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3. ANBURIER 1B AE — PR M A B RAL &1, o) LU R AR 24 57 B Rl 332 ) AR 2 1k

2 FH &k
4. F B ESR T EAE — T M S A2 B AL & W) B 245 F s AR D i P il o (9 B e
ZMHEY).

5. MR RAM A G, KPR B R EMEHA S HEEL R
0.01~99.99% , HAR N W] 4552 1 Ak

6. WIAUFIEL R 1 82T — BTk (0 842 e Ak & 24 FH 3 B LA i M iRy B A & e
il 2% 1 AR s 25 9 A 1 B

7. UTRUR) SR 1824 — BT I 1) A2 e Ak & 0 ) 1) 4 07 v, LR IEE T, & DL R 2B
.

IR, RIS BB 0 A i : LL10- 5 AR R 2 TR F R, 75586 CT7,
CLOML ¥R B AT I R 1 I BRI R A, P50 Jo A C L3 A7 2 Ak , N— (R k) 480 280 A e ST AR e
P FINCLAN BIY B FR 0L, 7EN N —# Bk KM /E T R TR L, 14-FR R BR 4544 , 5
Ji 8 CBS I J5 V2 A7 A e B M RT3 S5 C 1 3 i S g k) B P F s , 49 B e 48 (M BEAZ 0 4 5

A UR2 , T PRIER o R % 5T AR 1 A B : SR H L BERR G J5 Gk R R AR, U T R A
A9 AL B Boc AR 3P 11 £ B R R I 5 AN 7] B9 U 23 73 55 (Sw) —0 T 226 P Rl It e 46 & » A= A
XoF N2 (1) 485 F A A0 s Boe SR 11 £ B R 1 RN e Ak & D 7 8 36 00 4 N 34T ke , R4 TR
KA, 15 21 B B TR e R A 12 R (AR AR G R R R e e SRR E T R 51,10 - (2 H
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A ) G R A3 IR OR AR R R AR A IO 5 AR BRI AL B P (R B AR TR I B S AT
AR, B 5 G A S A 15 21 B 2 1 o G R (R 4 5

IR EAL B BEAL AR 23 5 T o0 PRREME e B 0B 1 A4 84T BR A SR BE, AR ) = ) 48 TR
AR G 2 (Ve (R AP S 15 B B 28 B SRAZ S AT AR

8 . UBURIEE R T AL fe AL S W 1l 46 7 v, HORFIEAE T

YR, FTR G CT , CLONE F2 FE AT BUAR L AR -

D 4Rs, RaNCHOT , BT K (1) ) 8« Sl 7 DY Wk e B — 50 R e AR i 771, =R 300 °C i)
ZME T S MERE AR BRI VR R, 55500 B 2R I S s I, 2B 0] FR 2R B R I 5 7555 4% 3 7
87, A2 B F i

©4R3,R1H0C00CHs , 0CON (CHa) 285 5 Fr i K B S B = FEBRRME 2620 T 5 DU S0 IR A 9 i 741
FIRE-TOCHIREE N, 5 AN IS T R

3 4R3, RiNOCOSCHs I, Brish A2 1 5 B = DU SR IR A ¥ 7R 264 1, IR T, SN,N -
B HE IR (CDT) HEAT SN » 2B B P2 ) 55 B B g A T B s B 5

IR, BT IR I8 3 CBS I Ji v %5 C1 3L i ¢ AT S A B v 0 R 1) BARD BN - iR
Z-T0°CHIRE T, To/K VU S0 5 S e BUEE R AR R A, (R) —2— FF e il e A
JotEAR T, e E A SR 25 AT, TR CL 3 W Bk i 37 A e 438 4 () 348 J5 9 C13a—0H 5

A IR2H, BT IR AN [ 1R HIOARE Sy « 2K FR I, b e BRI, S G 5 BTk 43 2810 1 i B o ) 4
RS AT RS BT B 1) e BRI FERRAE 264, DU SRR - — &0 F e B S E N
WA, BIRZE-T0°CHIRE T , 5 AE R B ST SO 5 BT 1 4 A S A0 I B A2 DL AR s B A
AACEE AT, 8 R SO R 1 25 1 T IN SR, TR DU SRR IR B0 &0 FF o S 4 R
17

9. UBURIEE R8I AL b FAL A W) il 4 5 1 HAFAEAE T

IR, R G T-C7, CLOfT R B AT B RS 47

D4R3, RACH00F , UL S H e/ E i 771, B N0°C 5 BT ids i =751 9 CHaMgBr

©4R3,R4H0CO0CHs , OCON (CHs) 2 , Bl M SF A1 7S H 3 e B S SR AR 9, it B AR
#%-40°C , Frik k& A CH30C0C1, (CHs) sNCOCI ;

@ 24Rs3, RaNOCOSCoHs T , AT At B S C2oH50SH 5

IR, BT IR I8 3 CBS I Jif v %5 C1 3L i ¢ AT S B vk I8 R 1y AR D 3R vp R TE
FEMFAT , LLICK ISR 7

PR, BT 6t 15 B 1 2 B b R A b () G SR AT BUAR IS BT B ) OB 5 BAS R 2 A
TR LA B, VY SR A 9 55, i B 9 -40°C , Birik i & A CHaCOC 1, CH30C0C1 5 (CHa)
oNCOC1 5 Fr iR flE A &k S B, 2 LA AL AR A A7), 20ps i I 2644 R IDNES, TEBEVE TR
kT .
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K RENEY

BRARGu:
[0001] A W& T 25 WAk 22 Uk, 0 B — RogT O 25 AL &40 e I e — R A2 e 64k
=,

EREA:
[0002] £AZEiPaclitaxel (PTX) , 45N F 2.
0 AcO 0 OH
NH O ‘
ol TS0
[0003] OH HO O OYO
0*@

Y.
[0004] EHKEEEZ19T1ENLGA B Y Taxus brevifoliaf W A & LR —Fhpi e
VYD, B SRR B LS, X 2 R ERE A B DI 20 R ASRE H BRI IR R R A2
I ER R B 5 2, T RSBV TR 22, W S T 3R A 4 0% B R i Chremophor ELFITZ,
i (1: 1EG D FTR -SSR, R 7 R AZEE 3 7], 3% 44 N Taxol BiPaxene.
[0005]  “ESAZREAE IS PR A B N AT 1 Jo L S 1 R 1y, RV ikt , (R 52 31 1 AR 2 [
FHIHI2): (D SR YA G0 IE 5 A0 i) 2 8 1E H L 57 &= FR 2k, DL i B il
(R E R B A KR TFIRIT) , ok im i w5 2E ; (2) £EREChremophor ELII M, B
TSR P T < 12 B R o e B JBR P e i IMILRE 5 R R f 2 B A DA S SR AZ BE 245 4R 80 T 41
Zfk[ten Tije AJ,et al,Clin Pharmacokinet42,655-685,2003;H.Gelderblom,et al,
Fur.J.Cancer37 (13) ,1590-1598,2001 ;van Zuylen L,et al,Invest New Drugsl9,125-
141,2001;R.B.Weiss,et al,J.Clin.Oncol.8(7),1263-1268,1990]; (3) K24 F51
Z AN 251
[0006] Dy [ Mk bd i) R, ] N A AR 22 2 N ZG DRI B ) oA, BT R SRAS BT 24, B ik
BRI, SP-gpiM b G FHZ S5 0 TR 7 H A 08 &R ABHR R B i 12k
MG BB KA SR mie T R IR IR R E R
[0007] 5 T~ VR ERAZ e AT AR MR 7 B BRI b & 3, RN B B o 1 e A e 8
MARZS _F A 3X AL G W KV 11 22 , B VR o S n] 0, AT 4 vy e D IRAE M R S, ek /b 5
BIVE FH B i 24 2805 B i Bk S 25 25 A0 v D Bl 25 1 50, BE % 38 50 Bh s 7 SR AN R
87 [ ) B A% A 245 20, 38 5 AR PR N 52 12k
[0008]  Jf 5735 A IS TR AZ B b2 X 3k ) 45 M el , C7, C9 , CLOA P B 3225 A0 3ok v 2
[P EZ A AN K, AH 1 P-gp &R I 45 A 00 55 e AR B 28 K/ M VR TR iRE 1 &5
i) 5 P—gp i [ 1R 513 A3 1, o3 e 5K [A] (1) st 2 e IR P—-g pid 3k 51 S 1) 22 245 245 14k , i
P I A 0] P A 5 ) A
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[0009]  14B-¥23EERZ=TTT (14B-0H-DAB) (=040 F) & MT.wallichiana Zucc.
HO. O OH

[0010]

00111 f%t it FR R EUE — MR IR B e KT B, H B A B KRS, F 2R H T1E
HCIAAML5IN T —ANF25E, itk 1 14B-0H-DABTA AT A H SR AL & 04 I A BE e 42 vy L /K VA
P, 3 0 IR R EE [Appendino,G.et al,J.Chem.Soc.,Perkins Trans,1,2925-
2929,1992] . 4TI, A K IH NEUI T 14B-0H-DABRT A I 5T , I & K I — R

CRAEVI R R B G 9B SL i &5 AU, K KT & i — RVIEG AL, 14-
carbonate baccatin TTTHIEEERATAEY, S A E AL, %F 2 BN g 40 ik A 7om
(R AR R B AR s 1, A R B e R AR X T L e AR B PRMCF 7 () 47 47 248 i 2 6 e o
B ORFE T HAMMOE 1, A L L A0 T A BOR B A M 254 s R NI 4 &5 i i i 2 . 2%
Caco—2 5. J22 2 B ASE A Tl aX S8 A2 St RAT AR W Ak IR B e ia A5 O, IS 36 248 SRR AT TRT LA
B BNKZ BOX RATEYME T A BRI &, £ 1 IRAEDRFH EE_E#E R R B3 & - PRt
XFKEHL, 14-carbonate baccatin TTTEMMIEAZ AT EDERFFE 2 5R T 405k
Vi Rl b AR IR R EAS B TR R B3

RAAE
[0012]  AKBAP Je— A2 e A &1, BAT 4o Tl T 4544 -

[0013]

[0014]  z{# :Ri~-CORs,—COORs , ~CONR7aR7p 3

[0015]  RoNC1-CEkEke , C1-CoMike , AR SE , Ze bR, 75 A IR B HUAR 5 7 B8 5
[0016]  R3>N—O0Rs,—~0COORs, ~0COSRs , ~OCONR7R7b 5

[0017]  R42N—ORs,—0COORs , ~0COSRs , ~OCONR7.R75 , H,—OH ;

[0018]  H: AR ACI-COKENE , C1-COM LR, C1-CORLIE , AR AR FE B Z4 3R s Rra
[0019]  Re W&, &I, BURIESE B 2438

[0020]  fRRIEM,

[0021]  R1JEH A F AL, SUT B0 N, N — I R FE 2
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e [
[0022)  R2EFHFRIE, | /l\

[0023]  R3i%k HMeO,0CO0CHs, 0CON (CHs) 2,0C0SCzHs ;
[0024] R4k HMe0, 0CO0CHs, 0CON (CHs) 2, 0COSC2Hs , H, OH.

[0025]  BEARIEM) , AR B R EE R G BT JUF-
[0026]

e 4TR BTFR

PCMI-01 877 C46H55NO 4 koji
NH O
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[0027]

PCMI-02 881 C4sHs5:NOg5

PCMI-03 848 C44Hs52N»Oy5

PCMI-04 878 C45H54N2016

PCMI-05 857 C44Hs56NO 6

PCMI-06 863 C45H53NOq 6

PCMI-07 847 C45Hs53NO 5

11



5/49 T

CN 104650109 B W BA H
[0028]
PCMI-08 934 CsgHssN->Oy7
PCMI-09 935 C47H57N3017
PCMI-10 914 Cs6H2N-O17
PCMI-11 905 Cs6Hs5N3016
PCMI-12 921 C47H55NOq g

12



CN 104650109 B i‘;ﬁ HH :F; 6/49 T
[0029]

PCMI-13 951 C.sHs7NO15S

PCMI-14 934 CasHssN,O17

PCMI-15 935 CarHs7 N3O

PCMI-16 914 CacHeaN,017 j’\ _

(8]
PCMI-17 921 C47H55NO 5 )j\ >
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[0030]

PCMI-18 922 C46HsaN201g

PCMI-19 892 C45H52N-O17 JLO/

PCMI-20 901 CusHsoNO g
0 o)Lo/

PCMI-21 951 CausHs:NO;-S L
s

[0031] & B 3 (D {6 & Ik G35 AR Le4k & WIAH IS BT S A8 A1 20R 3 4 4 TR
EEUN W

[0032] A AR 2K (D A& P8 ] DU IR AE 257 bl 3252 i AR R R X 25 A
[0033] A EARI A (D A &t il LAV S k&40 BB A7 A, PR itL , 1K 63 774k
Py R G MEFEAEA KWL G Z N -

[0034] A WIE4R A& A an b e =X (D A4, s 24 FH 38 5O VE A e s
IR RAEAN TR R

[0035] DA B2 A i W ok ) SR A2 e AL & 1 L L 24 L 3 s 7R A P LA D M ke 7 ) 2
EADAE I T IR 2540 B R
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[0036] AR BRI 2 &V & A HIA K TR B4 S e A &P i E & 0. 01~
99.99%, HoARx AW AT $2 52 B SR - 25 WA & Wy DL & 245 FH IR i 5508 XA A2 25 IR 1700
J 70 T ) SR 7] AL 751 S B 7 7R VR R T S R R R A R R i R N
o, Bradk |y 7R REA P 700 A 701 Vs A 7R BRG]« T I e 20 7] D el s 5]
BB FE RS FET s iR B 70N R TR B 5

[0037] AL WIHI 2L -E 1, AR R, B0 b & H B R & YA B0E N0 . 1~
1000mg , Ffr i 5 71 458 1) 52 , B — IR A7, v AR B s I S ) B, 9 RT 48 B IR FH 77
&, WERHK A I 100mg o

[0038] Ak BH IR 2 4H G WA i 4 BSOS 751 710 BT 23 HOkn 7 e 3 | R 3 7] L AR TR AN ACE
TE 2R [ 4 B~ ] 4 245 47 st SRS, ] A P 2] A 8 o A8 ) 0 Tl A 2 A 0 32 Dy e L R 86 )
VR 7R  BGV 7) T TR 70 R ) R 7R T K R A e ) — el 22 A o, BRSO B o
FER IR, PEB A R 58 5~ T 0% FORE AT 14 8 53 o 16 L P (3] 4 0 s A0 F55 o I 5 s T
B TE A0k  RENE UM L SRS VRIS e IR H R AT 4R 3R VR P R 4T 4 20 AR s
FIRT RS o I T EATT 5 T4 24, 17l b 701 i 28 7510 60 5 0 S8 AR e A ) 18 10 O 4 1 31
[0039] A< B P LA it ) L 55 VA~ B VR L 19, A T8 P T 24 245 1) 3 B3 1) 570 v A7k
BRI BRI O 20, W L EEE T, pHAE AL i A ) A2 B SR o YR S 751 PT o kA
RO RIS HVEROT 2 o ATl RS Y B VA R LE K R, BRI GE B )
IR 7] i 5 7RG A 771 , A st 28 10 IR K IV o P AR AR A FR) 375 P RS 2 2 HCPE KRG 2 420 Joid dam 2R AR
HE B H AR 28 R R 40 4 2 BRI H B O 8 ) ] 48 08 T IR 7K &
[0040] Nyt 5T 25 24 R 3 — , K b ik 245 ) o 7R G ) s ) A T 2O AR A R
il 7RI 0 B A T SR & TR B — SR B B B A, B B B AR BT R ) VR
I7 R B T B 1 TIUE B RS MR 23 o MR B T ST B e T 2, o ) L i e ke
FE/NE BN R 7] B AR B ) ORI R 7

[0041]  EARFFIE BALIE A b BT S VR B ) AT A AR A, AH — RO 488 T 128 360 8 1 1)
ST, WA E 1~ 1000mg 7 Bl A

[0042] AR A 20 (D W& PR & Y FIAE TR 25 Wi , 25 24 50 & mT il o6 s A\ B 7 22 ViR
PR 1E Tk & YA T AR .

