA VR R
HERR FMEAR LA R . ZHUR R &FR . 2F R KETR6- AR R HF I
R FEM R EMA R TR RN H AR DUER B, &I &R (tigeeycline))
FAEFERIE W, JRRER ZMER ERER EEN 28 W, KMER) AER.
AR R AZE T T /15483597 (Syndercid™) o
[0963] Ak BB ARG (Bl a0, 39845 . Frf gtk 7 & ] CLEHE B R Bl 259
HAVDEEE P G UL R 2528 (B1an, /N S 2200 R 3 5 88 A0 /B n] - B 2E B & A I8 1)
B AL RS Ty b SR S P MR B R A4, HEFEH TS
T FT R B B 2500 A W) BB P T 1 24 FHRE 771 o 78— S st g X, IR E R AR N 58
Z R F R B I 25 A P BB N B2 S TR R — S A R
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[0964]  YRIT Tk

[0965] AR B0 S AT FH AR 5 B 1 B oA B v 97 A% e MR, 0, LT A T R e EAT AR
HUEGY, DA TR T JORE TR E o B P4 15 60 R IR HE 02 B 0 P e A AR R TR S 0,
4, Clark®E A\ ,Bioorganic&Medicinal Chemistry Letters (2000) 10:815-819 (-4
W) s AlLeeZE A, J.Med. Chem. (2011) 54:2792-2804 (B~ B ME A2 4 B ) - B A
FiE A O AR I LR AE -2 0L, 8 0, Amsden , Journal of Antimicrobial Chemotherapy
(2005) 55:10-21 (PPl 2 EE% S 1E)

[0966]  [A Bk, A A1 i By — e , LR VA T A e PR e ) U7 v, B HE 1A B L 7R B 57
R0 200 RCER AR IR N BEE L2522 Bl 8252 10 3 IXRE R vk mT ek e k4T (B,
A 25 T 52303 BUR SN AT (B, 5908 Ak L 4 2 B4 B 3 e fid) o AR FR s AT I
BT BRI IT MEIR T TRB RIR YT .

[0967] 7 BARSKETT 29, Ik A 80E iRy 7 A 3cE M, /e BARSL i 77 290, ek 77
TERANG T ARG R AE BT IR 5238 1 i3k g o AE BARSEE 5 b, Frid 7 vkics 7B A &
Ge MR I 52 T RO o 72 AR S 7 22, Fradk 320 38 B8 AL S8 A e 1t e i B S8 i
A AL G o

[0968]  7F BARSKIETT 29, A R E NI A E 5140, 7E BARSE 7 2, Bk 77 1%
Bl BREAR 1 AL B M e R AT R 1, 491 T, FE B ST 7 S8 vh , BT i A i el A 7 221 52
TR 25 2 2 UL TR BB AR AL e MR 5 8 14 AT B8 PR ) S 1 A % BH () B /A 1 o 7 B AR S 7 32
o, BT IR 52 AR B SR L P R 1 RSy (5, R B T 0 — B AL A % e PR e i B
SE AR RMEZOR I 32, BUE O & T B N O & THREARI 323K .

[0969] £ 53— A J7 1, A FRIG S (I 2 N R AR A R AR S 7%, B AR A A E R A
R EH R P 6 -5 0 4 e = R B A (o, AN 9 B B BOA AR ) B

[0970]  AXHI A3 I “FE Qe VR A0 Tl A 0B gy B4 L 9 L2 P 4ms S A4 9 o
A A1 A i B ECAT AR B o AE BAR ST T S, BT AL e MR 08 A2 FH B AR VR T 96 5
A I o AR EAR S 7 SR, B A G P o A2 HH B A 22 24 24 PR B 24 M 1) s iR Ak i
FSCIRY S AN, BT il AL G PR g A B AR AR 7 A2 78 T BEA AR K WAL T8 H T HAR G T
SR REA KA TET I 93 5K IE B -

[0971] 7 BARSCETT S8, Bl & Je PR e s o 40 TR I8 s o 0, /£ BAR S 7 S8 vp , A H
TSR VR TT AN B B 10 7 v, A ) A B ) 5263 40 206 S E 10 A R FH I B P9 i
B 2G5 Bl i .

[0972] 7 BARSCHETT 2, B0 BAR 40T , T iR B o B5 B A /N T-501g /mL /N T-25ug /
mL/NT-20ug/mL/NT100g/mL /N T-50g /mLEG /N T Lug /mLEJ - BRI E MIO) .

[0973]  fEBARSLE T e, FriR 4B 2 FR ORI N BRI AT R R R VR
FF 2= L5 2 IR 2 S U (B, A B B 251 ] S5 K1, HA28 T
ORI R FR A B o 7R BAR S T 2, BT iR 4H BN O A1 R 2R A B =2 T 245 1) o 461 4, 76 B A
ST S, ik L FE R ER) 1.

[0974] 7 B ARSI 7 b, ik Ui I G e i 52 HoAth e A= 2= (94, 35 - KRR BiR) 977 9%
(1) o 540, 72 H AR S T 2, Frid s SR AR =2 i 75 i 8 R (VR) 1 o 7E BAR SE it 77 22, Pirid T
JER A4S 32 T R 280 PG AR (MR) 1R, 89 20, 76 ELAA STt 77 22 v, T 3R 240 T J e i R 40 AR 1) < 5 T )
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BREA S (IRSAIRHL)

[0975]  7E BLARSEIE 7 &b, Frid gi i HoA 4 (9 40, me £ umsr) FEPR AL o 78 BARSC i 77 %8
W, IR A0 B B A FR AR AL (B 0, erm) B[RS 7E BARSEE 7 R, BT 40 g B AT 4H Rl 1k it
DRI Y o 7E BAR S 77 b, Bk 4Hid B Al T R R AL

[0976]  ZR 8 14 ) 40 B P A B AEAS IR T DA B9 40 TR I8 « o 22 (R BH MR B (9] 2 S T 2R TR 1)
(phylum Actinobacteria) JEHEE ] (phylum Firmicutes) B EEEE ] (phy lum
Tenericutes)) s F == QB MEE ()40, 72K ] (phylum Aquificae) 55 BRE -]
(phylum Deinococcus-Thermus) « ZZRFT /44 /HAFFE 1] (phylum Fibrobacteres/
chlorobi/Bacteroidetes (FCB)) &2 ] (phylum Fusobacteria) .phylum
Gemmatimonadest HALIZE ] (phylum Ntrospirae) JE& & /PeiE /AR JFARE ] (phylum
Planctomycetes/Verrucomicrobia/Chlamydiae (PVC)) .ZEHE ] (phylum
Proteobacteria) JBEHE/E[] (Spirochaetes) B A7 [ ] (phylum Synergistetes)) ;i H
fh 40T (5, BEE AT 1] (phylum Acidobacteria) & JEHEE ] (phylum Chlroflexi) s
phylum Chrystiogenetes. W4l ] (phylum Cyanobacteria) .phylum Deferrubacteres.
IIBRTE ] (phylum Dictyoglomi) \HARBRATEI] (bhylum Thermodesulfobacteria) BUATH
MU (phylum Thermotogae)) o

[0977]  FEEARSLETT R, Bk g0 s g 5o == IR BH PR B i s

[0978]  FEHARSLHETT R, Bk 25 == [ PH P B S BE B T T 40 B o

(09791 7E BARSEIE T S, Frik e 9 )8 BETE ) M 3R TE J& (genus Enterococcus) HY )
— 1, B, B ok 40 B I 4% DA W TR R IR G o s 9 1 1) i 3K R e 4 B L R E AR T 2 i R
E.avium) i A BEKE (. durans) FERGERE . faecalis) JRIERE E. faecium) 555
W ERE (E.gallinarum) I ZERTE E.solitarius) e 73K (E. casseliflavus) Fflfg
THEERE (E.raffinosus) o

[0980]  7EHLARSL 7 22, Frik 40 oy 5 BE B ) M4 %) 3K T )& (genus Staphylococcus)
(1) — 53, BT, B 240 1 Jek e oA i 260 B B e % o 7 491 A ] 6 2K T e A T A B AELAS PR T < o /R 3
YR &I PR (S.arlettae) <428 ] &) BRI . B &) BRI (S.auricularis) ARA & BRE
(S.capitis) INZER A EKE (S.caprae) RN A & BRI (S.carnous) .= 4% & BRIH
(S.chromogenes) PHEH & BRE (S.cohii.S.condimenti.S.croceolyticus. K5 & Bk
(S.delphini) .S.devriesei .3 ZH & BRI (S.epidermis) 5 B % & PR E (S. equorum) .
WM EBRE (S.felis) \S.fluroettii EH & BRI (S.gallinarum) , V4 L% & BK &
(S.haemolyticus) - A% % BRE (S.hominis) 3& % %4 BR1E (S.hyicus) . W [a] 4 & B H
(S.intermedius) LG A & BRE (S.kloosii) .S.leei B A& BRI (S. lenus) - 4% X[ %4 &)
BRI (S. lugdunesis) .S.lutrae.S.lyticans.S.massiliensis.S.microti.S.muscae.
S.nepalensis. P IKH & Bk (S.pasteuri) .S.penttenkoferi. i K B4 % PR EH
(S.piscifermentans) .S.psuedointermedius-S.psudolugdensis. K % & PR E
(S.pulvereri) .S.rostri M & BR1E (S.saccharolyticus) . &4 ¥ & BRH
S.saprophyticus. i [C# & BK1H (S.schleiferi) #A R A& BRI (S.sciuri) .S.simiae,
S.simulans.S.stepanovicii.S.succinus.S.vitulinus yRICH & BRTE (S.warneri) FIA
Sk & PR (S.xylosus) o fE HARSET 7 S, B 4 %) 3K T JEk 4% < 5 7 4 BRI gt o 1
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BARSZHE T 2, Bradk < v i ) 3R 1A B A (B0, me £ umsr) JEPRI AL 7F BARSL i 77 2
FIT ik 4 il 2] BR TR HA F LA (9140, erm) JEPRI Y

[0981] 7 BAKSCHE )T S, ik 40 B 9 JE BE T ) A1 25 f A 18 )& (genus Bacillus) [f—
50, B B 20 B S G R 2 F AT TR U8 G o 7 461 2 2 PO T JB A0 B 0 R AR AS PR T < B Tl 2 TR AT
B (B.alcalophilus) W& AT E B.alvei) JWEFCZEEAT B (B.aminovorans) fEVER 4
A B.amyloliquefaciens) fERRIZ & AT E (B.aneurinolyticus) IR JH 2 AT
(B.anthracis) <B.aquaemaris.Z4i - #IM E B.atrophaeus) B.boroniphilus. %5 2 fff
(B.brevis) HWAZFIITE B.caldolyticus) - FH AT E (B. centrosporus) R ZF
FHIFFTE B. cereus) FRZF M B. circulans) (B4 AT (B. coagulans) | BE5H 2 Hd
FE B.firmus) E R ZEHATE B. flavothermus) RIESZFHATE B. fusiformis) AlEL
FFFE (B.globigii) JB.infernus 4 MK FMME B. larvae) M5 2F #IH
(B.laterosporus) IR F M E B. lentus) AR ZFEHIAFE B. licheniformis) - B K
AT B (B.megaterium) BB ZF fAAF I (B.mesentericus) B ZF AT I
(B.mucilaginosus) « BEARZFFHATE B.mycoides) AN G AT E B.natto) 2 ER FTHATH
(B.pantothenticus) .ZMFMITE (B.polymyxa) K& H ZF I &
(B.pseudoanthracis) <55 /N ZE AT E B. pumilus) JEEK ZFFEATE B.schlegelii) (BRI
A HE (B.sphaericus) -B.sporothermodurans. W #H g % 0 H
(B.stearothermophilus) A EZF AT (B.subtilis) A H ZF WM EH
(B.thermoglucosidasius) =& FMMHE (B. thuringiensis) @AM E
(B.vulgatis) fiB.weihenstephanensis. £ BARSLE T S, FTid 2R AT B JE% e Nkt B 2
FAT R Y o 72 AR SE R 7 22 b, BT Al B 20 A o HoAT 4R (9130, me £ ums ) 2[RI A o 76 HL
ST T 229 A L ZE AT R R AL (B 40, erm) PRI

[0982]  7E HARSZIETT S, IR 4N TR N JERE B [ VAN RE SR B Jm I — 2 RO, B 4 B B
FEPREE G o A MR BEBR TR SR 4N R A FE (AR T e AL BEEKE (S.agalactiae) R 58 BEBK
(S.anginosus) A 5EBRE (S.bovis) M EEBRE (S.canis) Wbk % 55 Bk EH
(S.constellatus) A EEBRE (S.dysgalactiae) « L 7EEERE (S.equinus) I EEEREH
(S.iniae) FE)BEBRE (S.intermedius) ZEIEREPRTEE (S.mitis) AP BEBKE (S.mutans)
C s 8EBRE (S.oralis) B MLEEBRE (S.parasanguinis) .S.peroris. i & #EBREH
(S.pneumoniae) ERFRBEERTE (S.pyogenes) R BEBRTE (S.ratti) .MEWR BEERH
(S.salivarius) - MHERZEBREWE OV 0 (S. thermophi lus)  MLEEBRE (S.sanguinis) (&5
BEBRTE (S.sobrinus) JEHERE (S.suis) A #ERE (S.uberis) FIREHERE
(S.vestibularis) &t BEERE (S.viridans) FIEREEEBKE (S.zooepidemicus) . 7EH AR
i 7 2, B FEBR T I AR B PR B B e o AR BLAR ST 7 22 HP , TR BE R B S 4 o i
FERR B IR YS  7E BAR S 7 270, Fridk i 28 SRR 18 B A (B0, me £ umsr) JEPA AL 7F B A%
ST ZE T, Pk i 28 R R B AL (B30, erm) FEDAR

[0983]  FEHARSLETT R, Bk gH R g e e == IR B PR B I 4t

[0984] FAERELE T EP A E=2RAMENEADETT MRS KREE (genus
Escherichi) RJ4HTE o R , vk 40 B 26 L A 35 A G TR I o 7 191 PR 1 A I T e 4 T A 5 A HLAN
PR T 3R R A IR (E.albertii) (IEMFIRA [QE (E.blattae) - KMHTE . B ARIRA K
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(E.fergusonii) HFCIBEAKE E.hermannii) A% I IEAKE E.vulneris) . fEHARSE
Tt /7 G, BT 35 Ay IR BRSS9 R Wi T i g

[0985]  fF HAKSKHt 7y &b, Prid 5= 22 IR PE B 9 4 B8 22 3 G ) MW ML 16 J& (genus
Haemophilus) i 4H TR o R, Ffr ik 40 B % G Dy W L A7 S % o 7~ 491 PR W I TR J e 40 T 0. KB AHAN PR T
B R WE ML (H.aegyptius) WEUAREMLEE (. aphrophilus) & E i K H.avium) KK
WML (H.ducreyi) H.felis VA MM E (H.haemolyticus) . ¥ /B Mg I 14
(H.influenzae) B EWE I H (H.parainfluenzae) « B HWFE I B (H.paracuniculus) « &
VAL E I B (H. parahaemolyticus) JH.pittmaniae. 5 4EWE Il B (Haemophilus segnis) Al
HEARWE LB (H. somnus) o 7EHARSEH 7 229, ik 35245 PR I g% 9 i 2 T TR Jek 4t

[0986]  fF HLAKSKHE T 220, B A% Gyt e Ja o A U gt o IR, 7E B S T 2, AR
HAE R AL V07 37 A USRI 777, A4 [A) A I 75 I 52 3 45 200 S M A R BH (1Y) B
W BRI 255 a2 i

[0987]  7E BARSZHETT S, ol B N st ot B A 1 75 A B /N T-50uM /N T-25uM, /T
20uM./NTF10uM 7N TF-5uMEL /T LuMf TCs0 (uM) »

[0988] IR A A AL FEE AR T HE R & (Trypanosoma spp.) (140, 5a I 4E
(Trypanosoma cruzi) A6 ECHEH (Trypansosoma brucei) )  Ff 2 JE i & (Leishmania
spp.) ~ AW JE (Giardia spp.) - B HJE (Trichomonas spp.) - NF2KE J& (Entamoeba
spp.) ~Mi#% B i i Ji (Naegleria spp.) BRFTKE J& (Acanthamoeba spp.) <MLK S )&
(Schistosoma spp.) JEJE L JE (Plasmodium spp.) (a1, B PEIE JE 3L (P. flaciparum) ) .
e fl5dijEg (Crytosporidium spp.) 5S¢ fi7 3k di &g (Isospora spp.) /NEdUE
(Balantidium spp.) &2 H (Loa Loa) Wi H (Ascaris lumbricoides) . %22
(Dirofilaria immitis) A5 JEHJ& (Toxoplasma ssp.) (B, M= JEHT. gondii) »
[0989] WA H1 3G By — M IR , AR R B — 20 W SR IT RORE PERRE Y 5, L A A LR
B2 R T 45 25 SR I AR B B R A BR B L 252 BRI s2 1 3k o i AR AR A (B, T8
e 25T 5230 F) Bk sh (Ban, 595 Js Ak L UM AN Mo Fr ) B fi) 134T - A i A IR
ST ARG AL B AT MEAL

[0990]  7E BARSLET7 &, ik A 80E iy 7 A 3cE W, fE B AR SL i 77 29, Frik 77
VEWAS T 98 0E IR TR A BT IR 32308 1 i3k g o AE BARSLE T b, Frid 7 vkeicE 7B A R
i PP RE IR 52 T IR IR0 o 72 HAR S 7 22, FIridk 320 38 B8 AL A8 A JORE T4 T iE BR A S A
H RARETEIE -

[0991]  £F HAKSKHE T 20, ik A 3 & NP A 30 E . i, /8 B AR SE 7 20, Bk 77
VAT BFEAS T SRE PR iE 1 AT BB 14 , 5, 72 BAR S 7 2 , Bk T v 46 1l A I 75 22
1) 52 35 25 25 2 LA TBTT BSRa AR 2 58 T o i (1) ] 8 14 1 2 1) A B 1) B 1A 5« 7 B4 S Ty
Zh, Bk 32 HoA 2 0E M IpiE 1 KU

[0992]  7E 55— A7 1, AR K BHAR I AR SMGIT 2OE R RE (M) U7 V%, BFR A A E R A
R BA PR A B -5 9 RE PR AT B B = ko

[0993]  RAE “ 2 GE VR RE” J2 48 LA TTORE IR R AR 10 T8 8 7 s L B A5 B AE < 9K O
(dolor) , W5 H A B AL BN 22 (R HIE0 A (R8 (calor) , Y H LA EF5K) VK AL
(4L (rubor) , Y& H L& &7 5K AL A K Ui (tumor) , P B AR RIS B2 N AT AL A2
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FR) #1/BThEE T2 2k (BhEEE 2 (functio laesa) ,iX 7] A& 32 B9 B 5E 4 1Y ~ I B HY B 7K A
(1)) o RRER I 2 eI, IF HAFEA R T 20 200 RS TEVE 28 0 L 240 1 258 L RAth Ik
RAE P2 VEJRE AR MR AONE L IR AUR SAE BRIk 29 1B PR JORE AR 48 PR JORE L 2T 4E 2 21
TE R 98 RE  Jay Kk M 2T « PR 28 i Mk 28 0 39 A0 284 S8 RE L B K M JE  [H) B Pk 28 0 L B BB 1 6
iE IR BEME 2 0E | DA ZE PR JE S B PR 280 L U R 20E (plastic) A= VEJOE IG5 ME &
I B ISR 28 01E A0 Bk P 98 RE S BN AL TR 28 0E L IR A 4 B A PR 280 (seroplastic) LT
PORE B AH JENE VR S PR AORE L S PE J80E AR T JE | BRI JORE L A5 TR 28 E AT/ Btz TR
RAE

[0994] 78 1 28 MR PR E L A AHAS PR T-5 DL B mi AH OQ 1 20E « 9 24 (il 4, F- AR
S A PR A 0L Y ML 1 B e PR L) A I 28 PR ER AR (9T, 9IS PE A A S U R L B
PEA AL B i SCAUE IR B MEREL ZE T I RE) Bk 28 (BT, 2 Bk 4 Bk 4 L 45 T
M2 Bk R mZ Rk R (Takayasu’s arteritis)) IR (B0, & MERTT R VB R
R R Y N DL S N N - A o N N Y P B S N T LB K S AV S T
(Reiter’s arthritis)) BRELTERTH R EMEEZ M ME4G MR NI B 5 T MmN
A PEIR B A L SRR B AL SR R IR R B TERT PR % SRR A AN i
J7%5 (Chagas disease) \ JZL% (cermatomyositis) « B Z 48 FRI (97, TR HE FR R « 2780 e
PRI ~ R S E (46140, SR T8 90 IR 2 S e B2 4R R (BRFE) ) e NI R A E AR -
[CZEA1E (Guillain-Barre syndrome) g4t (4 Co 9 )10 9% (Kawasaki disease) .
B /NIRYE 2% VBRSNS (A0, AR Sk S B 5K SR R) B BEREL (4, R S i RE
R W L E S0 1) B B R REL) 5 R I 0N AR sk 2 A SR () 5 MR B R 8 OB DR R 4% A ik
(painful bladder syndrome)) .5 WG (40, 2 5 HAL TRz 9 B YRR g 28 B 4
i L B 1 B W RS (a0, W IR VE B R B IR TE B R BRI B R E IR TR
W) B RS B B8 SR (GORDEL I [F] SLFGERD) 28 AE M iz fs (IBD) (it , 5%
5 (Crohn’s disease) {5tz 45 My 98 IS SR PR 25 i 8 IR EC 40 B PR 225 1 2% J=y s sl L P 25
W 98 OB VRS W %% L DUTHR IR &R & 1iE (Behcet’s syndrome) AN 58 YR 45 W %
(indeterminate colitis)) MRIEMEMLREAE (IBS)) IRIE . 2 K MEAHALAE A 5XE 75 | F0E
WLTE 77+ O LB AL B IR SR A -0 B R E B PEZT I (pernicious aneaemia) VHALTE
W 2 WL R R PR IR PR R AR L 5 B A A OC 1Y w42 8 (Bt , TR & AR R
(Parkinson’s disease) . ¥ &1iJ% (Huntington’s disease) FIF R 7k H 2R KR
(Alzheimer’s disease)) HIZU MR 5 PSR M 40005 AH OGR4 28 0 i 78 28 SE TR T
FEEE S B TRR R 28 RGR H RS LLBEIRIE B 7 95  scierodoma 45 119 VA MEDR
1 %% (spondyloarthopathies) B HIASAG [IRERAIE (Sjogren’s syndrome)  FUIRNE 28 B4
HEF B B ER G (B, RIS A S R B R VRIR TR R B R R ) |
25 AV R F A 4N ES A 2F 3 (Wegener’s granulomatosis) »

[0995]  7E BLARSKIET7 S8, Fridk 28 5 VR E S e 280 PR e (B 2, 4911 4, JE % 3 B
() HRAE) o FEEAR LT 22, Bk 28AE T 99 hE 918 14 98 08 PRI e o 78 AR SET 77 2Hh , ik
PNETEIRNE -5 HEE A G [ JERE

SE e 151
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[0996]  jd ik 25 FE LA St 9] , K 33— 20 B A AR O BH 1) 3 8 R L R T G X LS S 48] 1 A
W IH A R B 1 — 2 HAR S 5 48, AELIR AN B 72 PR BRI 2 SR B 52 1S o

[0997] bR R 5 PCT/US2014/0330250) A= N 2 i 5| FH I A4S

[0998]  JRGITER) AR A BUP IR

[0999]  SEZjita {5 LA . 1% ATl R B 4= > B 1) 1) 4%

&}

TBDP’SO/j*“\ 0\/ & Et,0
. e e —"
' HC B 90%

20:1dir.

[1000]
MoBr2OEL
85% (B:t 5y
|
BH-5 T
AR,
HF / GHACN N{CH3)
[1001] 85%

I
H?_fCO’,P
~OCH, _ 1. {CH;ORP(Q)CH;, LDA 0

i NCHs2 2. #l-5 T Sai

CHy —0r o 4
%2 #)

1002 B

[1003]  7E-78°C, ] (S) —HUT 3 (3-fll—2-F L A AL) R FEF kST (74.1g,169mmol) 7E
Z. Tk (512mL) H AR TR It —BulLi (1.52M,222mL,338mmo 1) o 1 FT 45 32 S0V b ) Ve B vk it
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F£30min i, TLC (100 % Chke) 3R B 58 A o 2 —BE A o N L. 5M MgBrafE3: 1 2 ik : i
VAW (123mL, 184mmo1) (Nakatsuka,M.;Ragan,J.A.;Sammakia,T.;Smith,D.B.;Uehling,
D.E.;Schreiber,S.L.J.Am.Chem.Soc.1990,112,5583-5601.) .} B3R Bk /£ - 78 CHit +k
30min AT B R A 0°C (Bmin) , 13 BB THEBE W AR E 2 -78CJa . 4 ®R) -1-(2,2- = H
He-1,3- M B R -4-3E) 4B (22.15¢g,154mmol) (Leyes,A.E.;Poulter,
C.D.Org.Lett.1999,1,1067-1070.) £EZ Tk (50mL) H ¥ & VG 1 4 2 i i &2 B T i A% EG
Wb R A IR A WAE-T8 CHtRE2h  TLC (30% R L BE-T. 5% Bon e & Ak g S
FH ML ATINHLC LI VR (300mL) ¥ K o 43 15 % 2 -4 7K 2 L Tk (3x300mL) ZEHL 4 & A
BLZ FH LK (500mL) ¥eidk , AR BN T 15, 1 98 FF 9K 4 o 1 AL ot PRI (i 24k (10-15%
AT B 4330, HON TR (63.0g,90%) o 'H NMR (500MHz , CDC13) 87.73-
7.66 (n,4H) ,7.48-7.36 (m,6H) ,4.03-3.86 (m,3H) ,3.55 (dd, J=9.8,5.3Hz,1H) ,3.44 (dd, ]
=9.8,7.7Hz,1H) ,3.09 (s, 1H) ,2.07-1.96 (m,1H) ,1.86 (dd,J=14.5,6.3Hz,1H) ,1.42 (s,
3H) ,1.39(s,3H) ,1.33(dd,J=14.4,4.5Hz,1H) ,1.14(s,3H) ,1.08(s,9H) ,0.91 (d,J=
6.9Hz,3H) .'2C NMR (126MHz,CDCl3) 6135.66,135.61,133.31,133.27,129.68,127.68,
127.65,109.17,82.02,71.46,70.08,65.12,43.02,30.83,26.87,26.36,25.39,22.49,
19.45,19. 16 FTIR GF[) ,cm '+ 3450 (br) ,2957 (m) ,1369 (s) ,1211 (s) , 1111 (s) , 1066 (s) ,
823 (s) , 738 (s) ,702 (s) s HRMS (BST) : t15AH (C2rHa004Si+H) ":457.2769; SLI{H : 457. 2775,
[1004] ﬁg},@:

[1005]  £E0°C, [AIKH (35% 738X T it ,6.67g,49. 9mmo 1) £ Z Tk (83mL) H (¥ TR &I
TN (2R, 4R) —5— (U T R B ke L) 2 0E) —2- ((R) -2, 2- = F -1, 3- A 0 B K
f—4-3) —4-F HE I -2-FF (19g,41.6mmo 1) B ZBEE W (83mL) o %% # H 2. Tk (2x5mL) & &
W T AR B VR Lho IR N TR e Ciir #5388 1 A 1 S Ak 4, 26 . OmL, 4 16mmo 1) FK51Z IR &4
BHREEE 205, TLCR I 5T AR B SR A W) 92 12 48] N 100mL -1 A NHaC 1 5
I 100mL Z Bk R o 2028 25 2 9148 7K )2 FH 20Tk (2x50mL) ZEEL 1% A 9119 A HLJZE FMg S04
B T UE RS SR AW IR A4k (12%-20% Z.BEAE ) 231724, HohTo
R, (19.5¢,99%) o 'H NMR (600MHz , CDC13) 87.68-7.64 (m,4H) ,7.45-7.34 (m,6H) ,4.15 (¢,
J=7.2Hz,1H) ,3.91 (dd,]=8.2,6.9Hz,1H) ,3.64 (t,]=7.9Hz,1H) ,3.46 (dd,]=9.8,
6.2Hz,1H) ,3.40(dd,]=9.8,6.5Hz,1H) ,3.19 (s,3H) ,1.90-1.82 (m,1H) ,1.58 (dd,]J=
14.9,4.0Hz,1H) ,1.43(s,3H) ,1.34(s,3H) ,1.23(dd,J=15.0,7.8Hz,1H) ,1.11 (s,3H) ,
1.06 (d,J=2.8Hz,9H) ,1.02(d,]=6.7Hz, 3H) .**C NMR (126MHz,CDC13) 6135.63,135.59,
133.87,129.56,129.54,127.59,109.21,80.14,77.12,69.60,65.51,49.92,36.84,31.28,
26.90,26.23,25.02,19.26,18.92,18.50 FTIR GFH) ,cm 122957 (m) , 1471 (s) , 1369 (s) ,
1211 (s) ,1155(s) ,1107 (s) , 1066 (s) ,823(s) ,738(s) ,700 (s) s HRMS (EST) : i+ 5 (K
(CosHa304Si+H) ":471.2925; SEIE : 471 . 2944,

[1006]  AER3:

[1007] 0T % ((2R,4R) —4- (R) -2,2- ~H 31, 3- S IR be-4-3E) —4-FF 4 -
2-FR A ) AR —ORIE R LT (19.5g,41 . dmmol) ¥ T 4R 4.8 (138mL) 1, 2R f5 — ik T
TN B (18.89g,83mmol) K iR A M RIZU FE Lh o B i s B2 A e (138mL) #4514
TR BRI — AN IR A, 50 % LR 485/ T 5t (300mL) PE R o 1 1Z B8 Mk 4 , 15 31 7=
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Wy, Ho T B iRy (16.8g,99%) o 'H NMR (500MHz , CDC13s) 89.52 (s, 1H) ,7.67 (dd,J=7.9,
1.5Hz,4H) ,7.47-7.35 (m,6H) ,3.48 (dd, J=9.9,5.7Hz, 1H) ,3.41 (dd,J=9.8,6.2Hz, 1H) ,
3.24(s,3H) ,1.90-1.77 (m,2H) ,1.42(dd,J=14.1,6.6Hz,1H) ,1.22(s,3H) ,1.07 (s,9H) ,
0.97(d,J=6.7Hz,3H) .

