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F”"March’s Advanced Organic Chemistry by Michael B.Smith and Jerry March, John
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[0054] 2= % B Fir A3 FH 1990 ST AR 4K 27 i SCRUBIN] — EB S . P Parker , Ed. , McGraw-Hill
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Eliel,E.and Wilen,S., “Stereochemistry of Organic Compounds”,John Wiley&Sons,
Inc.,New York,1994,
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Horbr () BULR R B W8 251 o BTN (1) BUA R A P& A0 e () o — i ELAR 1) ST A S 1)
A A e S AR S S S S A A ) VR DR A o e S A A VR 5 20 o T R S A A4 1) 50 < 50T 5 )
PR AT BETR S VBN AR , 24 AEAk 57 S BB T Hh A7 S AR e B PR BT AR RS e PRI
AJ X PR O o

[0056]  AF B A TS VIR AR BR S5 (90, B 5D 5 ] LA RA AR T8 B SO 4 = 4
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(R) —BL (S) —# AL 75 i H A7 2 /050 % XAk il &, 2 /060 % X m ikl & , 2 /070 % X ikt
8, 2/080% wf kAt &, 2 /90 % xRl &, 2 /095 % X it &, B 299 %6 x4
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o

[0059]  ARE “H.AZ F A7 B “HAZ il TR 7 e 48 BT ANF gE B A B {KEE 22 (Tow
energy barrier) HAHFEALR Z5H0 R A 4 TLAR Rt e AT Be Y (ROIAEIE ) » AT LIS 3
AR SRR A P4 o 5140, B AR e A4 (protontautomer) (HFR N B4 12 B.AZ 5
f4& (prototropic tautomer) ) F4FIH I 5T 3T A8 R BEAT IV FLAHSE 4K, , Q0 — 40 B e AL A AT
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VG~ e S R4 o A B8 AR A A& (valence tautomer) A5 i — L8 pl Sl 110 F 40 0k
AT B A A R AR S AME AR GG W B A B4R S b A T 2R AE AR R BH 1 YE
Z W

[0060]  m] LA FH R0 H T3 V2 AR ART Bir 45 26 77 M B A TR 1 4 v T A de ot AR A B RN 5
BB TTESR 3 OGS AT IR , 0, Jd I 4 SRAF 0 HL AR X W A 1 R 34T 40 15 o ST I ™
Wt ] DU I T PR A ok a0 2, A58 FH T PR W B R0 1 v RO A €48 (HPLC) o5 )l , A ik
RG] DA I I AN GTRR A R

[0061] A A A RS “e 387 A0 55 1 A0 BB ol S B 0 S e 32, e vp e S T DA 7 Ak
SEAT e A — AN B AN AR B BT R IA ) BRUACEE B AR o Ferp — LU S ) 2, Be iR R A Bl
L=10AMER S5 5 s J3 b —BE KTt ] 22 , be L A B 1 -8k S5 1 s S b — LUK 9] e , e Ak
A5 H1-6 MR+, S oh— B SL ) e , el L A S A 14 R 5 i 4h— 2L SL i ) 2
foe e A 5 A 1 -3 R o e e A A R — A5 () SEIA S R AR T, 2 (Me, —CHa)
.3 (Et,—CHaCHs) , IETA 3 (n—Pr, ~CH2CH2CHs) , 7 A 28 (i—Pr,—CH (CHs) 2) , IE T & (n—Bu, -
CH2CH2CHoCHs) , 2 F B 7R LBl & T ¢ (i-Bu,—CH2CH (CHs) 2) , 1—FF 78 FEBR A T % (s—Bu,—-CH
(CHs) CH2CHs) , 4 T & (t—Bu, —C (CHs) 3) , IE JK & (~CH2CH2CH2CH2CHs) , 2 2 (~CH (CHs)
CH2CH2CHz) , 3~/ 3 (~CH (CH2CHs) 2) , 2—FF 3-2-"] %t (~C (CHz) 2CH2CH3) , 3-FF 3&-2-"] % (-CH
(CHs) CH (CHs) 2) ,3—FF J—1-"] & (~CH2CH2CH (CHs) 2) , 2—FF J—1-"] 3 (~CH2CH (CHs) CH2CHs) , 1F
% 3% (-CH2CH2CH2CH2CH2CH3) , 2- % 2% (~CH (CH3) CH2CH2CH2CH3) , 3— 3 (~=CH (CH2CH3)
(CH2CH2CH3) ) , 2—FF J-2- % %& (~C (CHs) 2CH2CH2CH3) , 3—FF JE—2- % J& (~CH (CHs) CH (CHs)
CH2CHs) ,4—FF J—-2- )3 B (~CH (CHs) CH2CH (CH3) 2) , 3—FF B -3- 2 (—C (CH3) (CH2CHs) 2) , 2—HR
J-3-1% 3 (—CH (CH2CHs) CH (CHs) 2) » 2, 3— —H J:—2-"T 3 (-C (CHs) «CH (CHs) 2) ,3,3- —H J-2-
T3 (-CH(CH3) C (CH3) 3, IEBEJE , 1E SRt , S8 56 o ARE “Be 7 AL HIT 48 “be” AE b b AT H , A
O BN SRR I R R B o e T DA AR A R B Pl s () HUA S i LA