[0043] A Bk — B SR B A A B ERAZ B AL S WD il 26 7V

[0044] 7z I 1 1 46 77 7, DA 10~ R - 25 11T (10-DAB) Ay 50, 72 08 B I 3 43 19
C7,ClOf F2 F AT ai B it i e b b, Sk J il i S A C13 47 #2 K ,N- (sulfonyl)
oxaziridinesm FESLAGEFENERT 51 NCLAGLBR BRI FREE , 76N, N~k ki (CDD #9AF A
FIEALL, 14-carbonate&h 4, ¢ Jo 1 i CBSI Ji v vy FE 7 ARG B (143 JEE C 1 3 ik 228 g a sy
M F2 2, 15 B B A BIAZ 47

[0045]  FoJo PR M I R SR AN B W AR () & B, &80 7 — R AN B ORA AL, 4 &, BR K
file, RS G 5 MEAC A 5 S N R A 2 T4

[0046]  iridh Ji5 ) BEAZ R 3 P55 TL e AR ST M ot R S M B i A4 R AT B A 0 2, 80 R /K il
AR A il — R Y& 41, 14-carbonate baccatin ITIHJSEAEERATEY).

[0047] A&, A K BH ) il £ 7 L dE a0 T AP IR

[0048]  JBUR1, BAZKE R EIAL IR A K : LA10-E£ SR R =TT TR AR JERE, B 585

15
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C7,ClOfr 2 AT e 5 M B AR e R 47, B 2B A CL3 2 2 ,N- (sulfonyl)
oxaziridinesps B ARG B SEAL 51 NCLALI BRI A ¥R L, 7EN, N — ik 3L KM (CDD HIAE
H NI, 14-carbonate&5#) , B Jo i ik CBSIA JR v 5y BB S AR 358 336 M 1) 38 T C 1 3 ik 3 Aya
PRI R FR I, 159 31 e 2 1 BEAZ R 47

[0049] 2D UR2, FyC IR TRME B R N BE T AR A A - SR H A BERR 6 J5 G "R BR3P, BT 2%
B Boc ) RIAE iBoc AR I 1K £ BE R "R I 5 A [R] (1) AR 43 31 55 (Sp) BT 258 MV Jik Tt e
Y fr A2 BR[04 Ak B0 o Boc AR 37 1 £ B R S TG AU e Ak & D (E A 2R 1 4 1 33047
TN > TR IK A » 75 31 28 2 1 PP v [B) 4, 12 v (8] 78 X6 FR 2R R ILL e 3 (PPTS) {4k A
FATFEL, U - CH A D) o H A R R A R e 4 A I b, AR I B P I B R &
A BRI ATIUR, &5 & A S5 B S A 0 oo BE TR D IR A -

o o} o
HLOH BnBr, DBU H'LOB _ Boc,0 _ HLOB
CH;CN " DMAP, CH,CI, n

OH OH OBoc

o o ? LHMDS
MgSO
+ S- 9504y, SH._ A~
Rz)I\H )/ NH, CH,Cl, X N R, | 70T

Y

2
NH, O S.
A~ HCVEtOH 7< NH O
R Y ~0Bn -~ 2
OH R Y T0Bn
OBoc
~o
0/
[0050] PPTS | ,(j/L
o
R, a. R,COCIR,0COCY Ry

o RuRpNCOCI R,. 5
HN ‘,4 LHMDS, -40°C, THF N ‘”q

H zl Pd(OH),

R, J°
1 o}
N,Su I«
o]

OH

5

[0051]  SDYRS, SAZ e IS B 70 15 L e A 0 e e 2 (0 B i AR AT R A0 S I, 28 BT 740
LMK i 25 MV BE OR3P 2415 B B 2R (K R AZ e S—ATE W)

[0052]  Hrh,

[0053] 2GR 1H i X F-CT, CLOAF2 L AT BRI LR

16
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[0054] (D 4R3,RaA-OReHT , BT B 1) [ 87 « Sl 75 DY Sk i B — &0 F e /R R 7l &= R 210
CHIZAETS  ieme /AR AE R, 506 R 2R R R S S 7, A= Bk Y A A I 16 5 P54 2k
T A2 BSFR LI 6 3 Tk —ORe 5

[0055]  (24R3,R19—0COORe , "OCONR7R7uIN] , B8 A T S = RN 2544, DU R R A
WA, B E-T0CHITLE R, 55 AN 1 Bt S AT ) 8 5

[0056] (D 4Rs3,RaA—-COSReHT , BT F2 19 S B « DU SRR AE i AU 2644, K, 5N,
N 2L KM (CDD BEAT SBE, AR B 7= -5 ot B R A7 HUA R R B

[0057]  JDBR1H, @ It CBSI J5 2 0 C1 34, il i 2 BE AT SE AR R 1 ik J ) RO D IR R =
E-T0°CHIIRE T , Jo/K YRR - = & e sl B A i A1), (R —2-FF M a4
AEALF IGEAE R BRI 2644 T, AP CL3—oxo AR IE B34 5 C13a—0H;;

[0058]1 B2k, Bk AN [A] At BUAC S G045 - C1-CO MR , C1-COHUA IR J i , 75 & I , BUAR T
B, 77 A4 5 BT i % 73 21 11 31 22 A [a) A b 1 2 R AT AR BT b B I I S 9 ZE Bl 1 2% A4
T, PSRN . & e El —E S IME N, SR AE-T0CHREE T, S BE AT R
N7 5 BT P AR A0 A s I A DA ik B S SR A A AR5, o S B R I 25 1 R I NSV, 78
Pt | DU Sk g Bl — S e S VR R AT

[0059]  fRI%EM,

[0060] BRI, k% T-C7, CLOST F2 3 AT BUAR L o .

[0061] (D *4Rs,RaAN-OReI , L1k = G e A ¥ ), iR BEN0°C , Fr i g 2l 55 6 4
ReMgBr;

[0062]  (@4R3,R4H~0CO0Rs , ~OCONR7aR7uH , Bl P S5 AP 08 /s B 3 — ik L R JE A4 i,
TR E-40°C , iR B S H5R60COCT , R7aR76NCOCT 5

[0063]  (®4R3,Ra—COSRe} , FT ik it % £ F%R6SH ;

[0064]  JDIR1H, BT iA d Ixk CBS I 52 X6 C1 3L Il 5 2 BE AT ST ARG 38 1k i Ji i RO D
IR TE IR A2 T , AIC/K DU Sk 1 9 571 5

[0065] B2, i i it 45 31 At 25 B e R AR P U SR 3R AT BRI BT 8 B I T, P e BA S
FH e R L AR AR, DY SR M R DV 7 B AR e -40°C , B8 I & BL FEReCOC
R60COC1 , R7aR76NCOCT 5 FIridk AU AN S BT, 103 LA S S AL AR E AL 77, 20ps i I 2644 T A
AR MR P AT

[0066] AUk BRI AZ e 2R W B A 10 BT e v 1 5 DA i aeh S 36 0090 158 IR A B 1)
A RUR

[0067] 1 {5 N e 4 A Ak a3t 4 7 441 g 2 A X s

[0068]  DLERAZEE N PFHMEXS HEZG , K FHMTTiE#%21X 251, 14-carbonate baccatin I11454%
TR AE T 16/ s A O Ak CELFEMCE-7 , MDA-MB—436 3L [l 41 i ; A549 , NCT-HA60E /|N 21 Ffa fif
g s A2780 5P B9 s A375, B16SE 12598 ; HCT 116, HT-2945 178 s He 1a = #J8 s HL-60, K562 4 Ifil
I3 ; LNCaP, Dul45 7 21l it s LN-18 , BGC—-823 i Ji) 1E LMK IR ¥y G 7E 4] 22, e 45 SR L3R
1,

[0069]  FR1A I B EAZBESAA PR 1645 41 B AR 1 35 5 40 1) 26

17
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[0070]
WREH 1 uM IR 2
5% A2780  HeLa  MCF-7  NCI-H460 A375 HT29  HL60 DU145
BPE (FE GUR dEbMR GRGBE (Bl (AR GTRR
) ) T fiti i) i) T T

B 96.68  101.04 9420 87.48 96.22 88.36  96.80 90.62
PCMI-01  96.72  100.54  96.00 87.94 90.80  89.41  96.57 87.76
PCMI-02  94.69 9820  93.54 82.25 89.84 8898  95.90 84.71
PCMI-03  95.13 9936  95.27 85.31 88.56 8847  95.69 84.96
PCMI-04  94.65 9828  100.73 81.84 82.17 8828 958l 83.87
PCMI-05 94.59 9945  84.86 81.98 8790  87.93  97.17 83.88
PCMI-06  96.00  99.89  86.26 84.68 9440 8733  97.66 89.14
PCMI-07  95.02  100.10  87.12 82.65 9254  86.58  97.46 86.78
PCMI-08 9250 9727  81.28 85.19 9285  81.67  96.85 86.73
PCMI-09 9563 101.39  89.77 85.82 96.93 87.84  98.52 90.26
PCMI-10 9498  99.86  85.90 81.01 94.18 8621  97.49 87.98
PCMI-11 9458 9959  82.38 82.16 9237 8591  97.89 87.16
PCMI-12 9433 10043  81.75 82.32 9197 8544  97.19 86.65
PCMI-13 9586 10048  84.68 86.23 93.14 8738  97.53 90.66
PCMI-14 9423 9988 8845 86.94 95.31 8726  97.45 89.78
PCMI-15 9573  101.19  95.53 86.03 9786  88.67  97.83 90.76
PCMI-16  96.12  101.60  97.22 87.23 9629  89.19  97.8I 91.41
PCMI-17  96.60  100.94  93.12 89.16 9489 8849  97.34 90.68
PCMI-18  95.69  98.75  96.23 88.59 95.06 8523  97.85 89.68
PCMI-19 9424 9956  89.65 87.35 95.16 8723  96.89 89.97
PCMI-20 9551  100.57  85.40 86.79 9338 8725  96.92 88.62

[0071]
PCMI-21 9640  99.54  88.69 85.51 96.65  87.65  96.52 90.58
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[0072]
WREEH 1 uM IR Am a2

&Y  MDA-MB LN-18 BGC-823 A549 B16 HCT K562  LNCaP

-436 (HE) (HE dedbdl (GEe 116 (AIE) (AT R

(FLIRIE) W) ) (A5 2

FEIRE 83.09 94.49 92.52 81.59 84.05 7036 96.62 87.10
PCMI-01 81.46 92.82 93.10 6690  78.06  59.69 92.85 80.67
PCMI-02 82.62 96.58 94.22 79.59 84.07  66.36 94.67 83.65
PCMI-03 80.12 95.35 92.32 68.57 7823 5831 93.56 82.64
PCMI-04 79.43 91.80 89.83 6626 7324  55.04 91.52 79.19
PCMI-05 74.46 93.26 90.89 67.81 7149  58.72 91.36 81.59
PCMI-06 77.82 94.58 93.63 75.52 80.65  67.08 93.35 83.63
PCMI-07 80.47 96.12 94.14 74.89 78.60  68.85 94.01 84.87
PCMI-08 65.68 87.69 80.81 68.13 70.64  58.70 90.79 84.32
PCMI-09 81.34 94.98 94.88 75.80 81.71  65.46 92.60 86.16
PCMI-10 77.27 93.66 91.21 70.51 7143 65.57 90.63 85.87
PCMI-11 78.96 92.88 90.64 72.34 7256  64.32 92.13 86.45
PCMI-12 81.41 93.44 93.01 7359 7591  66.56 91.22 86.32
PCMI-13 81.03 93.83 94.04 77.11 81.23  68.45 94.25 86.33
PCMI-14 80.24 93.45 95.78 76.18 80.33  65.45 92.69 85.32
PCMI-15 81.99 95.71 94.98 74.60 80.75  68.33 93.24 86.66
PCMI-16 81.23 95.24 95.28 74.65 83.06  67.09 94.95 86.77
PCMI-17 85.08 95.94 95.12 80.34 8231  69.56 96.53 86.69
PCMI-18 82.34 94.65 94.32 78.68 8125 6832 94.52 84.56
PCMI-19 83.58 93.87 93.27 80.24 83.65  67.28 92.68 87.25
PCMI-20 81.08 94.30 94.95 80.39 81.60  68.59 93.78 85.96
PCMI-21 83.09 94.74 93.26 7488 7581  70.09 94.95 87.38

[0073] WL EMEVEU R B X S AT AV N R 2 B A sk b R BA S
P06 8 24 O P i P A 24 4 5 B o ) A P B 1 5 £EAB 49, B-163K 1 1 Je 40 LR £ FR) 37
Mg AR T FH A XS 2590 o S 56 45 SRR W A I P R ) S SR G AZ Be i £ AT R G B 41 ) e

19



CN 104650109 B ﬁ'ﬁ HH :F; 13/49 71

A T

[0074] 3@ i b 38 3 07 O M PP A B, BATTRT 0 B & B X R AN R e fT B A
e, Z JRIRATT G5 13X R 5N & RS 7L R g 4R PRMCF =7 (8 TCsofi » LA S AZ B 9 B A5
MWy, ML S E R SUCIAL S, BRI B 1% P2 S 25 WD B g 4 I (A B 18] D9 727N
DA~ RS R (1Cs0) Fom N T BME £ bt 22 I3, SL30 A8 R 2fs -

[0075]  R2A I S AZ e RN 5 W% FL Ao A B PRMCE -7 [ TCaofHL

[0076]

&=y MCE-7 (ICsp, nM) {54 MCEF-7 (ICsg, nM)
B 7.05+0.12 PCMI-11 4.25+0.06
PCMI-01 2.10+0.08 PCMI-12 3.24+0.04
PCMI-02 6.93+0.12 PCMI-13 3.89+0.12
PCMI-03 2.89+0.10 PCMI-14 15.40+0.16
PCMI-04 3.40+0.14 PCMI-15 18.21+0.24
PCMI-05 4.04+0.18 PCMI-16 21.17+0.21
PCMI-06 16.24+0.08 PCMI-17 3.84+0.08
PCMI-07 4.49+0.02 PCMI-18 4.12+0.16
PCMI-08 7.93+0.14 PCMI-19 6.58+0.02
PCMI-09 14.31+0.12 PCMI-20 2.94+0.04
PCMI-10 6.44+0.18 PCMI-21 3.46+0.16

[0077]  FE2H F B IR AT AT DA 2 P PR X IR 25 SR 2 B TCs0 T . 054N BE /R J2 45 , AN I
— &I &A1, 14-carbonatel K FTTTE M HEAZLENT AV ICsofH 5 A A =, LA
RFE—MNER A A AT ICof B T EAZEE . 1] ILIX R AT AR AR5 A B
PESEBEAAL REFA L E B G it &

[0078]  2.Caco—25. 240 i i% iz 5L 56

[00791 1) B N V12 45 i I 6 400 . 2R Carc o— 280 J2 411 i A R A 9 H A Ak & 47 e 48, T )
(apical,AP) Bl 1] (basolateral,BL) PL S MBLAMZI AP ) XN ) %% 32 475 150 , . /8 2%
WAHEELEE N, T H R 2SN ENZE R4 (apparent permeability
coefficient,Papp) LA L AMIFE (ef flux ratio) , BUEAZEENFHMXT B, LLP-gp 1 FH A
L F NS IR, SR TNIX AT AR W AR P9 IR AE D) FH B 1 45 DA % 5 P—gp ) Sie A
E G DL

[0080] 37 & B AL bE 2K W HE Caco— 241 A 7Y rh (i A—to-BIK R WLIBE R %L

20
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[0081]
Pappx10°cm/sec
A=y FEdY 01 FES - 02 VHME AR 2
A-B 0.80 0.63 0.71 0.16
AR