[1008] '3C NMR (126MHz,CDCl3) 6204.68,135.62,135.60,133.80,133.79,129.55,
127.59,82.41,68.97,51.51,37.91,31.31,26.88,19.28,18.58,17.69.FTIR GFM) ,cm™':
2958 (m) , 1735 (s) ,1427 (s) , 1105 (s) , 1080 (s) ,823 (s) ,738 () ,700 (s) s HRMS (ESI) : i1 514
(Co4H3403S1i+H) ":399. 2350 ; SEIE : 399. 2360,

[1009] 595%4:

[1010] K (2R, 4R) -5- (GRUT 2k 2R FL B Rk e k) 80 38) —2- 4 3 -2, 4- L g
(10.5g,26.3mmo1) fECH2C12 (105mL) HH A EWS 21 22 - 10°C I AL BE k5 (20.41g,
79mmo 1) AbFE o FZIR A WA LI A HE LOmin R AV 2 -78°C 4% (2) - (- 4 He-2, 2,5
=41, 3- E AR O -6 F L) = RELE (13.44mL,52. Tmmo 1) N2 _E i
TR IR S IAE-T8 CHtdE 1 2h, LI TLC BT (30% 2R 2. G/ T k%) e W 58 454k
2 S ML NN 2.k (200mL) FTIN HC1 (100mL) ¥ K o 93185 %% /2 1K 7K 2 FE 20 (3x100mL)
AH A I A ALZ AR 7K (2x100mL) Heisk I FMg S04 15 o K 120 VRO U8 5 25 Wi o N
T AR R Al MR AR S SR AE B A B AN 15:15: 702 Bk / 2 IR 2. BR/ C Fe
WRAFE =4, HoA8 LR AR IR A 1 — M1 -3% TR B AE & b e i, 453 21
A e A A4 (11.5g,77%) , 42515 B s QAR X B A4k (1. 28,8%) « 32 2 F A4 (it
) :'H NMR (500MHz ,CDC13) 87.73-7.62 (m,4H) ,7.48-7.34 (m,6H) ,3.72 (t,J=5.6Hz,1H) ,
3.47 (dd,J=9.8,6.3Hz,1H) ,3.43 (dd,J=9.8,6.5Hz, 1H) ,2.96 (p, ]=6.9Hz, 1H) ,2.42 d,
J=5.7Hz,1H) ,1.85(s,3H) ,1.83-1.77 (m,1H) ,1.74 (dd,J=14.3,3.7Hz,1H) ,1.66 (s,3H) ,
1.65(s,3H) ,1.33(dd,J=14.2,7.0Hz,1H) ,1.21 (d,J=6.9Hz,3H) ,1.11 (s,3H) ,1.07 (s,
9H) ,1.00(d, J=6.6Hz,3H) .*C NMR (126MHz,CDC13) 5168.22,162.87,135.59,135.55,
133.76,133.72,129.60,129.58,127.61,104.80,99.04,79.57,73.86,69.44,49.08,
36.89,35.98,31.44,26.87,26.41,23.62,19.33,19.26,18.90,14.14,9.88,FTIR (&) »
em 123500 (br) ,2931 (m) ,1722(s) ,1637 (s) ,1388(s) ,1356 (s) ,1111(s) ,1072(s) ,702 (s) ,
613 (s) s HRMS (ESI) : i+ 4H (C33Has06Si+H) *:569.3293 s SLIME : 569. 3304 R B F Mk (=
) :'H NVMR (500MHz ,CDC13) 87.68 (d, J=6.5Hz,4H) ,7.50-7.35 (m,6H) ,3.55-3.47 (m,2H) ,
3.44(dd,]=9.8,6.6Hz,1H) ,3.10 (s,3H) ,2.94-2.88 (m, 1H) ,2.59 (d, J=7.5Hz, 1H) ,1.84
(s,3H) ,1.82-1.72 (m,1H) ,1.72-1.67 (m,1H) ,1.68 (s,3H) ,1.65 (s,3H) ,1.44 (dd,J=14.2,
7.1Hz,1H) ,1.22(d,J=7.0Hz,3H) ,1.10 (s,3H) ,1.07 (s,9H) ,1.03(d, J=6.7Hz,3H) .**C
NMR (126MHz,CDC13) 6168.23,162.88,135.60,135.57,133.78,133.74,129.62,129.59,
127.62,104.82,99.06,79.58,73.88,69.45,49.09,36.90,35.99,31.46,26.88,26.43,
23.63,19.34,19.28,18.91,14.15,9.89.FTIR GFf¥)) ,cm ' :3483 (br) ,2955 (m) , 1720 (s) ,
1639 (s) , 1466 (s) ,1388(s) , 1359 (s) , 1111 (s) , 1074 (s) ,702 (s) ,615 (s) sHRMS (ESI) : {154
B (C33Has06S1i+H) *:569. 3293 s SZIME : 569. 3292,

[1011]  BI%5.

[1012]  [A) 1 200-mL G Th B N T-1EII4 A 73 F 370k (10.0g) R (41.8mL) FICH:Cl o
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(41.8mL) o FEEEIRET B+, 56— (2R, 3R, 4R, 6R) —7— (GRUT i 2R ARk be k) 2 0%) -3
PR -4-FE -4, 6- TPk -2-3E) -2,2, 5- = F 3-41-1,3- TE A O -4
(9.5g,16.70mmo1) FEKIL (2S,3R,4S,6R) —4— (I FE) —6-F F-2- (mEng-2- L i ) Y
S -2H-ME Mg -3 -JFEEE S (16.40g,50. lmmol) (Velvadapu,V.; flrade,R.B.;
Carbohydr.Res.2008,343,145-150.) VR A5 2RI W13 IR S8 Ja B 5 RS T-CHaC 2
(30mL) H KR ZIE VR E 4EE IN 2 B 4 IR TR SR P IR R H R0 °C I — Ik
TN =R AR R (1) (21.46g,84mmol) IR A WAEOCHEFE Lho bR, TLCH i (50 % £,
TR 2B AE O e ) 2R B RS 4R J R 58 A 56k o 11% S B F L FAINHAC T /K ¥4 (10 .. OmL) ¥ 2K, 43
FE5mi n I FINaHCO 7K FE R (10mL) oK 1% 7R A W iB o ik v £ #8398 , AICHaCl2 (100mL)
T W ZDE R F ML AINaHCO3 7K P R (20mL) e o 45 A ML JZ FINaaSO4 T8 , 1k JE Nk 45 o 4%
L PO g 24k (T0% 48 L ERfEC ) 3 28174, Ho A ik (9.0g,70%) .
"H NMR (500MHz , %) 87.86-7.79 (m,4H) ,7.26-7.17 (m,6H) ,4.70 (dd,J=10.4,7.5Hz, 1H) ,
4.65(d,J=7.5Hz,1H) ,4.19 (t,J=8.0Hz,1H) ,3.89 (dt,]J=10.5,5.3Hz, 1H) ,3.59 (dd, J=
9.7,7.5Hz,1H) ,3.40 (s, 3H) ,3.25-3.19 (m, 1H) ,3.19-3.11 (m, 1) ,2.93 (s, 3H) ,2.52 (td, ]
=12.1,4.5Hz,1H) ,2.09(d,J=12.9Hz,6H) ,2.03 (s,3H) ,1.85 (dd,J=14.3,7.0Hz, 1H) ,
1.62(dt,J=18.6,6.1Hz,1H) ,1.45(s,3H) ,1.34 (s,3H) ,1.28(s,3H) ,1.22(d, J=8.5Hz,
3H) ,1.20 (s,9H) ,1.18(d,J=8.5Hz,3H) ,1.06 (d, J=7.0Hz,3H) ."*C NMR (126MHz ,CDC13) &
167.94,163.00,155.17,135.62,134.26,134.21,129.38,129.36,127.47,104.40,99.83,
99.61,79.02,75.52,69.16,69.12,63.11,54.64,49.40,40.70,36.40,33.94,31.12,
30.86,26.87,25.68,24.38,20.98,20.20,19.79,19.34,12.86,9.77.FTIR GF#¥)) ,cm '
2935 (m) , 1755 (s) , 1724 (s) , 1641 (s) ,1456 (s) , 1377 (s) , 1265 (s) , 1106 (s) , 1053 (s) ,704
(s) ,613 (s) sHRMS (ESI) : 15718 (CasHesNO10Si+H) *: 784 . 4451 s SLlME : 784 . 4467,

[1013] ﬁg}%e;

[1014]  ZESERL/INE A, ¥ TBDPS-0CHs—EH (9.0g, 11.48mmo1) ¥4 CHsCN (57 . 4mL) v 3§ F ¥
B 5 28 ISR (48%aq,9.90mL,574mmol) R JE % IR S WIAE S Ia HidE 12h, B TLC
A3 (10 % F BEAE LR CBE ) 2R AR U6 IR 58 4 38 40 6 12 S BLVA TR 2% 12 in 22 28 A 1 A
NaHCOs7K ¥ ¥ (300mL) I HETE I o 7E AR P B 5 1 %R &Y FH 2.k (3x100mL) A5 HL
A VIZEIEFHHIN HCL (3x25mL) ZEHL . 7¢ £ = o A FF IR )2 » 1a) Hodr 2212 Jin ANaHCOs [ 44
DL pHAR 8 o 4 1% 7K IR F CHoCl 2 (3x100mL) A5 HY o 44 FE 1) CHaCl 2 )2 HINaaSO4 4, 1
W4s, 5277, oA GBIk 5.582,89%) 'H NMR (500MHz , ) 64.85 (dd, J=10.5,
7.7Hz,1H) ,4.69 (d,J=7.6Hz, 1H) ,3.96 (d,J=2.9Hz, 1H) ,3.61 (ddd,J=11.3,7.2,4.4Hz,
1H) ,3.49-3.36 (m,2H) ,3.33 (s,3H) ,3.15-3.01 (m, LH) ,2.97 (t,J=6.4Hz,1H) ,2.73 (s,
3H) ,2.56 (td,J=12.0,4.3Hz,1H) ,2.11 (s,6H) ,1.87 (s,3H) ,1.86-1.81 (m, 1H) ,1.74(dd, ]
=14.5,3.1Hz,1H) ,1.57 (dd,J=14.4,9.1Hz,1H) ,1.41 (s,3H) ,1.38(s,3H) ,1.32 (s, 3H) ,
1.26(dd,J=12.8,2.9Hz,1H) ,1.16(d,J=7.3Hz,3H) ,1.11-1.04 (m,1H) ,1.02(d,J=
6.1Hz,3H) ,0.88(d,J=6.8Hz,3H) .'*C NMR (126MHz,CDC13) §167.34,162.79,155.25,
104.54,99.84,79.79,76.37,75.48,69.27,68.42,63.05,54.71,49.56,40.69,38.69,
33.83,31.07,30.83,25.89,24.19,20.99,19.92,19.86,13.00,9.89.FTIR GF¥)) ,cm '
3437 (br) ,2939 (m) , 1753 (s) , 1724 (s) , 1641 (s) , 1454 (s) , 1379 (s) , 1267 (s) , 1109 (s) , 1053
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(s) , 732 (s) ;HRMS (EST) : i+ 548 (CorHarNO1oHH) *:546.3272; SEIE : 546 . 3280

[1015]  JDIRT.

[1016] [ E¥ (2.1g,3.85mmol) ECH2C12 (3.85mL) 51 [ & R 0 in N 3 3t — 5 T 3k it Jog
(2.448g,5.7Tmmo1) FI7K (7.7uL,2uL/mL CHaClo) o P FLRIR B AE IR HE0 . 5h o K 1%
N 2Tk (50mL) 4 FlINaeS20s 7K ¥ (20mL) - 8 FINaHCOs 7K 7 ¥ (20mL) Al 7K (20mL) F
B R TR S 240 HE30min I 73 59 & J2 R 7K 2 FH 20 T8E (3x20mL) A5 HL 45 & FE A AL
J2 HIER /K (10mL) B3k , FiMg S04 -1, it PE AN e , 13 2174, How A (439K (2. 1g,100%) '
NMR (500MHz , CDC13) 89.36 (d, J=4.7Hz,1H) ,4.62-4.51 (m,2H) ,3.86 (d,J=3.3Hz,1H) ,
3.78(s,3H) ,3.51-3.40 (m,1H) ,3.37 (qd,J=7.3,3.4Hz, 1H) ,2.97 (s,3H) ,2.81-2.69 (m,
1H) ,2.47 (ddd,J=10.9,7.7,3.9Hz,1H) ,2.31 (s,6H) ,1.86 (s,3H) ,1.81 (dd,J=14.0,
11.1Hz,1H) ,1.77-1.73 (m, 1H) ,1.68 (s,3H) ,1.66 (s,3H) ,1.58 (dd,J=14.1,3.0Hz, 11,
1.43-1.30 (m,1H) ,1.26(d,J=6.1Hz,3H) ,1.25(s,3H) ,1.07 (d,J=3.0Hz,3H) ,1.06 (d,J=
2.6Hz,3H) .1*C NMR (126MHz , %) §202.57,166.45,161.71,155.83,104.17,100.60,100.46,
78.64,78.26,75.43,69.23,63.64,54.18,49.19,42.02,40.51,37.52,34.08,30.22,
25.66,24.02,20.84,20.33,15.42,13.14,10.03,FTIR G#M) ,cm ':2937 (m) , 1753 (s) , 1724
(s) ,1643 (s) ,1442 (s) , 1377 (s) ,1265 (s) , 1109 (s) , 1053 (s) s HRMS (ESI) : i+ 5 4E (C2rHasNO1o
+H) ":544.3116; SEMME :544. 3139,

[1017] D 3R8a: [P ER BRI il %

[1018] X — e N A Sl L8 (1. OMIJ THE VA ¥, A\ — R A i fnBuL i 387 e 1] £, 2. 4 15mL,
2.415mmo1) % N KAGT1RA B b o IITHE (6.9mL) DAk AR AR 259 . 3mLIF 15 1% V8 W74 H)
2 -78°C o N A iR — AL lS (0.262ml,2.415mmo 1) 7ETHF (1mL) H AR - 4 BT A3 78 TR
FE-T8CHEPE15min o B IS S ik (1.01g,1.858mmo1) ZETHF (9. 3mL) T (K ¥E W 3T 1%
R RLAE-T8 CHEHE30min o LU, TLC (10 % FBEAE L 1R L BR ) RIS 58 e 7E-T8°C, fF
% B8 T NN FINHAC LK P& M (10mL) ¥ K 3 I B8 £, T (10mL) Fi R o 4 % TR A V0l 74
FERBIFSESEHKEH B (2x20mL) 2B G5 35 G HLE Bk de i, H
Na2S04F 5 FF R 48 o F A1 i ¥ T-CH2C12 (BmL) A - — R PRI N 80— 5 T b de (1. 18g,
2.79mmol) , 2R G I K (10uL, 2uL/mL. CH2Clo) o #51% SN AE S I 4 # 1ho JEIF, TLC (10 % HR
FEAE PR G BE ) R S8 AR NI A W o 1912 RLTR A 0 I NE €20 (20mL) <
TR FINaHCOs 7K YA ¥R (10mL) A1 FliNazS2037K VMR (10mL) o B iZ IR A9 B Z 4 FE30min . 4 55 5%
JZFF 45K )2 FHEt20 (2x20mL) 258X -5 FF (G HLJE 3R /K B, FIMg S04 T Ak 4 o 1 kL i
B b i 44k (2-3 % B EE 76 CH2C 27 +0 . 2% YL FINHAOH) , 15 3 724, Ho ok 1 (8 Y vk
(0.90g,73%) +'H NMR (60OMHz ,CDC13) 64.57-4.46 (m,2H) ,3.84 (d,J=3.3Hz,1H) ,3.76 (t,]
=3.7Hz,3H) ,3.74(d,J=2.7Hz,3H) ,3.74 (s, 3H) ,3.42(dtd,J=11.9,5.9,4.3Hz, 1H) ,
3.30-3.21 (m,1H) ,3.16 (dd,J=22.0,14.7Hz, 11) ,3.04 (dd, J=21.0,14.7Hz, 1) ,2.94 (s,
3H) ,2.84-2.76 (m, 1H) ,2.76-2.66 (m, 1H) ,2.27 (s,6H) ,1.92(dd,J=14.1,10.5Hz, L1) ,
1.78(s,3H) ,1.77-1.69 (m, 1H) ,1.64 (d,J=12.4Hz,3H) ,1.62 (s,3H) ,1.47-1.40 (m, 1) ,
1.38-1.28 (m,1H) ,1.23(s,3H) ,1.23(d,J=6.3Hz,3H) ,1.08(d,]=6.9Hz,3H) ,1.02(d,]J=
7.4Hz,3H) .1*C NMR (126MHz,CDC13) 6205.81 (d,J=6.2Hz) ,167.20,162.75,155.17,
104.39,99.91,99.84,78.41,76.52,75.40,69.23,62.97,54.66,52.75,52.74,49.47,
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42.19,42.17,40.62,40.37,39.31,33.92,30.75,25.79,24.17,20.92,19.78,18.43,
13.04,9.64.FTIR (1) ,em 122937 (m) , 1753 (s) , 1716 (s) , 1643 (s) , 1456 (s) , 1377 (s) ,
1265 (s) ,1109 (s) ,1053 (s) ,731 (s) s HRMS (ESI) : i+ 5 (C30H52NO13P+H) “:666. 3249 ; Sl
{8 :666. 3266,

[1019] D98« [P R R 1 4% 108 il %5 -

N2
~_CH3 AL 0CHs o
0 L ~OCH3 H,CO~P
<o 0 FoCd
. 5 N(CH:); $ncl,
1020 HaC, MeO .
[1020] e moMOZTELT oy

63%

p ,‘/kaa

o070 CH

[1021] ¥4 (100mg,0. 184mmo1) ¥ T-CH2C12 (2. 62mL) H 3 N A AL (I1) (6.98mg,
0.037mmo 1) o FFiZIEWRAE Z A FESmin, 8 fE @ VST 28 NN (0L 1 50) BRI
(55.2mg,0.368mmo1) SR JF % N IE I E40°C . 12h 5, TLC (10% I BEAE 2.2 2. B rh) £ 9
W SE A RE S I 1% v 2.8 0B (10mL) R AINaHCOs 7K P ¥R (10mL) # B I I ZU 3 o 73
BREIEKZEH IR (3x10mL) FEEL A FF 1A HLE FNazSOs T BRIV 45 o FA1 i
PRIEFE Rt Ak (2-3% B EEAECH2C 12140 . 2 % W AINHAOH) , 45 3724, Ho (A ik (Tomg,
63%) o

[1022]  SZa 1B . £ i BB 40T LR A AN HL AT C2H B 1 2R - B

[1023]
TBDPSO
TEOPSO MgBt, OFt, .
TMEQ  QTMS L CHs L, B
+BUD” R * ook T "
CHs Gy HRIE KL,

N oo NCH)
</: }—; -0 cH,
=N

HF; CHiCN
N{CH)y
CH, 53¢

AGOTE, CH,Cly, 0°C

g,
l—"
g

NaHCO3, CHChL
Q1o 23°C

[1024] JDI%1 .
[1025] 0% (575mg,1.443mmol, 1 Y &) M L2810 CR) T, R EET & HF k&
(11mL) Ao — IR PERNZ ISR P I N AL B 2.k 5 ) (1.86g,7.21mmo1 ,5. 029 &) F-H% FriSiR

B HI B -T8CAE-T8°C, il bmin, LSS 25 171 AT AR VR S W h i i, 3- X = F JE
fEbedE T IAEERE (1.37g,4.33mmol,3. 0 &, Hfl& = W :Takai,K.;Nawate, Y. ;
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Okabayashi,T.;Nakatsuji,H.;Iida,A.;Tanabe,Y.Tetrahedron 2009,65,5596-5607) 7F
AT (1. 5mL) H VW B S RETR A AR B BERE 3h, AR S I N T AT S AL B KA R
(12mL) o 5298 ENIR I % I N BIRIR HE 23°C o K (40mL) A1 & & (50mL) Jf 555
A K AKAH S B (2x50mL) A H K A LR B A 9 308 A 5 I VA W T /K B R M
TI5E K TR T I DR TR DR VRO 4 o SR8 S A BE B VR A Vs T R E (12ml) A 9
TR RS R 0C IR A (20mg, 0. 125 5) — PN 28 i B - E0°C fid ke
6min i , 1B B R G2 P KIS W (pH 7.0,0. 2M, 25mL) 22 1% R BVE TR o #8575 JITG 4% 1%
SN EIRIR A 23°C K (25mL) F &0 &8 (60mL) 4358 & AH 5 K M A & P e
(2x60mL) ZEHL NG A LA A 5 -4 & FF B9V B o KR BB 1182 o i T i v v o
JEI P ZIE IR AR P 7 b PO A g 2k (10% Z R BE- 2 le , BRJE A B 12%) , 15
B FE T e S AA A 4l T R BB ) (490mg , 60 %6) o B 43 B HH A ol ke A Ak 0 T 3R 0 vk B
(1) P B {0 Bk S A4 (9Tmg, 12%6) JNB-10 35 1 AT BT~ BRI ™ W) 1) A5 B A% S AR AR 1 B S T
X 4 i (<10%) , H A A JEEE A4 . '"H NMR (500MHz ,CDC13) 87.67 (dd,4H, J=7.8,
1.5Hz) ,7.42-7.36 (m,6H) ,4.96 (s,0.07H) ,3.86 (d,1H, J=6.3Hz) ,3.53 (dd,1H,]=9.8,
5.9Hz) ,3.41 (AB quartet,2H) ,3.40(dd,1H,J=9.8,5.9Hz) ,3.12(s,0.21H) ,3.00 (s,3H) ,
2.86 (m, 1H) ,2.24 (brs, 1H) ,1.84-1.78 (m, 1H) ,1.63 (dd, 1H, J=14.2,4.9Hz) ,1.45 (s,9H) ,
1.36(dd,1H,J=14.2,6.3Hz) ,1.17 (d,3H,J=7.3Hz) ,1.09 (s,3H) ,1.06 (s,9H) ,1.02(d,
3H, J=6.3Hz) ;*C NMR (125MHz,CDCl3) 6205.6,166.6,135.6,135.6,133.9,129.5,127.6,
81.5,79.1,75.1,69.4,49.9,49.1,47.0,36.9,31.5,27.9,26.9,19.9,19.2,19.0,12.9;
FTIR (3% A8 D) , 3487 (w) ,2932 (w) , 1732 (m) , 1707 (m) ,1107 (s) , 1071 (s) ,700 (s) cm*;
HRMS-EST (n/z) : [M+Na] "5 {H CasHs006SiNa , 593. 3269 ; SLII{E , 593. 3278,

[1026] %2,

[1027]  RgERE ™4 (1.55g,2.72mmol , 1Y &) FI2-msng FLAm L EF (1.78g,5.43mmo1,2.0
&) MR G IS L &M CF, 2x20mL) T 4L TR S WS T 8 F 4 (4.0mL)
F I ST 2R A B B2 H 2K (6.5mL) St (3. 0mL) FEAL T4 A 7 F 0 (1. 5g) (1R
AW B AT P Ay S 4 (L. 0mL) SR AR 52 2 B 3% R N R 5 BT8R
AAE23 CHEFEL5min, SRJGRH R 0°C o X IKA I FHE R BB &P — R PRI =/ H
PR AR (1) (4.19g,16.3mmo1,6.024 &) AEOCHLFEIOmin o, ¥ S N IR & — & H 45
(1OmL) 5 % » SR F 18 1 AH 44358 I v A S A B /KA R (1. SmlL) AR R B2 S AN 7K VW (2. 5mlL)
PR NG ITHHR G R 2 23°C A il — N E R RS L 3OS 98 iz LA
5t (100mL) B3R BT 15 B8R 48 , 13 B RS AR CL il Ik R fHL v I PR (i 4l ik (40% 1R
LE-Cke  BREFFET0%) S RIMERAL =8, oA Bk (1.09g,51%) o 'H NMR
(500MHz , CDC13) 67.68 (d,4H, J=6.3Hz) ,7.42-7.34 (m,6H) ,4.52 (dd,1H, J=10.2,7.8Hz) ,
4.40 (d,1H,J=7.8Hz) ,3.95(d,1H,J=7.8Hz) ,3.75 (s,3H) ,3.67 (dd, 1H,]=9.8,4.4Hz) ,
3.52-3.46 (m, 1H) ,3.35-3.32 (m, 11) ,3.34 (AB quartet,2H) ,3.03-2.97 (m, 1H) ,2.78 (s,
3H) ,2.78-2.71 (m, 1H) ,2.28 (s,6H) ,1.89-1.82 (m, 1H) ,1.74 (brd, 1H) ,1.43 (s,9H) ,1.35-
1.30 (m,2H) ,1.26-1.23 (m,1H) ,1.22(d,3H,J=6.3Hz) ,1.14 (s,3H) ,1.12(d,3H, =
7.3Hz) ,1.06 (s,9H) ,1.04 (d,3H,J=7.8Hz) ;"*C NMR (125MHz,CDC13) §204.6,166.7,155.1,
135.6,134.2,134.2,129.4,127.5,101.2,81.3,80.8,78.8,75.5,69.3,69.0,63.1,54.7,

192



CN 106998685 A iﬁ, EH :FS 158/205 BT

50.6,49.4,46.2,40.7,37.4,31.4,30.6,28.0,26.9,20.9,20.0,19.6,19.3,13.7;FTIR (%
(K R5) , 2932 (w) , 1755 (m) , 1709 (w) , 1263 (s) , 1055 (s) ,702 (s) cm ' s HRMS-EST (m/z) : [M+H
13+ B8 CasHesNO10S1 , 786 . 4607 s SL I , 786 . 4619,

[1028] 4 3.