[0062]  RAiE “WeR I A HE N-fe R &AL FN,N- he 3L 387 , Horp S 3L 3 [ 4 B oy i
B — AN B A e i B A BT BUAR, G e i R A HL A AR e B I I 1 2 S o H R — LS S 451
T, B S e — DB Cr-elie BT 4 B BUR - BRI BURG I e T U R L ] 3 oh—2esk
TG A2 , 528 28 I AT Cr-s ) BRI (] o i 1) e s S 2 2 [ T DA At B e s S
B RS A XA S  AH IR AR T, N- R U N- U N NS U N ON-
ORI B A HE B e SR TT DA A I B 1 EA R P LA

[0063] A<k B o B A FH I ARG “Bedfl 27, W0 A B be s, AR R BH B s S, T8 280 i 3
LB FER R EE XA SRR (H AR T, B AU, 25 TR S5 e
AT DA AR B BT I 1) AR L i BUARG

[0064]  RiE “BRLEHE” B BRIR” AR — B AN, 4557 TR WAEGH 4 A AR, EA G
H R A, HorP AR 3~ 84N SR F I B A B3 ~ 8N BR B 1 IR = PR . Al 1 PR e A S
PG AR T AR T, FRbe 5, B0 2 R0 R B 2 o A Joe ko [ 1) s ) 3 — 2D L 4 {H 4 AN R
T RS, IR T 2, IR0, , - - 1M 2, L BRI -2 0 2k, 1 - -3 M 2t , IR
B 1-IC -1, - O B -2, 1B O -3 -0 i, TR A B S 5 LS M o
IRpE L] R AN S A B AN LA, RIE IR L  CAOMRRE I R AR AT 2, CaMR e 3 2 R IR T A
CrMR e FR IR P  BRGE S ] DA 4% % BH Bk i) AL i LA

10
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[0065]  ARiE “FFIH” m] L& IR WA IR IBRIMA R, Hop, 20— ANIE R e B IR
(1), K — ANk REF6~ 10N EF, B G — A& S50 F R0 ik RiE
05 A7 A DARUARE “OF B P17 AC AT L 0 0 A PR n LA HE RO, 25 R ML M i o,
FEn] A AN FEFH B A BN 55 55 AT AR R BH I ) B BT ERAR

[0066]  RAE “GeI7 HL” , “I 75 IR LE UL Ab W] A2 e fd T, #0248 B0, 0OR , = IRE G VU PR Af
F, Ho BRI TS IR, = IR IR 5 IR DY BR R 5 AR R DA & (T sUSR o Hovh , 05 P4k
RED—ADEREFTEFER I L — B A T I 1t 54 7 BT B R 5+
HHEN,0,P, S, 7£ M SERP M AT Ut — B A U+ B B A5 2111850, S02, PO, PO 1)
) o 25544 2 AT DLAEARATT 2% JR Bk & e S e 3 2 45 40 B AT T iR 2 04k & o 2%
T4 B A AT AR 3-T A JE 4 ) B ER

[0067] Sy hh—He STl , 05 R R (3 4 05 L, 205 B) B4R BL N+, (H AR T
G )~ ¢ DRI —2 -3 , MRy —3— 3 , N-IBR B JiE | IR P —2— 3t , IR M —4— it | IR Pk~ 535 , Sk~ 3~
He, R4 Jk , Sl -5 IR0k R -4 L I -5 | 4 F L S5 - N-
ML 2 , ML g — 235 , WLEmg -3 -3 , ML g - 22, Mk i — 335 , b g -4 , M -2 35 , kg -4
WA -5-J , IRA IR I (kMR —3—3) , BRI — 23t | IBRIAE —4 -3 BRI -5, PO IR 35 (1Y 15—
BE) , T (= -2 JE R = k555 BRIy —2-Jk MRy -3, ML (b -2 ) |, S
VR e , WA ML W e, PR Zube i, ik RO, FENE I, JEGRIMR L , wy e L, wy R
Wy TR R 5 , Wiy RN R, RO i, Mg, MO W PO g G, v ek 35 , e AR S , AR , =R
R (27,1712, 3TMEME I [5, 4-b ML uE 3, BRI IE (27,1712, 3] WEMR 3[4, 5-c T me 3,
VH-25 9 [E] kMg [4,5-b] [1, 4] BRI AR H AR5 o 0 S mT DU AR R B BT ok 1 BAR 22 i B
R