B-A 7.15 7.04 7.09 0.01
A-B 28.09 26.25 27.17 0.05

IR
B-A 22.44 22.96 22.70 0.02
A-B 1.07 0.67 0.87 0.32

R 3% IK
B-A 0.50 0.55 0.53 0.06
BN A-B 1.02 0.93 0.97 0.07
PCMI-01 A-B 4.47 3.87 4.17 0.10
PCMI-02 A-B 1.50 1.47 1.48 0.02
PCMI-03 A-B 3.45 3.89 3.67 0.31
PCMI-04 A-B 4.46 2.86 3.66 0.31
PCMI-05 A-B 2.59 2.56 2.57 0.01
PCMI-06 A-B 1.31 1.13 1.22 0.11
PCMI-07 A-B 3.24 2.05 2.64 0.32
PCMI-08 A-B 19.53 17.33 18.43 0.08
PCMI-09 A-B 5.78 3.59 4.68 0.33
PCMI-10 A-B 1.25 0.89 1.07 0.24
PCMI-11 A-B 1.24 1.02 1.13 0.16
PCMI-12 A-B <1.36* <1.43* <1.43 N/A
PCMI-13 A-B <1.30* <1.67* <1.67 N/A
PCMI-14 A-B 3.21 2.87 3.04 0.24
PCMI-16 A-B 1.41 1.87 1.64 0.20
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[0082]
PCMI-17 A-B 4.70 3.16 3.93 0.28
PCMI-18 A-B 2.65 2.33 2.49 0.23
PCMI-19 A-B 3.78 4.05 3.92 0.19
PCMI-20 A-B 1.08 0.75 0.92 0.25
PCMI-21 A-B AT 2.58 2.45 0.08

[0083] st il 281) Pt 5 o v A1 T e LA IR

[0084]  N/A: LA H A I J7 V2 Hh s A 2]

[0085]  SRAA I B KA IE A A WIAE Caco— 240 B A Y v 1) 328 5 ol = [ i 6

[0086]

wEY F AR (%)
FEAL -01  FEAL - 02 PHME A RRE RS

AR S S A-B 99.58 98.51 99.04 0.01
FICIB IR A-B 102.51 95.49 99.00 0.05
Bi] 4% 9% /1K A-B 93.89 96.29 95.09 0.02
gy A-B 94.61 107.07 100.84 0.09
PCMI-01 A-B 48.17 61.18 54.67 0.17
PCMI-02 A-B 44.14 57.37 50.75 0.18
PCMI-03 A-B 65.12 58.23 61.68 0.08
PCMI-04 A-B 85.19 66.54 75.87 0.17
PCMI-05 A-B 58.11 51.29 54.70 0.09
PCMI-06 A-B 128.21 96.59 112.40 0.20
PCMI-07 A-B 54.25 46.29 50.27 0.11
PCMI-08 A-B 101.83 97.05 99.44 0.03
PCMI-09 A-B 70.43 82.62 76.53 0.11
PCMI-10 A-B 33.99 40.55 37.27 0.12
PCMI-11 A-B 79.65 80.23 79.94 0.01
PCMI-12 A-B 27.8-29.1*  38.2-39.5*  27.8-39.5 N/A
PCMI-13 A-B 40.8-42.0%  41.5-43.1*  40.8-43.1 N/A
PCMI-14 A-B 95.04 87.58 91.31 0.06
PCMI-15 A-B 83.68 74.85 79.27 0.08

22
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[0087]
PCMI-16 A-B 32.69 33.52 33.10 0.02
PCMI-17 A-B 103.50 73.90 88.70 0.24
PCMI-18 A-B 85.64 90.87 88.26 0.04
PCMI-19 A-B 78.23 70.69 74.46 0.07
PCMI-20 A-B 89.75 83.30 86.52 0.05
PCMI-21 A-B 76.56 67.49 72.03 0.09
[0088] sk : B il 1) ) S o A AR T e A W B
(00891  N/A: LA WA WU 7 92 v A )
[0090]  FR5AK HIARK ML A2 i RN A WILECaco- 240 B A (1) SN2
[0091]
Caco-2 4HffIkE (21 K)
WwEY Papp (10°cm/s) AMHEZ
A-B FHXS BR e 22 B-A X ERHEN
ARS A 0.58 0.08 9.89 0.04 16.92
B 0.97 0.07 33.39 0.01 34.38
PCMI-08 16.40 0.04 33.48 0.07 2.04
PCMI-09 3.56 0.05 28.97 0.08 8.14
PCMI-01 2.83 0.19 18.20 0.18 6.42
PCMI-17 2.40 0.21 5.74 0.24 2.39
PCMI-19 2.79 0.12 21.34 0.08 7.65
PCMI-03 2.97 0.07 28.56 0.04 9.62
PCMI-04 3:21 0.14 26.45 0.07 8.24
PCMI-14 1.98 0.06 18.96 0.15 9.58
PCMI-07 2.64 0.32 25.26 0.20 9.56
PCMI-20 0.92 0.25 7.16 0.10 7.81

[0092]  a.#MHE#%=Papp B-A/Papp A-B
[0093]  SEEG&5 R ANR 3o, AT LA 2R HR 43 X R EAZ e fiT A= M)A -to-BI PappfE =
FEAFBE (Papp A-to-B=0.97) , FFHIZPCMI-08iX MTA W) Papp A-to-BfE>10X 10 %cm/
s, )BT EEE R  IX E B R I AR R HRX 5 A1, 14-carbonate baccatin 11144
RV EAZ ST ARV A R I B8 JBERE /7, U AR AR P RIS T 55 A2 I . A b R ) 221X
S SEAZ Le AT AR M ) 32 R () RSO A O o R N AR 2T A e AT AR R s B T 1046 &
YRS H XA s 5 LT T VR, 45 R AR5 s s MAMHEER EIRATTRT LUE B A T A2 B
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Kt , A K B AT A FEAS IR BE 58 1 AhHEIS B0, T 7E A4 A 1 R Wit 2 AH R A5
BIHR T 3V IR AE )R FH S 56

[0094]  SEEGAFRY

[0095] AL HIPCMI-082 HH H O & AL I, P AR 2542 B A A [ 245 s A2 4 o o A 2 e
W3k, i 2 5 3K H Sigma—Aldrich A wl, 80, £ 8 £ Ba e H Bl iz T ik o HEVES . DK
SR T b s gEIE R e A |, FESh A s A 3R T PR RN TE]

[0096] SISV 7%

[0097] Agilentl1100seriesE AL, Agilent GI313AH B FEEE , Thermo
Finnigan TSQUU#ZAT Fiit (San Jose,CA,USA) , Xcalibur® (versionl.3) software (Thermo
Finnigan) s 53 #r #AF

[0098]  szEG DR,

[0099]  ¥$200mgfIPCMI-08% T 4mLi: #7805 JE/K ZBERIVR AW (1: D, Bt B R VA N
50mg/m1 , HINAE T A6 7K I 2 40 1 R B2 REEES LD OK R (300g 240D » TR — M T 44
2R K H A N2, —HERE Gmg/kg) , — 4 AR (60mg/kg) , BvFE2H 4> A F-Omin, Smin,
10min,20min,40min, 1h,2h,4h,6h,8h,12h, 24hHLIM, F AR ZH 43 % F5min, 15min, 30min,
45min, 1h,2h,4h,6h,8h, 12h, 24hHXIfl . MK E4500rpm F &0 10min/5 , U F 2 MG 2
FARIEPE H , B T—40 C oK A R AR AE A K6 I

[0100]  PCMI-08#Hn i il £k i) 22 il

[0101]  Agilent1100seriesmRRAHEIERC B Agilent G1313AH BhiEFEEEE , 1% H150mm
X 2.1mm C18Thermo column (particle size3um) Jx #H A 3EFE, £ YL K N 230nm, AR 30
CL,MENA NI /K (T:3) , 0. 2m] /min, BEREAF 200l , BE A 53 7 5 4 Thermo
Finnigan TSQ Quantum triple quadrupole,fic & B W% &5 7§ (ESD) , AT R 7E IE B 1
BN, BRSNS TS B BT W% % i K 4. Okv s BARE N E : 350°C s LRIAA
(B :20psi s NS (BA) :5psis b Sk GA) JE77: 1. 5mmTorr; Ml f#EHE: 17eV for
CA;19eV for FA and IFA;15eV for IS,

[0102]  FWATIE LA BEAE AN IR, HARBE B A 83 .07min, PCMI-08 ) £& B I [A] A
5. 13min. 5T HE X PCMI-08 ) ) KLl S5 A4 1 : 957—901m/ z  SRAZFEAE 9 A, FLAGH il 2% A2F
:876—308m/7 . PCMI-08 1) b vHE i 28 1) 9k FE i [l 95-10,000ng/m1 (v 2>0.99) , f AR A
fK 95ng/ml .

[0103] I A SR I S5 40 #r

[0104] HX100uwL M) ML FES , AN L1O00LE) N #r (paclitaxel ,500ng/ml in
acetonitrile) , WA JE TSI LR 4B, E ¥ 5min/a , fE4500rpmfH) F3E T~ , B .L28min,
¥ EEE R R TR EPE b, AR AR %M T, FEH L1200l sh A
(CH3CN/H20=7:3) H ¥ J5 , 12, 000rpmf1) 3% '~ & .00 3min, BL100uLiY _HiE W 2 | shit
AN I LC-MS/MSHR I, Ze it £ 4 , 254K 38) /) % 2 & i Xealibur® (versionl. 3)
software (Thermo Finnigan) 4b¥E,

[0105]  Zjzh4h

[0106] L& HIPCMI-08H ik , 1 AR 24 INF i Ze i B 1 s o AR B 254K 30 1 280 T 3R
7, POMI-08 K 2 2 W EL 50 K, — FRAE 1O A2 A, T~ 2o 35 B4 IF [) 13 K S ) 98 K, i 3] 10h A
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b HoAa s O AR AE AR (F%) 1511565 . 8%, AN T B 3Rl 1 A2 BE 1 4 %) 11 AR AE 4 ) FH
ANFN6% , Z AL A WILE SR N B IR R F AR 3 TR KR BRI .
[0107]  FR6PCMI-08F) ik , 1 AR A 24X 8h 11225

PCMI-08
PR ML e 14 2
(5 mg/kg) (60 mg/kg)
tin h 10.21£1.72 10.44+1.14
[0108] Crax ng/ml 11017.79+£2679.59 2121.12+454.09
timax h 0 3.0+1.1

AUCy. ng.h/ml  3439.76+1479.88 25306.31+6148.79
AUCp ng.h/ml  4054.33+1860.39 32010.17+8537.60
MRT o h 10.08+2.60 15.19+1.71

F (%) 65.79

[0109]  AUCo-t: 0~ 24 /NI ) 24 I5F Hl 28 R T AR 5 AUCo-co: 24 I 1 28 T THIFH 5 Cnax « IR U IR B
tmax 2 IR (] s MRT « ~F 22037 BH B 1) 5 t1 /20 . 32 1Y

[0110]  F:4aX I ARAEYI R E , F= (AUCp.o X Dosei.v) / (AUCi .y X Dosep.o) X 100%

[0111]  ARHBIPLRAET

[0112] 1. AR B A AR5 C 13 I Bk 3 11 37 Ak dse 6 1k ik Ji 3k B 1 CBSIA Jir v , AR T 15 4%
(145 & IR I S AP IR IR, 1% )5 15 e 6 1 FE LA IR B 1038 JR 15 B C13 L a i B () F 2 ee
{E>99. 9%, ;= A =ik 90% LA L.

[0113] 2. A& W3 3 [6] I 42 A2 B2C7,C10,C14,C3° NBL & C3” AN S B IL AR 4L, &
B — R&A5 A1, 14—carbonate baccatin 115 EREATAEY) , 8 AR5 2 i
2 AR %) 40 B B0 1 UK, 27 tH R G (R B R i 1, I (R IR R S AL e T A kAT T
AAAM 1 R A= ) FH B S0 5 1) FH Caco—2 5 )2 4 it B i85 L 18 063 , 4 SR 3R B R0 20 13X
KT ERERE JJ#R = T RASRE 45 2 7 AN [F RS B I 3 vy o 38 0 0 XU n) i e 5 vh A1
IG5 R , R B IXRAT AV RE AN R F2 B 1 S IR P-gp I AMHEVE L dE— 2D e s & 1
ARSI RE 77 0 3 B T AR Ah 5256 A id I e 77 45 25 I PCMT-08HE4T 7 R B A4 P Y 11 IR AE P A
FHRE 56, 485 5 0 7 12 SR A2 Joe AT AR W 06t 11 AR AR 0 ) FH P 3 1 2265 8%, 478 Y 11 AR R WA
e WA FEEERNER TR EMIRGG . HI, ALRHKXIEEA]L,14-carbonate
baccatin TTTZ5MIRIEAZ AT AN & —REAWE 1 D IRBUMIE 29 .

B3 152 A -

[0114] &I 1.PCMI-O8F I 24 < F5 sk ) pih 2%
[0115]  [&]2.PCMI-01f'H NMRiE

[0116]  [E3.PCMI-01f#'°C NMRi%

[0117]  [&|4.PCMI-01fMSHE

[0118]  [&]5.PCMI-02f('H NMRiZ

[0119]  [&]6.PCMI-02f'*C NMRiZ

[0120]  [&]7.PCMI-02f#MSi
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[0121]
[0122]
[0123]
[0124]
[0125]
[0126]
[0127]
[0128]
[0129]
[0130]
[0131]
[0132]
[0133]
[0134]
[0135]
[0136]
[0137]
[0138]
[0139]
[0140]
[0141]
[0142]
[0143]
[0144]
[0145]
[0146]
[0147]
[0148]
[0149]
[0150]
[0151]
[0152]
[0153]
[0154]
[0155]
[0156]
[0157]
[0158]
[0159]

K8 . PCMT-03F]'H NMRii:
K9, PCMI-03[1"°C NMRii

K 10.
.PCMI-04f1"°C NMRi#
K12,
K13.
K14,
K 15.
K 16.
K17.
K|18.
K19.
K 20.
.PCMI-07f'H NMRi
K22
K 23.
K24 .
K25,
K] 26.
K27,
K] 28.
K] 29.
K130.
.PCMI-10f#J**C NMRi:
K32,
K33,
.POMI-11f"C NMRi
K|35,
K136
K37
K38.
K139.
K40 .
.PCMI-14f1"°C NMRi
K42
K43 .
K44 .
K45,
K46 .

K11

K21

K31

K134

K41

PCMI-04[£]'H NMRi

PCMI-04 NSt
PCMI-04F] IR
PCMI-05/1'H NMRi:
PCMI-05"*C NMRi#
PCMI-05 NSt
PCMI-05/ TRi%
PCMI-06/'H NMRi
PCMI-06/"*C NMRi#
PCMI-06[KIMS i

PCMI-07f°C NMRit:
PCMI-07FIMS it
PCMI-08F'H NMRi
PCMI-08F"*C NMRi#
PCMI-08[KIMS i
PCMI-09/'H NMRi
PCMI-09/"*C NMRi#
PCMI-09fIMS i
PCMI-10f'H NMRi

PCMI-10/MSHE
PCMI-11f£J'"H NMRi

PCMI-12f'H NMRi
PCMI-12f#1°C NMRi:
PCMI-12fKIMS i

PCMI-13/'H NMRi
PCMI-13f#°C NMRi:
PCMI-14/'H NMRi

PCMI-14fKMSi
PCMI-15/'H NMRi:
PCMI-15/%°C NMRi:
PCMI-15FKIMS i
PCMI-16/1'H NMRi:
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[0160]  [&47.
[0161] |48
[0162]  J&H49.
[0163]  J&450.
[0164] 51
[0165] J&452.
[0166] J&453.
[0167] [454.
[0168] J&455.
[0169]  J&456.
[0170]  J&57.
(01711  J&58.
[0172]  J&59.
[0173]  &460.
[0174] K61
[0175] [&462.
[0176]  J&463.
BASLHER
[0177]

[0178]

[0179]

[0180]

[0181]

S
[0182]
(0]

[0183]

PCMI-16f"3C NMRit

.PCMI-16[FMS i

PCMI-17fJ'H NMRiZ
PCMI-17f"3C NMRig

.PCMI-17fAMS i

PCMI-17fF) IR
PCMI-18'H NMRi
PCMI-18[#1°C NMRit:
PCMI-18fKIMSi
PCMI-19f'H NMRi
PCMI-19f#1°C NMRi:
PCMI-19fKIMS i
PCMI-20f"H NMRi:
PCMI-20"°C NMRi¥;

.PCMI-20IMS i

PCMT-211%'H NMRi%
PCMI-211413C NMRi

A 3 sk S i 451 2E — 20 08 B AR B ABCAS AR SR ok A i B PP IR i)
SEHER]TPCMT-01 [ 1] 4%

1) (4S,5R) -3—FU ] FEE PRI -2 U-F FH IR I —4-

pieg

A

(o] OH

a. LEEIRW R 1 &

K - O/\Br

OH

27
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[0184]  Z W% (7.60g,0.10mo) Y& T-10mLiI Z 5, Ml 7 s AL ¢ (13.60g,
0.08moD) , fHiFEFI S JSAEOCTR , n) s K Hh 22 12 b i I ADBU (12.. 16g, 0. 08mo 1) , 3 I 58
Ve 5, 12 R MR AE R T HERE I 8 S B SE I AR N VKK, F G BR B8 26, & 916
MUAR , S 5 P IMBR BV W, Y AN B 2R /KB, TG /K B BR BN T 4% , e 28 Mk 4 15 31 38 € iR )
&%) (12.50g,94%) .