[1029]  7E23°C, 7E 5 TR M S L7 2 1 , 0t v B 288 D) 2 W 24k 72470 (1. 00g, 1. 27mmo 15 124
) {ELME (12mL) H i F 0 ik SRR /K VA TR (48 % ,2.00mL, 50 . 9mmo 1,404 &) o 1%
IRV AT 23 °C U4 1 15h , S8 i 18 1ok SR RS VS I 0 22 K4 170 Vs RN sk R BN 7KV Y
(60mL) 1 ¥ AT 1SV A9 F 2.1 2,18 (3x60mL) #EEBL 5 HLAE B & I 90018 & 91 10 1
ToIKIR B AN 15 o 15 1% T3 I R D8 W i D8 MR 48 o F R P PR B 24k (65 % 1R
CBE-Cht, B EFAET5%) B RIBARY W, HoN A Ik (435mg,62%) o 'H NMR
(500MHz ,CDC13) 64.52 (dd, 1H,J=10.7,7.8Hz) ,4.42(d,1H,J=7.8Hz) ,4.09 (d,1H, =
7.8Hz) ,3.76 (s,3H) ,3.57-3.48 (m, 2H) ,3.43 (s,2H) ,3.29-3.23 (m,2H) ,3.10-3.05 (m, 1H) ,
2.98(s,3H) ,2.75-2.70 (m, 1H) ,2.26 (s,6H) ,1.85-1.80 (brm, 1) ,1.73 (dd, 1H,]=12.7,
2.4Hz) ,1.55-1.45 (m,2H) ,1.45 (s,9H) ,1.35-1.28 (m, 1H) ,1.27 (s,3H) ,1.22(d,3H, J=
5.9Hz) ,1.14(d,3H,J=7.3Hz) ,0.92(d,3H,J=6.8Hz) ; "°C NMR (125MHz,CDC1s) 6204.5,
166.5,155.2,101.2,81.6,79.7,79.5,75.5,69.1,68.2,62.9,54.7,50.4,49.7,46.1,
40.6,38.7,31.1,30.6,27.9,20.9,20.0,19.7,13.8;FTIR GF [ # ) ,2936 w) , 1751 (m) »
1709 (m) , 1263 (s) , 1051 (s) cm ' sHRMS-EST (m/z) : [M+H] "3 544 C27H50NO10, 548 . 3429 5 SZ |
{l,548. 3435,

[1030] ﬁg?@z

[1031]  7E0°C, Kk PR E 4 (557mg, 6. 63mmo 1, 105 5) A -5 T i i 4e (618mg,
1.46mmol, 2. 224 8) M4k INE B (363mg,0.663mmol, 124 &8) 7E & H &% (10mL) FI7K (20uL)
o R VAR D S TR IR S IR N E 23°C AE R E B Lh ), 38 N TR A 2 Tk
(30mL) 7 B o AH LK NN VLRI BRAC I R B 7K IV (15mL) ot e B S B 7K VA (TmL) AR AN
FANZKIETR (Tml) F535 IR A P R 208 E 10min o 4R 5 43 B AH 15 7K A FH 2. T8k (3x30mL) %
B o A WA EUD A FF 45 A I 10 VO 46 AR AR AR R BN /K PR (2x20mL) I IS4k
BNIKIE W (20mL) BE¥ o IR 5 55 BT 438 DA W FH /K R BR A T 158 o 9 1% T v i D8 94 1%
PETIRGR g TS A B T R — 5 GEE L) M 75— P alifb GRS , it '
NMR 43 #7275 >90 % 4f) o 'H NMR (500MHz , CDC13) §9.33 (d, 1H, J=4.9Hz) ,4.52 (dd, 1H, J=
10.7,7.8Hz) ,4.43(d,1H,J=7.8Hz) ,4.01(d,1H,J=8.8Hz) ,3.78 (s, 3H) ,3.52-3.46 (m,
1H) ,3.41 (AB quartet,2H) ,3.10-3.05 (m,1H) ,2.83 (s,3H) ,2.77-2.71 (m, 1H) ,2.48-2.43
(m, 1H) ,2.30-2.27 (m, 1H) ,2.27 (s,6H) ,1.91 (dd,1H, J=14.6,11.2Hz) ,1.76-1.72 (m, 1) ,
1.60 (dd, 1H,J=14.6,3.4Hz) ,1.47 (s,9H) ,1.37-1.28 (m,2H) ,1.25(s,3H) ,1.22(d,3H, J=
5.9Hz) ,1.16 (d,3H,J=7.3Hz) ,1.06 (d,3H,J=6.8Hz) ; °C NMR (125MHz,CDC1s) 6204 .4,
204.1,166.6,155.2,101.3,81.5,81.1,78.3,75.4,69.1,63.0,54.7,50.6,49.5,46.0,
41.9,40.5,38.0,30.5,27.9,20.8,19.9,15.5,13.8; FTIR (F [ #E) , 2974 (w) , 1753 (m) »
1724 (m) ,1711 (m) ,1263 (s) , 1053 (m) cm ' HRMS-EST (m/z) : [M+Na] ¥ 5 4# Ca7Ha7NNaO1o,
568.3092; L I{HE ,568.3094.

[1032]  SEjit ] 1C. COM TR BL AT VI A %,
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H HO)J\/\/ ~~Nj\/\//’

s EDC, 71% T h
o OH GHy OH CHs
[1033] RRAR AR FZ T e
LDA, LiCl, 2K )5 O
1. LAB
"N aTBDPS O o) 2. DMP
CHs < : E?I)J\{\;/\QTBDPS )
73% GH CHa “\| CHs
[1034]
o o 0 OTBDPS
O)LN)H)K/' AJOTY,
N(CH;
T B MOZ5 T o
B Omad-CHy
__ Pym$S
TiC, THOPY,
Et:N, 73% 65%
N(CHy)
HF (82%) ¢ fchy  DMP(96%)

[1035]  PHR1:

[1036] Al ZE Pk K ¥ H Ve E I Je 755k (10.48m1,60 . Ommo1) ZEDMF (22mL) H [ v ¥ o AH 4k
TN JR—-4-J71 (2.041m1,20.00mmo1) L HOBT (3.06g,20.00mmo1) FIEDC (4.22g,22.00mmol) .
WEAZIEATO CHEFED 7 B BT 7] N GH AN E R R — IR PRI R, R) ~ B R 2
% (pseudoephenamine) (5g,22.00mmol) CHT SR JF8 A4l N2 23°C 5080 5, iEid
TLC (10 %MeOH/DCM, +1 % NH4OH) & WL — 287247, 20 53-8 )i , AR 5 4 N B . Th)a , 4k
F>50% o 7L 19N , 3 A ARk IR A4 K (200mL) #6583 FH 2. 1. 2. T (3x75mL) #E
A WEG IR IR PR ik s By A 7K (2x100mL) L FINaCl K5 ¥ (1x75mL) ¥k , 18
TR BN E TR I IR 4A W 1% M U et 2li4k (30%-50% LR BRAECL e ) 5 15 BIN-
(AR, 2R) -2 -1, 2- Rk 4 ) -N-F e -4 Bt i (5. 32¢,17.19mmo1,86 % 7= #) .
[1037] 512,

[1038] &AL (3.29g,78mmol) A FEA HiHE+ 19 200-mLIR JEHe I - IR 8 Mk R 2
T HZT (0. 1mmHg) LRI K, Frak2 o B G BT iR 25 48 S L W B MA J1 223 CH A
THF (25mL) Al — 7R i (4. 16m1,29. 2mmol) K5 iZ 7R 2874 1 E -78°C I MBuLi (12.06m1,

194



CN 106998685 A iﬁ, EH :FS 160/205 BT

28.6mmol) o RHZIF ML I A 0°C , A %I SEHEHE5 0 PR I FHIRIS R 2 -78°C o Jl 1 4 & ¥
(R,R) B 2K $2 IR —A— 1A BE R (4g, 12.93mmo 1) 78 PY S5 (20mL+5mLFER) Hh K I T
WAZIRAWAE-T8 CHUFE30min, I\ I 2 23 CIF A IR E I FED 738 I (S) =T 2 (3—filt-
2-F L AR L) R BT (6.80g, 15. 51mmo 1) ZETHF (10mL) AP (KA, FLiZ 6 H FTHR
(2x2.5mL) 5E & o 3h 5, Ak Hy<50% o 4 Lh i » AR S B KIE B (200mL) JF 41278
BV L8 (3x100mL) FEHR G 5 I B A AL FIERAK (100mL) Bk , 8 ik BRI #2415
s 3% 7= IR it alifl (20%-25% 4 2 BE -2 5e) - 1331 (S) —2- (R) —3- (GRUT
TUORFE R R AL —2- AL A L) N- (IR, 2R) -2 3k -1, 2- IR FE 2 5E) N-FR B -
A7 Bk (5.86g,9.45mmol,73.1% 2 5K) .

[1039]  4BI%3.

[1040]  7£-78°C, 3L ¥ 5T #84Buli (12.61m1,29.9mmol) A% = FH & (4.59m1,
32. 2mmo1) FETHF (32mL) HH IRIHEFH IR o REZ A 4856 1 200K IHR I EO0C o U ——
Br R I~ A (1. 051, 30. 6mmol) FFAREEHN I LI 4 JRC L o 0 20 2
0°CHEFE3 S Bl AR5 K HEL A 2 23 COFAE LI L B bt 154 B R R A8 A 21 220 °C Rl
LRI (S) —2— ((R) =3— (GRUT 3 23 F R A ) R ) —2— 1 B 7 38) —N- (IR, 2R) —2-
P12~ ORI 2B N-FRE R AR BRI (4,75, 7. 66mmol) 7ETHF (32mL+5mLEEIR0) Ky
VRV SR % R LA 2 IR A E 23°C (11:50AM) o 3h i , 2R JFUR} L 58 AFE R % 78 B A0 K
AR RV HIFEAE R 28R T AN OB I N SMER R (90mL) o 5% IR A 7E0-10 C ek 3078,
SR JE I Tk (4x100mL) AR o K45 1) ZBEAE ) FI3M HCT (100mL) 2M NaOH (100mL) 74 A0
NaC 17K (100mL) B ¥k o 15 12 B3 I A LG VBRI BRIR S TR AT g, IR i DB VRO 45 o
55— ERYEAZ FI2W NaOH (£)200mL) ZbHE , EL ZEpH 14334 Hi ARSI F — SR J5% (2x150mL)
HEHR L TS = 2R R G (IR, 2R) -2 (kR U0E) —1, 2- K R 2% (1.61¢,7.08mmo
929675 KL h HIAE €41 (25% - J5e) 204K, 15 21 (S) —2- (R) —3— (GRUT 2 R
ke ) AE ) —2-FF B TR E) I -4 0 —1-1% (2.99g,7.54mmol ,98% = 2) o

[1041] [ (S) —2— ((R) =3~ (GRUT Jk 2Rk PR Rk fe k) A0k -2 R TR L) -4 -1 -1
(1g,2.52mmo1) 7E S H e (25mL, 0. IM) SHAIEW A IK (0.045m1 ,2.52mmo 1) FKF %R
BRI A %2 BHRAE23 CHRIBT IFIMADMP (2. 139 ,5.04mmo 1) o 104385 , F 1L Al
Tk B S B VB (15mL) AN AR AR BR 8KV (15mL) %R [ i A vh 9K P45 P A
VEMR VA POE DR B E S RO B (~ 3048 o 4 B2 IR KR BT R b
(2x20mL) ZEEL . 4 A I 10 A W2 5 A B Bt D R 2 DB VR 47 o 5 MLt At il it
(6% LBE-Tibe) , 321%™ (~850mg) «

[1042]  SDgR4:

[1043]  of5 & e (3. 5mL, B B P I UG I M0 . 2, B 2R R0 . 1M) 2 K T
Yo () O A B A7 95 R 10 25 -mL B IR BEE h o J Z  B A R0 CIFIMATICL4 (53511,
0.535mmo 1) (DCMHEVRD » SR I VY S AR R (TV) (52, 111,0.178mmo 1) o K% IR & WAL %
LB 1543, U I (R) —1— ((R) 4" -2~ AR 53— 5E) —2-F k-1, 3— i
(200mg ,0. 69 Immol) £EDCM (1. 2mL+0 . 6mLFE ) K3 VA VAL« 40 FIF 49 B8 €V W o I\ = 2.
(103u1,0.737Tmmol) , 13 FUVRLT A3 Lo AR BEAEO C Bk Lh , BLR 712725 28 76 F UK/ P BRI o
AHE-T8C, M (S) —2- (R) =3 ((BUT R HE R ke 52) 4008) —2-FF TR 0E) 41
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fi% (182mg,0.461mmo1) 7EDCM (1. 2mL+0 . 6mL¥EIR) H AR - 2h i, AR AN S AL B K I TR
(10mL) F-K5 iZ I8 & WAL B ZUHE N IRIE R . 4B 5% 2 -5 7K 2 FIDCM (2x10mL) EEL . #F
ANLZ A G BT 15 18 008 T B R AN 280 D8 IR0 7L B IR DRV 4 o R R i A i ali 4t
(E—HN33%-40% 2Bkt , 55 —HEADCM, SR 55 % Z.Tk-DCW) , 15 3% 74 (2R, 4R, 58,
6S) —1- ((R) ~4—"F H—-2- S AR BE-3-58) —6- ((R) =3~ (BT FE R R R fe L) S 0E) —2-
R TR L) 500k -2, 4- — I L F-8—J7—1, 3- i (229mg,>10: 1dr,0.335mmol ,72.7 %
).

[1044] ﬁg,%%,

[1045] ¥ (2R,4R,5S,6S) —1- ((R) —4—"F I -2 AREME kg —3-3E) —-6- (R) -3- (BT 3 —
IRIL R AL) ) 2-F AR ) 52, 4- R F-8-0-1,3-—F (50mg,
0.073mmo 1) 7E7K (2. 5mL) H1 [ VAN 22 26 A TG AL Y 25 5B (47 . 9mg , 0. 146mmo 1) ] 10-mL
[ i R 0 Fr A5V TR R 28 R G IR R ) 2 T = 25 (0. 1Torr) 104380 I45 25 28 H
GEE, BL & P IR ZE S N4 A & F 0, SR 5 TN FF 2K (24411) FICHCL2 (244u1)
ZIERA N ZR0CH LA —— UM =/ P R4 (1) (65.7mg,0.256mmol) « ATf3 R
WAL S5 43 B A B AR R DT UE P A8 A S R R R DT E o L Bh s N S e
(2mL) , R J5 I AINHLCL KV VR (2mL) o 45 25 )2 il 4T85 543 B I N A R B IR S8 A 7K
R (5mL) FHK 2% 2 B FUR A o 4 BT A3 LR A DO B3 U L S8 I 45 BT 49 SURHVR & R 103
HIAE MK EH & F b (GunL) 2B A HUE G 3 0 S E USR5
W AZ YRR VA 4 o AL A 83 (100 % 2R 2 ER) 44k, 18 3% Wik R (2S, 3R, 4S,
6R) —2- (((4S,5S,6R, 8R) —9- ((R) ~4—"F H:-2— 4 fAMEME -3 3) —4- ((R) -3- (BT 2 7%
SR RS AL 2-F A L) 6,8 THHE-T,9- T EARTE 154 EAD) 4- (CH
FLAH) —6-F L DY F-2H-ME I -3 L B5 F G (43mg, 0. 048mmo1,65. 4% 77 3) .

[1046] D U%Ke6:

[1047]  ZERIR, ZER VUG LG IR b I HF (80u1,2.224mmo 1) (48% /K IATR) N bk R
(2S,3R,4S,6R) —2- (((4S,5S,6R,8R) ~9— ((R) —4— Jk—2— 47 4l 4= -3 - L) —4- ((R) -3~
(GRUT 3 2R B Rk lse ) 46 38) —2-FF SR 0E) -6, 8- —H -7, 9- MR E-1--5-30) A
5 —4- (B -6 AP0 S —2H- 1L i -3 4 5 /5 (40mg, 0. 044mmo 1) £ 2, fiF (44511)
H B IRH o 200 5, R TR A ) A R B2 A7V W (3mL) /N i AR I R ZU i L &
BT ) S 552 1E K% VR B FH T (3x2ml) ZEBL B WLES I3 B8 A AL A 1M
HC1 (2x ImL) A B o 5 12 P 7K J2 P A AR 2 S AN 7K I MR (~—~5mL) Bl Ak 45 AR B &
F 5 (3x2mL) AEE R iZ% S Be AR BV A I 516 BT 43 9835 T G ) Y v E e B PR A E et i
W Z IR R 45 , 13 2% = WIBRR (25, 3R, 4S,6R) —2- (((4S,5S,6R, 8R) —9— ((R) —4—" %~
2~ ARIEME fE—3-E) ~4- ((R) -3-Fa Sk -2-FF BN 2E) -6, 8-~ -7, 9- 4R £ -1-4%-5-
B L) —4- (P IR ) —6— FF 3 U A - 20—t g — 3 L S R S, HOA TS AR Y (24mg,
0.036mmol,82% 7 %) ,

[1048] 59%7;

(10491 7E3RAF 2 i /K HF E5—mL R JEHER 1, 44 DMP (32. 1mg, 0.076mmo 1) N EFKER (25,
3R,4S,6R) —2- (((4S,5S,6R,8R) —9- ((R) 4 H 22 g b -3—H5) —4- (R) -3-F2 H—2-
AL -6, 8- BT, 9- M T 14540 E AL —4- CHREIL) -6-F B IU4A-
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2H-LE g~ 32 155 FF 1 (25mg, 0. 038mmo 1) 7E4f A — & FF S5t /K VA (0. 5mL) H & o 1593
B, LOMSZR BH 58 A 36 Ak i i 75 T U o I NDCM (1mL) ¥ A0 12 SV BN /K VA (LmL) R
ARACHR BN (1mL) FF 4 238 WU ZUAFE 1043 o 43 B % J2 FF 45 K 2 F U b (2xLml) A5
Ho P A HLZ A I -4 BT 15 V8 V08 3 R B A 2 e U8 i DB IR 4 , 159 31 C6 I T Z: 47 S IR
4iF:#% (Evans Right Half aldehyde) (24mg,0.036mmol,96% /=) .

[1050]  SEjifaf 1D . 2 - ER 45 M R oo & Ak

[1051]  (2) - ((4-W 2, H-2,2, 5-=F 3-4H-1,3- " R O MF-6-3L) H L) =PI FRE

Kt :

o 6) LDA, LiIHMDS 0O 0
3 4 .
HBC\)koph HSC\)LO!BU THF, 7890 HsC\)KHJ\OtBU
87% CHs
[1052]
. HsC, ,CHs HsC, CH
Acx0. Hp50, 24 LDA, TMSCI T
: o "Q S . s o}
1B, i HaCu AR 87% ;
e B RSANN ° H?’C\’f\%ows
% CHs CH,

[1053]  JDER1: AR K IS

[1054]1  7E0°C, ¥4 2KM (25g, 266mmol) FIPFEES (70mL, 797mmol) J1 % =% FHEES (5. 88mL,
66.4mmo 1) 7E 2 (1L) R B H 5 Fr /518 & W5 Z A FE2h B UKok (1L) 2 Tk
(500mL) MEIZIREWH A VE D EIHRANZE HIMERER (LL) | HRRR R S 80 K 75 W
(1L) #h7K (1L) ek, PR BREN T I8 e iR 48 o 5 iR R Wi i — S e GEbE/ %,
10: 1) , 327 B 7% 3L B5 (35.9g,90%) , HONTE A MPIRY . 'H NMR (CDC13,600MHz) 8=7.38 (t,
2H,J=7.8Hz,Ph{fCH) ,7.22 (t,1H, J=7.8Hz,PhffiCH) ,7.08 (d,2H, J=7.8Hz,Phf¥CH) ,
2.60 (q,2H,J=7.6Hz,CHs) ,1.27 (t,3H,J=7.6Hz,CHs) .

[1055] D U2 2-F B3-S AR AL T e

[1056]  7EO°C,H#F2.58MIE T Z4E C b HH IV (71.0mL, 183mmol) F12. 41MIE T L4 7
O J5E VR (33 2mLL, 80mmo 1) S N4 7S B 3 Rk ke i (58. 4ml, 275mmo 1) 7ETHE (160mL)
W VA TR R A IR S IAEO C B B 45m i n DAl 46 75 FF At FF ik be S R R (fE v B e A
THFHF B VAR o AE-T8°C , K52 . 42MIE T FEEAE L e A A (69 . OmL, 167mmo ) F12. 41MIE T
FHAEC TP R (37.8mL, 91mmo 1) Vi INE — 7R % (36. 3mL, 258mmo1) £ETHF (160mL)
IV G TR SR IE0C, I HE 1 omin FI R H 2 -78°C G TR R T IS (32.5g,
250mmo1) 7£ THF (90mL+35mL X 26 H VAN 22 b i i) — S A R 2 L Vs v - 1 3
TR A AL -T8°CHEHE15min o AT il £ 1 7S B 2 — AR A e o 0 S 8 A O Je R THE HR (1) 8
(323mL, 30mL X 2f¥) THF¥EIR) , 2R JG £E5min 5 , 76 -78°C , [4] 74 BE K LS (39.4g, 263mmo 1) 7
THF (50mL+25mL X 2Fe ) H & I BT il S REVR A4 o 45 BT A3 VR A A5 - T8 C i« 1h
Jii » 7E-T8°C AN AT &AL B /KWL (150mL) o 72 = 3, 4 2016 (300mL) FI7K (600mL) fin % ik
G A ALE 5B F AR B S AN K A (2 X 300mL) « Fh7K (300mL) He ik I AR R 44
T8 KK 2 FH 20T (2 X 300mL) ZEHL KA 3 1A AL Z F HAINaHCOs 7K VAR (2 X 300mL) + #h
7K (300mL) B I FHBR IR A5 o 45 A LR U8 S IR 44 o W A Wik — S Ak A (GE T
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Bt/ K, 40: 1~2:1) 43 BT B R BE g 2B B -3 AR T e AN 2R IR VR A0 1 1M
SEAENKIETR (500mL) N ZAZ IR A WIAE LT (250mL) R P I 50 BT 4598 LAE = IR 0
FEL.5h B A HLZ 7 5 I FIME ALK IE TR (250mL) 7K (250mL) « #h7K (250mL) BEEIF H
R B BN T o B2 AT ML 2K B8 s Ik 4, 5 32— FF -3 U4 R R U] i (40.4g,87%) , H
TR . 'H NMR (CDC13,600MHz) §=3.42 (g, 2H, J=7.3Hz ,Et[KJCH2CH2) ,2.64-2.46
(m,1H,CH) ,1.45(s,9H, (CH3)3) ,1.29 (d,J=6.6Hz,Mef{JCHs) ,1.08 (t,3H, J=7.3Hz,Etf
CHs) »

[1057]  BIE3.6-2.35-2,2, 5-=F H-4H-1, 3- A ZFF O -4

[1058]  {E0°C, ¥ ZBREF (55.3mL,586mmo 1) FIARER (10.4mL,195mmo1) Jji 42 2—F JE 344X,
IREREUT ES (36.4g,195mmo1) A ER (28. 7ml, 391mmo 1) KIVR &0 5 i8R 5 W E Z 15
BiFESh K S NIR A VIR RET L (L) A AR BR S K VW (1. 6L) R ZIR AR =
I FE2h R L 2 1 AR IR SN KIS W (1L X 2)  #h7K (1L) Beidk IF I ER M1 )5
MR R R 4 , 13 3)6-7, -2 ,2, 5- = F JE—4H-1,3- A O F-4-17 (32.82,99%) , H Ny
Tt iR Y 15 1% 7 i i U 72848 (70°C ,520mTorr) 244k . 'H NMR (CDC1s,600MHz) § =
2.30(q,2H, J=7.6Hz,Et[¥JCH2) ,1.82 (s,3H,5-MeffJCHs) ,1.65 (s,6H, 2-Meff] (CH3)2) ,1.12
(t,3H,J=7.6Hz,Et[FCHs) .

[1059]  B884. (7) - ((4-W . 3E-2,2,5- =W H-4H-1,3- A& O IF-6-5) HIL) =H
H R«

[1060]  7E-78°C, A — A% (25. ImL, 176mmo1) 7£ THF (210mL) 9 [ 94 & 41 3% inBuL i
(76mL, 2. 32M7ECL B 5 176mmo 1) o ¥ Fr A5 L FA Z2 0 C AN FE 1 5min K VA A A1 52 - 78
CIH I HEE R ne-2. 32,2, 5- =B H-4H-1, 3- ~ S 4 C -4 76 THE (50mL+6mL—f
Ve TP IVER AE-T8 CHLFE Lh 5 , W IIHr Z8 08 (K TMSC LI W1 VR A A - T8 C Hit #:3h 45 1%
TRE YRR =, FRRUR R 97 18 iR M I K 3 (100mL) A% B 51k 98 o 4 i D8
WRAE o H K B S 26 4AL . (~200mTorr,63-67°C) «'H NMR (500MHz ,CDCls) 84.40 (g, J=
6.9Hz,1H) ,1.66 (d,]=6.9Hz,3H) ,1.63 (s,3H) ,1.52 (s,6H) ,0.24 (s,9H) .

[1061]  SZHGHILE. ZR P3R4 M R T Ak

[1062]  (S) —RUT Ft — 2K B B Bk Joe A 2 -3 -l —2 - FR P e

[1063]

LB B 1Y TROPSE Bk

N ﬂ"i ok A “a_ an 55 s ; N g . P
HO CH MR 7 B K mane” ‘,GH3+ e CHy THE R Teppse Ny CHs L HOS CH;
CHCl, 1t 2) NaOMe, MeOH, 1t ‘ y

HO AcO AcO ) . HE HE
24%(3 ¥)

e CH, o PPh B o CH.
rEopso” O R PP e CH
CHC, o

HO' }
90%

[1064]  3PER1: (R) 38T e R B ke o Je—2 - R A -1 i

[1065] ¥ Z.1R 2. ML BE (286mL, 3. 11mol) FIJE Wyl —AK “Amano” (17.1g) INE2-FHE-1,3-
P B% (708, 777Tmmo ) 7ES 7 (1.5L) W VAR o 4 Pr 4398 & W78 = IR Hidt: 20h o i i 1 )8
bk % N80T IF FH 1R & BR B o SR TR ¥ A2 UMK 4 IS B 4,8 (S) —3—-F4 Bk —2- 1 B TR AL
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(>99%ee) Fl1, 3~ Z WA H-2-F R RIR AT %R SV T N — R AP
alifl AT i R R SR RE (T9mL, 303mmo 1) N 2,1 (S) —3—4 3k —2— FA 3 74 JL /i A
1,3-= LB -2-F LT b (140g, KLih) FHBKE (41 . 3g) AETHF (620mL) H (VRGP o 4%
PR AR Z R PR 2 1h O S BLR AW H 2.8 (1) FReF F7K (2 X 1L) FIEh K Pk 4
HHLZE B ER N T8I 08 R W 45 - 720 °C 5 K525 % FF AN AE B B (6 1mL) P AU 2 2. 1R
(R) —3—UT 2 R BE R kb A -2 - FF R U LR AN 1, 3- A B R 2- R RN R &Y
(194mg , A1) FEFR BE (1L) HPRVE TR N4 T AR & VA5 = I HE 240 1 S BLVR A4 FH . Tk
(1L) Ak feke (L) # , A AN SR e KV I (LL) 7K (2 X 1L) FEhK (L) Pk A VU
FHBR R BN T8 I Dl R v 4 P i R il i — AL A (IE G ke / 4T, 40:1~20:1~4:1) , 1%
B (R) -3-40 T 2k IR PR fr A -2 - F LA -1 -8 (60.9g) , HOW T AR . 'H NMR
(CDC13,400MHz) 6=7.69-7.67 (m,4H,Phf¥JCH) ,7.46-7.38 (m,6H,PhffICH) ,3.75-3.57 (m,
4H, CH-0TBDPS, CH20H) , 2.03-1.96 (m, LH,CH2CH (CHs) CHs) ,1.06 (s,9H, (CHs) 3) ,0.83(d,3H,J
=10.8Hz , CH2CH (CHs) CHo)

[1066]  JDER2: (S) —FUT F ORI AR R oe 2 -3 fill-2-FR L P &t

[1067] A (12.4g,183mmol, 2 =) Al (23.2g,91mmol , 14 =) & = KAk
(24.0g,91mmol, 14 5&) /£ & H F (180mL) H I FE R H « /£0°C K R) 3-8 T F 2%
FEF i A AR -2- AR -1-1% (30. 0g,91mmol) /£ & HF 5t (60mL) H FVA VRN 22 1% IR ML TR
EHIH R TR A A Z A FESh D E RN LA T =R AR, R R MR G
R £ g 0 o 9 B V1) o PR IS (T5) T e (300mL) A iR R o« %R &R
PR 20min DA S = Z5 L B A0 W RN R TR B AERE R b o SR 5 %R A iE I — N 5 I R R A
(EC %/ Tk, 95:5) I3, 153 (S) —FU T 5 — 8 L AR o e e -3 —-Tl—2—-FR 3 TR 4 (35.9g,
90%) , HoNT A WRY) . "H NMR (CDC13,400MHz) §=17.69-7.65 (m,4H,Phf{JCH) ,7.46-7.36
(m,6H,Phf#¥JCH) ,3.61-3.31 (m,4H,CH20,CHaI) ,1.78-1.68 (m, 1H,CH2CH (CHs) CHz) ,1.06 (s,
9H, (CHs) 3) ,0.96 (d,3H, J=10.2Hz,CH2CH (CHs) CH2) .

[1068]  Z= A () P e 3 b 2R

[1069]1 St f12A . J4 - 5B 45 #4 BT ) il %

50%

. . 22 HO = : ., ~CHa
e = | HO _~
HiC. O Bng/ HsC TBAF HyCr Z
) e . o
:,GTBDPS ’IOTBDPS 68% H30 ,,OH
CH THE CH.
3 84% 3 B —dkstak Rk
[1070]
HsC )
BusSnH HO |
Pdgidbﬁ‘)s- HGC' '
HQC s "IOH

[1071] ﬁggél:

[1072]  #E0°C, 46455, B 1-TA IR EE (Sigma) (21.14m1,10.57mmol) (0.5M) N4
(R) —3— (GRUT e R R R e ) 40 %) [—2—1 (2. 4¢,7.05mmo1) £ PY R (28. 2m1) H
IFER o IO JE 553 8F, TLC (FE10 % LK/ O f Hh e i) 28 BH 2530 % %6 Ak s il MR BOR I
LhfG , ¥ AN ~60% 4h )5 , Kz iR S5 2 A NHACT KL (50mL) Hh Ff-45 25 )2 el £
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TRA R4 B /K 2 O b (2x25ml) ZEHUFH & FF A HLE 7K (50mL) Fl#hK (25mL) ¥
B o RIZ RV I A HLVE VR B R AN 73 PR I DR R Ik G od v 32 L AR5 % 4
Bk 72 LB o (BR) —5— (GRUT 2k 2R S R R e ) 4 0) —4- R AR B - 2%k -4-F% (2. 25¢,
5.91mmol,84% 77 2) , /E N3 : LIKAE KT A ATR &4, HoAF iRy

[1073] 50,

[1074]  {E0°C, ¥ TBAF (1971u1,1.971mmol) {{INE (BR) —5— (GRUT Ft 2K IE AR L) 4
5 —4-F HE Pi-2-h-4-FF (500mg, 1. 314mmo1) 75 VY LI (656911) HIE R A Z IR A
PRI 23°C . 2h)5, TLC (10 % ZTEAE L e o) M1 IR A MUK R 48 o K ik R ) At 4
1k (50 % EtOACTECLKEH) KL = MR A W E T i B2 Moo B, IR G 45 i - R &
B HIZA A QO0-nLIE KL BB/ ZRIMII M SE s, R EE TRES T
Lho BRI NMR B 7R AT5 4> 20 %6 2k 222 0 IR SR A AR T 4% o FIT IR NMRAE i 5 12 0 1L 81 4 1Y) o 1
BIRAFF, HZR A AR BREDIM/ ) - ZFEIRECA R4 S (& F7Km &
AR B T m B NI & AR ol GRIAERT I A A JLF A ml e I, 28 4
L) o VEAT W82 3 1] S04 ) 28 T M ) FH4E . (3R, 48) —4-F L Bi-5-%t-3,4- % (127mg,
0.893mmo1,68.0% /" Z&) =& [ 45 i [l 44 o X 7 A LA T SCRH 935 : J. Org Chem.2011,76,
7516 F1ACS Med.Chem.Lett.2012,3,1013.

[1075]  JDER3FI4.

[1076] X Ee B IRVL 5 DL 2% SClkAH A 9 77 AT XA DA R SCRRP i . J . Org
Chem.2011,76,7516FIACS Med.Chem.Lett.2012,3,1013.

(10771 Sty 2B . 76 2F= 50 45 1) B on i) il 4%

CH3 H3C SnBU3
Bng% O
Hal 0 .
[1078] 2 LiCt HsC
» —_— . e )
0TS HC~orBDPS
. THF
& dr: 2,811 12
(7 €125 3:)
HaCo1
h HaCir
[1079] 50%  HiCo

" IOTBDPS

(EC12; 12:1) 5
[1080]  JBO%1:
[1081]  7£-20°C, 65 8, ¥ 1 -TARFEIR L (Sigma) (12.02m1,6.01mmol) (0.5M7ETHF
H) WA (R) —-3- (GRUT 2 R REIE L) SA08) R -2 (1g,4.62mmo1) 7ETHF (9.24m1)
H VAR LN, TLC (25 % £ TR/ T ) F8 78 2990 %6 S A Be bl P BRI 53 . 90min fig , A
UG R B 56 AR IR AT INHACT K P W (25mL) FRR 108 6900 ) ZUd H5 738 1 i
FRAUHIE W Tk (2x25mL) 2280, KA HLE 5 IF3F FHERZK (10mL) Beis I e i A ALIE W
W FRER AN B 73 D8 RO AE Hdr - 2.8 1 K 4% S REAE O fmh , — BIRE ST
Bl b, W) FH6 % PR AR BRI M E B+ 5 kAR S - 32 EEAE T F AR LA 21
1dr9 8, HOAR B (A iR Y (614mg, 2. 394mmol,51.8% 7228 ,
[1082] ﬁgg%Z:
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[1083]  JPdCl2 (PPhs) 2 (1.844mg,2.63umol) INE (BR) —5- (KT £k IR FLFF A be k)
B) —4-H B Pe-2-bR—4-B% (50mg, 0. 131mmo1) (F-—FEXf il S A 44c) 78 VU SR (657ul) HHIH)
AW T INAUT 3B ke (53.611,0.197mmo ) FFEE24 4. B ] WL K S AR BRI . 29 81 i
TLC 78 A5 5 AR A AL B MR RSN A (L0 % 2T/ ©B) « 104051 5 , 362 P A8 Ak o i VB TR
O RNEE O/ A hE, ERRA T AR — AT EEg e (53.6ul,
0.197mmo1) HTLC CINAJG2min) Sonidt— 0 (4520 % ) A AR PEE /NP S I 73418324
B Bu3SnH, U £ (1) 5 W 7555 515 2950 % (K B4 4k %R S i F 16h FLAZ A6 4L 58
WA AL N 75406 4 E K Bu3SnHEF£230min (S HEANN , 43640 F125- 8 5 TLCE /R 56 4%
AL AR RN . (TE 2R RGP Won AN AR B2 10 4. 24h Ja L, FERSIE T
B3 25 THE I 45 HHL VR & ) BLBE 25 N R AE 3F FH20 % DCM/ L e e B, 7531 (BR,E) —5- (GRUT %%
TORFE RS RL) AL —4-F -2 (2T R L) -2 H-4-1% (56mg,0.083mmol ,
63.5% %) , HoAs tail.

[1084] ﬁgﬁ%g,

[1085]  7E0°C,#5Mt (26.5mg,0.104mmo 1) 7E ~&LFF &% (834u1) VAW INE (BR,E) —5-
(GRUT 2 R R R e L) S 28) —4-H B -2- (=T HEF ki) Ji-2- M5 -4-F2 (56mg,
0.083mmo 1) 7E &L Hit (83411)  [RVA R o ZE NI FE v, B4 200 €0 Y K L 22 248 4, BB
R 52 o TN BRACER B2 (WL RN 7K Y8, 3mL) FH 5% TR S I U0 B o A HLAE 43 55 3t
WK JZHE— 25 FIDCM (2x3mL) REHY o 4 A 412 1k B R AN 3ok 8 I 2% 8 VRO HE 94 4 - NMR I
TN R SRR 2E VR A1 (Z93.5: 1) o KEEIH: 5% Tk e ferp . — S E S0 4 H
PR A 2 A B RN 12 e R S EHCIR Y - (4S,5R,E) 5 ((RUT & 2K
FEF RS ) 24— B P24 —4-E (21mg,0.041mmol,49.5% 77 %) .

[1086] St f512C. G4 T4k 1) BT ) il 4%

[1087]
oH o
Chix ‘ 'N\)
Ph (5%)
H EtZn(2 4 ) e TBDPSCI
Hsc’lg( 2, 0C HC CHa pn A on
Q T0%(EAE ), OH = HC T CH
89% ee 94% OTBDPS
KO0sO,(1%) 9
Nal04,,2,6—;‘f’>;at:%?zz HaC ANCH,
99% oe

[1088]  EI%].

[1089]  FEUKAKM A HH , AR SA T 7L I-LIE R P @i a5 ) (IR, 28) —1-F -
9T Ik AR —2—2E KL 2, (2.065g,7. 13mmo 1, KEHEW. A. Nugent : Org. Lett. 2002,4,2133-2136
WA P BRI £ 78 IE CUBE (100mL) H i VR & i\ — 2 2 8¢ (285m1, 285mmo
Aldrich 1.OMRCGEIERD) » M1 B4z B eI o S (R F ) 3125 o AR R A AR, 252 e
H IR & I R I AR I B FE 304 8, SR 5 W = 1 %5 1% (11.81ml, 143mmol , 7EAH
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FHHTHT 281 LA LR A MAREE ) , Fra 15981, 19 B3R 38 (A Y 51 VAW TLC (20 %S EA/H, 5
FHKMnOAZ% 4 1 = AH L) 76NN 5 57 B 87 B 75 () = A A AL ) - HUE ROV R A2
TIEEEAEGO C s L I A AR TR A o 1594t T, Pl 2 HAZ A E ETE LA .3
AN S NI 2M HCT H B BT E Pa H AH S B3EpH 1 (~500mL HCL) B, P4
itk KA TR B WD 7% 2 0 WU S T IE 53 BS 45 2 7K 2 FH ST (2x250mL) 3k — 35 2L B
WA IR AL FER K (300mL) Feik , FHBRER 8 TJ8 , i 98 HR Z g8 A0 CIUR R 48 (~
40Torr) o ¥ FIT1SVE 5 TR P06 % 2 100-mL IR i He I K% 5 78 ] 2. (2x5mL) 52 & o 1%
Vi 700 30 3k R R S AR FHO0 CIls 7E KRB MMt sz A2 HIEE R 12 4
40Torr.— HAF LGV, WPk R G0 2 SR, Bk 422 52 J 0 45 BSORT 1 904 i 77 Bk B &2
40Torr o B BT 4252 BEIRAE0 C UK 8 190 °C iy 4% B2 28 18 B i =M L 2940 Torr 28
PR 67 CRESE Wb S I AA . 778 1 10.04g (T0%) AEIZM BN A i E eeft , H N2
J& B o R AR B e e o i iA TH-NMR AN 1 3C-NMREL 38 75 & SCik{f : Paterson, 1. ;Perkins,
M.V.Tetrahedron 1996,52,1811-1834;Cossy,].;Bauer,D.;Bellosta,V.Tetrahedron
2002,58,5909-5922 . 44 25 B B PE /K J2 & 91 01 A3V FH 2M. Na OB AY. B %5 pHoy 143 #fr
A R A TSR B A R L (3x100mL) FEEL A HLE R R A TRk 45 15
TR E Serp F 45 i, 158 (IR, 25) —1-38 B 3 -2- MR -2 L 2. % (1. 44¢,4.98mmol ,
69.7% [EI ) .

[1090] 59532:

[1091] ) (R) —2—FF B )& — 1 —J%— 3% (8g, 80mmo1) 7EDMF (160mL) H (1) ¥ ¥ H 5 ik ng
(10.88g,160mmol) , 4R G M TBDPS—C1 (26.7m1, 104mmo) o5 1% [ S IETRAE 23 CHiFE 187N
I, 6 fE TLC (20 % EA/H) $8 7~ A 46 S5O FE S o 1% S B2V W40 T T 2 e (200mL) FlZK
(750mL) Z [MFHAERIZUFE S, 738 & )2 7K 2 T b (2x200mL) 3 — 20 B EUFHS & I 1)
AHLZ K (2x300mL) Feigk G BEk I BRI | W EAR,57K) , L O e AT
BORHE S %A LL500mLL% 2 B T 4% (4000mL A Fe i 35345 &4 72 (5-8) 4% 44 I I
BRI AE , 153 (R) -4 T 3 ((2-B R R -1-4-3-3%) A3 — R PRk (25.33g,
74.8mmo1,94% ;= Z2) , HONTE R Y . TLC (2 4%) :Re=0.24 (UV,KMnO4) ,'H NMR (500MHz,
CDCl3) ,8:7.73-7.65(m,4H) ,7.46-7.33 (m,6H) ,4.78-4.74 (m,2H) ,4.06 (dd,]=6.8,
5.6Hz,1H) ,1.69 (s,3H) ,1.53-1.45 (m,2H) ,1.09 (s,9H) ,0.68 (t,]=7.5Hz,3H) .'*C NMR
(125MHz ,CDC13) ,6:146.0,136.0,135.9,134.8,134.2,129.4,129.4,127.4,127.3,111.6,
78.4,28.0,27.0,19.4,17.2,9.0,FTIR G%) ,cm ':2963,2932,1728,1427,1109,1063,
714, TESI-TOF 1) 55 &5, ToiEFRAFHRMS o

[1092]  JPER3.

[1093] & R) —fUT FE (- FL-1-Mi-3-F) E L) R FEEFrELE (13.65g,40. 3mmol) 7R
=T THF (112mL) F17K (56mL) H , 73 2 3 R N2, 6— B ZEMEIE (9.39m1,81mmo1) , %A%
Ja M G AR 4N (34.5g, 161mmol) AIEREZ 81 — /K59 (0.149g,0.403mmo1) 51 7A W 8 51
e 260 f5 , K1z B 2 7K (400mL) #83F F Tk (3x125mL) ZEEL A 3 KA HLZ
FHBR AR BR 44 (2x250mL) AN AR R 4 (2x250mL) e ik » R 12350 1% VAL Je o 1 PR Ay 48 i
JE P ZPEIIR S, 13 B R) —3— (HUT F 2RI AR5t 38) 38 -2, HoON Tt itk
(13.75g,100%) +TLC (5% Z.BEAEC K5 :Re=0.16 (UV,KMnOs) «'H NMR (500MHz ,CDC13) , 5
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7.67-7.60 (m,4H) ,7.48-7.41 (m,2H) ,7.41-7.34 (m,4H) ,4.09 (dd,J=6.5,5.2Hz,1H) ,2.08
(s,3H) ,1.71-1.52 (m,2H) ,1.13(s,9H) ,0.82 (t,J=7.5Hz,3H) .**C NMR (125MHz,CDC13) ,5:
211.3,135.8,135.8,133.5,133.1,129.9,129.9,127.7,127.6,80.2,27.7,27.00,25.8,
19.3,8.7.FTIR GF1) »cm ':2965,2934,2859,1717,1427,1111,1018,713.HRMS (ESI) : 15
B (Co1H2802Si+Na) ":363. 1751 ; SL I : 363. 1763

[1094]  7£168-218nm, LA1.OmL/min 2R AT R I , 3 A4 O e /B B i ), 1 i A2 57 Pk
[f] 52 AHOD-HAE_E 2 B i 52 i 7= i e e H99 % o

[1095] st fs2D . PG - 0 4h 14 B T i) il 4%

Ka0804°2 H:O

TBSCI HaC.. ; 2,6-0 1 Holbry HiC. .0
[1096] .0 b .
. o “OTBS —"97% < "OTBS
CHg b CHs CHs

[1097]  5I%].
[1098]  [h] (R) —2—FF )% —1-#5-3-B% (3.4g,33.9mmo1) (MAMLC-IV-0504E4k) 7EDMF
(33mL) T VAR T In NBK I (4.62¢,67.9mmol) , SR G M TBS—C1 (6.65g,44. Immol) . i%
RIS RAE Z A FE - 24h 5, Bz R BNV AL T 2 5 (60mL) 7K (2256mL) 2 [7], 48 Ji5 Il £
PHE, 7 B % 2 KK E T e (2Xe0mL) i3 — 2 A BUFG& I A HLE 7K (2x90mL) Heisk
FELR BRI Q7 EHAA,97K) b, O AT KIBUE 7S Z 8 F U (1200mL) HElii A
150mLZL 53, I35 & B P B A R IR 4 , 15 281 (R) —FUT 8 —F 38 (- & k-1~
J75—3—H2) 4 ) kAR (7.00g,32.6mmol,96 % 77 28) , HoN TR RAA

[1099] ﬁ,@?ézg

[1100]  (R) —fUT i~ H L ((2-FF B - 1-M—3—28) %) Hikbe (2.75¢,12.83mmo 1) ¥ T
THF:H20 (42.8m1) (2:1) o, 43 329 . N2, 6— — B JEREBE (2.99m1,25. Tmmo1) , 2R A
RN (10.97g,51 . 3mmol) FERERHH /K &4 (0.095g,0. 257mmo 1) F R iZ iAW R KL h
(9:45AM) o 3/ 5, ATLC (10 % L BEAE T e ) Frda s » 4 IR 58 88 ik ik 1 £
WK (T5mL) FRRE 98 BT A9 W e (2x50mL) 2EEL 45 4 IF 19 4 B2 FI R A SR BR 4
(2x100mL, B ZVR A7) A AR B ER (2x50mL) BE¥ o W12 0e 6k (1A WLV O ok AR R A E st 4T
B8, I IRk AR R EAS) A3 3] (R) —3- (GRUT 2 R R R R e 0 460 08) 13 -2~
fifl (2.7g,12.48mmo1,97 % F=28) , Ho i ta .

[1101] SEjE i 2E.
{DHODLACN

}(2603 OH SO@_“P‘,"%" OH
HyGo 7 Rt 0a0 HaG EtaN HaO S
[1102] K. FelCN, OH DMsO Q
[/ 3188 HtSuO%HQﬁ ¢ orEs T e > {” OTBS
CHy Sy © GHy Oy
2001 dr 20t g

[1103]1 % (DHQD) 2AQN (0.280g,0.326mmo1) KsFe (CN) 6 (32.2g,98mmo1) \K2C0s (13.54g,
98mmo 1) FIEREZ4H — /K44 (0.024g,0.065mmo1) ¥ T 1 : 1tBuOH: H20 (330mL) o F-7£ Il Z1 4k
FETFAHR0C matyF S A an O R) —FUT 2 AL (Q-F B -1-1-3-28) A5
REESE (Tg,32.6mmol) K ZIR A MIFEA CHEFET 2h o I [ A4 VB B AN - K 1% V8 A W e S 4
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FE30min.FR 5, SN (300mL) F17K (100mL) 43 85 4% )2 o K5 7K 2 F 2.k (2x150mL) 3#E— 2D A
HUIFH & I 0 A AL B 7K B I 18 Ik T R B 28 8 o K 12 0 VLR TR 4 1 3 B R R )
PRI E (50 % L./ O 40) 44k 1533 (2S,3R) —3- (GRUT Zk R JE R ke dk) 48 38) —2-H 3
-1, 2- i, HoNAR R AR 15 1-20: IR &4, U T s b &5 : 7.6g,94% 77 3

(11041 [4] (2S,3R) —3- (GRUT 2 — H JE FR gk e 3 ) 40 0%) —2-FF 2 -1, 2- % (1. 2g,
4.83mmol) (16:1 ML 2) /£ &P ke (20mL) HRE R P IMA =% (3.37ml,
24.15mmo1) FIDMSO (3.43m1,48.3mmol) o FFiZIR AWV H1 22 0°C I IMNME A E AR F S0 « 1L
WE (3.08g,19.32mmol) o 7E0CL.5h )5, ¥ AL 2150 % , R R 75 28 MUK KB R RE H o i 3k
Ah )5, R AR R e AR R LIRS ] 2Tk (30mL) R FH 7K (2x30mL) 1 RN B2 4 7K
VAR (20mL) L FINaCT /KA (20mL) Yok i iR B AN LTI Fiyk 4 CL R B55) 15 BIi%
P, PR E N . 10g (92%) 5 HOAHH il 35 A SRR A o

[1105]  ZR - S G 2 S50 P s 49 T A Bk

[1106]  sfff5]3A. il Horner—-Emmons BB & R A B &
[1107]

N(CHs) LICL ProNEL

78%

BOC-myg Hi A

Na/%NCO KHMDS

S A AR ‘
T RS : (CHO M N(GHa);
Bl i Y N(CHs)s - g LCTak

85% CH,  66% e
NCHy), _ 130°C
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NH,

1. CHyOH N
2. 1BuOK, NFSI Cuso,
O, i
70% Fobh e B
68%
[1108]
| 9CH; | RATE, 264
B e N(CH3)p 17 %
o s .-"’IOHO O ’CHg
[1109]
o o
{(HaCOYPx «CHg

: N(CH3)»
MOZGE oty — > MO n ML ot

o
Ao ey

CH3

HOW.
[1110] ch““rkH 4
HC

[1111] g25-mLEC &R F R eI 25 A TE/KLiCL (0. 153g, 3. 61mmo) o K 1% 75 #5 HE 1
KIGAEE 2R (0. ImmHg) N 2min I BEFERES (2.0g, 3. 00mmo 1) JERAE 21 (15.02mL) H1
(R SR G NN — TR 2 2, 1% (0.630mL, 3. 61mmo 1) o 4 1% VR & 7E = I FEomin . 41 0o b
WM (2R, 3R) —3— (GRUT 2 = R A Rk e %) S0 28) —2- 2 Fk-2-FR B % (0.740g,
3.00mmol) AR JFHE T3 IR B AE30 CHetE . 12h 5, TLC (10% B EEAE 218 2. i) F6 R Tk
I I W 52 A R I ONEVR A1) FICHaC L2 (30mL) ML FINaHCOs7K VAW (15mL) # B 3F i 14
F 3 B E I K E FICHAC L2 (3x20mL) ZEEL 44 5 FH A B2 FINa S04 T8 - 45 - 1 4
o P MR (B R A4k (2-3 % B EEAECH2C 127 +0 . 2 % Y FINHLOH) , 18 3 7247 , Ho A 1 o yf 3
(1.80g,76%) .'H NMR (500MHz ,CDC13) 66.82 (d, J=15.6Hz, IH) ,6.46 (d,]=15.6Hz, IH) ,
4.63-4.48 (m,2H) ,3.82(d,J=3.4Hz,1H) ,3.78 (s,3H) ,3.52 (dd,J=5.8,4.6Hz, 1H) ,3.48-
3.40 (m, 1H) ,3.38-3.30 (m, 1H) ,2.93(s,3H) ,2.80-2.71 (m, LH) ,2.59 (s, 1H) ,2.31 (s,6H) ,
2.12(dd,J=14.1,10.2Hz,1H) ,1.82(s,3H) ,1.80-1.74 (m, 1H) ,1.66 (s,3H) ,1.65 (s,3H) ,
1.64-1.57 (m, 1H) ,1.49-1.41 (m,2H) ,1.41-1.31 (m,1H) ,1.27 (s,3H) ,1.25(d,]=6.2Hz,
4H) ,1.21 (s,3H) ,1.07 (d,J=3.5Hz,3H) ,1.06 (d,J=3.0Hz,3H) ,0.92 (s,9H) ,0.90 (t,]=
2.8Hz,3H) ,0.10 (d,J=1.9Hz,6H) ."*C NMR (126MHz ,CDC13) 5203.61,167.58,162.99,
155.24,147.02,125.97,104.34,99.94,99.78,79.32,78.24,77.40,75.63,75.49,69.22,
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63.04,54.69,49.40,40.67,39.82,37.99,34.12,30.85,26.16,25.95,25.89,25.73,
24.32,20.95,20.09,18.93,18.20,13.00,10.75,9.69,-3.88,-4.43.FTIR (4%) ,cm
3470 (br) ,2937 (m) , 1751 (s) , 1716 (s) , 1639 (s) , 1267 (s) , 1055 (s) ,910 (s) s HRMS (EST) : i}
BB (CaoHriNO12Si+H) “:786.4818; S l{E : 786 . 4824,

[1112] ﬁg}%g,

oon o
[1113] L ]UCHs  N(CHa, T?iif‘
C., A MOLEE on, #» MOtz
o Z :3”3

[1114]  HEHWEF=#) (600mg,0.763mmol) & T & 448 (7633u1) . A 1-B R FE-4-F 5
BT HE (105u1,0.840mmol) , SR G M — HFEER — T H:85 (455u1,0.763mmo) « 1% K82 i
[137 (80°C) o 18hJ& , LC-MSHR/R 58 A& Ak o 5 [ MW VR A Wi i A 018 B Bk 4 24k (10-25%
PRBALE C e +0. 5% Et3N) , 32174, HoA A il ik (580mg,82%) o 'H NMR (500MHz , cdc13)
66.95(d,J=16.2Hz,1H) ,6.19(d,J=16.2Hz,1H) ,4.78 (s, 1H) ,4.59 (dt,]=13.9,7.6Hz,
2H) ,3.98 (d,J=4.6Hz,1H) ,3.85(d,J=3.3Hz,1H) ,3.80 (s,3H) ,3.47 (dd,J=10.1,5.2Hz,
1H) ,3.42-3.24 (m,3H) ,3.17 (q, J=6.4Hz, 1H) ,3.05-2.98 (m, 1H) ,2.95 (s, 3H) ,2.81-2.70
(m, 1H) ,2.32(s,6H) ,2.20 (dd,J=14.1,9.9Hz,1H) ,1.83(s,3H) ,1.81-1.73 (m,1H) ,1.67
(s,3H) ,1.67 (s,3H) ,1.65-1.58 (m,5H) ,1.57 (s,3H) ,1.46-1.32 (m,4H) ,1.27(d,J=6.1Hz,
3H) ,1.23(s,3H) ,1.09(d,J=3.4Hz,3H) ,1.08(d,J=3.0Hz,3H) ,0.98-0.92 (m, 3H) ,0.91
(s,9H) ,0.09 (s,6H) .**C NMR (126MHz,cdc13) 6203.4,167.6,163.0,155.3,154.8,146.1,
128.0,104.3,99.9,99.8,84.3,78.4,78.2,77.1,75.5,69.2,63.0,54.7,51.0,49.5,40.7,
40.1,38.3,37.8,34.1,30.9,27.3,26.1,26.0,25.7,25.5,24.3,20.9,20.19,20.14,19.2,
13.0,11.3,9.70,-3.94.FTIR GFHI) ,cm *:3381 (br) ,2951 (s) ,2096 (s) ,1720 (s) , 1267 (s) ,
1053 (s) , 731 (s) ;HRMS (EST) : i1 5748 (CasHroN5013Si+H) *:926.5516 ; SZIME : 926. 55336
[1115] ﬁg}%&

KHMDS, (SH, O
N(CH:), 66%
CHy  200-mgiAs

N(CHz)»
Lo,

[1117]  7E23°C, K Z K FEE (324mg, 10.8mmol ,50. 024 5) L ) 2 3 RS (200mg,
0.216mmol , 129&) 7ETHF (1.0mL) HFIERH A ZIR B A 2 2 -78°C (FUK-TAEIVE) -iH
TV BT, 70 -78°C I IMKHMDSZETHE (0. 50M,0.950mL,0.475mmo 1, 2. 20248 HH iy W, Hrae
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10min oK BT A3 A IR A B0 C RS2 h I 70 1% 8 5 B Lh o 720 °C N v R B S0 Bh 7K v i
(10mL) IR A 23°C 5 , B iZIE &Y 2Bk (3x10mL) 2L %A IF 10 2Bk 2 b /K e i 0F
FHBR PR BT 15 o 11 T R A VB S TR 4 I B A W) FH PR s A € 1 24k (10—25 % PR - & 4
+0.5% = %) AR RN, Hov A A K (134ng,66%) .