[0185]  b.BocfR¥1 £ BERRF g fill %%

(0]

[0186] QEN\() +/k%ididk:__*\t}gmyxij

(0]

[0187] ¥ L EEFERFEE (30g,0.25mol) ABocFREF (39.1¢g,0.19mo 1) ¥& T 30mL 1Y) — & F 45t
H L 280 C IR EE T, 1) & 8 Y 3 M DMAP (4. 62g, 0. 038mo 1) 5mLI%) — 5 FF 38 W o i b
SEY T, % SN AE LS C Rt T B0 . 5ho SN 45 R o, B OSBRI BIvkok o, 2.8
CERAI, B IFEA N, S fa K, WA EhoK ek IR G A ML , A sk / £ 1R £ =10 1
(1% L 491 B &5 4 15 21 1 E [ 1k (32 5, 66%)

[0188] ¢ N—FU T 3 VA ik ok 25 FFY 045 e 1 o) 4%

(o]

o 9
v
[0189] \\,S\NHz + ©)LH — \\,S‘.Né\O

[0190]  (Sp) —HUT &AL i% (5.22g,0.043moD) A (5.51g,0.052mo0l) ¥ T-20mLf#)
AR B, AR MR BR EE (25.90g,0.22mo01) FIPPTS (0. 54g, 2. 20mmol) + 1% % N ¥
R N HRE24h, T 38, JEUFFH & Seiig vk (Q0mL X 3) , IR 4543 FIFE 7= & il A alifb i
fik/ R G lE=15: D A3 2o EPIRY) (7.71g,85.8%) o

(01911 d.2R—FUT FEER L PRI -3 S0 T 22 M Ak o e — 2 22 7R R 5 s 11 1) %

o}

1l

o o]
S. “NH O
S.
[0192] N OBn R <
i OBn

OBoc =
OBoc

[0193]  ¥4Bocfi# 1) £ IR < g (32.5g,0. 12moD) ¥ T 15mL I YA kM v, ZE-70°C R, 4]
SR R 4% b3 INLHMDS (120m1,0. 12mol) , i N5 Y8 5 , 5t $E0 . Bh, 36 1) [ ik H 2% 18
FEJ 37 NN =T 225 I itk 35 25 R 445 B 1) THR YA (5. 02¢,0.024mol in8mL THF) , 47N Je 45 1k
RN o 44 J52 S8 5N 5OmL ) Y AN SIS R, FH R W6 (30mL X 3) ZEHL, & F A HLAH, &
T IR Y AR B CHEE/ R A TE=10: D £33 H Ul 4 (5. 25g,46%) -

[0194] e 2R-FRIE-3S— 2 AR I IR R e 1) il %%

0
g
>l’ “NH O H*

[0195] H —
5 OBn
OBoc

w

1Z

H, O

OBn
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[0196]  E—2577#)(5.25¢,0.011mo1) ¥ F20mLiI2N HC1/EtOAcHE R+ , £ 5 IR N M
10h, J 8 58 % e S e 4t » W 4a 0 — & FF Be /7K (50mL/100mL) ZEEL , W SE /K A7, 7 — &
BEREE, FH28% ) 2 /K T /K A PHAI9~10, B Ja A & BE (20mL X 3) ZHL, & H HLAH,
2 TR pER YRS 2 3 AL E AT (2.85,95.7%) -

[0197]  f. (4S,5R) —2— (4~ AR B FR FL) —4-FR -5 b 2 R 1 TR ) 1) 4%

(0]
NHz O <
[0198] Y oBn * - HN (
OH D/LO OBn
"

[0199] K oR-¥2 L -3S-H IR I AR K (2.66g,9.84mmo 1) FIELLFIPPTS (0. 24¢,
0.93mmo D) ¥ T-10m1 FH 2, FE100°C T, [m] S NV H 2 AB R N T, 1-— A8k T -4 -1
ALK (2.15g,11.79mmo ) , i 58 BE a5 , FE90-100°C IR & K S B 2h 5 , F a) S B2y A
2. 4g1- " F AR L -4 AR L OK , B N Z02h, G5 RN o SNV 4 » 1 R4 B ik O
T/ 2 R 2 E=10: D 153 B A PR Y (3.52g,92%) , 5 o iR A IR A /b B 5o B AR i
HE

[0200]  g. (4S,5R) ~3-#U | Atk —2- (4 AR IR IE) —4- 2R B -5 M e FR IR TR 1) i 2%

5 0 Sk T,

[0201] HN - + - N -
gl\o <0Bn /J(O)I\CI D)\O (OBn
~ ~

(o} (0]
[0202] ¥ JE Al (4.07g,10.47mmol) 5T A FEF MR (1.56g,12.57mmol) , = L%
(2.64g,26.17mo ) V&1 10mLH) S b , 72 % I T B HF i 8 o il i S B i A7) B 4l
CH Bt/ 218 . T8=10: 1) 15 238 LR (4.83g,94.4%) -
[0203]  h. (4S,5R) —3-HU T S FRIE -2~ (4-H A FE IR ID) —4- I -5 M I FR TR 1T 1) %

) 0
[0204] kOJJ\N o /kOJJ\N 0

Q/Lo Lo ﬂ "

[0205] K¢ —2D R 7= (4.83g,9.88mmo 1) ¥& T 10mL A I 24 7, NN 1. Og I A AL AT
EEWR T, IBANES QO0psi) ML Th, TLCHS W 5 858 i, [ N 38 I e 4 » i A 43 25 4k
1 CHIMBE/ 218 . Ti8=5: D 13 B B4 =) il 14 (2.68g,67.9%)

[0206]  2)7,10-FH4 L1, 14- R FRTE-EL R 22 TT T ) %
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[0208]  DL10-DAB (lequiv) Nt afJE Al i+ & ket , 7E0°C R, A 3equi vtk
WE , 235 7] S SER I DI Bequi vIT) S H ORI &L, e Mah J5 , 20 e A3, bk gifh, 7= R
$985~90%. A E W1 (Lequiv) T IL/KIYEBRIR H , FER RS T . ZIR T, 5 R EE
(2.5equiv) R MW3h)5, it G AL, T4 B M 2. A &2 Qequiv) ¥ TN ERE R, =
IR A 10equivit) &AL, ) Midh )G , £t JE Ab B, ik kE4lifh , 7= 5 N85% I 45 Ak 43
(lequiv) ¥ T T THF/DMPU (4: D ¥E W, fE-T0°C T, IIA L. 2equivHIHUT BEHH, )M
20minjiT » 0] SN R H 2212 R NN 2equi vFIN- (sulfonyl) oxaziridines, Jx W 2h, & 5
ROFR S AEAAL , PR 2N TE% 2 AT A S04 (Lequiv) 75 TR DU A IR 4 , 5 2equivifIN, N —
Bk kI ) B, AR AL A5 PR AR N95% A A5 (lequi v) 76T DY AR IR , == I
T, MAO0. 2equivif (R) —2—H1 FERMEBITGE /R A AR, S8 05 [r) SO H DN Bequii v
ot/ VY S R VAT, [ Bi8h, G5 TR N, 483 J Ab B, i A 44k, 159 B B 44 11 7, 10— F 4 k- 1
4T IR - R Z 11T &6, 1= 2 T8 ~86%.
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[0210]  3) PCMI-O01f#) il 4

[0211]  7,10-F4 -1, 4-TRIERE-2 R 2111 (Lequiv) 55 (4S,5R) —3— U T APk —2- (4-
FA L IR D) —4- R -5 M e SR R (dequiv) 7E W B NEF, ZR T, LG A
0.5equivHJDMAPFI2. 0equiv DCC, it B [ B, A B P2 AE 2equi v £ 19 S/ HY B VAR R
N7 5 A BRI T A B AT AR IPCMT 01, B 25 S8 P2 RN T 1% I AT, P 4l BE IR 31195% LA |
[0212]  PCMI-01:mp:242~243°C;MS (m/z) ESI:900.4 (M+Na) *;'H NMR (400MHz,CDC13) §
8.03(d,J=7.3Hz,2H) ,7.63 (t,]J=7.4Hz,1H) ,7.50 (t,J=7.7Hz,2H) ,7.47-7.33 (m,5H) ,6.47
(d,J=5.7Hz,1H) ,6.09(d, J=7.5Hz,1H) ,5.50 (d,J=9.0Hz, 1H) ,5.34 (s,1H) ,4.96 (d, J=
8.0Hz,1H) ,4.78(d,J=6.8Hz,1H) ,4.74 (s,1H) ,4.72(s,1H) ,4.30(d,J=8.5Hz,1H) ,4.25d,
J=8.5Hz,1H) ,3.86 (dd,J=10.8,6.3Hz,1H) ,3.71 (d,J=7.5Hz, 1H) ,3.49 (s,3H) ,3.32 (s,
3H) ,2.75-2.67 (m,1H) ,2.45(s,3H) ,1.93 (s,3H) ,1.87-1.78 (m,1H) ,1.77 (s,3H) ,1.41 (s,
9H) ,1.33(s,3H) ,1.31(s,3H) .'*C NMR (101MHz,CDC13) 8203.51,171.19,164.63,151.96,
135.97,134.09,129.92,128.95,128.12,126.67,88.08,83.97,82.17,81.17,80.51,
79.69,75.99,74.94,74.42,69.18,57.88,57.08,46.76,41.90,31.83,29.69,28.25,
26.06,22.61,22.14,14.56,10.39.

[0213] =i {51 2PCMI-02] 1 £%

[0215] 1D (4S,5R) ~3-7K F I k-2 (4— SR BL AR Ik) —4- IR Bk -5 TR MR e R R ) 1l 26

[0217] @sw>3m$%ﬁ2<4$ﬂﬁxﬁwyﬁ 5 MR ER BRI 1] 4% ik 5 A
PRSEREGI T FroRJE AR, 5k 1T e b BA B 25+, HoR D IR S ISt o)1 4 i) S o
[0218]  g. (4S,5R) —3- K FH M -2 (4-FR A L 2R J0) —4-JR B -5 e FR FR - i 114 i) %

o o}
[0219] HN ....(0 + ©/\LCI — ©/lN ....(0
g\o OBn D/LO OBn
5

[0220]  (4S,5R) —2— (4-H LA IL) —4— IR -5 HME B R ML R I (Lequi v) ¥ T 1Y
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S, fE-40°C R, 1A SOS ANNL . Sequi vIRILHMDS , [ 8 1h & , 7 1) B 8 ¥k o 3 BN
2equivI 2K IR, S N 3h G 45 R B, 83 Ja AbER , i AR atifh, 7= R 85% A A

[0221] B UE2) FR7, 10-FAIE-1, 14-BRIR B -2 R 2= TTTH il 4% BL A D IR 3) HHPCMT -
0211 il £ 77 155 B AR S5 1 (1 2) F13) 1 S B R AR R, 23 WL R A S it 491 1 v 1 82 3R 2) A
WIRD) AT I AL IR #95% LA

[0222]  PCMI-02:mp:234~235°C ;MS (m/z) ESI:904.3 (M+Na) *;'H NMR (400MHz,CDC13) &
8.14(d,J=8.0Hz,2H) ,7.80(d,J=7.9Hz,2H) ,7.62 (t,]J=7.1Hz,1H) ,7.53-7.44 (m,7H) ,7.38
(t,J=7.4Hz,3H) ,7.20(d,J=8.9Hz,1H) ,6.49 (d,J=6.6Hz,1H) ,6.08 (d,J=7.6Hz,1H) ,5.95
(dd,J=8.8,3.0Hz,1H) ,4.97 (d,J=8.8Hz,1H) ,4.92-4.88 (m,2H,H0-2") ,4.71 (s, 1H) ,4.29
(q,J=8.5Hz,2H) ,3.98(d,J=5.1Hz,1H) ,3.86 (m, 1H) ,3.73 (d,J=7.5Hz, 1H) ,3.48 (s, 3H) ,
3.31(s,3H),2.78-2.65 (m,1H) ,2.56 (s,3H) ,1.88(s,3H) ,1.85-1.74 (m,4H) ,1.31(s,3H) ,
1.28(s,3H) ."*CNMR (101MHz ,CDC13) 6203.54,172.05,171.20,167.55,164.79,151 .88,
137.66,136.28,135.77,134.10,133.55,131.98,130.12,129.03,128.61,128.30,128.05,
127.33,126.86,88.25,84.07,82.08,81.10,80.39,79.82,76.07,74.88,73.97,69.25,
57.92,57.08,55.02,46.81,41.86,31.79,29.70,25.98,24.89,22.70,22.28,14.49,
10.46.

[0223] Szt 51| 3PCMI-03 1) 1l 4%

[0224]

[0225] 1) (4S,5R) —3—— F Jic ik i B —2— (4— W A e A8 3D —4— R -5 SR e FR R 1) o) 4%

[0226]

[0227]  (4S,5R) —3— — H It 3 FR ik ik —2— (A-FR AR R R L) -4 JR B -5 MR e SR R 1) 1] 48
155 BARSE i S R B A ARG R T e b E S, AP IS WS 1 i SN
[0228] g. (4S,5R) —3—— F Jjie ik W e e —2— (4—FR AR JE 2R 3D —4— 2 -5 e 2 i " TR 1)
il &
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o] OBn

(0]
0]
0O 0O
[0229] WAL S — @A Nl
~

pa S

[0230]  (4S,5R) —2— (A-H A BRI —4- TR I -5 M B R IR R i (Lequiv) ¥ 1T I Y
AR, fE-40°C R, M R BE A AL . 5equivIFILHMDS , [ B 1h & » F 1) ORI H I
2equi v H i H IR, IONE3h g 25 R N, st JE Ab B T AR Al 7R R 80% A A
[0231]  HRPIR2) 7,10-H -1, 14- Bk RFE-EL -~ S LTI i1l £ LA R 2P B8 3) FHPCMI-03
(41028 7792 5 ELAR SR 1R (19 2) FN3) 1) s S FEAH ) 5 2 L L AR S it 5] 1 v 1 25 B 2) b
PR3 o F & Tl IR 1 95% LA

[0232]  PCMI-03:mp:205~206°C :MS (m/z) EST:871.5 (M+Na) “; 'H NMR (400MHz,CDC13) &
8.10(d,J=7.2Hz,2H) ,7.63 (t,]J=7.4Hz,1H) ,7.49 (t,J=7.7Hz,2H) ,7.43(d,J=7.2Hz,2H) ,
7.38(t,J=7.4Hz,2H) ,7.35-7.29 (m,1H) ,6.11 (t,J=8.1Hz,1H) ,5.97-5.88 (m, 1H) ,5.80 (d,
J=6.1Hz,1H) ,5.67(d,J=9.7Hz,1H) ,5.30 (d,J=9.3Hz, 1H) ,4.93(d,J=8.7Hz,1H) ,4.63 (s,
1H) ,4.29 (d,J=8.3Hz,1H) ,4.17 (d,J=8.3Hz,1H) ,3.97 (t,J=11.1Hz,1H) ,3.01 (d, J=6.0Hz,
1H) ,2.64-2.52 (m,1H) ,2.38 (dd,J=15.3,10.0Hz,1H) ,2.28 (d,J=11.0Hz,5H) ,2.16-2.10
(m,1H) ,2.11(s,3H) ,1.88-1.82(m,1H)1.73(s,6H) ,1.42(s,12H) ,1.25 (s, 3H) .'*CNMR
(101MHz,CDC13) 6171.64,171.21,170.78,170.62,167.10,155.18,138.80,137.60,
136.85,133.72,130.09,129.20,128.65,128.58,127.82,127.04,84.73,82.82,79.96,
78.61,76.58,73.96,72.18,70.96,69.23,60.42,55.89,44.99,42.98,42.33,37.36,
36.66,35.66,29.70,28.30,22.60,21.81,21.40,16.71,14.94.