[1118]  'H NMR (500MHz ,cdcls) 86.62 (br s,J=33.7Hz,1H) ,5.84 (br s,J=31.9Hz, 1),
4.96 (br s,1H) ,4.62-4.52 (m,2H) ,3.84(d,J=3.3Hz,1H) ,3.79 (s,3H) ,3.68-3.60 (m, 1H) ,
3.59-3.38 (m,3H) ,3.38-3.23 (m,3H) ,2.92 (s,3H) ,2.82-2.73 (m, 1H) ,2.73-2.61 (m, 1H) ,
2.31(s,6H) ,1.80(s,3H) ,1.79-1.75(m,1H) ,1.66 (s,3H) ,1.66 (s,3H) ,1.62-1.47 (m,7H) ,
1.47-1.29 (m,2H) ,1.25(d,J=6.1Hz,3H) ,1.20 (s,3H) ,1.09(d,J=7.4Hz,3H) ,1.06 (s,
2H) ,1.05(d,J=7.0Hz,3H) ,1.00 (t,J=7.5Hz,3H) ,0.93 (s, 10H) ,0.13(d, J=12.8Hz,6H) .
[1119]  '3C NMR (126MHz,cdcls) 6167.35,162.78,157.64,155.31,142.69,104.42,
100.13,99.79,78.80,78.27,77.70,75.46,69.27,63.00,54.73,51.12,50.88,49.53,
42.00,40.65,37.51,34.83,34.25,30.85,26.34,26.07,25.94,25.48,24.70,24. 14,
20.99,20.27,18.25,13.04,11.73,9.62,-3.92,-4. 23 ¥ & : X MMLA W BRIE H T 7= &
(1) £ 338 T 171 52 2% o AN R A5 i Il AT AR AU P TIR G ) em 122937 (m) , 2096 (s) , 1749 (s) ,
1724 (s) , 1267 (s) , 1112 (s) , 1053 (s) , 729 (s) HRMS (ESI) : 3+ & {& (CasH79N5013Si+H) "
938.5516; SLME : 938.5550.

[1120] 59534;

[1121]

N3
j\L ]
. CHj
Oy : 3 1. NaBH4

NN e :
O CHy 2. TBAF N(CHy)
Hy G "CHy N(CH3)z (CH3)
HaC o -,,glco Ond-CH; 60% (2 ) -CHy
- % CH3
Sl CHs

[1122]  7E-15°C WGBS AL (2. 2mg,0.059mmo 1, 1. 029 8) % FFEE R 40 5 (55mg,
0.059mmol, 14 &) 7E FEE (0. 2mL) H FIE M - 30minfF , ¥ S VR A V0 #4422 23 C 9 e
W K5 R 3 T T Tk (5mL) A AR B E AN KA (Bml) Z [8] o K5 7K /2 F £, T (2x5mL)
AH NG A IR E 2 PR R B 15 0 R % T RV VR R A 4 o 1 e R W03 T THE (0. 2mL)
FEAE23°C NN TBARZE THRHR (79 (0. 12mL,0. 12mmol, 2. 024 8) o LhJ&E , % VA TR & I 45 -
EHR A LR AE g 2 L (10—25 % AR - 4e+0.5% = 4% 321%™, oA (it
7 (31mg,60%) .'H NMR (500MHz , cdc13) 84.59-4.48 (m, 2H) ,4.27 (s, 1H) ,3.86 (d,J=3.1Hz,
1H) ,3.75 (s, 3H) ,3.53-3.36 (m,3H) ,3.35-3.22 (m, 3H) ,2.96-2.91 (m, 1H) ,2.93 (s,3H) ,
2.88-2.79 (m,1H) ,2.79-2.67 (m,1H) ,2.41 (br s,1H) ,2.28(s,6H) ,2.10(dd,J=14.2,
10.0Hz,1H) ,1.78(s,3H) ,1.77-1.73 (m,1H) ,1.70-1.66 (m,2H) ,1.65 (s,3H) ,1.64 (s,3H) ,
1.62-1.51 (m,6H) ,1.41-1.37 (m,1H) ,1.34 (s,3H) ,1.24 (d,]=6.4Hz,3H) ,1.23 (s,3H) ,
1.10(d,J=7.2Hz,3H) ,1.08(d,J=7.0Hz,3H) ,1.05(d,J=7.4Hz,3H) ,1.02 (t,]=7.4Hz,
3H) .13C NMR (126MHz,CDC13) 6215.21,167.20,162.72,157.51,155.27,104.46,99.94,
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99.84,83.34,78.53,77.80,76.56,75.44,69.26,62.93,57.06,54.69,51.00,49.41,
46.10,42.10,40.63,38.51,33.89,30.84,26.02,25.90,24.27,24.16,23.63,20.95,
20.11,15.67,13.03,10.85,10.57,9.68.FTIR GF)) ,cm ' :3462 (br) ,2939 (m) , 2098 (s) ,
1753 (s) ,1724 (s) , 1267 (s) , 1112 (s) ,1053 (s) ,999 (s) HRMS (ESI) : 158 (CaoHs7NsO13+H) *
826.4808; S IE : 826 . 4820,

[1123]  JDIR5.

NeiCHy NICH.: 130°%€ XN

[1124] | be”

. > Mo Ou > ;
N - ,,of{ LaOud-CHy s70% F OV GHy N{CH3)s
t ;
A0 HC oGS A oM TS oy,
A Ay No
O T

CHg

[1125]  £E50-mLEEHE 1, K CLO-F JE K IAE_HiT4& (31mg,0.038mmo 1) ¥& T F 7K (38mL) 1,
B R A A T 2C R A e 2% o1 T B | Al 195 £ B N P R 821 Omin AR S
WAZ IR N TN A 150 °C 1 303 o DA RN B9 ) SV YR - 1605 , [ 2512 I3 754 1%
VRIS E 2223 °C R0 HI VA R IR 48 O3 28 %, ~ 10mmHg , 40 ‘C/K ) FH4 5% R H
PR AE it itk (25% RER-CbE+0.5% = 210 531%™, HoA A ByE ik (15mg,52%)
o'H NMR (7EC2(113 : L X W S M ATR A4 » 875 £ 44, 500MHz , cde 1) 'H NMR (500MHz ,
cdels) 64.95(dd,J=10.6,2.4Hz,1H) ,4.53(dd,J=10.5,7.6Hz,1H) ,4.40 (d,]=7.6Hz,
1H) ,4.25(d,J=8.1Hz,1H) ,3.83 (g, J=6.5Hz,1H) ,3.80 (s,3H) ,3.71-3.64 (m, 1H) ,3.60
(s,1H) ,3.59-3.53 (m, 1H) ,3.40-3.22 (m,3H) ,3.15-3.08 (m, 1H) ,3.08-3.02 (m, 1H) ,2.78-
2.69 (m, 1H) ,2.66 (s,3H) ,2.64-2.52 (m, 1H) ,2.28 (s,6H) ,2.03-1.89 (m, 1H) ,1.81-1.59 (m,
8H) ,1.49 (s,3H) ,1.36(d,]=6.8Hz,3H) ,1.34 (s,3H) ,1.28-1.25 (m,4H) ,1.20-1.14 (m,
6H) ,1.02(d,J=7.0Hz,3H) ,0.86 (t,]=7.4Hz,3H) JE & : KB FHIERIIEATFE 2 . 1°C MR
(FEC2(1) 3+ LAEXS W S AR VR A ) » Tk 75 B S 4A, 126MHz , cdcl3) 6215.98,203.72,
169.53,157.15,155.19,101.36,82.10,78.56,78.11,77.42,75.55,69.19,63.27,60.48,
54.78,51.17,50.96,49.65,46.99,44.87,42.95,40.62,39.12,39.01,30.23,26.24,
24.34,22.30,20.95,20.92,19.69,18.36,15.49,14.71,13.94,13.91,10.39.FTIR G ,
em 12941 (m) ,2096 (s) ,1753 (s) , 1712 () ,1267 (s) , 1109 (s) , 1055 (s) ,999 (s) .HRMS (EST) :
THEAA (CarHeiNsO12+H) '+ 768. 4389 s SLINE : 768. 4395,

[1126]  JL0%6:

X oc

[1127] Oy 3 i
HiC® [/CHs  Neot) "
HiCosrsg P A MO TS .

CH; CHy

[1128] &C10-F &- KR (15mg,0.020mmol) 7 FEE (1mL) WP I VAVRAE 23 CH B 24h AR 5
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Y SRR AR , 13 B Z 1, oA T I (13mg,94%) »'H NMR (500MHz , cdc13) 64.94 (dd, J
=10.6,2.4Hz,1H) ,4.29(d,J=7.3Hz, 1H) ,4.25(d,J=8.8Hz, 1H) ,3.85 (4, J=6.8Hz, 1H) ,
3.73-3.65 (m,1H) ,3.65-3.59 (m, 1H) ,3.58 (s, 1H) ,3.57-3.48 (m, 1H) ,3.38-3.23 (m, 2H) ,
3.19(dd,J=10.2,7.3Hz,1H) ,3.15-3.11 (m,1H) ,3.11-3.04 (m, 1H) ,2.67 (s, 3H) ,2.65-
2.57 (m,1H) ,2.45(ddd,J=12.3,10.4,3.9Hz,1H) ,2.27 (s,6H) ,2.00-1.88 (m, 1H) ,1.83
(dd,J=14.5,2.4Hz,1H) ,1.78-1.51 (m,7H) ,1.47 (s,3H) ,1.37(d,J=6.8Hz,3H) ,1.36 (s,
3H) ,1.31(d,J=7.5Hz,3H) ,1.25(d,J=6.2Hz,3H) ,1.24-1.21 (m,1H) ,1.17 (d,J=7.0Hz,
3H) ,1.01(d,J=7.0Hz,3H) ,0.86 (t,]=7.4Hz,3H) .'*C NMR (151MHz,CDC13) 6216.09,
203.76,169.54,157.17,103.92,82.11,79.54,78.14,77.30,70.33,69.60,65.85,60. 39,
51.21,50.97,49.75,47.57,44.90,42.92,40.20,39.53,39.01,29.66,28.14,26.26,
24.32,22.25,21.16,19.72,18.36,15.76,14.63,14.34,13.88,10.38. FTIR (1) ,em *:
3477 (br) ,2937 (m) ,2096 (s) , 1753 (s) , 1712 (s) ,1456 (s) , 1165 (s) ,1109 (s) , 1076 (s) ,1051
(s) ,991 (s) cHRMS (ESI) : i+ 548 (CasHsoNsO10+H) ":710.4335; LI : 710. 4343,

[1129] 59%7:

[1130] TCH:  NCHa)

auOHO L5 o,

CHs
[1131]  AE-78°C KU T BEPIAETHE & (1. OM, 18uL, 18umol, 1.0 5) i £ C10-H £
K3 (13mg, 18umol, 1 *45) 7ETHF (0. 2mL) W (¥R P o R XA R I 5min, IR AE-78°C Ll it
T 5 28 R IIN- SRS L IV i (5. 8mg, 18umol, 1.0248) ZETHF (0. ImL) W VAR I ZIRE W
FE-T8C i+ Lho 75 - 78 °C M N W RO A B AN 7K ¥ W (0. SmL) T 0 sk PR S0 7K V4 VK
(0.5mL) HFiZIRA WA T 23°CH H A F b 3x1mL) ZEEL G 5 H KA HLZ R T
W I 12 T IR VA R I A o P R AR FH DR A B 2 Ak (3% H B - & E+0. 3% 1 A
FEAEIERD) B BIC2HALT W, HOAT AR (9. 4mg, T1%) o %7 W C211) 8 : 1HEXT IR 7
IR S5

[1132] ﬁgg&&

NH,
' BN
S
[1133] X
CuSOy, _
IR AN N(CHz)y
T e £-CHy

69%

[1134]  W43-Z. %380 (4.5mg,0.039mmo1,3. 024 &)  HUER I B AN /K A W (0. 10M, 261L,
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2.6umol,0. 20 &) FIARERER (11) ZKIEW (0. 10M,6.5uL,0.65umol ,0.050 2 &) FH4k INE
C2-5 K (9.4mg,0.013mmo 1, 1 X&) 7E1: LEUT B : 7K (0. 2mL) I HEFEIE W - 16h )5 , 4
SOSTR AP BT SR B (ImL) AR ATk B8 U AN VA VR (LmL) 8] o ¥ 7K = F & e
(2x1mL) ZEHL GG FF 0GB )2 FHBR R AN T80 5 1 1% TR VAR e TR 4 o 9 e AR ) P o 24 21
R g2t 10% B EE - S P e+l S WA A S AL AT B BIRFE R, oA ik
(7.5mg,69%) .'H NMR (500MHz ,cdc13) 67.82 (s, 1H) ,7.31-7.29 (m,1H) ,7.23-7.15 (m,2H) ,
6.66 (dt,]=7.2,2.1Hz,1H) ,4.89 (dd,J=10.3,2.0Hz,1H) ,4.43 (td,J=7.1,1.5Hz,2H) ,
4.32(d,J=7.3Hz,1H) ,4.08(d,J=10.6Hz,1H) ,3.82-3.73 (m, LH) ,3.68-3.60 (m, LH) ,
3.60-3.49 (m,2H) ,3.45(s,1H) ,3.20(dd,J=10.2,7.3Hz,1H) ,3.13 (q,J=6.9Hz, 1H) ,
2.69-2.59 (m, 1H) ,2.57 (s,3H) ,2.51-2.42 (m, 1H) ,2.29 (s,6H) ,2.05-1.93 (m,3H) ,1.90
(dd,J=14.5,2.7Hz,1H) ,1.79(d,J=21.4Hz,3H) ,1.75-1.60 (m,4H) ,1.55(d,J=13.0Hz,
1H) ,1.52(s,3H0) ,1.36(s,3H) ,1.32(d,J=7.0Hz,3H) ,1.28-1.24 (m,1H) ,1.26 (d,]J=
6.1Hz,3H) ,1.20(d,J=6.9Hz,3H) ,1.02(d,J=7.0Hz,3H) ,0.89 (t,]=7.4Hz,3H) ."*C NMR
(126MHz , cdcls) 6216.52,202.79 (d,J=28.0Hz) ,166.44 (d, J=22.9Hz) ,157.19,147.82,
146.82,131.72,129.63,119.66,116.14,114.71,112.36,104.24,97.78 (d, J=206. 2Hz) ,
82.11,80.72,78.59,78.54,70.35,69.64,65.82,61.05,49.72,49.22,44.58,42.77,
40.86,40.22,39.57,39.20,28.13,27.59,25.20 (d, J=22.4Hz) 24.28,22.14,21.15,
19.76,17.90,15.04,14.70,13.76,10.47.""F NMR (471MHz,cdcls) §-163.24 (q, =
11.2Hz) FTIR GFHI) ,em ':3362 (br) ,2976 (m) , 1753 (s) , 1460 (s) , 1263 (s) , 1078 (s) , 1051
(s) ,991 (s) cHRMS (ESI) : it 5 4E (C1sHesFNsO10H+H) *:845. 4819 ; SEIIE : 845.4841

[1135] st f] 3B . it BRE A & R M8 2= ()4

Q

Ho ot YCHy  N(CHl Q_M‘gg‘r N(CHg),
HaCir HaCy, A1 OMEZ oA CHy CHs
[~ “otes e CpeTiCh
CH .
¥ HsC'g'xo 5 46-50%

[1136]

BH-BT
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[1137]
it o
HiGy, WCHy HaC o CHs
HO || OCHy N@ o | OCHy
Ho B e nerg, DBucDl M HCw Nk NGk
130°C 3 5 N(CHg, DBU, i
Rt : L5 e Folgee o P OMe TS
HaC A ,,!CC))MC -Gy o H3G o7 NG CLOAcH,
71-73% ‘
Y o o o
C.Hg CH3
A =N
N N\ 7
HaNT AN
MeTNHO 8:1
65°C

5 MeOH 35°C

[1138] D&l
[1139]

~CHs

Nuchs, N{CH3)z &M

y y - GBr
HaCie HiGs, A, OOMcZ\jO
Hoes CH CpaTiCh

CH o7
? NN 46-50%
S S

24 dr

[1140] [ KHE TR 5-mL B P 38 N CpaTiCla (47.6mg,0.191mmol) o 45 1% 75 28 1l 20 25 3F
FIT R R 7S Q2R R =00 » R JR 3 AR ERE O 28 9F Il I B S N Gl U IE Sk
TN Z B (57901 1) FFRHZLL AR SIAL VKK % 2N Z0°C o I IR IR IR AL BE (254801,
5.10mmo1) (2M7E Z Tk (KT I RAZER 6/ K (5 VAR Z IR BE B FR6 43 B o i N (45, BR) -
b= (BT 5 — 1 B FF Rk A L) L) —4- T PE-2- -4 (490mg, 1. 91 1mmo1) £E 2. Tk (2ml.)
HP VAR GZEEFS F2x0 . 5mL Z BB &) obmin i, BHZIR S WIE M E 23°C . 2h i , B iZ IR &)
A HIE-20°CIH IMAAT B (630me , 1. 158mmol) 75 2,78 (2mL) 1 (¥ A8 1208 A Wil 4 5
23 CIFIIATHE (GmL) - FLZE K73 1O ] 44535 T8 980 P o TLCR 23w i JBERE A R PR/ NI o
A — L SEIARRL A LEAR PERCK TS e o £E£23°C 3073 B, I M AINHACT KI5 Vi
(20mL) I % 2 BRI ZUR A 9 58 B K 2 I 2088 2.5 (2x15mL) ZEEUEE A HLZ A 91 9 HK
(20mL) FER 7K (20mL) Pedkk o K 2 BE e 1A HLIEBUE LB B A E 3 1L DB A i B VRO 46
B P AR ) AR i 204 (159 -20 % PIBRZEC 6T h+0.5 % EtsN) o KAl ¥ HI30 % A
B/ O e e P o 12 A K A 075 T B (425mg, 0. 530mmol , 45 .8 % 7= 28) ({40 A >85 % , HooAyAE
RTIE AR 2. 5: IR A, Hoy s taflik.

[1141]  JBER2:
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MN(CHg},

S Lo CH, BB

T5%

[1142]

[1143]  7E23°C, 438 -5 T 15T (439mg, 1.035mmo1) (DMP) /i %2 45 BBk (1) I 7 Ak —
(415mg,0.517mmo 1) 7EME ZZIEDCM (517411) H H¥EH H « FTLCH % (30 % N/ Tkt +0.5%
Et3N) o 304381 i, I 75— FB 4 BIDMP (26mg, 1.0 &) - ik 1650815, Bk TLCR B4k , i
IR AINaHCOs 7K VR (3mL) YL FNaoS2047K ¥ (3mL) FIDCM (3mL) o ¥ % J2 I 24 # B &
FIEEE BI5550 A HLE S I KR FHDCM (2x3mL) FEHL A4 1 10 H HLJE 0 1 R R
BN AT SE TN L SRR MR 4 R i (10% -16 % TR/ O 4+0 . 5 % EtaN) 18 21 BT 55 1 1
Fifl (310mg,0.387mmol,74.9% /= 28) , HoA (A Ik

[1144]  JDEE3.

O
HiC \CHy
HO | QCH;3
[ ] N<CH3)2 TBAF H3C| v i ‘~'CH3 N(CHg}z
1145 o CH R . OM Z\& 7.

CHy

[1146]  7£0°C, ¥ TBAF (75001,0.750mmol) (1.OMAETHF {94 0% 4% BA TBSE (300mg
0.375mmo1) ZETHF (3750w 1) J fIvA B F (11:40AM) o304 #h )5 , TLC (33 % P BRAE C ke h +
0.5%EtaN) T4 I WA B U6 R A7 o BT THEZE SRS T 28 R 1 AL i R W FH R
it B %440 (20%-30% TR B/ O k5+0 . 5 % EL3N) o 3% A A g 2= 24 i (B PR/, A2 80) o 1%
T 2R AL AT B (210mg, 0. 306mmol , 82 % 7 2K)

[1147] S84,

N{CHa)a 130°C
Ond-CHs ——

71-73%

[1149]  £E50-mL[E i e , i & 2 ARl 1 2845 G R BB N M B K BRI 44 (210mg
0.306mmo 1) FIE 7K (300mL) HH VAR , [FI B 45 1% 25 4 2 e TR 75 A0 22 . 109359 5, B iz s
B A 7 AR b B I B A BLIR IR A A B R G S I IR AR R GZ R E R
=R S ARIGAEL50°CIE T N 1h )5 , LOMS 7R A B AR B e 4k 2245 3 By 75 9 ot G i 7
30 % TR FRAE O bE I TLCHA E , +1 %6 EtaN) o 18h i , LOMSZR N FE /UG B} A 1 IR A W% A
F23°CH IR R AE AL H-NMR : C222 [ MR I 2 : IR &4 - FTRERR itk 4lifk (15%-20%
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IR/ T 5+0 . 5% E3N) 43 B4 FR KPR (136mg,0.217mmol ,70. 8% = 28) , Hi gy [ Ay ik .k
JENMR: 16 1EG 2R K C2 22 0] S A4S , 24T EF47 o
[1150] %5,

o o Q
HgC : .\\CHg ) . HSC v .“CH3
H OCH, ;&-\-NJL‘*O | OCH;y
O » 3 N\’/J ) 4 )
[1151] HoCr ot WCHy  N(CHs), DBU,CDI = Hem g:n =
~ ' s 7 — i 7 .
HsC oSG M TS ey e HaC S e O CH;

CHy CHg
[1152]  #£-15°C,#CDI (3.87mg,0.024mmol) (FEDCMT VAR & KA (Bmg, 7. 961
mol) ZEDCM (0. 3mL) H (VAW o I ADBU (4.8011,0.032mmo1) JF 34 i% VA W AE = I8 3k .
90min &, A EAINHACT KA (ImL) FK1Z TR A PRI ZU8EEE Imin, 28 J5 FIDCM (2x 1mL) #E
B K A HLZ 0 R B AN T B i Z D8 MR 4, 15 I ek e , HOo A ik, LA 2
B 1 1 4k 2R AT IO

[1153]  2H0%6.

[1154]
N /—N
SR
HgN/\\//\\/ ‘
MeCN:H,0 9:1
N{CHg)> 65°C

Onb-CHy KiE MeQH, 35°C

[1155]  #g4- (4— (b ie -3-2) —TH-RME—1-J8) T —1-J% (7.49mg, 0. 035mmo 1) Jjf 42 B HL K e
(5mg,6.93umo1) 7E ZJiF :H20 (0. 5m1) H BIE M o B ZIEMUINAA 2265 CRF 4L 36h IR Z IR &
VIR 45 K R R VA T B2 (0. 5mL) I iZ B A IR ESSC o 2h G B iZIR WA H E
23°C I o W 1 Z KR AR W) PR AT (e 24 (5% FREEAEDCMA , 0. 5% NH4OH) , 15 B 22 FI| 75
#, HON A A R H-NMRFILCMS# 58 1% 7= N 22 R 5 %, H 5Bioorg . Med . Chem. 2006,
14,5592 A F K HEILAC .

[1156]  sEJEf]3C. it BEE AL A R CL2- A

[1157]
OH
HC . CHz
HaC, QCH3
CHg H3C N . "
HO ///", N(CHa) MqC CH3 N{EHa)
e - HyC gCl OMC T
“OTBORS CpsTiCh (0.1 &%) HC gyttt
“ 42% HBC';'\O o
HyC

[1158]  £F0°C,[A]Cp2TiCl2 (3.27mg,0.013mmo1) 7E Z. Bk (525u1) H [ VR BV 7 I N FF R AL
FALEE (39411,0.788mmo ) o K iZIR K IR B WAL ZIR FE R FESmin FE INA (BR) -5 (GRUT 2%
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TORFER R AL) AR —4-F R P -2-F-4-F (100mg, 0. 263mmo 1) 7E .Mk (525u1) H VA
TR B ZIR BRI E 23°C (10:30AM) o 2.5h )i, >90 % #54L A bl Pk 5 K i A, HoAE Tmi B 1
(15% LTk / CL5E) T 4 Bl 40 8 K 1 Z VR S A H1 22 -78°C (BHAMT ) JF INABRER (2S, 3R,
4S,6R) —4— (- F & L) —-2- (((2R, 3R, 4R, 6R) —4-F 4 JE -4, 6- — B 3HE-7T-%/8-2-(2,2,5-
=R AR, 3- TR R IR OO -6 8) BRbE-3 ) L) —6-FR DY S - 2H- ML iR -3
SEEEFEE (71.4mg, 0. 131mmo1) , HNTE Z Tk ¥ (0. 3mL+0. 2mLyEiR) o JE B FLIR 4 1
BEINE23°C LA A LT, N BE N THE (0. 5mL) F:35 B 7 — s TLC I 7~ iR A i
BRI o Th G Bz VR A i e I N AT S AL B K S W (ImL) Y K38 % 2 R ZUR & 9 5
B N9 7K 2 H 2T (2x LmL) ZEEUFF G 10 A 112 1800 B B A 0 8 o i pE ok 46 B
NMRAE 7K H AR P — DR B 25 % -30 % RERAE L5t h , A +0. 5% Et3N) 1% 45
FiE I IDAI2D NMRESE , HRMSTE AC12- B 204 (37mg, 0.055mmo1,41.9% 2 2&) ,

[1159]  sEjEflsD. @it BEE i SR A FE R
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[1160]
GO N(CH3),
Omed-CH;,
" 0TBS
CHy
dF 311 P AFEE 35%
B dEa me Rk
\\CHG
. OCH;
3 HiGHg N(GHs) ; : ?gﬁ:F(Béng} N(CHg)
HS Mg ST L cH, S o) {-CHy
CpaTiCh SOt
50% o
« X NG
130°C AHS T4 : £hy
HCint ¥ N(CH3); {#J& DBU) OCH;
73%  HiC : Sid cp. s - MCH; N(CHz)
o L MOTE T on,
CRL
=N
=N y P
V. alie
o NH, o N
NH, o ) lsc CH
HsG CH O o
CusS0y 0. L34 i [N ;
SR N ocH, 0y 3o
_______________ RN . o H'xc" ety N(CH?;)Z
, . i HaCV 1CHy N(CHy)y  sommemer o i~ T
tBUOH:MeOH:H:0 & HaC o 11O
SN TS o HOZS L o,
Q@ ; 0
I 0 F CHs
3 EHEE

(11611 SCHE3D-1 L BRE SRR M ER B
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[1162]
HO /’// CH3
S ReUH
S0t
O—MQBF l CpoTiCly
HsC _-MgBr
Brivigd). OH » o
H4 G '.g ¢ wGHy HzG. o wCHs,
H3C SN e OCHy 1, DMP HQ OCH;
“SOTBS \ LucH, N{CHy, 2. TBAE HaChiv 1CHg N(CH3)2
) j - . ) o2, MEO »
MOLFE en, 0% G i LB -CHy

130:°¢ sCH3 N(CHB)Z
MOTZST chs
66%:
KO'Bu
EN(SO:Ph),
86%
1. DBU, CDI "
2, = p 4
HNT A =
N(CHa) e N(CH3)
CHs 1% G-
@#)

EHEE
[1163] ﬁg%%h

QMgBr

(3.125 H#)

CHy .
HO. P CpoTiCk (25 mol%) e {CHa)p
SrTH 2 — E—_
[1164] ':;ac 67% w07 0& CH3
ST oTES
A ey
R

[1165] ] KAE T 200-mLIE] JE FEIR o 85 N Tk (18 39m1) o 1% R 2875 UK K I ¥4
F0CIFMNIFLIEBALEE (2. OMFE Z B (M V5V, 8.62m1, 17. 24mmo ], 3. 13 &) . — kM
BIACp2TiCl2 (343mg, 1.38mmol,0. 25 &) I 1% B (L ¥ MR AR 1218 S8 e F 30 93 B . 2250
0 (4S,5R) =5 (GRUT 2 R AL R RE S L) 408 —4-FF S P -2-Fe—4-1% (1.77¢,6.90mmol ,
1.2598) £ LT (7.5mL) W VR W %5 7 F O BE (2x1mL) 58 & . 7E4°CFr&ehidE20h, itk
Ji » MR A YRR TP e 1/ K € B 44 o TLC 3 Hr 36 B R 46 JFUR) 52 4 R T R B Al M A
/N L (85 : 150 : STk s 52 UV, SRS T B i G 1) K1 R A4 FHTHF (18mL) #5845 1%
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ULIEYD VR SR - 2545 B AT % (3.00g,5.52mmol , 1 248) ZETHF (7.0mL) J R IER  BHi% 5
¥ RTHF (2x1nl) & & %R S A0 CHEHE30min, ILIN TLCER B 46 B 572 3 (iR
W :50:50: LTARE: Cbt: = Z 0% 82 UVHINENE BE) » — UM N T R &4k e 7K V8 W
(100mL) o4& Fr 15 AR & W0 74 2223 C FF IR Hi H:8h i IR A i i Joe 45 3 e <) act
R Z IR % 22 500-mL 73 VR 3 1 o 43 88 45 /2 94 7K )2 2T (3x50mL) 258X 4 A ML JE
A N BT AR R B K (L0OmL) FHER 7K (100mL) ik « 4 1% B I (0 A WL VA T FHTR B AN T
TP IR DRI A o 1 2R i A W PR e A 28 44k (20 %6 TR AE 8 e e AR B VD
WZE SR EHFE AR RGP E 2L, LSRR IE VIR B AR 12 . VR AP I
P, HoN A IR (2.95g,3.68mmol ,67% 7= 2K) G RER IR AR M SRR 2 : LRAH); Hin
BT L 4R3E . TLC (50:50: 1 &4 8 : R : = Z.8%) :Re=0.65 (UV, i &%) o 'H NMR (500MHz ,
CDCls) ,8:5.47 (s,1.0H) ,5.37 (s,0.53H) ,4.63-4.55 (m,3.41H) ,4.09 (br s,0.98H) ,3.96
(d,J=2.8Hz,0.5H) ,3.89(d,J=3.1Hz,0.97H) ,3.77 (s,1.43H) ,3.77 (s,2.65H) ,3.53-
3.37(m,3.21H) ,3.16 (s,1.43H) ,3.10 (s,2.82H) ,3.01 (br s,0.85H) ,2.79-2.72 (m,
2.65H) ,2.36 (s,1.44H) ,2.31 (ap s,8.89H) ,2.03-1.94 (m,0.89H) ,1.86(s,1.51H) ,1.85
(s,2.50H) ,2.32-2.30 (m,5.79H) ,1.69-1.64 (m,9.90H) ,1.57-1.49 (m,3.72H) ,1.43-1.33
(m,1.82H) ,1.32(s,3.25H) ,1.32(s,1.65H) ,1.29(s,2.55H) ,1.29-1.26 (m,5.27H) ,1.05
(d,J=7.4Hz,3.62H) ,0.97-0.91 (m, 16.35H) ,0.81 (d,J=7.0Hz,1.36H) ,0.76 (d,]=
6.8Hz,2.66H) .'C NMR (125MHz,CDC1s) ,8:167.48,167.10,162.80,162.70,155.20,
137.53,136.24,131.05,126.63,104.50,104.47,100.03,99.88,99.79,99.65,85.74,
80.39,80.32,79.83,79.73,77.20,76.50,76.48,76.10,76.02,75.66,75.45,75.42,
69.28,69.22,63.06,63.00,54.68,49.86,49.49,40.66,39.33,36.08,33.83,31.87,
31.48,30.84,30.82,27.39,26.83,26.04,25.91,25.89,25.83,25.80,24.26,24.13,
20.97,20.71,19.74,19.18,18.26,15.50,14.97,12.98,12.92,11.46,11.19,9.87,9.79,-
3.71,-3.76,-4.22,-4.25.FTIR GFM¥) ,cm ':3485,2936,2858,2251,1755,1720,1641,
1456,1377,1267 HRMS (EST) : 1541 (Ca1HsNO12Si+H) :802.5131 5 2 : 802.5149,

[1166]  BIR2.

[1167]

CHy

1.048) INEBBEA G TAE (2.9g,3.62mmol , 1248) 7K1 AIDCM (36m1) H (IR S . 57
B S, IONEE A R SR -5 T ik sE (1.533g,3.62mmol, 129 8) 90minf& , KHiZIR &)
FH10 % B BR S B /K VA (50mL) T2k (50mL) Fike o K5 iZ IR A W RIZU B 3min, B TN\ 12
ARACHR BN KA (B0mL) oK BT 15 MR S R ZU 9 20min 70 5 5% 2 o 7K 2 H 2 Tk
(3x50mL) ZEHL KA HUZ A FF NG I 1 10 % BRI S AN 7K I W VR BRA IR IR Y
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FKIEVR (50mL) 1 ER 7K (50mL) Pk o H5 Buias (KA HLIE AR PR AN 58 I 1 1 T v vt D
VEZDETIR A8 1 Fr A9 5% R R e B 4k (R AT, 160:40: 10 b8 : AR : = Z R BNk
W80 » 13 BIAEFRIR A TBS TR AP B Ml (2. 8g, 3. 50mmol ,97 % 7 28) , Ho oy 9 (A K . TLC (50
50: 1N : Cht: =2 %) :Re=0.42 (UV, &) o'H NMR (500MHz,CDC13) ,6:6.58 (s, 1H) ,
4.57(dd,J=10.3,7.6Hz,1H) ,4.52(d, J=7.6Hz,1H) ,3.82(d,J=3.2Hz,1H) ,3.77 (s,3H) ,
3.67 (dd,J=5.9,4.1Hz, 1H) ,3.49-3.40 (m, 1H) ,3.40-3.29 (m,2H) ,2.89 (s, 3H) ,2.75 (ddd,
J=12.3,10.5,4.4Hz,1H) ,2.57 (s, 1H) ,2.30 (s,6H) ,2.21 (dd,J=14.0,10.1Hz, 1H) ,1.96
(s,3H) ,1.80 (s,3H) ,1.76 (ddd,J=13.0,4.2,1.6Hz,1H) ,1.69-1.66 (m,1H) ,1.64 (s,6H) ,
1.57-1.49 (m, 1H) ,1.43-1.38 (m,1H) ,1.36 (s,3H) ,1.35-1.31 (m,1H) ,1.24 (d,]=6.1Hz,
3H) ,1.18(s,3H) ,1.07 (d,J=7.4Hz,3H) ,1.03(d,]=6.9Hz,3H) ,0.94 (t,]=7.1Hz,3H) ,
0.92(s,9H) ,0.12 (t,J=4.1Hz,6H) ."*C NMR (125MHz,CDC13) ,6:206.81,167.57,162.98,
155.26,141.13,137.14,104.33,100.00,99.98,79.49,78.28,77.20,77.09,76 .56,75.50,
69.24,63.02,54.71,49.45,40.71,38.95,34.17,34.11,30.98,26.32,26.25,25.96,
25.83,24.28,20.98,20.28,20.09,18.22,13.08,10.90,9.66,-3.77,-4.32,FTIR (G 1) ,
cm 113565 (br) ,2935,2858,2251,1755,1720,1641,1454,1377,1267 HRMS (EST) : i+ &4
(C41H73NO12Si+Na) *:822.4794 s SZINE : 822.4776

[1169] 59%3:

[1170]

‘ HO OCHj4
HaCr (CHy)p  TBAF HaC- '-"CfijzxfégéHaz
HyC O-£-CHy e e LaFAAH

97%

TBS—{R I K MR (2.8g,3.50mmol, 129 &) FETHF (17.50m1) H VR H R % iB &S
23°C AL ILIR FEBEFEIOmin , SR Jo Wi o 1 BT 1540 €20 i Rk IO A E 1 4l Ak, (25-30-40 % ATl
fEC ki, HEA+0.5% = ZJ&is i) 13 2R HTE , o B Ak 2. 28g,3.32mmol ,
95% = #) LTLC (50:50: L A : e : =280 :Re=0.51 (UV, W &) . 'H NMR (500MHz,
CDCl3) ,6:6.58 (d,J=1.1Hz,1H) ,4.57(dd,]=10.4,7.6Hz,1H) ,4.52(d,J=7.6Hz,1H) ,
3.79(d,J=3.3Hz,1H) ,3.77 (s,3H) ,3.49(dd,J=10.4,2.1Hz,1H) ,3.48-3.35 (m,2H) ,
3.35-3.27 (m,1H) ,2.93(s,3H) ,2.75 (ddd,J=12.2,10.6,4.3Hz,1H) ,2.50 (s, 1H) ,2.30 (s,
6H) ,2.23(dd,J=14.1,10.0Hz,1H) ,1.98(d,J=1.0Hz,3H) ,1.80 (s,3H) ,1.80-1.72 (m,
1H) ,1.64 (s,3H) ,1.64 (s,3H) ,1.63-1.58 (m,1H) ,1.44 (s,3H) ,1.44-1.31 m,3H) ,1.24(d,]
=6.1Hz,3H) ,1.15(s,3H) ,1.06 (d,J=7.4Hz,3H) ,1.03(d,J=7.1Hz,3H) ,1.02(t,]=
7.2Hz,3H) .'*C NMR (125MHz, CDC13) ,8:206.87,167.56,163.03,155.37,141.01,137.87,
104.36,100.00,99.94,79.58,78.21,77.76,77.20,76.22,75.56,69.28,63.03,54.78,
49.41,40.73,38.51,34.31,34.21,30.97,25.84,25.11,24.85,24.25,20.96,20.42,
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20.02,13.03,12.97,11.10,9.66.FTIR G f#)) ,cm ':3487 (br) ,2974,2935,2875,2833,
2785,2251,1753,1717,1641 HRMS (EST) : ¢} HAH (C3sHs59NO12+Na) ": 708. 3929 5L JUl{H -
708.3907,

[1172] 5184,

o]
H30 xCHS
HO || | QCHy
H3C“ . ,,zHCHa)z 130 GC N(CH3)2
[1173] HaC o on e O<fLCHy —————>y 0 CH
HaC 8% a

[1174]  AE5-LIA KR, 4 RIFAIK (1.70g,2.48mmol , 129 &) /EER (4. 0mL) H (¥
L E AT A h R iZ A2 2 LT m A B g IR 1% R B2 B Torr 3 FHE S H
Hw (B EE =R AT TR 5 28 S H N =S W s I R i AR R AR
16h, I Jo B Ho v HV 223 °C IR 4 R iz v R W AR (i 24k (2% FBEAE & F ke, +
0.2%NH40H) o TLC (50:50: 1 L4 : TR : =210 « AW N AERT WL AR 1) 295 : IR A4 (G
T 22 SR P B N C22E ] A AA) 5 DTS B4R R 15 32 X i R A4 4 o Re =0.60
(UV, B EEE) .'H NMR (500MHz ,CDC13) ,6:6.58 (s, LH) ,4.94 (dd,]J=9.8,2.9Hz, 1H) ,4.44
(dd,J=10.5,7.6Hz,1H) ,4.32(d,J=7.6Hz,H) ,4.10(d,J=8.6Hz,1H) ,3.71 (s, 3H) ,3.69
(t,J=6.9Hz,1H) ,3.52-3.43 (m, 1H) ,3.16-3.08 (m, 1H) ,3.04-2.95 (m,2H) ,2.81 (s,3H) ,
2.70-2.59 (m, 1H) ,2.49 (s, 1H) ,2.21 (s,6H) ,1.96 (d, J=1.1Hz,3H) ,1.95-1.86 (m, LH) ,
1.79(dd,J=14.5,6.1Hz,1H) ,1.72-1.66 (m,1H) ,1.56-1.44 (m,2H) ,1.42(s,3H) ,1.29(d,]
=6.9Hz,3H) ,1.27 (s,3H) ,1.19(d,J=6.1Hz,3H) ,1.10(d,J=6.7Hz,3H) ,1.06 (d,]J=
7.4Hz,3H) ,0.88 (t,J="7.4Hz,3H) .FTIR GF/) ,cm ':3493 (br) ,2972,2939,2879,2787,
2255,1745,1708,1668,1456,1443,1377,1265,HRMS (EST) : i1 B H (C32H53NO11+H) *:
628.3691 ; SLIIME : 628. 3713

[1175] 595%5;

[1176]
KO'By,
FN(SO.Ph)
HaC! N(CHz)2 ;50/ 2
HaC O«L-CHy ¢

CHs
(11771 AE-78°C, 3BT BEHIAE THE (KA VR (1. 0M,891L,0.089mmol, 1.4 &) W 1% K
IR (40mg,0.064mmol , 124 5) 7ETHF (0.64mL) HH AW %R & MR T8 CHiHE 734
FE NSRS I i (24mg,0.076mmol , 1. 229 &) /ETHF (100mg/mL) H FIVA ¥ - 5min & , 4
IR FAZ23°C o 30min i , 3 SRV AR B AN /K VAW (ImL) Y R A I B B 7K ¥
(ImL) A& ST (ImL) FH5 2R A PR B FE Imin o & 240 2 FERT 295508 , TG 34y
FroRK 2 SR ST (2xImL) ZEEL A AL 2 8 1 B R A e R R R 4 B iR R
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Yy R AT (i 24k (15-20% B AEC Be) 15 IS ARG IR, H o B ff 3K (35mg,
85%) o TLC (50:50: 1 T\t : A : = Z. ) :Re=10.65 (UV, M & H%) «'H NMR (500MHz , CDC13) §:
6.50 (s, 1H) ,5.00(dd,J=9.4,2.9Hz,1H) ,4.51 (dd,J=10.3,7.6Hz,1H) ,4.41 (d,J=
7.5Hz,1H) ,4.01 (d,J=10.0Hz,1H) ,3.81 (s,3H) ,3.57-3.42 (m,2H) ,3.04-2.94 (m, LH) ,
2.77-2.68 (m, 1H) ,2.66 (s,3H) ,2.27 (s,6H) ,2.11-1.99 (m,2H) ,1.97 (s,3H) ,1.85(dd, J=
14.0,9.2Hz,1H) ,1.76 (d,J=21.6Hz,3H) ,1.71-1.56 (m,2H) ,1.51 (s,3H) ,1.41-1.30 (m,
2H) ,1.28-1.21 m,9H) ,1.16 (d,J=7.0Hz,3H) ,0.97 (t,]=7.4Hz,3H) ,FTIR GFM) ,cm '
3497 (br) ,2974,1753,1654,1442,1263,1053,997 ;HRMS (EST) : +154H (C32Hs2FNO11+Na) *:
668.3417; SLIIME : 668. 3407

[1178] A IR6:

[1179]
&}
HaCo A\ oCHa
HO | OCH;
HyCt YCHg
HGC\\ "(gn_cgz\j

[1180]1  #F-10°C (WK/RER) , #4DBU (551L,0.37mmol , 3. 024 8) A FAC KK EH (79mg,
0.122mmol, 14 &) /EDCM (1. 22mL) 1 () ¥ W o 38 ik v 5% 45 39 00 Bl e — K e (60mg ,
0.37mmol,3.045) /£ ~ St (0. 23mL) HFE - 30min 7, 7E50: 50 : LA : Ch ke : = 4
H R TLCHE 7~ 58 4 B AL AR I BRI i 35 1. 5h i, I A Sk A /K VL (3ml) K% TR &
YA 2Tk (3x2mL) FHL KA HLE A FF -4 Br 433 7K (2mL) AIEE7K (2mL) He ik o B 1% 15
(1A AL VRO G R R BN SR AT B -3k D8 R DR VRIR A8 , 45 2R i gt Pk el o ) 4, FL Ay
IR SR AR VDIINMR 73 A7 2 BH i 40 S 10 BT 75 7 0 o B iR 7R 23 C =2 R (0. 1mmHg) T
BE12h RS- (1- A—F T ) —1H-1,2,3- =M —4-3£) Zfi% (84mg, 0. 37mmol,3.024
) . ZE (0.30mL) AIDBU (18uL,0.12mmol,1.04 &) 34 Fr{SVE IR E45°C AE2h N, TLC
A3 HT (50 % TR - CL k) R B I6 JR 5E A 560 O IR MR A A H1 2223°C o NN B B (5mlL)
FERZIE WAL 23 CHf B o 24 5 , % S ST R Wi o R R M 40 Be T 7K (BmL) A1 & H
fit (Gml) 2 [7] K AKJZ 4 B I ] & e (2x5ml) #t— 0 R H G & IR A VLUZ FITR B+
BRI G IR A IR it 44k (3% F B - S 6i+0. 3% M AT A E ALK AR » 153
ZHMEZE (T9mg,77%) , HoAE O A TLC (90:10: 1 —45 4t BB Mo A1 A AL oKk
W) :Re=0.48 (UV, |5 &E%) .'H NMR (500MHz ,CDC13) §:7.82 (s, 1H) ,7.31-7.29 (m, 1H) ,7.23-
7.15 (m,2H) ,6.66 (dt,]=7.2,2.1Hz,1H) ,4.89 (dd,J=10.3,2.0Hz, 1H) ,4.43 (td, J=7.1,
1.5Hz,2H) ,4.32(d, J=7.3Hz, 1H) ,4.08 (d,J=10.6Hz, 1H) ,3.82-3.73 (m, 1H) ,3.68-3.60
(m, 1H) ,3.60-3.49 (m, 2H) ,3.45 (s, 1H) ,3.20(dd, J=10.2,7.3Hz,1H) ,3.13 (g, J=6.9Hz,
1H) ,2.69-2.59 (m, 1H) ,2.57 (s,3H) ,2.51-2.42 (m, 1H) ,2.29 (s,6H) ,2.05-1.93 (m,3H) ,
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1.90(dd,J=14.5,2.7Hz,1H) ,1.79(d,J=21.4Hz,3H) ,1.75-1.60 (m,4H) ,1.55(d,J=
13.0Hz, 1H) ,1.52(s,3H) ,1.36 (s,3H) ,1.32(d,J=7.0Hz,3H) ,1.28-1.24 (m, 1H) ,1.26 (d,]
=6.1Hz,3H) ,1.20(d,J=6.9Hz,3H) ,1.02(d,J=7.0Hz,3H) ,0.89 (t,]J=7.4Hz,3H) .'*C
NMR (125MHz,CDC13) §216.52,202.79 (d,J=28.0Hz) ,166.44 (d,]=22.9Hz) ,157.19,
147.82,146.82,131.72,129.63,119.66,116.14,114.71,112.36,104.24,97.78(d,]J=
206.2Hz) ,82.11,80.72,78.59,78.54,70.35,69.64,65.82,61.05,49.72,49.22,44.58,
42.77,40.86,40.22,39.57,39.20,28.13,27.59,25.20 (d,]=22.4Hz) ,24.28,22.14,
21.15,19.76,17.90,15.04,14.70,13.76,10.47.*F NMR (471MHz,CDC13) 6-163.24 (g, J=
11.2Hz) .FTIR GFM) sem 13362 (br) ,2976 (m) , 1753 (s) , 1460 (s) ,1263 (s) ,1078 (s) , 1051
(s) ,991 (s) cHRMS (ESI) : it 54 (C1sHesFNsO10H+H) *:845. 4819 5 SZilI{E : 845. 4841,

[1181]  SEJ@fI3E . i A B L & i B FHR

[1182]

Qe -CHy  —mmmmmmme- -

N(CHa)p 1) TBAF Mol
(CHake o) 130ec g
g Ne Q

AHs T A ; . oo,

(A% DBU)

KO'Bit
N(CHz), EN(SO:Ph),

‘ N(GHy
GHg -

Dmed-CHy
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(11831 SKE BI3F . 15 s Bl PR AR 10—25 AP 2R A i

0
CHs 1. N hneo
GCH, SARE s
HO T Qch
H mCH; N{CHs ) DBU iy
[1184]  HC{e R ey AT ———— L JHCE,
2 ToAF S AMOTLET e,
O 59% (2 %)

[1185]  7E23°C, K 1-B & E-4-FF T B (176mg, 1. 26mmol ,5.00248) Fl — HEEEE 7T
F4% (150uL,0.252mmo 1, 1.00 24 5&) MIZEHWE Product (198mg,0.252mmol , 1245) /8 — & F
Bt (2.5mL) W VAR P o B 12V U A E 80 C I FE IR JE AR FF6h , BEA LC-MS 2 W 4 5k
SE AT H AN o WG A B E WA IR SR AR WD T DMF (2mL) #1723 °C I ADBU (38. 0uL,
0.252mmo1,1.00°4 %) . 1h/5 , B iZ R NIB-GY LT 4Tk (10mL) F17K (5GmL) 2 [7] K5 7K JZ= H
2Tk (2x5mL) EEL 45 - I Tk J2 FH VL RH S A A V0 4 I PR BRBE 158 5 1% T VK
JEIR 46 T 7R R VA T THE (2mL) A1 o £E23°C , iy 5 #8 I N TBAFAE THE A 19 ¥ (1. OM,
0.378mL,0.378mmol,1.50 &) . 20min i , ¥ [ MEVR G VD80 W 46 FF 45 7R R 1) F o i 2
Realifl (2—3% FEE - ~E F 5E+0.2—0. 3% W AE A K IER) 5217, Hoh A (3
K (120mg,59%) o'H NMR (10: 1L K CL 122 /A SAA , 3R 35 2 25 1] 44448, 500MHz , CDC 1 3)
64.60-4.50 (m,2H) ,4.27 (t,]J=5.9Hz,1H) ,3.87 (d,J=3.5Hz,1H) ,3.77 (s,3H) ,3.51 (d,]
=10.5Hz,1H) ,3.49-3.41 (m,2H) ,3.32(t,J=6.5Hz,2H) ,3.25 (qd, J=7.2,3.4Hz, 1H) ,
2.96 (s,3H) ,2.91-2.87 (m, 1H) ,2.87-2.80 (m, 1H) ,2.80-2.71 (m,2H) ,2.29 (s,6H) ,2.02
(dd,J=14.1,10.7Hz,1H) ,1.81 (s,3H) ,1.79-1.74 (m,1H) ,1.67 (d,J=6.3Hz,3H) ,1.65 (s,
3H) ,1.63-1.51 (m,5H) ,1.45(dd,J=14.2,1.9Hz,1H) ,1.42-1.33 (m,3H) ,1.33-1.27 (m,
1H) ,1.25(d,J=6.0Hz,3H) ,1.25(s,3H) ,1.23(s,3H) ,1.07 (d,J=7.0Hz,3H) ,1.07(d,J=
7.4Hz,3H) ,1.03 (t,J=7.4Hz,3H) .**C NMR (126MHz,CDC13) 5212.38,167.16,162.69,
156.89,155.22,104.51,100.00,99.58,83.44,78.67,78.25,75.41,69.27,62.94,54.67,
54.45,50.89,49.62,41.48,41.29,40.68,40.61,38.35,34.02,30.75,25.94,24.12,
23.99,23.44,20.92,20.01,19.06,16.50,13.08,10.79,9.72,FTIR GF K1) ,cm *:3443 (br) ,
2939 (m) ,2096 (s) ,1747 (s) ,1720 (s) , 1641 (s) , 1265 (s) , 1053 (s) ,731 (s) sHRMS (EST) : 315
B (C3oHesNsO13+H) “:812. 46525 LI : 812. 4666,

wCH3
« OCH:
[1186] 8% 1
» i CH3 ‘ N(CH3)2

. w&@m@*a

[1187] PR LB (110mg, 0. 135mmo 1) 1 ik 7818 CF) T8 T 7E50-mLke
A RIS (13.6mL) o i B BC AT TR B s JF I8 19— 5 80 TR | TN 1%
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TEWFFE210min o SR JE B ZBEIIR N 150~ "C s Hh DA ZE FRIE RN B % I LV - 16h )5 5 1% %
VARV HE23°C IR ks (Wedt 78 %, 10mmHg , 40 C7KIB) o W% 4 BRI A (i 4l 1k,
(2—3% P - & F HE+0.2—0. 3% WA E AL K E ) 13 2%, Hoh A ik
(78mg,76 %) o'H NMR (500MHz ,CDC13) 64.94 (dd,J=9.1,3.1Hz,1H) ,4.49 (dd,J=10.4,
7.6Hz,1H) ,4.39(d,J=7.3Hz,1H) ,3.97(d,J=10.1Hz, 1H) ,3.84-3.81 (m, 1H) ,3.79 (s,
3H) ,3.71(q,J=7.1Hz,1H) ,3.55-3.42 (m, 2H) ,3.37-3.25 (m,2H) ,3.10-3.00 (m, 1H) ,3.00-
2.89 (m,2H) ,2.76-2.66 (m, 1H) ,2.66-2.57 (m, 1H) ,2.53 (s,3H) ,2.39(dd,]=18.0,9.3Hz,
1H) ,2.26 (s,6H) ,2.01-1.88 (m,1H) ,1.78-1.66 (m,4H) ,1.66-1.47 (m,4H) ,1.43(d,]J=
6.8Hz,3H) ,1.36 (s,3H) ,1.30 (s,3H) ,1.28-1.24 (m,1H) ,1.22(d,J=5.7Hz,3H) ,1.16 (d,]
=7.0Hz,6H) ,0.89 (t,]=7.4Hz,3H) .'*C NMR (126MHz ,CDC13) §209.98,203.32,168.76,
156.80,155.18,101.78,81.62,81.09,79.65,78.57,75.56,69.18,63.24,59.95,54.80,
51.52,51.02,49.70,48.45,43.69,42.92,40.72,40.61,36.60,30.17,26.09,25.22,
23.52,20.85,19.15,18.20,18.00,15.35,14.83,10.47.FTIR GF) ,cm 12939 (m) , 2096
(s),1751(s) ,1712(s) , 1265 (s) ,1053 (s) ,993 (s) ,731 (s) ;HRMS (ESI) : 3+ B (A (C3sHsoN5012+
H) ":754.4233; SLIIME : 754.4257 .