[0233] 5Lzt (51 4PCMI 047 fill %

[0234]

[0235] 1D (4S,5R) —3—FUT FAA FR L —2— (A-H AU R ED) —4— -ME g 3 -5 LM LE R R 1)
il 2%

[0236]

[0237]  (4S,5R) —3—FU | LA R IE—2- A-H S FEARIL) —4— QMg F) —5— KM e FR T2 1) o)
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#7715 ARSI b PR FEARARE B 1 o P BRA P22 57, HeA B IR S DL St i1 v 1) S
o
[0238] ¢ N7 T35k MY b g Jek bt g 2— P 0 e ) ol 26

[0239] “\ff “NH, [::?T’H‘H — ~\+,s ‘““Ti::J
_N

[0240]  (Sp) - T =W AS % (5.22g,0.043mo 1) FIALIE 2-FH % (4.47g,0.052mo D & T
20mL i) & e, [ I DN BR R % (25.90g,0.22mo1) FIPPTS (0.54g,2.20mmol) 1%
SN AE 2R T FE24h, 198, JE T &P el BE (Q0mL X 3) , W Aa 43 BRH 7, kA4l
b ChiE/ TR 4 W=15: D 15 20 ek (7.13g,80.2%) .

[0241] P IR2) 7,10-H -1, 14- Bk R R -2 R S TTTI 1) 4% LA S 2B 3R 3) HHPCMI-04
) i) 4 7 92 5 B SIZ 9 1 R 2) A3 B S B S FEARIA] 5 2 0L B AR St 9] 1+ FR 25 3R 2) F2b
PR3 o A TR Al IR R 95% LA b

[0242]  PCMI-04:mp:244~245°C;MS (m/z) EST:901.3 (M+Na) *;'H NMR (400MHz ,CDC13) &
8.46 (d,J=4.5Hz,1H) ,8.06-7.99 (m,2H) ,7.83-7.75 (m, 1H) ,7.62 (t,J=7.5Hz,1H) ,7.49 (t,
J=7.8Hz,3H) ,7.29 (m,1H) ,6.39(dd,J=6.7,1.4Hz,1H) ,6.08(d,J=7.4Hz,1H) ,5.81 (d,]J=
10.0Hz,1H) ,5.49-5.39 (m, 1H) ,4.99 (d, J=8.2Hz, 1H) ,4.82 (d,J=6.7Hz, 1H) ,4.78 (s, 1H) ,
4.73(s,1H) ,4.30(d,J=8.3Hz,1H) ,4.22(d,J=8.2Hz,1H) ,3.89(dd,J=10.8,6.3Hz, 1H) ,
3.72(d,J=3.7Hz,1H) ,3.45(s,3H) ,3.31 (s,3H) ,2.77-2.67 (m, 1H,H-6) ,2.52 (s,3H) ,1.92
(d,J=1.0Hz,3H) ,1.82-1.77(dd,J=19.3,7.9Hz,1H) ,1.76 (s,3H) ,1.48(s,9H) ,1.30 (s,
3H) ,1.24(s,J=8.0Hz,3H) .'*C NMR (101MHz,CDC13) 6203.62,171.02,164.65,159.41,
152.08,148.04,137.91,136.46,136.21,134.12,129.86,128.90,123.04,122.28,88.26,
83.97,82.23,80.91,80.40,80.05,75.93,73.92,69.37,57.87,57.10,57.03,46.82,
41.85,31.82,29.68,28.34,26.00,22.07,14.55,10.37.

[0243] S {51 5PCMI-05 ) il 4%

[0244]

[0245] 1) (4S,5R) =3—#U ] Fh Ik —2— (- S FEIRIL) —4- 5 T -5 e FR IR ) i) %

[0246] o
o -
~

[0247]  (4S,5R) —3—U T FEEFRIE -2 U-H S IEFID) —4- 7 T F-5-TEME e R e 1Y) 1l 46 7
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155 BARSZ I A o AR AR B T P BRA T ES , AP IRS WL a1 4 i N .
[0248] c.N—ﬂTﬁEﬁfﬁfﬁﬁiﬁﬁ”w%ﬂﬂUﬁﬂﬁﬁ/‘]ﬁ?J%

[0249] \~/ iy ,U\)\ \|/5 4\)\

[0250]  (Sp)—HUT W EERL % (5.22g,0.043moD) A7 ks (5.51g,0.052mo0l) ¥ T-20mLf#)
AR B, AR MR BR EE (25.90g,0.22mo01) FIPPTS (0. 54g, 2. 20mmol) + 1% % N i
R N HiFE24h, 98, U & H Bt (Q0mL X 3) , R4 43 BKL = 5, b A 4lifk CF il
fik/ B8 G lE=15: D 13 2T B PIRY) (7.26g,89.3%) o

[0251] A RPUR2) 7,10-H 421, 14- Bk RS- R 5 LTI 1) £ LA R 20 B8 3) FHPCMI-05
) il 4 7 92 5 B SIZ 91 1 PR A 2) FN3) 1Y) S B it FEARTA] 5 2 0L B AR St ] 1+ FR 25 3R 2) F2B
PR3 o A TR Al IR R 95% LA Lo

[0252]  PCMI-05:mp:237~238°C :MS (m/z) EST:880.4 (M+Na) “;'H NMR (400MHz,CDC13) &
8.03(d,J=7.5Hz,2H) ,7.61 (t,]=7.4Hz,1H) ,7.48 (t,J=7.7THz,2H) ,6.46 (d,J=6.2Hz, 1H) ,
6.08(d,J=7.5Hz,1H) ,4.97 (d,J=7.9Hz, 1H) ,4.84 (d, J=6.8Hz, 1H) ,4.80 (d,J=9.1Hz, 1H) ,
4.74(s,1H) ,4.33(dd,J=6.2,3.2Hz,1H) ,4.29(d,J=8.4Hz,1H) ,4.23(d,J=8.4Hz,1H) ,
4.17-4.07 (m,1H) ,4.03 (d,J=6.2Hz,1H) ,3.86 (dd,J=10.7,6.4Hz,1H) ,3.71(d,J=7.4Hz,
1H) ,3.47 (s,3H) ,3.30(s,3H) ,2.70(ddd, J=14.3,9.8,6.3Hz,1H) ,2.49 (s,3H) ,1.96 (d, J=
1.2Hz,3H) ,1.86-1.77 (m,1H) ,1.76 (s,3H) ,1.73-1.67 (m,2H) 1.521.42 (m, 1H) ,1.39 (s,
9H) ,1.31(d,J=5.9Hz,6H) ,0.99 (t,J=6.5Hz,6H) ."*C NMR (101MHz,CDC13) 8203.58,172.84,
170.75,164.68,156.23,152.06,136.25,134.08,129.92,128.93,128.06,88.16,83.98,
82.17,81.03,80.36,79.73,75.95,74.73,73.81,69.22,57.85,57.09,57.07,46.74,
41.92,31.80,29.69,28.24,26.04,24.86,23.25,22.55,22.16,14.66,10.41.

[0253] s {516 PCMI-06 ) il 4%

[0254]

[0255] 1) (4S,5R) —3—Hf T LA FE—2- (4-H S FLIRIL) —4- A FE -5 M LE PR R 1) i) £ L
R Ty v 2 DL St A5 1 H B 1 v
[0256]  2) 10-F & FE-7T-= 2 K1, 14-BREEHE-E R 2= TTIHI Hl 4
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[0258]  DPL10-DAB (lequiv) AEELGERL, & FDMEA, 565 N2 . Sequi vABKIEFI2 . Sequiv
() =BG RE , &0l Ja A ERA B AL ST B TR T &R R, fE0°C R,
iJu)\zequivE@nttrb%,?ﬁﬁérﬁj&Fj?&#ﬂ?ﬁ?ﬁﬂn)\zequivﬁﬁﬁﬁﬂ*:ﬁﬁ@ﬁ‘a%&,&&4h)§,ééﬁ)ﬁ&i
ARy, 72 3R N85 ~90%. A B8 (Lequiv) V& T oK U A Mk v, ZE A SR R, =

N, 5 H RS Qequiv) RN 3G, 3l JGACHE , T4545 2L 9. AL & 49 (equiv) zﬁ%
B, W R, i 10equi vl 8 LR, N 4hfE , 2650 f5 A B, i AR 4ith, 72 RN
T5% 547 AE 10 (Lequiv) VA T4 THF/DMPU (4: D ¥R, £E-70°C T, IO 1 . 2equivii]
BUT EER, [N 20min )G, 7] [ B P 2218 1 I\ 2equi v IN- (sulfonyl) oxaziridines,
SNi2h, 23 JE AL, I AR AL, PR RN TE% LA A A1 (Lequi v) 78 T 45 VU S0 iR
52equivifIN, N —HJE KM 2 7, A2 AL S5, 72 H95% A B 12 Lequi v) 7E T8
PSR, SR T, 28 N0 . 2equi v (R) —2— R B e VE J9 A7), SR Ji 1) o v o
IINSequi v I/ VUSRI VAT, [ Bi8h, 45 3R s N, 483 fa Ab B , i kR 4lifh , 159 21 5 44 1)
10-FAE -1, 4-BREE- R 2 ITIL S P13, F=F N80% A A

o TES Ts=0 0 o TES
i HO HO " < -
\( HO O 0\.(0

7 8

12 13
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[0260]  3) PCMI-06] i %

[0261]  Zx WL B AKRSL 5] 1 22 BR3) B B AR RE o Fe P~ Wi 4l BEak 295% LA _F

[0262]  PCMI-06:mp:233~235°C :MS (m/z) EST:886.3 (M+Na) “;'H NMR (400MHz,CDC13) &
8.02(d,J=7.5Hz,2H) ,7.62 (t,J=7.4Hz,1H) ,7.49 (t,J=7.7Hz,2H) ,7.46-7.37 (m,4H) ,
7.37-7.30 (m,1H) ,6.46 (d,J=6.2Hz,1H) ,6.10(d,J=7.6Hz,1H) ,5.51 (d,J=7.4Hz,1H) ,5.33
(s,1H) ,4.92(d,J=7.9Hz,1H) ,4.87 (s,11) ,4.78(d,J=6.8Hz,1H) ,4.71 (s, 1H) ,4.28(d, J=
8.5Hz,1H) ,4.22(t,J=6.8Hz,2H) ,3.73(d, J=7.4Hz,1H) ,3.44 (s,3H) ,2.55 (ddd, J=15.8,
9.6,6.5Hz,1H) ,2.43(s,3H) ,1.91-1.79 (m,4H) ,1.73(s,3H) ,1.38(s,9H) ,1.30(d, J=
2.5Hz,6H) . '>CNMR (101MHz,CDC13) 6205.25,170.66,164.75,151.96,136.44,135.77) ,
134.17,129.95,128.98,128.17,127.99,126.66,88.11,84.13,82.19,80.74,79.63,
76.07,74.41,71.66,69.34,60.46,58.02,57.36,46.23,41.77,36.79,28.25,25.73,
22.54,22.22,14.51,9.83.

[0263] Szt 51| 7TPCMI-07 ) 1) 4%

[0264]

[0265] 1) (4S,5R) —3—# T A FRFE -2 (4—F AR FE A IL) —4- IR Fh—5— Mk e 2 R 1) o) 5 L
PR T7 132 WS i 1R (R & T 7
[0266]  2)10-F4EIE-7T- =41, 14-TREREE R = TTT %

[0268]  DA10-DAB (lequiv) ALG KL, ¥ TDMFH, e G T2, SequivIFIBKMEFI2 . Sequiv
1 = 2R, 3 5 A B B AL AT S ST T S AR, E0C R,
BN 2equi v g , 8225 1A [ MR R NN 2equi v 6k B SRR R &, e S 4h )5, 405 5 b
5 AEAlAL, 77 F N85 ~90%. AL B8 (Lequiv) Vi T /K VU A BRI, ZE BRI N, B il
T, 5H R EE Qequiv) R N3h)E, & A, T4 2 M 9. L &9 (equiv) T
TR THE A, 7E SR T T . SequiviPg P T 24 4040 B DU SR R VA T, IR 1h s, 25 R R
I, 25k JE AL, I A4 AR BG4, 7 E 9 92% A A 14 (Lequi v) I TP 4 DU Sk
VA FE S I N, 1) S SR TR NN Sequi vAIN, N —Bi ik ke, S S 2h i , 45 o s M
0l JE AL, A B AR B A5, PR NT8%. 4 B W15 (Lequiv) ¥ T S /NFA /U &AWk
W (10: D ¥, fE100°C T, IIAO. 2equivIMR R — 7 T IS1E AT, 51K B HEE R NG,
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SRIG ) R N dequivif IE T A0S, B LhE, 7R &R R A SRR, iy 8, 4
FMLAEWL6, 772 N52%.,

[0269]  fEH16 (Llequiv) ¥ T BRI H , EI T, IIA10equi v — 5 bt R M4h)5,
i JE AR, AL, PR FONTEN A A E LT (Lequiv) ¥ TR THF /DMPU (4 : D VA
H, E-T0°C R, AL . 2equi v BUT BEEH , S M 20min & , [) S B 22 18 1 A 2equiy
[FIN- (sulfonyl) oxaziridines, R N2h, &3 J5 AL B, Wk AE 464k, 7= FNT5% A G118
(Tequiv) 7EFJRM VUSRI, 52equivHIN, N —HkHE KIS 87, 22 A &5, 77 %
95% . A A 419 (Lequi v) 76TV A DU SR P, =I5 R, ZR N0 . 2equi vir] (R) —2- F 2 G
BEAE S AL ), AR T 18] S SR I N Bequii v IR Bl b/ DU S0k PR VA R, 2 S 8h, 45 o e 7 , 8
I JE AR B, SRR, 13 B B A 10-FF AL T- A1, 14-BIRIE 2 R = TT TR & 420, 77 3R
NBO%AE A o

an

o O,TES o O,T ES

Hg/ié\(o H;) Z@ 0\(0

[0270]

19 20

[0271]  3) PCMI-O7{¢] i) 4%
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[0272] 2 WL B ARSI 1 22 BR3) B B AR RE o S P~ Wi 4l BE ik 295% LA _F

[0273]  PCMI-07:mp:226~227°C;MS (m/z) EST:870.3 (M+Na) *;'H NMR (400MHz,CDC13) &
8.05(d,J=7.4Hz,2H) ,7.61 (t,J=7.4Hz,1H) ,7.50 (t,J=7.7Hz,3H) ,7.47-7.31 (m,5H) ,6.46
(d,J=6.3Hz,1H) ,6.09(d,J=7.8Hz,1H) ,5.43(d,J=9.0Hz,1H,) ,5.35(s,1H) ,4.90(d, J=
8.0Hz,1H) ,4.86 (s, 1H) ,4.82(d,J=7.0Hz,1H) ,4.70 (s, 1H) ,4.28(s,2H) ,3.66 (d,J=7.7Hz,
1H) ,3.58(s,1H) ,3.46 (s,3H) ,2.43 (s,3H) ,2.23(dd,J=15.0,6.1Hz,1H) ,2.04-1.93 (m,
2H) ,1.89(d,J=1.1Hz,3H) ,1.80(s,3H) ,1.59(dd,J=11.9,5.7Hz,1H) ,1.38 (s,9H) ,1.30 (s,
3H) ,1.26(s,3H) .'*C NMR (101MHz,CDC13) §207.81,171.18,164.83,151.95,136.00,
134.05,129.97,129.01,128.94,128.19,128.16,126.59,88.25,84.31,81.75,81.02,
80.67,79.59,76.20,74.43,70.08,57.20,53.30,41.52,35.53,31.93,29.70,28.23,
27.02,25.35,22.70,22.10,14.93,14.31.