N3
‘ s}
O A CHe

N | ochy CHaOH
[1188] O U _
Hyo" , < N(CHyy ——>
HsCo oo P &’_'CC’Z\ﬁo CH, 100%

CHy

[11891  #5C10-Z B 3E-KFF (29mg,0.038mmo1) 7EF B (1mL) 1 (K AR AE 23 "C & B 24h . 4R
JE P Z TR R I 48 15 2101% 72, HoR A vk (27mg, 100%) o 'H NMR (C2(1) 8 1] Xkt 57
FARTR AW, 108 B MK, 500MHz , cdels) 64.96 (dd, J=9.1,3.2Hz,1H) ,4.31(d,J=
7.3Hz,1H) ,4.00 (d,]=10.3Hz,1H) ,3.86 (d,]=8.7Hz, 1H) ,3.74 (g, J=7.0Hz, 1H) ,3.61-
3.38 (m,3H) ,3.38-3.24 (m,2H) ,3.17(dd,J=10.2,7.3Hz,1H) ,3.11-2.95 (m, 2H) ,2.68-
2.59 (m, 1H) ,2.56 (s,3H) ,2.49-2.43 (m, 1H) ,2.40 (dd,]=18.2,9.6Hz,1H) ,2.27 (s,6H) ,
2.03-1.91 (m,1H) ,1.87(dd,J=14.4,3.8Hz,1H) ,1.84-1.70 (m,2H) ,1.70-1.64 (m, 1H) ,
1.64-1.50 (m,4H) ,1.45(d,J=7.1Hz,3H) ,1.38(s,3H) ,1.34(s,3H) ,1.32(d,J=7.0Hz,
3H) ,1.23(d,J=6.1Hz,3H) ,1.22-1.20 (m,1H) ,1.16 (d,J=7.0Hz,3H) ,0.91 (t,]=7.5Hz,
3H) .'C NMR (126MHz ,CDC13) 209.97,203.53,168.77,156.89,104.29,82.46,81.11,
79.71,78.58,70.32,69.60,65.78,59.99,51.62,51.05,49.70,48.74,43.78,42.96,
41.20,40.19,36.54,28.09,26.12,25.23,23.56,21.11,19.13,18.22,17.98,15.34,
15.28,10.48,FTIR GF 1) ,cm '+ 3444 (br) ,2970 (m) ,2096 (s) , 1747 (s) , 1712 (m) , 1070 (s) ,
908 (s) , 731 (s) s HRMS (EST) : ++ 548 (CasHlsiNs010+H) “:696. 4178 ; SLIE : 696. 4194,
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CHs
OCH;
[1190] i ‘ OCH;
Ha “ICH; NICH~ CL[SO;;, .
Nl e FOR B WCHy  N(CHg),
BV 2, l;o_ \ iO'w 4 CH3

7, ey HOY
i LG cH
77% © ¢

CHs

F&M-21535

[1191]1  7E23°C,¥3-Z 2K (13.6mg,0. 116mmol,3.00 4 &) \Fidh ML BR AN /K & VK
(0.10M,78uL,7.7umol,0.20 4 &) FIFRERHN (11) /KIEVR (0.10M, 19uL, 1. 9umol,0.0504 &)
YEAEINECL0—2= A B - N lE—2  OH (27mg , 39umo 1) £E1 : LFL T 1 : 7K (0. 8mL) H [ 3E R .
16h 5 , #51Z s B2 TR A0 73 e TV AR BR A /K A R (ImL) A &0 He (ImL) 2 18] « 57K )2 5
B S ST @xdmL) 3P A EL A FF A LR BRI AN TR DR IR 46 R i w1
BB (i 2k (2—3% FEE - & 5E+0. 2—0. 3 % Ml fL S A Ak e K VAR » 1831724,
HoRR Al A (24.3mg, 77%) o TLC (10 % AR EE - & F fe+ 1 % MATE A KA Re=
0.60 (UV,p-THi &%) . 'H NMR (500MHz ,CDC13) 67.81 (s, 1H) ,7.24-7.09 (m,3H) ,6.66 (d, J=
6.2Hz,1H) ,4.97(d,J=9.0Hz, 1H) ,4.45 (t,]=6.7Hz,2H) ,4.32(d,J=7.2Hz,1H) ,3.98 (d,
J=10.3Hz,1H) ,3.85(d,J=9.3Hz,1H) ,3.73(q,J=6.9Hz, 1H) ,3.62-3.49 (m, 2H) ,3.24-
3.14 (m, 1H) ,3.14-2.89 (m,3H) ,2.67-2.55 (m, 1H) ,2.52 (s,3H) ,2.49-2.43 (m, 1H) ,2.37
(dd,J=18.6,9.2Hz,1H) ,2.30 (s,6H) ,2.06-1.91 (m,2H) ,1.89-1.63 (m,7H) ,1.45(d,]J=
7.0Hz,3H) ,1.37 (s,3H) ,1.31(s,3H) ,1.28(d,J=10.9Hz,3H) ,1.25(d,J=5.6Hz,3H) ,
1.23-1.20 (m,1H) ,1.10(d,J=6.8Hz,3H) ,0.92 (t,J=7.4Hz,3H) ."*C NMR (126MHz,cdcls) &
210.15,203.51,168.76,157.01,147.76,146.83,131.60,129.64,119.71,115.99,114.75,
112.20,104.26,82.48,81.22,79.69,78.58,70.30,69.57,65.75,60.05,51.61,49.73,
49.65,48.72,43.74,42.59,41.20,40.18,36.45,28.08,27.45,24.97,23.57,21.10,
19.07,18.25,17.98,15.33,15.29,10.46 . FTIR GFH)) ,cm ': 3365 (br) ,2939 (m) , 1747 (s) ,
1708 (m) , 1163 (s) ,1074 (s) , 1049 (s) ,995 (s) , 731 (s) ;HRMS (ESI) : & {H (CaoHe4NsO10+H) "
813.4757; SZMIME : 813.4764,

KOBu, NFS!
NCHz) — - ™

: 72%
[ CH,

CHs
[1193]  7E-78°C, W ki o 8%, 04 T EE AL THE R (¥ vA W (1. 0M,0.044ml,0.044mmo 1, 1.1
M) A C10-2: FF 3 K ER (30mg,0.040mmo 1, 1246 ZETHF (0. 5mL) VAW o 1 Fr 45
VRV AE-T8 CHEFE3OMin IR A -20°C . 5min i, BZ VAR A H1 2 - 78°C FF i it ST 2 I
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N-F R R EE I i (13mg,0.040mmol , 1,04 ) ZETHF (0. 5mL) H1 ¥ ¥ - 20min Ji5 , N ML AR
BREB KA (ImL) F1 Z R 2.1 (BmL) » A ZIR A MEAE23°C. B & E K ER
iR 2,18 (2x5mL) ZEHL A FF B A HLZE AN G AL BN VA TR0 i I IR B BN 05 o 1% TV
RO S MR 45 1 B A s A (i ik (2—3% R - & 5E+0. 2—0. 3 % LA AL
BoKIEWD) 133172 (22mg,72%) , HON A I 'H NMR (500MHz , cdcl3) 64.94 (dd, J=
8.2,3.7Hz,1H) ,4.50 (dd,J=10.5,7.6Hz,1H) ,4.42(d,J=7.6Hz,1H) ,3.85(d,J=10.4Hz,
1H) ,3.81 (s,3H) ,3.83-3.79 (m, 1H) ,3.62-3.57 (m, 1H) ,3.55-3.37 (m,2H) ,3.36-3.24 (m,
2H) ,3.06 (d,J=18.4Hz, 1H) ,2.76-2.67 (m, 2H) ,2.65-2.56 (m, 1H) ,2.43 (s,3H) ,2.42-2.33
(m, 1H) ,2.26 (s,6H) ,2.06-1.90 (m,2H) ,1.75(d,J=21.4Hz,3H) ,1.70-1.48 (m,7H) ,1.38
(s,3H) ,1.28(s,3H) ,1.27-1.24 (m,1H) ,1.22(d,]J=6.1Hz,3H) ,1.18(d,]=6.8Hz,6H) ,

0.95 (t,]=7.5Hz,3H) ,HRMS (EST) : 11514 (C36HssFNsO1o+H) *: 772.4139 3 SZIIME : 772. 4155,
N3

[1194]

[1195]  #5C10-4 FFHE-C2-% — K ¥ (8.0mg, 10umo1) 7EH i (1mL) HH AR AE23°C ¥
24h SR JE NG LA WO R IR 48 A3 21724, Fo A ik (7. 4mg, ~100%) o 'H NMR (500MHz,
CDCl3) 64.94 (dd, J=8.1,3.8Hz,1H) ,4.35(d,J=7.3Hz,1H) ,3.87(d,J=9.9Hz, 1H) ,3.82
(d,J=9.7Hz,1H) ,3.75-3.66 (m, LH) ,3.56-3.49 (m, 1H) ,3.49-3.40 (m, 1H) ,3.37-3.23 (m,
2H) ,3.24-3.14 (m, 1H) ,3.09(d,J=18.8Hz,1H) ,3.04 (dd,J=12.6,4.1Hz,1H) ,2.68-2.57
(m,1H) ,2.52-2.47 (m, 1H) ,2.45 (s,3H) ,2.39(dd,J=18.7,9.9Hz, 1H) ,2.28 (s,6H) ,2.05-
1.93 (m,2H) ,1.93-1.81 (m,2H) ,1.75(d,J=21.4Hz,3H) ,1.72-1.46 (m,5H) ,1.39 (s, 3H) ,
1.32(d,J=7.0Hz,3H) ,1.31 (s,3H) ,1.27-1.25 (m,1H) ,1.23(d,J=6.1Hz,3H) ,1.17(d,]J=
6.9Hz,3H) ,0.96 (t,J=7.6Hz,3H) .

[1196]  HRMS (EST) : it 54l (CaalssFNsO10+H) 1 714.4084 ; 2K : 714.4101

[1197]

FSM-21558
[1198]  ££23°C,¥43-Z B8 % (3.5mg,0.030mmol , 3. 0248 Hi¥R MM BR4N/KIEW (0. 1M,
19uL,1.9umol,0. 20 &) FIRERE (11) 7KW (0. 1M,4.90L,0.49umol,0.050 2 &) ZE42 N
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BC10-FHIE-C2-F BN BE-2"0H (7.4mg, 10umol) £E1: 1T B : 7K (0. 2mL) P EJIER T o
16hJi7 , 1 = SLTER G40 3 L TV AR B S A KA (ImL) AT &R 8 (ImL) 2 (7] 7K 25
IFH =S F fe CxImL) #F— PG I KA HLUE BRI F 05 ik 4 A8 m Y H
B A (B ik (2—3% B - S0 45+0. 2—0. 3% A SE AL B AR , B 3% =,
HR W A [E4E (4. 3mg,53%) o 'H NMR (500MHz , CDC13) 67.81 (s, 1H) ,7.26-7.13 (m,3H) ,
6.68-6.61 (m, 1H) ,4.96 (dd,J=8.1,3.8Hz, 1) ,4.45 (dd,J=7.4,6.2Hz,2H) ,4.36 (d,J=
7.3Hz,1H) ,3.86 (d,]=9.8Hz,1H) ,3.81 (d,J=9.7Hz,1H) ,3.76-3.63 (m, 1H) ,3.59-3.48
(m, 2H) ,3.20 (dd,J=10.2,7.3Hz,1H) ,3.09 (d,J=18.7Hz, 1H) ,3.06-2.99 (m, 1H) ,2.63-
2.55 (m, 1H) ,2.55-2.45 (m, 1H) ,2.42 (s, 3H) ,2.34 (dd,J=18.7,9.9Hz, 1H) ,2.29 (s,6H) ,
2.09-1.81 (m,4H) ,1.77(d,J=21.4Hz,3H) ,1.74-1.54 (m,5H) ,1.40 (s,3H) ,1.33(d,J=
6.8Hz,3H) ,1.29 (s,3H) ,1.28-1.26 (m,1H) ,1.25(d,J=6.1Hz,3H) ,1.11 (d,J=6.9Hz,3H) ,
0.98 (t,J=7.5Hz,3H) .°C NMR (126MHz,CDC13) 6210.78,202.42 (d, J=29.1Hz) ,165.28 (d,
J=23.4Hz) ,157.08,147.79,146.83,131.61,129.66,119.72,116.03,114.78,112.21,
104.30,96.39 (d,]=207.0Hz) ,83.06,81.30,81.18,79.02,70.29,69.55,65.81,60.66,
49.75,48.90,43.63,42.68,40.64,40.22,39.20,36.22,28.24,27.48,25.96 (d, ] =
23.2Hz) ,25.04,23.87,21.12,18.79,17.87,16.10,15.25,10.67 . FTIR GF) ,cm ': 3381
(br) ,2974 (s) ,2098 (s) , 1753 (s) , 1712 (s) , 1267 (s) , 1053 (s) , 731 (s) sHRMS (EST) : t+5HAH
(CaoHs3FNsO10+H) *:831.4662 ; SZlIE : 831 . 4668,

N(GHz)o
-GH5

0.069mmol, 19 &) /E9: 1 “EF Lt : /K (1. 0mL) HER H 2B R A 2 23 C IR 7R 1%
FE $iFE20h o 0NV AR BR VK PR (LOmL) FR5 1z iR S H — &R bt (3x10mL) ZEEL KA
FEEEALZ FBRER AN T TR 1% T RV VR A 4 o 1 i W FH PRGsUE (138 24k (2—3%
- & F5E+0.2—0. 3% WA S E KB B 2Z W, oA @ik (48mg,
84%) .'H NMR (500MHz ,cdc13) 66.68 (br s,1H) ,5.91 (br s,1H) ,4.82(br s,1H) ,4.60-4.49
(m,2H) ,3.84 (d, J=3.8Hz, 1H) ,3.80 (s,3H) ,3.62-3.41 (m,4H) ,3.38-3.23 (m,3H) ,2.91 (s,
3H) ,2.77 (ddd,J=12.3,10.2,4.4Hz,1H) ,2.74-2.64 (m, 1H) ,2.32 (s,6H) ,1.82 (s, 3H) ,
1.81-1.74 (m,2H) ,1.67 (s,3H) ,1.66 (s,3H) ,1.70-1.52 (m,6H) ,1.45(d,J=13.1Hz, 11,
1.35(dd,J=23.8,12.6Hz,1H) ,1.26 (d,]=6.1Hz,3H) ,1.21 (s,3H) ,1.13-1.04 (m, 12H) ,
[1201]  13C NMR (126MHz,cdcls) 6205.60,167.23,162.76,157.55,155.27,141.72,
127.44,104.41,100.18,99.71,84.33,78.89,78.22,77.57,75.41,69.24,62.93,58.17,
50.76,49.63,41.67,40.60,38.05,34.58,34.34,30.82,25.98,25.94,23.99,23.97,
23.44,20.95,20.25,17.48,13.08,10.91,9.58 . HRMS (ESI) : it & H (C10HssN5013+H) "
824.4652; SlME : 824. 4672,
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7)—” ' OCH;
1202 HAC o
[ ] H3C\\\v % «,,8100 Fo)
g
07 O B,

[1203]  7E200-mLEEIE ', 45 C1O-F K IFLATAE (T0mg, 0. 085mmo 1) ¥4 T 52K (85mL) o
BB ECA T 20 v e o I8 19— 5 8108 T B BN VE TR FF 221 0min o S8 f5 R
ZRSIR T E 150 °C 1yl A DAR AN B 12 I REFE W - 16h 5 5 BHZ I #a #2291 1%
TSRS H 2 23°C R %% E VA TSR W 4 (e 25, ~10mmHg , 40 °C/KH) FER kR4 H
e At aifh (2—3% g - & F Li+0.2—0. 3% A A E AL KA W) , 15 21Z 7=,
HoONE A (15mg,23%) o 'H NMR (C2f%) 17 : 1R X S A4 VR &4 , R0 32 2 4k
500MHz , cdc13) 66.03 (s, 1H) ,5.53 (s, 1H) ,4.93(dd,J=11.0,1.9Hz,1H) ,4.52(dd,J=
10.6,7.5Hz,1H) ,4.37 (d,J=7.5Hz,1H) ,4.19(d, J=8.8Hz,1H) ,4.01 (q,J=7.0Hz, 1H) ,
3.95(s,1H) ,3.81 (s,3H) ,3.60-3.44 (m,2H) ,3.41-3.17 (m,3H) ,2.97-2.86 (m, 1H) ,2.75 (s,
3H) ,2.75-2.60 (m, 1H) ,2.42-2.31 (m, 1H) ,2.29 (s,6H) ,1.96-1.86 (m,1H) ,1.86-1.51 (m,
8H) ,1.47 (d,J=7.1Hz,3H) ,1.40 (s,3H) ,1.28 (s,3H) ,1.25(d,J=6.1Hz,3H) ,1.23-1.21
(m,1H) ,1.18(d,J=6.9Hz,6H) ,0.92 (t,J=7.3Hz,3H) .*2C NMR (C2f¥ 17 : 1 X0t S A4 45 VR
EW), W £ R4, 126MHz, cdels) §206.87,205.57,171.25,156.81,155.22,145.01,
120.69,101.66,83.33,77.79,77.59,75.65,69.06,63.26,63.08,54.83,51.09,50.81,
50.42,49.04,42.74,41.46,40.62,38.97,30.47,26.13,25.05,21.55,21.49,20.91,
20.14,18.52,16.20,13.96,10.33.FTIR GF¥) ,cm ':2974 (m) ,2098 (m) , 1753 (s) , 1456 (m) ,
1267 (s) , 1057 (s) cHRMS (EST) : ¢+ 54 (CarHsoNsOra+H) *: 782. 4182 ; SEME : 782. 4186,

- WCH 3
[1204] o §eHs Bl ocH,
HiC® "[-1CH;3 N{CHg) 100% “CHg N(CH3)3

S, A MO cny "HOZS on,

Chy
[1205]  MEEIRAME R JE- K 3R (15mg,0.020mmo 1) /8 FFEE (1mL) A VA M AE 23 C R E 24h . R
JE K% TR W 4 15 B, oA Bl (14mg,100%) o'H NMR (500MHz , cdcl3s) §
6.02(s,1H) ,5.52(s,1H) ,4.94 (dd,J=10.9,1.7Hz,1H) ,4.28 (d,J=7.3Hz,1H) ,4.20(d, ]
=9.0Hz,1H) ,4.04(q,J=7.0Hz,1H) ,3.97 (s,1H) ,3.62-3.47 (m,2H) ,3.47-3.38 (m, 1H) ,
3.38-3.23 (m,2H) ,3.18(dd,J=10.2,7.3Hz,1H) ,3.00-2.86 (m, 1H) ,2.76 (s,3H) ,2.73-
2.61 (m,1H) ,2.57-2.42 (m,2H) ,2.28 (s,6H) ,1.95-1.85(m,1H) ,1.85-1.75(m,1H) ,1.75-
1.51(m,7H) ,1.48(d,J=7.1Hz,3H) ,1.40(s,3H) ,1.33(d,J=7.5Hz,3H) ,1.30(s,3H),
1.28-1.25(m,1H) ,1.24(d,J=6.1Hz,3H) ,1.17(d,J=6.9Hz,3H) ,0.92 (t,J="7.4Hz,3H) »
13C NMR (126MHz , cdc13) 6206.40,205.92,171.31,156.84,145.10,120.54,104.20,83.34,
78.44,77.82,77.17,70.43,69.44,65.73,63.23,51.03,50.81,50.47,49.24,42.75,
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41.69,40.22,39.01,30.30,29.67,28.29,26.14,25.01,21.55,21.47,21.16,20.15,
18.66,16.25,14.45,10.32,FTIR GFF) ,cm *:3454 (br) , 2937 (m) , 2098 (m) , 1753 (s) , 1458

(m) , 1161 (s) ,1053 (s) «HRMS (EST) : 11 574H (CasHs7Ns010+H) ": 708. 4178 S : 708. 4195,
[1206]

Ns . NHy

) CUSO4
L B

&7%

FSM-21828

[1207] 43— 26 Rk (7.0mg,0.059mmol, 3. 024 &) HiEh M B4 K VA 7 (0. 10M, 401L,
4.0umol,0.20245) FIARERA (1) ZKVAWK (0. 10M, 10uL,1.0umol,0.05024 &) FAHZk N C10-
E R 3 KA (14mg,0.020mmo 1, 12458) 7E1: LEUT B : 7K (0. 2mL) I iAW+ - 16h )5 , 45 1%
SSTR AP BT U b (LmL) AR AR B S AN K VA VR (LmL) < [A]  ¥5 7K 2 F & e
(2x1mL) 2B o K B A AL Z BRI 5 R 1% 0 I8 R e I 4 o 5 5 A ) FH il & 1Y
W R R Al (10 % BB - S0 bet1 % M AN A ALV D 49 BIFSM-21828, 1 £ [
& (11mg,67%) o 'H NMR (C2[1J 10 : 1FEXT i S MRV A4 , 08 3 22 54444, 500MHz , cde3) 6
7.80 (s, 1H) ,7.32-7.29 (m, 1H) ,7.24-7.19 (m,2H) ,6.71-6.62 (m, 1H) ,6.02 (s, 1H) ,5.51 (s,
1H) ,4.94 (dd,J=10.9,1.7Hz,1H) ,4.51-4.33 (m,2H) ,4.28(d,J=7.3Hz,1H) ,4.18(d, J=
9.0Hz,1H) ,4.06 (q,J=7.1Hz,1H) ,3.98 (s, 1H) ,3.80 (br s,2H) ,3.60-3.48 (m,2H) ,3.48-
3.37 (m, 1H) ,3.18(dd,J=10.2,7.3Hz,1H) ,3.00-2.86 (m,1H) ,2.74 (s,3H) ,2.74-2.68 (m,
1H) ,2.55-2.41 (m,2H) ,2.28 (s,6H) ,2.03-1.56 (m,9H) ,1.49 (d,J=7.1Hz,3H) ,1.41 (s,
3H) ,1.33(d,J=7.5Hz,3H) ,1.28(s,3H) ,1.27-1.25(m,1H) ,1.23(d,J=6.1Hz,3H) ,1.16
(d,J=6.9Hz,3H) ,0.92 (t,]=7.3Hz,3H) .*C NMR (C2[410: 1JE%F I AR VB4, iE =
SR, 126MHz , cdels) §206.32,205.97,171.49,157.00,147.84,146.88,144.85,
131.59,129.67,120.70,119.78,116.04,114.76,112.31,104.26,83.50,78.46,77.84,
70.43,69.47,65.75,63.22,51.13,50.50,49.54,49.27,42.19,41.68,40.23,38.93,
28.27,27.40,24.88,21.55,21.48,21.17,20.13,18.71,16.25,14.44,10.38.FTIR G ,
cm 123360 (br) ,2972 (m) , 1753 (s) , 1458 (m) , 1109 (s) , 1049 (s) , 734 (s) HRMS (EST) : 518
(CaaHsaNsO10+H) *:825. 4757 s SLIME : 825. 4764,
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N(CH3) 89%
wd-CHg

CHs

FOM-21992
[1209]1  7E23°C, BB E —F 4 (2.3mg,0.012mmol,5.024 &) JN1FEFSM-21828 (2.0mg, 2.4
umol, 139&) FEFF EE (0. 1mL) HHIVEWR H AE23°C, N 1. (0. 61L, 10umol,4. 09 &) /£
B (0. 1mL) H BVA TR - 2h i 5 2 I BE VAR R 4 o W 9k A P FH PR A i 24k (5% FR I -
TAFLEH0. 5 % A E SE A K IE D A3 BZ ), ol (1. 4ng,69%) .
[1210]  'H NMR (500MHz,cdcls) 67.80 (s, 1H) ,7.22-7.12 (m,3H) ,6.67 (d,J=6.4Hz, LH) ,
5.36 (br s,1H),4.99(dd,J=9.7,2.8Hz,1H) ,4.47 (t,J=7.1Hz,2H) ,4.32-4.24 (m,2H) ,
4.11 (s, 1H) ,3.85(q,J=6.7Hz, 1H) ,3.77 (br s,2H),3.70-3.48 (m,3H) ,3.29-3.21 (m, 1) ,
3.18(dd,J=10.1,7.3Hz,1H) ,3.14-2.98 (m, 2H) ,2.94 (s,3H) ,2.82 (dt,J=10.7,5.7Hz,
1H) ,2.66-2.55 (m, 1H) ,2.50-2.41 (m, LH) ,2.28 (s,6H) ,2.08-1.90 (m, 1H) ,1.77-1.49 (m,
8H) ,1.47 (s,3H) ,1.46 (d,J=6.8Hz,3H) ,1.37 (d,J=6.8Hz,3H) ,1.34 (d, J=6.5Hz,3H) ,
1.32(d,J=7.4Hz,3H) ,1.30-1.28 (m,1H) ,1.27 (s,3H) ,0.91 (t,J=7.3Hz, 3H) -HRMS (ESI) :
THEAA (CasHesNsOg+H) “:839.5026 5 SLllE : 839.5030.
(12111 A¥piiik
[1212] US4 7 i RIF N IR IIMLCEUR » %V & &4 1 J2 UMORG B 2 fMF B L K i
A« T 00 3 487 BR 1 I 2% B BR T R IR I T 1 IR B AR, R FR S0P £ 24T 25 TR A, 4
FE T R IR N BEHLH] (1) o Pl 7785 2 (Azi thro) FIZR R ZK (Solithro) BHEFENAE
RAEAR ZAF 0T BRT REOKER A I o AT T T Pz A BEM LG 5 ) CLS TAR AE# A o 7= 181 12 1)
AR R PR W BRI B0 S DL TR B1-B13, — S SALAE BT A 40 B 1) T8 Pk v e A 7R S 2 A Ak
HE mef smsr) A1 AL (erm) 2[R 2R 1) 4 2 €6 4 28] BR TR AN I 28 B3R TR 77 1 ol st e e &3
B ETE T, B 22 DR 2R R A 35 [ RTIRR O 1) R B B 5 DL IR ik 3R N BB T X (ermA/B=
ZHEAR AL me A, msrA=KIF N BRI o ixX L8 BRI Y ] 9 2H R PR BORT 15 2 1
[1213] ARk AEXE RS 0 BT 46 K ORI A B AT VRO , B0 46 A i e o i &
BRTE I 78 FEIR B 1 KPR 1A B8 S0 TR R IR B 0 P S80S 2 o 8 W g S8 2 B T PR L AT B
JEME (Aug/mLECEARIIMIC) KPR BRIEAZ P A0 1 85— FH 1 A6 N B K, =K
BHPE R 52 2= IR PR A4, FE I KFR N ERBEAR) « X & JLRAL (B B MICHIE) fa , R H
AEH HA RIS TR YIS TE CRE ) & U 24 BRI 35 14E) B9 K FR A B, AT 76 14 30 P ik g
B B AT VA
[1214]  %B1.
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[1215]

b HRAXERY Avithro Solithro: | BSM:11561 | FSM-11563 | FSM-11559 [FSM-11562
EHEGGRE ATCE 29213 1 0:125 0.0625 0.9625 01235 0.0625
BHE TS VIRSA: USA360 12 i 05 0125 4 I
S HERHRE MRSA: USAT00 »3% 37 #32 32 =32 >32
EHEHIFEE erm AR A »32 32 32 37 >32 532
EHEHTHRE USAGUY, GISA »32 32 232 232 >32 >32

KRR ATCC 49619 <P03125 | 003125 | <003125 | <003125 | <003125 | <0:03125
% HFR AR mef AZE A 025 003125 | <O05125 | <003175 | <£003125 | £003125
:ﬁ &3 mef AR KA 4 0.125 0.0625 £0:031235 0125 0.0625
% HEK R e B et MOMEE R | <00312% | <0.03125 | £003125 | 2005128 | 2003125 | 003125
AR AR erm B mef AR B A =3 0.25 0125 £0.03125 1 025
PR H ATCC 19615 <003125 | <003125 | <0:03125 | <003125 | 003125 | <0.03125
IR FokRn g 2 40625 60625 £ 003125 0125 0125
B ATCC 29212 2003125 | 2003125 | 2003125 | <003125 | £0:03125
B hFEEE =32 32 32 4 32 >3
AGIFHE ATCC 25922 4 E2) 16 16 >37 16:
ASAFE NDM-1 %32 >3 #32 =3 >32 =32
AGIEE TIEM-1 1 32 8 16 32 16
ABAFE CTXM-14 o) 32 1 =) >32 32
BETHAEH ATCE19606 16 8 4 4 16 R
el 8 4 ) 4 3% g
BERCHE 32 8 4 2 16 8
§ IMP-4 >32 >132 =32 >3 >32 >32
:ﬁ ATCE 18031 4 8 2 4 4 4
“r KPC-2 232 32 532 532 532 5732
TEM-10 8 >32 32 3z >32 3
SHV-12 16 32 32 32 >32 >32
ATCE27853 32 =3 32 32 >32 552
HPAL01:1477 32 >32 232 32 >32 >32
Erythro >4 Azitliro 1 0.175 2 i 4 4 i}
BT E AR ATCC49247 05 4 2 2 4 4
[1216]  ZB2.
[1217]
kg BHAELRE | FSVM-100364 | FSM-100407 | FSM-100239 | FSM-100240 | FSM-100341 | FEM-100383
EHEH IR ATCC 29213 <043125 <(.03125 < 0.03125 £0.03125 <3125 | <0:03125
SEEFEET | MRSA-LSAT00 2 0:5 025 1 2 05
§ EFE#F K | MRSAIUSALO »32 33 #32 >32 >4 >32
;ﬁ $HEHHHE | emARED 32 >3 532 32 =32 33
" BFEH S | USAGN0, GISA 32 %33 42 =32 32 532
EZe S ATCC 49619 <0,03125 <P3125 £003125 <003125 < 003125 <0:03125
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[1218]