[0274]  S2Jiti f51|8PCMI-08 1) 1] 4%

[0275]

[0276] 1) (4S,5R) —3—U T Fh A Ik —2— (4-HI S L AR KL —4 TR Fe -5 M bre FR 2 1) ) 28
7152 Wity 1 B B D B & BT
(02771 2) 10— F jlig ik FR P -7 SR — 1, TA—-BRIR IR L R = TTTAR 1 %

(02791 LL10-DAB (lequiv) A2 4& UK}, 75 FDMFH , JGJF A2 . Sequi v iy Tk FI2. Sequiv
[ = 2. B R , 2 1R A TR A UL AL ST AL BT (Lequi v T T T4 THE I 75
H, 7E0°C R, IIA L. 5equi vALHMDS , SN Th i , 33255 1) s S 28 18 R R DN 2equii v —
FR I FR ISR S Ri2h i, 80 JE AR B, SRR AAL, 72 2 N8 T A 21 (Lequiv) ¥ T A
B, =R A 0equivit) ZE AR, )R N4h 5, Gad e A B, i AR AL, 7R AR O TE% A
1 AL L2205 F THRITHE B, 7E 300K ML Sequi viy Y T H5R AL B DY UK IR 1R
R L5, 45 SRR, 23 AL BT, SRR 4 B A B0 2023 72 3 9 90%. A6 A 12356 T4 %
AT SRR 7, A A A 4024 A A 024 (Lequinv) Tk DU USRI o, 26 RUSAR P R, IR T, 5
L EE (Qequiv) [RVE3hJF , 21 J5 AR T, 445 B 25 . A6 5125 (Lequiv) T T
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THF/DMPU (4 : D ¥V, £-T0°C R, JIAL. 2equivi{FUT BEHR, [ 8 20min & , 1) [z B R 42
MR I 2equivN- (sulfonyl) oxaziridines, Jx N2h, £t fG AL B, ik A4t , P2 RN
T5% 1 A7 ALE 26 (Lequiv) 7E T-HRHI VYA R T, 52equivFIN, N —BRIE KM K2 B, 4 1,
WEW27, 7723 H95%. A P27 Qequiv) ETHRI VI EMRmEh , iR T, Je A0, 2equivi
(R) —2—H M B e A o A 551 SR J5 1) SOBEIR HE DD N Bequid v T AE / DY S0Pk M 9 VAR » S
8h, &5 R e B, 3 JE AbBE , ik AR aifb, 159 B 210 10— & 28 F I 26 -7 H A 2 -1, 14Tk
PRI R ITTH & 428, 7= 2 N80% i A

23 24
[0280]

28
[0281]  3) PCMI-08[1 | 4
[0282] L ELARSL 1 R 2D 3R 3) i) BRI FE - S & =W 2 FE A 2195% LA I .
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[0283]  PCMI-08:mp:246~247°C;MS (m/z) ESI:957.5 (M+Na) *;'H NMR (400MHz,CDC13) &
8.04(d,J=7.5Hz,2H) ,7.63 (t,J=7.4Hz,1H) ,7.50 (t,J=7.7Hz,2H) ,7.45-7.31 (m,5H) ,6.45
(d,J=6.0Hz,1H) ,6.39 (s,1H) ,6.11(d,J=7.4Hz,1H) ,5.55(d,J=8.7Hz,1H) ,5.35 (s, 1H) ,
4.96(d,J=8.2Hz,1H) ,4.82(d,J=6.6Hz,1H) ,4.71 (s, 1H) ,4.29(d,J=8.5Hz,1H) ,4.22(d, J=
8.4Hz,1H) ,3.86 (dd,J=10.6,6.5Hz,1H) ,3.78(d,J=7.8Hz,1H) ,3.35 (s, 3H) ,3.07 (s, 3H) ,
2.98(s,3H) ,2.72(ddd,J=14.6,9.7,6.5Hz,1H) ,2.46 (s,3H) ,1.98(d, J=0.9Hz,3H) ,1.85-
1.74 (m,4H) ,1.40(s,9H) ,1.36(s,3H) ,1.32(s,3H) .">C NMR (101MHz,CDC13) 8202.12,
171.91,171.24,170.81,164.68,155.71,154.81,151.92,138.16,137.39,134.64,134.15,
129.93,128.95,128.12,128.01,126.63,88.01,84.02,81.04,80.60,80.16,79.68,75.91,
75.00,74.74,74.34,69.12,57.81,57.36,46.68,41.83,36.81,36.21,32.12,28.26,
25.87,22.75,22.62,14.55,10.39.

[0284] S f59PCMI-09F il £

[0285]

[0286] 1) (4S,5R) =3 T FE -2 (4-H BRI —4- (2-MEIE B -5 M e R R 1)
il &

[0287]  E k75755 WALha B4 (25 5 D 106 ik

[0288]  2) 10~ Ff ik FA R SE -7 FR A1, 14-BRFRTER 2 5 S5 TT LA il %

[0289]  E{AJ5v%S WLALHa I8 11125 382 I & i 5 ik

[0290]  3) PCMI-09f#] 1l 4%

[0291]  JHAKT52:2 WL S5 1 70 1R 25 38 D) 1 5 7 125 o B 8 PR ) 4 P ik 1) 95% L E
[0292]  PCMI-09:mp:241~242°C;MS (m/z) ESI:958.3 (M+Na) *;'H NMR (400MHz ,CDC13) &
8.06 (d,J=7.6Hz,2H) ,7.63 (t,]J=7.4Hz,1H) ,7.50 (t,J=7.7Hz,2H) ,6.48 (d, J=6.3Hz, 1H) ,
6.42 (s, 1H) ,6.14 (d,J=7.4Hz,1H) ,4.95(d,J=8.3Hz, 1H) ,4.89 (d,J=6.9Hz, 1H) ,4.77 (d,J=
9.0Hz,1H) ,4.33(dd,J=8.9,5.8Hz,2H) ,4.27 (d,J=8.4Hz,1H) ,4.22-4.09 (m, 1H) ,3.93-
3.83 (m,2H,H-7) ,3.77(d,J=7.3Hz,1H) ,3.41 (s,3H) ,2.88 (s,6H) ,2.60-2.41 (m,4H) ,2.02
(s,3H),1.96 (dd,J=19.7,7.7Hz,1H) ,1.85(s,3H) ,1.75-1.69 (m,1H) ,1.52-1.37 (m, 11H) ,
1.30(s,3H) ,1.27(s,3H) ,1.01 (t,J=6.3Hz,6H) .">C NMR (101MHz,CDC13) 8205.08,172.96,
170.35,164.81,154.97,152.01,136.39,134.05,129.95,128.94,128.11,88.09,84.03,
80.96,80.39,80.16,79.69,75.89,75.02,74.64,73.84,69.17,57.29,57.07,51.49,
45.88,41.76,40.57,36.54,35.86,33.76,29.67,28.24) ,25.57,24.85,23.24,22.46,
22.08,14.42,10.90.

[0293] S5 1OPCMI- 101 1) 4%
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[0294]

[0295] 1) (4S,5R) —3—fU T ZE S PRI -2 U-F AR D) —4- 3 T -5 b R IR 1) o) %
[0296]  HA&T7vEZ DLt g5 20 38 D A 712

[0297]  2) 10— H Jle ik F B -7 S8 k-1, 14— R R 2 R = TT T i 45

[0298]  H{&J7vEZ: DLt a8 i) 25 B8 2) I A T 12

[0299]  3) PCMI-10f# 4%

[0300]  HAKT VLS DL Rt 51 A () 20 B 3) (R B BT V2% o B3 25 7 i I 2 B IR 21 95% LA L.
[0301]  PCMI-10:mp:236~237°C :MS (m/z) EST:937.4 (M+Na) “;'H NMR (400MHz,CDC13) &
8.05(d,J=7.4Hz,2H) ,7.63 (t,]=7.4Hz,1H) ,7.50 (t,J=7.7Hz,2H) ,6.47 (d,J=6.3Hz, 1H) ,
6.41 (s,1H) ,6.13(d,J=7.4Hz,1H) ,4.98 (d,J=8.0Hz,1H) ,4.89(d,J=6.8Hz,1H) ,4.77 (d, J=
9.0Hz,1H) ,4.37-4.32 (n,1H) ,4.30(d,J=8.5Hz,1H) ,4.24 (d,J=8.5Hz,1H) ,4.17-4.06 (m,
1H) ,4.04 (d,J=6.2Hz,1H) ,3.88(dd,J=10.6,6.5Hz,1H) ,3.77 (d,J=7.3Hz,1H) ,3.36 (s,
3H) ,3.08 (s, 3H) ,2.99(s,3H) ,2.74 (ddd,J=14.5,9.7,6.4Hz,1H) ,2.52(s,3H) ,2.04 (d, J=
1.2Hz,3H) ,1.88-1.77 (m,5H) ,1.77-1.66 (m,3H) ,1.41(s,11H) ,1.37(s,3H) ,1.34 (s, 3H) ,
1.01 (t,J=6.7Hz,6H) ."*C NMR (101MHz,CDC13) 6202.17,172.86,170.75,164.73,156.27,
154.81,151.99,137.55,134.58,134.12,129.94,128.96,128.03,88.09,84.03,80.96,
80.39,80.16,79.69,75.89,75.02,74.64,73.84,69.17,57.83,57.35,51.68,46.68,
41.86,40.30,36.81,36.21,32.10,29.70,28.24,25.87,24.87,23.23,22.56,22.20,
14.65,10.41.

[0302]  SEZjitifs]1 1PCMI-1 1f) il 4%

[0303]

[0304] 1) (4S,5R) ~3-— F g 3 Y -2 (4 F AR S 2 300 — A - TR MR e FR TR 1 1) 4%
[0305)  FL{AJy vk S IS M 137 (9 5 3R D 19 &5 1o

[0306]  2) 10~ FF fiic b I ik~ 7 FR 48U 01, 14 i £ R 52 T ol 4%

[0307]  FART; VA WSt 18 i A2 3R 2) 1 & i T 5

[0308]  3) PCMI—11F] il %
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[0309]  HAKTVES: DL Hta 51 A (1) 20 B8 3) (M B BT 25 o B 28 P 2 B TR 21 95% LA L .
[0310]  PCMI-11:mp:241~242°C ;MS (m/z)ESI:928.5 (M+Na) *;88.03 (d,J=7.3Hz,2H) ,
7.62(t,J=7.4Hz,1H) ,7.49 (t,J=7.7Hz,2H) ,6.08 (d,J=7.2Hz,1H) ,5.49 (dd, J=10.7,
7.2Hz,11) ,5.23 (s, 1H) ,5.04 (t,1H) ,4.97 (d,J=8.3Hz,1H) ,4.80 (d,J=5.8Hz, 1H) ,4.32(d,
J=8.4Hz,1H) ,4.22(d,J=8.4Hz,1H) ,3.87(d,J=7.2Hz,1H) ,3.67 (d,J=5.3Hz, 1H) ,3.40 (s,
3H) ,2.87 (s,6H) ,2.54 (m,J=14.5,9.5,7.3Hz,1H) ,2.31 (s,3H) ,2.17 (s,3H) ,1.92(ddd, J=
14.2,8.1,2.6Hz,1H) ,1.81(s,3H) ,1.24(s,3H) ,1.14 (s,3H) ."*C NMR (101MHz,CDCl3) &
205.73,171.28,170.21,164.84,155.01,152.98,141.50,134.17,133.99,129.83,128.91,
128.14,88.54,84.21,83.86,82.88,80.06,75.99,72.28,71.79,69.45,57.11,57.00,
46.25,41.32,36.53,35.89,33.73,25.62,22.21,21.33,14.91,10.85.

[0311] Sy 5] 1 2PCMI—1 2 1] 5%

[0313] 1) (4S,5R) —3—-#U T LA PRI —2- 4-F R L LI —4—FF -5 e SR TR 1 1) 45 B
R WS b BB D & 5.
[0314]  2) 10-F & L 3L -7-F | JE -1, 14- B R G B2 = = T LTI 1) %%

[0316]  DA10-DAB (lequiv) AL KL, ¥ T DMFH, e G A2, SequivIFIBKMEFI2 . Sequiv
() = FE T, &t 5 AL BEAR 2P AL ST B EMIT (Lequiv) T 18 THE I 71
HL,7E0°C R, N . Sequi vIFILHMDS , 3 Th 5 , 8236 [a) [ SR A 22 12 19 I\ 2equi v I
AW, RN 2hG, Gl e A3, i A4, =R N62%. AL & 429 (Lequi v) ¥ T T4 R ¥4
Wb, =R M L0equivit) =8 AL, R Ni4h G , &3 JE A0 B, ik kR 4lifh, PEZ N T5% e A
& W307E T T THR R, 22 536 N N . Sequi vk PU T A 4 DU S0 MR VA, S
Thfg, RN, &5t 5 a3, A B A B A 31, 72 23 2 90%. (A 031 5 T 5% B itk
kSN, R A A 132 AL & 32 (Lequiv) TE/K I AWK 1, ZERSAR Y R, iR, 5 H
FEIRAEE Qequiv) RM3hGE, &0t G, T 115 2 33 4 B33 (Lequiv) ¥ T 15
THF/DMPU (4 : D V&V H , £-T0°C R, JIAL. 2equiviKFUT BEHR, [ 8 20min & , 1) [z B iR 42
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M I 2equivN- (sulfonyl) oxaziridines, Jx N2h, £t JG AL B, ik A 4lifl, P2 RN
T5% 745 A A W34 (Lequiv) 7E TR DU IG5 2equi viFIN, N —$ 3k Ik mk fz |87 , 2= B,
&35, 7723 H95%. AP35 (equiv) FETHRI VU EMRmE b, iR T, Je A0, 2equivi
(R) —2—FF M i e VR S A 7510 5 8 i 1) S B2 H N Sequit v T / DU 0k I 9590, e 3
8h, ZE W N, 200t R AR B, ik AR a4k , 15 20 5 21 10— FR 45038 F I 2 -7 - FF 4R 36— 1, 14— TR
B R ST A W36, 77 R A80% 47 o

[0317]

36
[0318]  3) PCMI-12f) il %
[0319]  EAKT7 LS DLt i 20 3R 3) I il v o B & =W 4l 2 I8 21195% LA |
[0320]  PCMI-12:mp:231~232°C ; VS (m/z) EST:944.4 (W+Na) *;'H NMR (400MHz,CDC15) 8
8.02(d,J=7.3Hz,2H) ,7.61 (t,J=7.4Hz,1H) ,7.48 (t,J=7.7THz,2H) ,7.45-7.30 (mn,5H) ,6.44

44



CN 104650109 B ﬁﬁ HH :F; 38/49 T

(d,J=6.1Hz,1H,H-13) ,6.15 (s, 1H,H-10) ,6.09 (d, J=7.5Hz, 1H,H-2) ,5.47 (d,J=9.0Hz, 1H,
NH-3") ,5.33 (s, 1H,H-3") ,4.94 (d,J=7.9Hz,1H,H-5) ,4.78 (d,J=6.7Hz,1H,H-14) ,4.71 (s,
1H,H-2") ,4.28(d,J=8.4Hz,1H,H-20) ,4.21 (d,J=8.3Hz, 1H,H-20) ,3.92-3.80 (m,4H, OH-
2°),3.70(d,J=7.4Hz,1H,H-3) ,3.35(s,3H) ,2.72(ddd, J=14.5,9.8,6.4Hz, 1H,H-6) ,2.44
(s,3H) ,1.94(d,J=1.1Hz,3H) ,1.86-1.73 (m,4H,H-6) ,1.40 (s,9H) ,1.32 (s,6H) . ">CNMR
(101MHz,CDC13) 6200.44,171.89,170.88,164.62,154.60,151.81,138.29,134.17,
133.84,129.94,129.03,128.95,128.23,127.97,126.65,87.92,83.94,81.04,80.72,
80.10,79.56,75.91,74.74,74.40,69.00,57.67,57.38,55.41,46.62,41.79,32.06,
29.70,28.25,25.74,22.62,22.35,14.71,10.40.