Ve & mefAKER <0.03125 2003125 £0.03125 < 0,03125 <0.03125 2003125
VES e AR 025 <0.03195 <0.0312% 025 £003125 | <0h3125
; i B # tet(M, 0] ) ) .
gy | O o rﬁ‘f;lM V| coosies | <opsizs | 2003125 | £003128 | <003135 | <003125
SRR
mrxatagy | B%’fj,“ AR 0.125 <0.03125 0.0625 0:125 025 <0.03125
i e
SRRE R ATCC19615 < (031725 <3125 L3125 003125 <{03125 <0.03125
A BT ek ks <0.03175 003125 <0.03125 025 <003125 | <003125
S ATCCa9913 < 003195 03125 | 2003125 2003125 <3125 <HA15
S WHEEE 32 16 16 3 532 > 32
EBAE ATCC 5928 16 16 i6 w33 %32 §
kBRI NDM-1 >33 »32 =32 532 $32 32
ABIE TEM:L >33 =33 i6 33 32 16
Fo i CTX-M-=14 >33 %32 532 533 32 532
E ATCC 19606 s 8 g 33 16 4
BE IR Bl e 4 8 4 32 14 8
R T REHhCE 8 8 2 16 32 8
3 -
= WE R A IMI-4 >32 »32 >32 532 >332 5372
4 . -
3 AR EE ATCC 10031 § 4 4 4 g 2
o — : :
B AEGHE KPC-2 33 32 32 533 32 32
Va & ) TEVETO 32 32 32 32 32 16
R EE SHV-12 »39 =32 +32 330 532 =38
ARAFE ATCE 27853 £33 3 =32 32 532 532
A HPAIOI-1477 533 = 55 533 ) )
g : Frythig >4,
S B i Y :
AT TAT Asithio ] 05 1 1 1 1 05
AT TR ATCC49247 ) 1 1 1 1 05
[1219]  Z£B3.
[1220]
v R E S L PSM- FSM: FSM- FSM- PSM- FSM- FSM-
bk £mm | Avithre | Solithro 11561 11563 100371 100389 | 100376 | 100386 100421
R PNIce N . ) e s I )
#] R 292 13 1 Q125 ¢:0625 0.66235. <003125 <03 125 < {3125 < 003125 00625
EEE .
AR [&;é{‘:;o 32 1 03 0,123 4 5 4 i@ 2
B
AR i?skiﬁ]@ >33 532 539 592 >33 233 3 >33 539
4 $
3_’—‘ 232 >332 232 32 372 532 32 =32 >332
g
e
]
- 32 532 532 532 232 532 533 232 3%
<0.03125 <6.03125 < 003125 < 003125 < 03125 < OO31ZE 4003125 < 003125 <0.03123
ffiff > A 028 <0.03125 ZOM3I2E 21003125 203125 < (03123 <0:03128 L0325 < 003125
Vf?{j;ﬁ% Ee;’ A;:g} 4 4125 hOH25 EALO3105 125 L OTT2N <O05125 (0625 0625
FRE B0
ooper | CEHIL Boof
jz’;% 1et(M0) L0018 <3125 2003125 £U03125 £0:03125 SO0IES 003125 <0:03125 LOVFI25
TE R
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[1221]

s
o erm- L
’Z;’ 4 mef A 537 W2 0125 213125 0.25 G.0623 025 .25 <043125
#E | gy
ﬁg% ‘f’;ﬁﬁi’ <0:03125 <0:03125 £003125 < 0:03125 <0:03123 < 0.03125 < 0:03125 < 003125 <0.03135
ﬁgigﬁ a:]‘fé; - 2 0.0625 0:0625 < 003125 00625 003125 003195 0.062% “0:03125
it
aA;;(;S 4 <0.03128 <0,03123 % 0031495 <00X125 <0,03135 003125 003125 <0:03123
LTk
:%‘*75 & »32 ki 48 i w3 54 e i 5
’;\ST;;S 4 32 i6 16 532 12 8 16 &%)
NDM=1 32 537 %32 32 Ecir) 537, 37 32 533
TEM-1 1 32 8 16 32 32 16 16 32
?gX'M' 532 530 3% 532 532 533 532 %32 32
‘f‘ ;;gg e 8 4 4 15 1§ 16 32 16
ji 5 = 8 4 2 4 =32 16 22 >32 15
Al
f &HC 32 8 & 2 32 32 16 32 32
ES
~ IMP-4 =32 =32 32 332 =32 32 232 =32 232
8 ——
ATCE
g{ 10051 4 % b 34 % 4 5 ) %
3
* KPC-2 >32 3% =32 =32 32 #32 32 >32 =AY
TEM-10 & 32 32 k> 32 37 32 =32 32
SHV-12 & 32 330 32 >4z 32 32 >32 >3%
f;;csi: > 32 >32 a2 32 533 332 32 =32 »32
L 10D
214?71&;101- = # o3 s e 553 552 53 o
Frythro
>4 N 0.125 2 2 4 s 1 1 3 1
Azithro:1
‘;4]7“49 0.5 4 b 2 2 1 1 4 2
[1222] £B4.
[1223]
B/ zithro Solithrp ‘SM- M-100426 | FSM-100423
] EEHY Azith Solithi FSM:100239 | FSM-100426 [ FSM-100423
BHEHEIEE ATCC 29213 1 0125 £0:03125 00625 0125
SHEH R MRSA: USA300 32 1 025 05 537
SFEHHRE MRSA: USAL00 >32 32 532 32 532
PHEE IR erm AEBA 32 32 32 32 >32
H | EFEFIRE USA600; GISA 52 82 >4 32 37
iy 7
o LR ATCC 49619 < 003125 < 003125 <0.03125 <{1:03125 <0.03125
e .
W A LR mef AKX AZY 025 003125 <0:03125 < 003125 <0.03125
e mef AR AA 4 0.125 <0:03125 <0:03123 <0.03125
HER IR E e B+ e(MO)YEB A < 003125 < 0.03125 £0.03125 < 0:03125 <0.03125
Vi a8 erm B+ mel AR E A 532 0.25 0:0625 £0.03125 0.0625
TRACHERE ATCC 19615 <003125 < 003125 003125 < {03125 <0:03125
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[1224]
BRIAER B FRIFRA N 2 0.0625 £0.03123 <.0,03125 <0.03125
BB ATCEC 29212 4 003125 £0,03125 < 0:03125 < 003125
EG R FHEEEE »32 32 16 8 >32
ABAFE ATCC 25922 4 32 16 32 32
KHFE NDM:=1 532 5132 232 32 532
AABAFR TEM-1 1 32 L6 >32 >32
K BB CTX-M-14 532 32 532 32 532
I FAFE ATCC 19606 16 8 8 16 32
B RHIE PSS 8 4 4 8 32
T ot » 8 2 32 5
é HETAITE VP-4 =32 *32 »32 >3 32
‘f{ AR AT HE ATCC 10031 4 8 4 8 16
* HEE G KPC2 532 32 532 30 =32
MR AGHE TEM=10 8 32 32 32 >32
AR A G R SHVA12 16 32 32 »32 =32
z%{?féffﬁ ATCC 27853 537 32 ) 532 g
RIATH HPATO1-1477 232 #42 232 237 32
Erythro >4, -Azithro1 0125 2 i 4 4
ATCCA9247 03 4 1 4 >
[1225]  ZB5.
[1226]
B BAXKEARE | FSMUI00431 | FSME100427 | FSM-100433. | FSM-100429 | TSM-100428 | FSM-100434
ax éj it ATCE 29213 4.125 <LU03125 05 0.125 <0.03125 0.25
& é;ﬁ/gé MRS A:TSA300 232 0.5 32 32 4 532
&F ?‘;7“?"7{ MRSA: 1ISA 100 »32 532 32 32 32 32
ﬁﬁé{g B o ARE R 32 »32 >32 32 32 »32
&k é;’? Ik USAROD, GISA »32 32 >32 532 >732 =32
:%1 WA ATCC 49619 <0:03125 <0:03125 003125 <0:03125 <0:03125. <0,03125
:2 FEREERE mef A EH A <0,03125 0103125 003125 003125 <0;03125 «0.03125
3:? R mef AR % %0.03125 < 003125 < 003125 0.0625 <0:03125 0125
giuey | T i;;;gmo) < 093125 <0.05128 003125 “0:03125 < (03125 <003125
pwagy | O0EB ;}‘gf A% 8 003125 2 53 00625 1
AR ATCC. 19615 <0:03125 <0.03125 <0.03125 <0:03125 <0.03125 <0:03125
TR FAIEAR <0.03125 <0:03125 <003125 < 003125 <0:03125 <0.03125
EpE ATCC 29212 < 003125 “0:03125 0.0625 <0.03125 <0:03125 £0.03125
kg RAEEEE 92 8 32 %32 >332 532
ABIFE ATCC 25922 532 32 »32 =32 32 »32
AR NDM:1 32 32 >32 > 32 >37 32
§ ABHE TEM:T »32 32 »32 >3 32 >32
:ﬁ KAFIFET CTX-M14 »32 »32 +32 >32 >3 32
" HE R GAE AT 19606 16 16 =32 37 16 16
R RIE Py 16 8 >3 32 i6 16
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[1227]

HE RIS EEmCE 8 16 %32 32 16 16
BEF R IMP-4 32 =32 32 332 330 »532
MR EFE ATCC 10031 32 4 530 32 16 32
AR ATTE KPC=2 >392 32 >3 >392 w32 >32
TrE R H TENM-10 532 32 =32 42 32 232
SHV=12 »32 232 > 32 3% > 32 32
ATCC 27853 532 532 »32 532 32 >32
>3 32 32 32 >32 >3
32 2 32 »32 2 %32
RIRGEAT | srccaonn 552 2 53 £ 32 4 -32
)
[1228] £B6.
[1229]

A E SR Ak Azithro Solithro | FSM-21535 | FSM-21508 | FSM-21828 | FBSM-100432
BHFERGFE ATCC 29213 i 0125 16 52 4 L
BHEF DR MRSA: USA300 32 I 32 52 s 42 535
EHETERE MRSA: USA100 >32 532 >3 »39 39 >32
PG H I erm AR AR 532 >33 >3 39 532 32
EHFEEFTHRE YUSAGUY; GISA: >32 32 5 =32 =32 »32

SR A ATCCA9619 <0:03125 | < 003125 | £003125 | <003125 | <0.03125 <.03125
% BEL AR wief AZL A 0.25 «0.03125 0.0625 <0:0312% 0.0625 6:125
:ﬁ SER AR e AL B 4 0:125 05 025 0:5 05
" BRI et B+ MOYRER | 003125 | «0.03125 | 003125 | <003125 | <D03125 <0,03125
T A B er B +mef A E A 32 0.25 8 8 32 2
BRI ATCE 196135 <003125 | <0.03125 | 2003125 | £003125 | 003125 <0.03125
RIRAERR B FRFE MG o} 0.0625 05 0:25 05 00625
BirkE ATCC29212 4 003125 | <003125 | <0.03125 1 0.125
B33 wHEEE »32 32 %32 32 >32 > 32
AAAFE ATCC25922 4 32 532 3% >37 32
o NDM:1 32 32 =30 =32 =32 >33
&G TENM-1 1 32 #32 >32 %32 532
KA CTX-M-14 %32 3% 32 530 39 537,
BRFBIE ATCC 19606 16 8 532 >33 > 39 537
HE R =] 8 4 >3 >32 »37 =32
BEFGIE FoCE 32 8 %32 32 372 =32
§, ES LS iy IME-4 532 32 %132 532 %32 537
':ﬁ BRI THE ATEC10031 4 8 4 8 15 32
* WERETHE KP(:2 =32 32 339 »32 =32 =32
HRAEEE TEM-10 8 37 32 32 32 537
BEE S SHV-12 16 32 532 32 =32 >3
BRIAEH ATCC 27853 32 »>32 532 %32 >32 32
LRI HPA101-1477 >3 32 =33 32 532 =32
FATMAEAFE | Brythro s4, Azithro-l 0:125 2 8 8 i6 8
AR AR ATCCA9247 05 4 4 4 16 8

[1230]

KRBT .
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[1231]
[k RS S£EN FSM-100563 | FSM-100566 | FSME-100551 | FSM-100573
EH G A AR MP12 ATCE29513 006 0:06 0.06 006
= ﬁéﬁiﬁg MP-549 USA300 0.125 0,125 0:125 0.06
SH é}iﬁ”’" B | yip-618 UNT-096 USK100 32 w64 #64 16
é\?@ijﬁi}j@ MP-620 UNT-146 ermA. A 16 >64 264 16
ﬁjﬁf’s’ilﬁg MP-619 UNT-120 GISA USAB00 16 64 64 16
TER R MB21 ATCC49619 <0.03 <0.03 <0.03 <0:03
H VB &S MP-6261INT-038 metA; <0.03 <003 <0.03 <003
% HERBEI B MP-627 UNT=039 miefA 003 0,03 “0.03 <0.03
:‘x B MIP-19 ATCCI9615 <0:03 <0.03 <003 <0:03
BRI MP-625 TINT-014 Fonuae <0.03 <0:03 006 <003
EmEE MP24 ATCC29212 <005 003 <0:0% <003
B EE UNTO39 Fovan 2 8 4 1
H R IFE MP-15 ATCC19606 8 16 4 Z
A G MP-14 ATCCT0031 8 8 8 2
SR MP:3 ATCE27R53 32 64 16 6
e MP-4 ATCE25922 16 32 8 8
KA ME-9 ATCC25922:101C 2 2 2 Z
AU E MP-=7 PAOI 64 564 32 32
LRRAH MP-8 PAOT ex 8 8 4 4
PHE BT MP-17 ATCCBAA977 0.06 G.06 0.06 0.06
‘ & ﬁﬂ%@j’*ﬁ MP-513 $T-228 obirm 6 64 64 16
i ABAFRH MPpsa1 s AR 16 32 16 16
d RABHF T MP532 I8 4. < cErm »6i »64 »64 64
Bk GE MP548 & 64 64 32 32
R A GAIE MP546 & A >64 64 >64 64
85 REATH MP577 1% a2 64 16 16
LIRS MP576 16k >64 64 >64 64
[1232] £BS.
[1233]
ke e BHGS FSM-100576 FSM-100593 | FSM-100597 | FSM-140132
EHFLH R ATCC29213 MP-12 0125 8.125 1 025
§ S EEHTEE BAA 977 iErm MP-17 0:125 0.125 1 028
:ﬁ BHEFGRE 1 e cErm MP-513 »32 &4 64 64
* SFEHERE | USA300 -msria) MP-549 0.25 0.25 2 0.5
A ATEC25922 NIP-4 32 4 64 16
# AR IC MD:9 2 05 4 2
5 ABHE R MP=541 32 8 32 32
:«2 AHEH 16 AR -cDrmB MP532 537 64 564 64
ML EBE ATCC 10031 MEP-14 4 I 8 4
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[1234]
CEL XA 16 A MP-548 33 16 s64 64
FER LT 54 ~MDR MP-546 »32 32 »64 =64
BRICAFRS ATOC27853 NP3 #32 32 64 564
BPA mex-oprM-#k iR MP:-§ 8 2 i6 8
e PAOL MP:T %32 32 >64 264
E LS ATCC 19606 MP-15 16 & 64 32
WERGIE %R~ AZTHR MP-577 532 8 564 32
R AP A = MDR MB-576 %32 564 =64 =64
[1235]  #KB9.
[1236]
o HA BASE | FSM-I00627 | FSMEL00633. | FSM=130216 | FSMC130217 | FSM-140133
EEFEFARE | ATCC29213 MP:12 0.06 Q:125 025 025 025
?ié SFE G HE | BAA YT iEm MP-17 (.06 0.125 025 825 025
ﬁ SEEH G | W hecEm MP:513 32 64 >64 564 64
* SHETTEE Ui‘:f‘gg : WP-549 9.125 0.125 0.5 025 05
RADIFE ATCC25922 MP4 16 8 32 2 16
APFE 10l€ MP-9 i 1 4 4 L
KBGIFE 198 MP=341 8 8 64 32 16
B e - eBrmB MP-532 64 64 =64 =64 >64
WRAEWE | ATCC 16031 MP=i4 2 2 4 g r
a | HMALETHE 15 5 MP-548 32 32 56 364 84
§ WX LEWBE | BAK -MDR MP-546 64 64 64 364 >64
m BRBAFE ATCC27853 MP:3 64 32 64 =64 64
BRI mex"“gm"%" MP-8 4 4 16 16 $
AArE PAOL MP-7 64 32 »h »64 64
W EFHFE | ATCC 19606 MP-15 8 4 16 16 8
HERBIFE | B -AZTK | mpis77 32 16 64 32 64
HEFTHE | KA -MDR MP-576 =64 64 64 564 64
[1237]  &B10.
[1238]
B W BWRET | FSM-140135 | FSM:22737 | FSM-22738 | FSM:=22739 | FSM-22740
fﬁéj A ATCC29213 MP-12 2 0.25 0.23 0.25 0.25
g}f £ ﬁéj%@%’ BAA 977 iErni MP-17 2 0.25 0:25 0:25 025
EE &R @;7 i 1 AR cFrm MPB-513 $64 564 €5 64 64
FHE ;7 2 UZI“;‘;;J - MP:549 ) 0.25 0.25 0.25 095
A ATCC25922 MP-4 >4 16 8 i6 16
) LBHE tolC MP-9 16 2 | 4 2
é ABAE 93 MP-541 =64 16 16 16 16
;ﬁ AL 15 JRo-cErmB MP-532 >64 64 >64 >64 >64
* B EEHE | ATCC 10051 MP:14 8 & 4 8 8
HHLEWE I A MP548 e 64 64 64 64
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[1239]
BHELEFHE | Wk ~MDR | MP-546 64 »64 64 >64 >64
AR ATCC27853 MP-3 364 64 64 =64 >64
-3 . .
gl mex: (}E:M 2 MP-3 3 16 8 16 16
Y o PAO1 MP:7 >64. 64 64 >64 >64
BERHBIE | ATCC 19606 MP-15 >4 16 8 16 16
WEFFHHH | Bk - AZTH MP=577 64 32 32 32 64
BEF 1R - MDR MP-576 564 64 564 64 64
[1240] £BI11.
[1241]
. - FSM- | FSM- | FSM- | FSM- | FSM- | FSM- | FSM- | FSM-
Ll s HRas 22741 | 22747 | 22745 | 23746 | 22747 | 2248 | 22749 | 22750
FEEED
&% *“g ak ATCC29213 MD:12 0125 05 05 0.25 0.25 025 2 4
S BAAOTT
FHREMAAE | BAAIT] MPLTT 0125 i 1 02% | 028 | 25 3 3
# iEom
o
i‘% B2 é;‘% * Vo F- ¢ Frm MP-513 64 64 364 w64 =64 64 >64 >64
\g 4 i ,_5/ D
3| | EHEH G| USAS00- MP-549 0:25 i 1 03 5 075 3 3
e 2 mSr{a} o - = ’
AHaFE | ATEC25922 MP-4 16 16 32 32 32 16 64 64
RGAFE ol€ MP9 4 2 4 4 4 4 8 564
AGIEE (7S MP-541 E%) 16 32 64 32 16 &4 >64
KPHFH % F-¢ErmB MP-532 64 »64 =64 64 >64 264 =64 >64
iy . ATCC
XA GHE 10031 MP-14 4 4 & 8 8 8 16 >64
K TR [H7 3 MP:548 64 64 64 364 64 64 >64 >64
A 1x .
HEAFOE ",‘;I'ﬁR' MP-546 64 >64 | »64 | 64 | 64 | 64 | =64 | >64
RIEAFE ATCC27853 MP-3 64 64 564 64 64 64 564 >64
i nex-oprii- , ;
gy | Ugh MP-8 8 8 16 16 16 6 16 64
ARIRATH PAO1 MP-7 564 64 64 | 64 >654 64 >64 564
,. ATCC
5 SN N P { 2 : ; 5 32 =6
BYE R 19606 MP=15 8 16 32 16 16 16 32 64
- .o S - AZT
g | mermra | R AT wes 2 2| e | s | 3 | 32 | se | e
W s
M| s e L NP5 S < S, % 5 o . 5
i HF AT E VDR MP:576 64 =64 64 64 54 64 64 64
h— = N [N NI =
[1242]  FEBI12E R T 5EHAE LML FIFSM-100426 FIMICEE - iZ B35 £ 9, FEFRIRE

B R R I AT =1 (EDFSM—1004 20 MEFR B4 AR 73) Z Ta) I A W PR i 2k ] ASR A AT 2%
(1AL o FSM=1004 211 I e e Bt 2 T A SC ATk I S e LS

[1243] Z%B12.
AT B AR Solifhro FSM:- 100426
- PHEEABRE ATCC 29213 0125 0.0625
[1244] ;f: BB AR MRSA: USA300 1 0.5
:’ff PHEEHHRE MRSA: USALG0 =32 >132
Ny erm AR B =3 >32
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[1245]

[1246]

EHEHAIRE USAG00, GISA >32 33
MR ATCC 49619 <0.03125 <0.03125
A K ARG mef AL H A <0.03125 <0.03125
KA mef AL B A 0.125 Z0.03125
AR ALK BT erm B+ tet{M,0) 4 F 2! <0.03125 <0.03125
A KA erm B + mef Az AL 025 < 0.03125
PRIFAER ATCC 19615 < 003125 <0.03125
BRASHE K ok IRA i 0.0625 <0.03125
ERE ATCC 29212 <0.03125 <0.03125
£ B wWAEEER 32 g
A ATCC 25922 32 32
B T i NDM-1 TS =%
A TEM-1 32 =32
AR CTX-M-14 >32 =39
#EKAAE ATCC 19606 8 16
#E R RS 3 8
it HE TG EEKRCE 8 2
= | HERDIFH VP-4 ) 3
ﬁ IR LG ATCC 10031 8 8
W T ARG R RPC-2 =3 532
KR GIE TEM-10 =32 >32
WK E1GE SHV-12 >3 =32
BRIRAFE ATCC 77853 =32 >3
ZRBRAT HPAI101-1477 >32 >32
AT BB Erythro >4, Agzithro 1 2 4
AR B ATCC49247 4 )

FNERBISE R RAE R ML AIFSM-10057 SHIMTCELHE  iZ B din R 1 , i T 255

= AR (A S8 SCHIR™ JE ) 2 41, 75 PR G PR IR I N = e (AR S e S 4%
FEFILY) Z A NI e BRAE T SR A AU

[1247]

[1248]

XB13.
P Bk Solithro FSM-100573
P MP-12 0.125 0.06
A EZ A AR B MRSA) MP-549 0.125 0.06
w B FE T HREMRSA) MP-618 UNT-096 >32 16
B | 2FEHEHHEMRSA) MP-620 UNT-146 >32 16
ﬁ BF EH IR BT (MRSA) MP-619 UNT-120 >32 16
# RZe 1 MP-21 20.015 <0.03
TEKBER T MP-626 UNT-038 <0.015 <0.03
Ve >3 i MP-627 UNT-039 <0.015 <0.03
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Vs L34
VaE 21
RIEAEAE B MP-19 <0.015 <0.03
ERAR AR MP-625 UNT-014 0.03 <0.03
RIRE MP-24 0.03 <0.03
L E UNT-039 8 1
AT BB
" AT B
= HE T MP-15 8 2
\5\ Yedx e MP-14 7 2
e RAE MP-3 =32 16
ABHE MP-4 16 8
[1249]
RABIF BT MP-9 4 2
BRBATH MP-7 =32 32
R E MP-§ 8 4
= kT MP=17 0.125 0.06
B FE 7] B (MRSA) MP-513 =32 16
§§ AR MP541 16 16
% KB B MP532 >32 64
BE MP548 32 32
ARG MP546 =32 64
WF RHE MR577 32 16
465 T H MP576 30 64

[1250]  FAt sty 5

(12511 FERURIER b Sl il 7 AN MPTR” AT LR R — AN E e T4, BR AR
B A B BT SCAT B BRAIE A o BUR R B I 5 o AR — 4L — DB AR 2 )
LR B R BN ATAE N B e 07 SRR R 4 8 7w BUNEN — A 2 T AN e
AT (AL 7 B AR B i A5 R s SCER D SR BRI 8 o AR R L P A7 £ L B P B
B ARG 27 fBONER I U AR SEHE 5 30 AN e B AR e A7 AR R
B H e T ORI 45 5 77 i BUTVAIN 2 T AN BOIT AT IR R 1 St 7 3

[1252] 5341, A WA P A A2 A AL A0 e, JLb ok B — THBR 22 TR B RPN 2R 11—
B AR B  TTE L U PEARTE B 51N B 55— BB 2R b Bl , e T3
B ESR AR B ER AT DA A2 Ui DA A 45 A8 T A R ik SO R A — e U]
ZORT IR — A AN IR B - Hon s LFIR 2 IR, B, 48 5 Ak b, Ao B
NI T ITREREAD T, I BAE— o s #H ] UL BR 25 o B 3, S8, AR B BOAR
R B 7 AR 5 e ORI/ R E AN, A A B B i B 1 7 T P B AR SR e U SN %o R
AN/ BURF ALK, Btk E o LA ple o T R4k B B0, AR St 5 sRAEAR SCrp ey AR A
DA A o G VR T, AR AR AT G, OF B R R I e e R B R
25 VGRS, ARG 1 28 0o 5340, BRAlE 53 MR B R R SOA T BAE H B T AU AR 57
Y ER A, 200 DA L AL T DA AE AR IR B B A [R) S5 It 73 2K P A AR AR B AR B B P ik vl Y
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(K7, 2 R R L/ L08R AL, Bl BT SO B AR SR R

(12531 AKEAPE J 2 e AU A L MR 2 0 T SCE A & R, B Ay B9 9F AR
MANENZZE AR TN S 2 SRS A UL A5 Z 10 PR, DAAS UL I A5 8 1R S5 41, ¥ A B
AT BORNE ) A I AT — LA S it 7 50Rs I b R A — 0B 2 THUBUR 225K 4 IR Ny %
KT AN AR A GUREAN R EI , Fr A e AT 25 R] AAEAS SOR B g 8] W ) 1 00
WEHERR o A K B AR — BAR ST AT AR AEAE — BRI R b, AR 5 5 AT
AR R

[1254]  AGUREARN ZAEHIH L 56 T BOk B IR BB W i 2 5 A SOk 1 B Ak s2 i
T3 AV 22 S8R 7 58 o AR SCRIT I (¥ AR S it 5 21 i AN B S 4 Ut B 3 PR 11, i A2 it B Y 119
RO EER I B o A U AN SR R A, w] LA U B 5 ) 8 R A8 Az it , R AT B AR
Y FRAS ARV S L BSUR B SR A T sE S
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