[0321] =)t fsi] 1 3PCMI—1 3f#) 1| 4%

[0322]

[0323] 1) (4S,5R) —3—4 T Fh A FkFh—2— (4-HI S L AR AL —4 IR T -5 M b FR I 1) ) 28
T7152 Wity 1 B B D B & BT
[0324]  2) 10~ L WPk Y B3 -7 FH A0k 1, T4-BRIR NG L R 5= TT TR 1l %

[0326]  DA10-DAB (lequiv) NiEdas AL, ¥ TDMFH, Je JE A2 . 5equivIF KL FI2 . Sequiv
[ = B SR E , &0t 5 A 3R B AL ST L EWT QLequiv) T T 15K THR I 77
W TR R e 5 2equi vIFIN N-FiIE DKM 2 87 2h J5 5 2R S5 1) S B2V I 2equi vIF) 2453
B, [ N4h g, Zid JE A BE , R FEAEAL , PR RONT2% A A 3T (equiv) ¥ T TR BRIE
FR N, I 10equi vif) A LR, N4h i, 0l JE A B, b AR 4Ll , PR R ONS6% A AL
Y138 T TR THEH , FE 2 IR, UL . Sequivik) P T Rk 5 DU S R R 1A W, IOV Lh s
GER N, 23t JE Ab R S AR B AR RIML A 39, PR ER Y 90% . AL A 395 Tt F 2R A R S
7, A AL S 040 . A6 S 1040 (Lequiv) oKDY EMRIR H , FERVSRTT R, Zil T, S5 H 3R
BE Qequiv) R Mi3hJ5, &3t e b # , T35 2k 41 . AL & 41 equiv) & T 5§ THF /DMPU
4: DIEWH L, FE-T0°C T, IIAL. 2equivEACT BEEH, S M. 20min 5, 7] NI H 5245 135 0
AN2equivf{N- (sulfonyl) oxaziridines, x M 2h, &t Jab P , i kE4lifl , P2 R NTR%E A .
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EY42 Qequiv) fE TR VY EIE H, 52equivfIN, N —FiIE DKM [ B, AE B A &)
43, FEEN95% . AL A 43 (Lequiv) TE T DY Sk A, =36 R, JE IO . 2equiviy R) —2-
FH M I e 4 SR A 7R 5 S8 5 190 s B2 A N Sequid v I I / DU S0 IR 9 » e JBi8h , &
W, 2o g A B, SRRk, 15 3 5 1) 10— Z B Tk P -7 PP 48001, 14-TR R R L R
EITIE 44, 773 N80% A A o

[0327]

[0328]  3) PCMI-13f#) 4

[0329]  EfAJ57%5 WAt B A i 20 083D I & T 15 o I & PE IR 26 FE TR BI95% LA L
[0330]  PCMI-13:mp:215~216°C ;MS (m/z) EST:974.4 (\M+Na) *;'H NMR (400MHz ,MeOD) 68. 14
(d,J=7.6Hz,2H) ,7.69 (t,J=7.4Hz 1H) ,7.58 (t,J=7.7Hz ,2H) ,7.44-7.36 (m,4H) ,7.34-
7.27 (m,1H) ,6.39(d,J=10.7Hz,1H) ,6.15 (t,J=8.9Hz,1H) ,5.87 (d,J=6.3Hz,1H) ,5.23(d,]J
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=10.7Hz,1H) ,5.15 (s, 1H) ,4.99(d, J=9.0Hz, 1H) ,4.89 (m, 1H) ,4.56 (d,J=2.3Hz, 1H) ,4.25
(d,J=8.3Hz,1H) ,4.19(d,J=8.3Hz,1H) ,3.33 (s, 1H) ,3.24 (d,J=6.1Hz,1H) ,2.77-2.62 (m,
1) ,2.34 (s,3H) ,2.22 (t,J=9.2Hz,2H) ,2.14 (s,3H) ,1.99-1.88 (m,4H) ,1.78(s,3H) ,1.66
(s,3H) ,1.39(s,9H) ,1.27 (s,3H) ."C NMR (101MHz,MeOD) 8173.20,171.57,170.61,170.09,
166.07,156.40,146.86,141.17,139.00,133.34,129.90,129.68,128.29,127.40,126.90,
84.25,83.21,80.84,79.21,79.01,77.19,75.68,73.67,73.54,71.10,70.96,60.15,
56.99,45.14,42.88,38.23,34.89,33.87,33.37,27.33,26.98,25.37,24.68,22.31,
21.85,19.53,13.59,13.12,12.31.

[0331]  SEIZjitif51] 1 4PCMI— 1411 il 4%

[0332]

[0333] 1) (4S,5R) —3—U T Fh A e Fk—2— (4-HI S L AR AL —4— IR T -5 b FR 2 1) ) 28
7152 Wity 1 B R D B & T
[0334]  2) 7— - H i b Y I - 10— FH 48U -1, TA—BRIR IR L R 5= TTTRY 1 %

[0336]  DL10-DAB (lequiwv) A4 kL, ¥ TDMFH, 56 /5 A2 . 5equiv I BKIEFI2 . Sequiv
W = EREL, &0 Ja A B AR 2R AL ST K ST T S P BE A FE0CTT
I 2equivEIRLIE , 235 1) [ MR NN 2equi v~ R R B G S, e Bidh e, &85 5 4b
i AEaif, 77 R85 ~90% . AL A I8 (lequiv) ¥ T L /K DU AWK IR 1 , 7E SR YT, Eild
T, SR EBRALEE Qequiv) RN 3hE, &I JE AL B, T4 2 M9 4 B9 Qequiv) T
PIERVE VR, 2R T, A 10equivit) Z8Ab 4R, N 4hJ5 , & JEAb 28, i AR 2idh, 7= &0y
7525 AT AL B 10 (lequiv) TR THR A, FES IR T AT 5equiviky Py T S S0 e Y e
W, SN Ih i, G5 R RN, 80 J Ab B2, 1 i 0 B 45 B G 045, 77 28 J990%. 4k & 4145
(lequiv) ¥ TF AR THEE R, 7£0°C R, AT . equi vAILHMDS , 52 S Th 5 , #5545 fia) S R
HF NI I 0N 2equi v — RS R RS, RS2 5 , G5 SR 0BT I AEAAL, , 72 2 N8 T%.

[0337] b &W46 (lequiv) ¥ T T THF/DMPU (4 : D IE W+ , 7#E-70°C 7, IIA1. 2equivif]
AT EERR, [ N 20min e, ) S SR 22 18 1 A0 2equivIN=- (sulfonyl) oxaziridines,
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SN 2h, 3 JE AL B, S RELEAL , PR RO TR AT AL A IAT (Lequiv) 7E T DU kg o
52equivIfIN, N —HIE IKME I B, A2 AL A5, 77 N 95% . (A 1148 (Lequi v) 7E T
VUSRI A, ZWE R, SB IO 2equivir] (R) —2-FF MW e AR AL 77, 28 i 1) S B R
TN Sequi vIHI B/ DU S0 VA 900, SONE8h , 45 3R S N, 80t g Ab 2R, i AR lifk , 159 B B 441
T- R - 10- A 2R -1, 14-BRIR TR S R = 1T & 949, 7= % R80% 1 47

HO. o c),TES

TG

HOO%\(O

[0338] 6 P SN OJLT/ o U)LT/

49

[0339]  3) PCMI-14f# 4

[0340]  HAKRT;VEZ DL A i) 20 3R 3) (R G BT V25 o B 24 =W 2H B iR 1) 95% LA L.
[0341]  PCMI-14:mp:236~237°C;MS (n/z) ESI:957.3 (M+Na) *;'H NMR (400MHz,CDC13) &
8.05(d,J=7.3Hz,2H) ,7.63 (t,]J=7.4Hz,1H) ,7.51 (t,]J=7.7Hz,2H) ,7.47-7.31 (m,5H) ,6.48
(d,J=6.1Hz,1H,H-13) ,6.12(d,J=7.4Hz,1H,H-2) ,5.54 (d,]J=9.1Hz,1H,NH-3") ,5.46 (dd, ]
=10.7,7.2Hz,1H,H-7) ,5.38 (s, 1H,H-3") ,5.23 (s, 1H,H-10) ,4.93 (d, J=8.0Hz, 1H,H-5) ,
4.82(d,J=6.8Hz,1H,H-14) ,4.73(d,J=4.1Hz,1H,H-2") ,4.31(d, J=8.4Hz,1H,H-20) ,4.26
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(d,J=8.5Hz,1H,H-20) ,3.85(d,J=7.4Hz,1H,H-3) ,3.68 (s,1H,0H-2") ,3.40 (s, 3H) ,2.88
(s,6H),2.59-2.49 (m, 1H,H-6) ,2.00-1.94 (m,4H,H-6) ,1.84 (s,3H) ,1.40(s,9H) ,1.30(d,]J
=3.2Hz,6H) ."*C NMR (101MHz,CDC13) §205.07,172.08,170.45,164.78,154.96,151.98,
136.29,135.82,134.15,129.96,128.97,128.12,128.02,126.64,88.12,83.89,82.34,
80.59,80.41,79.67,76.06,74.87,74.27,71.99,69.33,57.30,57.07,45.85,41.72,
36.57,35.89,33.90,33.76,29.70,28.25,25.60,25.55,24.94,22.56,22.04,14.38,
10.91.

[0342]  SEjiifs]15PCMI- 1501 414

[0343]
[0344] 1) (48,58 3~ T B2 - (4-F B ED) —4- ML NE FD 5L e R IR A
il

[0345]  HLAAT7vEZ DLt fml4h 20 38 D A 712

[0346] 2)7-— @&ﬁ$Mﬁqm$ﬂﬁq1&%&%E%$HW%%%

[0347]  BART7EZ DSl 1 4R 20 58 2) 6 7 12

[0348] 3)PCM1—15H@%J%§

[0349]  HAKT7ES: LRt 51 A () 20 B 3) (R B BT V2% o B 28 P 2 B IR 21 95% LA L .
[0350] pcM1—15:mp:231ﬂv232(:;Ms(m/z)ESI:958.3(M+Na>*;1H NMR (400MHz ,CDC13) &
8.50(d,J=4.6Hz,1H) ,8.10-8.01 (m,2H) ,7.80 (td,J=7.8,1.6Hz,1H) ,7.65 (t,]=7.4Hz,
1H) ,7.51(dd,J=16.2,8.2Hz,3H) ,7.30(d,J=9.9Hz, 1H) ,6.40 (d,J=6.2Hz,1H) ,6.13 (d, J=
7.4Hz,1H) ,5.85(d,J=10.0Hz,1H) ,5.55-5.42 (m,2H,H-7) ,5.24 (s, 1H) ,4.98 (d, J=8.2Hz,
1H) ,4.88(d,J=6.9Hz,1H) ,4.80 (s, 1H) ,4.34(d,J=8.3Hz,1H) ,4.26 (d,J=8.4Hz, 1H) ,3.87
(d,J=7.5Hz,1H) ,3.38(s,3H) ,2.88 (t,J=3.5Hz,6H) ,2.61-2.51 (m,4H) ,2.01-1.91 (m,4H) ,
1.85(s,3H) ,1.51(s,9H) ,1.27(s,3H) ,1.25(s,3H) .'>C NMR (101MHz,CDC13) 8205.25,
172.80,170.69,164.80,159.45,154.99,152.14,148.17,137.90,136.87,135.58,134.23,
129.89,128.97,128.02,123.07,122.09,88.33,83.89,82.38,80.49,80.10,80.00,76.01,
74.20,72.05,69.52,57.24,57.09,55.40,45.87,41.64,36.57,35.92,33.79,31.93,
29.70,28.34,25.47,22.70,22.00,21.93,14.36,14.13,10.89.

[0351]  =izjitfi] 1 6PCMI—16/#] 1] 4%
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[0352]

[0353] 1D (4S,5R) -3 T I I -2- U-F L HID) —4- 573 T 5 -5 b R ER 1) 1] &%
[0354]  HAAT7vEZ DLt g5 20 38 D A 712

[0355]  2) 7 H jZ i H iR 36— 10-FH 4R 31, 1A-BRIR PR 2 R S TT T 1) 4%

[0356]  HAKTTVEZ W SLHif 14 B2 IR (-6 7%

[0357]  3) PCMI-16f# 4%

[0358]  HAKTVEZ: DL Hta 51 A () 20 B 3) (M B BT 25 o B 25 P W 2 IR 21 95% LA L .
[0359]  PCMI-16:mp:227~228°C ;MS (m/z) EST:937.2 (M+Na) *;'H NMR (400MHz,CDC13) &
8.06 (d,J=7.6Hz,2H) ,7.63 (t,]J=7.4Hz,1H) ,7.50 (t,J=7.7Hz,2H) ,6.48 (d,J=6.3Hz, 1H) ,
6.13(d,J=7.4Hz,1H) ,5.48 (dd,J=10.6,7.2Hz,1H) ,5.25(s,1H) ,4.95(d, J=8.3Hz,1H) ,
4.89(d,J=6.9Hz,1H) ,4.77(d,J=9.0Hz,1H) ,4.33(dd,J=8.9,5.8Hz,2H) ,4.27 (d,J=8.4Hz,
1) ,4.22-4.09 (m,1H) ,3.93-3.83 (m,2H,H-3) ,3.41 (s,3H) ,2.88 (s,6H) ,2.60-2.41 (m,
4H) ,2.02(s,3H) ,1.96 (dd,J=19.7,7.7Hz,1H) ,1.85(s,3H) ,1.75-1.69 (m, 1H) ,1.52-1.37
(m,11H) ,1.30(s,3H) ,1.27(s,3H),1.01 (t,J=6.3Hz,6H) ."*C NMR (101MHz,CDC13) 8205.08,
172.96,170.35,164.81,154.97,152.01,136.39,134.05,129.95,128.94,128.11,88.19,
83.90,82.39,80.25,79.67,76.04,74.74,73.71,71.99,69.44,57.29,57.07,54.34,
51.49,45.88,41.76,40.57,36.54,35.86,33.76,29.67,28.24) ,25.57,24.85,23.24,
22.46,22.08,14.42,10.90.

[0360] St f5i] 1 7POMI—1 7] il 4%

[0362] 1) (4S,5R) —3— T Fh A ik —2— (4-HI S L AR AL —4— IR T —B— M bre FR I 1) ) 28
WT7952 Wity 1 B B D B & T
[0363] 2 7—H LK H I 3 - 10— FH 8- 1, T4-BRIRIA L R S TTTH 1 %
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[0365]  DL10-DAB (lequiv) A2ls JE A}, ¥ FDMEH, 46 G IIAN2 . Sequi v BRI A2 . Sequiv
() =GR, &0l Ja b EA B AL ST B TR T & R R, fE0°C R,
IIN2equiviFIMEIE , B2 10 SN PR NN 2equi v I AR ABIE 50, S Ridh 5 , 28 Ji5 A
5 AEAlAL, 77 F N85 ~90%. AL B8 (Lequiv) Vi T /K WU A BRI , ZE BRI N, il
T, HHERLEE Cequiv) R M3hJE, &t AL B, T8 2 9. 4L A 49 Qequiv) T
B, U R, i 10equi vl 8 LR, N 4hfE , 2858 f A B, i AR 4ith, 72 RN
T5% A AAE L0 Qequiv) TR THRH , FEZ IR T, ML Sequi v DY T B 940 42 PU Sk
WV, SN Lh & 45 SRS, 283 JE AR B, b i 20 5 45 B AL A 4045, 772 2R 9 90%. 44k & 1045
(lequiv) T T A THRAE R, /E0°C R, JIA 1. 5equivILHMDS , J i 1h & , #:5 n) s N
H A2 10 NN 2equi vIF) FE 610K FE R &, ) Ni2h 5, 2t Ja Ab 3R, b pk2lifh, 7= 26 71%,
[0366]  fh-&H50 (lequiv) ¥ T FHETHF/DMPU (4: D ¥, Z£-70°C T, AL . 2equiv/H]
BT EEH, N 20min 5 , 7] s SR H 2242 1 3% I\ 2equivIFIN= (sulfonyl) oxaziridines,
SONi2h, 23 JE AL I AR AL, PR RO TE% AT A A 51 (Lequi v) 78 T 45 DU S0k iR
52equivifIN, N —HJE KM 2 7, A2 AL S5, 72 3 R95% A B 1152 (Tequi v) 7E T
PUERmH, =R R, Je N0 . 2equivir) (R) —2- HE IR e VR o AL 7, 8% i 1 S o R
TN Sequi v/ DU S0 VA 00, SN2 8h, 45 3R S N, 80t g Ab 2R, i A alifk , 159 B B 441
7—FH K R - 10— AU 1, 14-BRIR RS R S TTTAL & 453, 7= Z N80% /i A
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[0367]

53

[0368]  3) PCMI-17H 4%

[0369]  EAKRT LS WALl H 10 383 6 T 15 « B A& F= W 25 FE 1A 1)95% LA L o
[0370]  PCMI-17:mp:233~234°C;MS (n/z) EST:944 .4 (\M+Na) *; IR:3411,2979,2933,1820,
1731,1712,1490,1367,1259,1163,1085,713.'H NMR (400MHz,CDC13) 68.03 (d, J=7.4Hz,
2H) ,7.62(t,J=7.4Hz,1H) ,7.49 (t,]J=7.7Hz,2H) ,7.45-7.37 (m,4H) ,7.37-7.30 (m, 1H) ,
6.46 (d,J=6.1Hz,1H) ,6.12(d,J=7.4Hz,1H) ,5.58(d, J=8.6Hz,1H) ,5.35(dd, J=10.6,
7.2Hz,2H) ,5.14 (s, 1H) ,4.95-4.86 (m, 11) ,4.80 (d,J=6.8Hz,1H) ,4.71 (s, 1H) ,4.30(d, J=
8.4Hz,1H) ,4.23(d, J=8.5Hz, 1H) ,3.89-3.78 (m,2H) ,3.75 (s, 3H) ,3.41 (s,3H) ,2.56 (ddd, J
=14.6,9.5,7.3Hz,1H) ,2.46 (s,3H) ,2.08-1.98 (m,1H) ,1.95(d, J=1.1Hz,3H) ,1.83 (s, 3H),
1.39(s,9H) ,1.29(s,3H) ,1.28(s,3H) .'3C NMR (101MHz,CDC13) 6204.25,172.06,171.24,
170.73,164.70,155.73,155.00,151.92,136.31,135.79,134.19,129.95,128.98,128.94,
128.10,127.93,126.63,88.09,83.49,82.19,80.58,80.25,79.61,76.01,75.28,74.71,

52



CN 104650109 B ﬁﬁ HH :F; 46/49 T

74.36,69.24,57.45,56.89,55.31,49.22,45.77,41.63,33.83,33.25,29.68,28.24,
25.57,25.51,24.90,22.48,22.10,14.33,10.78.
[0371] =it {511 SPCMI—1 87 1] 4%

[0372]

[0373] 1) (4S,5R) =34 T FE -2 (4-H BRI —4- (2N IE BB -5 ME e R TR 1)
il 2%

[0374]  HAKRT7VEZ DLt ml4h 20 38 D A 712

[0375]  2) 7—FH Sk FF RS- 10— FH 4081, 14- B IR IR 2 R 2= T T TN il 4%

[0376]  HAKRT7 LS DL fs| 1 7R 22 3R 2) 6 7 12

[0377]  3) PCMI-18f# 4%

[0378]  HAKTVES: DL Hta 51 A () 20 B8 3) (M B BT 25 o B 28 P 2 TR 31 95% LA L .
[0379]  PCMI-18:mp:235~236°C ;MS (m/z) EST:923.4 (M+H) *;'H NMR (400MHz,CDC13) 68.50
(d,J=4.6Hz,1H) ,8.10-8.01 (m,2H) ,7.80 (td,J=7.8,1.6Hz,1H) ,7.65 (t,]J=7.4Hz,1H) ,
7.51(dd,J=16.2,8.2Hz,3H) ,7.30(d,J=9.9Hz,1H) ,6.46 (d,J=6.1Hz,1H) ,6.12(d, J=
7.4Hz,1H) ,5.58 (d,J=8.6Hz,1H) ,5.35(dd, J=10.6,7.2Hz,2H) ,5.14 (s, 1H) ,4.95-4.86 (m,
1H) ,4.80(d,J=6.8Hz,1H) ,4.71 (s, 1H) ,4.30(d,J=8.4Hz,1H) ,4.23 (d,J=8.5Hz, 1H) ,3.89-
3.78 (m,2H,H-3) ,3.75(s,3H) ,3.41 (s,3H) ,2.56 (ddd, J=14.6,9.5,7.3Hz, 1H) ,2.46 (s,
3H) ,2.08-1.98 (m,1H) ,1.95(d,J=1.1Hz,3H) ,1.83 (s,3H) ,1.39(s,9H) ,1.29 (s,3H) ,1.28
(s,3H) ."*C NMR (101MHz,CDC13) 6205.25,172.80,170.69,164.80,159.45,154.99,152.14,
148.17,137.90,136.87,135.58,134.23,129.89,128.97,128.02,123.07,122.09,88.09,
83.49,82.19,80.58,80.25,79.61,76.01,75.28,74.71,74.36,69.24,57.45,56.89,
55.31,49.22,45.77,41.63,33.83,33.25,29.68,28.24,25.57,25.51,24.90,22.48,
22.10,14.33,10.78.

[0380] =iz jite {51 1 9PCMI—19f#) 1| 4%

[0381]

[0382] 1) (4S,5R) —3—— Ff Jiic ik i B —2— (4— W A e A8 3D —4— R B -5 S e FR R 1) ) 4%
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[0383]  HAKT7VEZ WL s3I 20 38 D A 712

[0384]  2) 7—FH BLEH MR JE-10-FH 4281, 14-BRIRIEE S R S TTTRY 1l #%

[0385]  HLAA&T7vEZ: DLSLHtfs| 1 7R 22 3R 2) G T 12

[0386]  3) PCMI-19ff 4%

[0387]  EAKRTTEZ WSLHEEI H 1D IR 3D 6 T 15 « B A =W 2 FE IE 2195% LA L o
[0388]  PCMI-19:mp:213~214°C:MS (m/z) EST:894.3 (M+H) “:'H NMR (400MHz ,CDC13) 88.04
(d,J=7.5Hz,2H) ,7.62 (t,J=7.4Hz,1H) ,7.49 (t,J=7.7Hz,2H) ,6.47 (d,J=6.1Hz,1H) ,6.27
(s,1H) ,6.11(d,J=7.5Hz,1H) ,4.94(d,J=7.9Hz,1H) ,4.87 (d,J=6.9Hz,1H) ,4.75(d, J=
8.9Hz,1H) ,4.39(dd,J=10.0,5.2Hz,1H) ,4.36-4.31 (m,1H) ,4.30(d,J=8.6Hz,1H) ,4.24 (d,
J=8.4Hz,1H) ,4.14-4.06 (m,1H) ,4.00(d,J=6.0Hz,1H) ,3.71(d,J=7.4Hz,1H) ,2.61-2.43
(m,4H) ,2.38(d,J=3.7Hz,1H) ,2.26 (s,3H) ,1.95-1.84 (m,4H) ,1.71 (d,J=12.4Hz,4H) ,
1.52-1.37 (m,11H) ,1.34(s,3H) ,1.28(s,3H) ,0.99 (t,J=6.8Hz,6H) ."*C NMR (101MHz,
CDC13) 8202.19,172.97,170.93,170.65,164.76,156.27,151.87,139.79,134.15,133.52,
129.97,129.00,127.95,88.19,84.23,80.46,79.63,75.94,74.79,74.59,73.87,71.73,
69.45,58.71,51.67,45.05,41.78,40.42,35.46,29.70,28.24,25.98,24.85,23.23,
22.50,22.15,20.76,15.01,9.70.

[0389] Szt f5|20PCMI—20 1 i 4%

[0390]

[0391] 1) (4S,5R) —3—fU T ZE S PRI -2 U-F A IR ID) —4- 7 | -5 b R IR 1) o) %
[0392]  HAKT7vEZ DLt a5 h 20 38 D A 712

[0393]  2) 7—FF S ik FH RS- 10— FH 40081, 14-B IR IR 2 R 2= T T TR il 4%

[0394]  HART7EZ LS fs| 17 22 58 2) 6 712

[0395]  3) PCMI-20f) il £

[0396]  EAKRTT LS WSLHEEI H 130 3R 3D 6 T 15 « B A =W 4 FE IR 21195% LA L
[0397]  PCMI-20:mp:229~230°C ;MS (m/z) EST:924.4 (M+Na) *;'H NMR (400MHz,CDC13) &
8.04(d,J=7.5Hz,2H) ,7.62 (t,]J=7.4Hz,1H) ,7.49 (t,J=7.7Hz,2H) ,6.47 (d,J=6.3Hz, 1H) ,
6.13(d,J=7.4Hz,1H) ,5.36 (dd,J=10.6,7.2Hz,1H) ,5.15 (s, 1H) ,4.93 (d,J=7.8Hz, 1H) ,
4.88(d,J=6.9Hz,1H) ,4.80(d,J=9.3Hz, 1H) ,4.39-4.28 (m,2H) ,4.25(d,J=8.5Hz,1H) ,4.13
(m,1H) ,4.01(d,J=5.4Hz,1H) ,3.84 (d,J=7.3Hz,1H) ,3.75(s,3H) ,3.41 (s,3H) ,2.62-2.47
(m,4H) ,2.10-2.03 (m,1H) ,1.99(d,J=1.1Hz,3H) ,1.83(s,3H) ,1.71(dd,J=11.2,4.6Hz,
1H) ,1.44(dd,J=10.1,3.6Hz,2H) ,1.41(d,J=14.4Hz,9H) ,1.30(s,3H) ,1.29 (s,3H) ,0.99
(t,J=6.4Hz,6H) .'>C NMR (101MHz,CDC13) §204.27,172.97,171.21,170.71,164.75,
156.21,155.00,151.99,136.46,134.15,129.96,128.99,127.95,88.18,83.51,82.20,
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80.34,80.19,79.63,76.73,76.01,75.27,74.61,73.82,69.29,57.43,56.89,55.30,
51.61,45.76,41.66,40.44,33.25,29.69,28.24,25.51,24.85,23.25,22.44,22.16,
14.41,10.81.

[0398] S fsi|21 PCMI-21 ) 1l 4%

[0399]

[0400] 1) (4S,5R) —3— T Fh A FFk—2— (4-HI S HE AR KL —4— IR T -5 bre FR I 1) ) 28
WT7152 Wity 1 B B D B & T
[0401]  2) 7—Z B Mk FF BBt - 10— FH 480k 1, T4-BRIR MG L - 5= TTTH i1l 2

[0403]  DPA10-DAB(lequiv) AfLG KL, ¥ T DMFH, e G A2, SequivIFI BRI FI2 . Sequiv
(1) = 2SR, &2 5 BRI R AT A BT T Z R b AH L E0C TR,
IIN2equiviFIREIE , 2 10 5N P NN 2equi v i AR 50, S Bidh 5 , 28 Ji5 A
T, 5 AEAlAL, 77 N85 ~90%. AL B8 (Lequiv) Vi T- /K WU A BRI , ZE BRI N, il
T, 5H R EE Qequiv) R N3h)G, & b B, T 2 M 9. L &9 (equiv) T
PIRRHER , 300 R, N1 0equi v — U 4E , IR SEARJE , 285 JE A0 BE , i RE gtk , 77 % Ny
T5% /e A MIL0 Qequiv) TR THR R, FEZUR T, JIAL. bequiv P T 510 42 VY SRk
WV, IS 5, G5 R N, 280 JE Ab 3, 1A 4y B9 45 2L & 445, 72 Z 990% . K4 & 445
(lequiv) ¥ T TR THEE I, =W N, o 52equiviIN, N —FRIE KM ) Ni2hf5 , SR 5
] SN I 2equi v R , [ Bidh G , it Ja A BR , ik kR Alifk , PR RN T8% A A

[0404] k& 454 (1equiv) T T4 THF/DMPU (4: D B, 76-70°C F , BN . 2equi v
BT EEH , N 20min 5 , 7] e SR H 2242 135 I\ 2equivIFIN= (sulfonyl) oxaziridines,
[, 2t JEALER , SEREAA, , 77 5 R T5% I A7 AL A 55 (Lequiv) 7ET-HE I DU Sk IR
52equivIIN, N ~BRHE KIS L A AL A5 L 72 5 R 95% Ab 2156 (Lequi v) 76Tk 1
DU, SR R L SE NN 2equi vy (R) —2— FF SRR B e A A fiE A 751, R i 1] 5 v ¥
AN Bequi vIFIKE /DU SR IR ¥ W, [ Bi8h , 85 R I B, &80t Je AL B, I A 4lifk , 75 31 i 44 1)
T— Ttk FH L - 10— AU - 1, 14-BRIR IR S R S TT AL & 57, 7= Z N80% i A o
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L0405 ) o)J\s/\ ) O o)i\s/\ ) O o)l\s/\

57
[0406]  3) PCMI-21F¢] |4
[0407]  EAKRT LS WL H 130 83 W T 15 « B A& F= W 25 FE IR 195% LA L o
[0408] PCMI-21:mp:238~239°C;MS (m/z) EST:974.4 (M+Na) *;'H NMR (400MHz,CDC13) &
8.03(d,J=7.4Hz,2H) ,7.62(t,J=7.4Hz,1H) ,7.49 (t,J=7.7Hz,2H) ,7.45-7.37 (m,4H) ,
7.37-7.30 (m,1H) ,6.46 (d,J=6.1Hz,1H) ,6.12(d,J=7.4Hz,1H) ,5.58 (d,J=8.6Hz, 1H) ,5.35
(dd,J=10.6,7.2Hz,2H) ,5.14 (s, 1H) ,4.95-4.86 (m, 1H) ,4.80 (d,J=6.8Hz,1H) ,4.71 (s,
1H) ,4.30(d,J=8.4Hz,1H) ,4.23 (d,J=8.5Hz,1H) ,3.89-3.78 (m,2H) ,3.75 (s, 3H) ,3.41 (s,
3H) ,2.56 (ddd,J=14.6,9.5,7.3Hz,1H) ,2.46 (s,3H) ,2.08-1.98 (m, 1H) ,1.95(d, J=1.1Hz,
3H) ,1.83(s,3H) ,1.39(s,9H) ,1.29(s,3H) ,1.28(s,3H) ."*C NMR (101MHz,CDC13) 8204.25,
172.06,171.24,170.73,164.70,155.73,155.00,151.92,136.31,135.79,134.19,129.95,
128.98,128.94,128.10,127.93,126.63,88.09,83.49,82.19,80.58,80.25,79.61,76.01,
75.28,74.71,74.36,69.24,57.45,56.89,55.31,49.22,45.77,41.63,33.83,33.25,
29.68,28.24,25.57,25.51,24.90,22.48,22.10,14.33,10.78.
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Direct Mass Analysis
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