[0068]  “ZRIRAE” AT DA JE B AL B AR S o “AR IR AL (R R HE 2 A A S RN A A
VLRI R BRI G i T B 2 [ o R PRI S A, AR AR T, bk g e i, DY Sk i
TR, DU S By , DU SR e, P R S , DU S MR S, WIR I I , MR AT L, U R
TR RN T B BRI T WRIE L , SR E B, PR, R IR P S R IR B,
Z B, N- P bR S, 2k 3 , 3 R bR 5t , A KM K I , N-WIR W 5 , 2-WR MR ik , 3-WIR IR 2 , i
WRIEHE, 1,2,3,6-PYEmbie -1 -4, S R A, o s 0, IR R 0, ML g bk — 1 -, 2-
WEE 1 R IS, 3—-MLL s bt , S M| et , 2 Mg Poe bk I , 2H MLt g ek , AH-ntb ipg 6, AU R PR B 1,
3- AR N AE, TMEGTIE, MR b, ARy B DRI TR, 1,2, 3, 4-PU AL e, 1,2,
6-ME HRSEL, 1- A 20k, N E2H- [, 4] A ER (2, 3-c T kg ik, IR 1, 1- A AR
RIS, 2,3, 3a, Ta—PYS- 1H- Febg Wk Jk , Spiglmenph e, 1, 2,3, 4-PU Skt , S ORI =
WEWR I, ORI R I, AR, AL R R, AU e S, A e, g
B, AN S, 1, 4 R e IR MR P POR MR S DR AR 5T s , IDR A bR , IR s 5 I e -
Mg , IO Al P el g e 5t | = S M P, | i 5 , MWk i, S DR P SR R 2, S 2R - P
SUMEMELEL , S ORIE AR B, e SR, e AR R e, SR AR i T
S, AR, A R R I WA 5 R D IR R BRVAR 2 e L WR R B, R e i , 4-
IR I A 35 , ML P e s, = B , D 0 S R s, [T S L s, T e s, M e B, 1,3, 5=
W Joe S , 2~ S AR ML I e 5 , AR -1, 3-ME e e i, 2R W AL , 3, 5 A A RWR g L , 1| bl L
1,2,3,4-DTUS e mh L, 1, 3- 2R JF AL, 23 -5 -2 AUA [2. 2. 1] -5 , 45K

11
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N I s AT e — i 22

[0069]  7E-—LLsLjff h , ZR IR N A-TAN R R 2R IR L 2 R B 4-T DN IR I 1
RIEHS 73 AN AT SR, Horp &8 /D —ANBR R 0k B L B 28U - o 4= 7 SR 2 R 2R B0
FEHSEAFRE  AHANE T, 2R T 2, S 4R B0 T 2t B2 B0 T, Mg e B, 2- b g bk B , 3
L PG R 2 , i e bk 3 , L el e 6, TDR P bl 2 , IR e e 5, DY SRR R 22, — S WK IR 22 , DY e 1)y
S, TEMEWY L 1, 3- ARG, ERIA AL, DY At S, Ak i 2, 2H-IE I A, 4H-niE
Ve 25 , D SR MR S , R W S, PR AR S , T A QN bR s, IR W s, W e i, MR e B MR BE L, 1
WR MRS, RV BE S , U R PR e be it , B 2R B Pt , Sl R e e, U e I R e e 0, 5
S JRIN A T - CHo- EE A 4 —C (= 0) — B AR SEHIA0HE , (HAR T, 2- S ARHE g e 2 L 40401,
3R d5E L L 2-WRIE F S | 3, 5 AR IE I L w e RS , SRAE  ZR IR R SR AL I
SEBALERE B AR T BR T RS RS I 1, 1- A, 2 A TR I 4-T AN SR 4L R
e PR B A AT A% Mg — N 22 A B B o ) B2 P AR

[0070] AL “WRIRIL”, “BEIR”, “UBUNUAEL” , WA R — NIRRT B — I _LEEE
YRR o 19100, 48 T [ BRI 1, — M A g 2 BRDAIB) B RR N “BH & XK, k2
RN AIFRDAE PR AT AR b AL 2 — AN SR, WA R “UR R o WREA L 10 () 5 — AN B0
BGRB8 JR TR PR o X B S B4 B ANBR T, iR (2. 4] Pebe—5- %, i [4.4]

ek, 45 o

[0071]

N O

[0072]  RiE “WEIR IR FOR — AN EERIE T 55— A ARBRIG AR A o 42, 4R i
TR, — N AT IR R GRDAIB) MFR A “HH A IR, [ 2 FRA FIERDAE 5 4N i AT
Ak R P L AN, WA RR A W8I . HE D — IR REE — PR EZ AN RIET,
B — AN IE RS 3-T4 E -, R A 1-6M ik B FIE N, 0, P, S 1-34 R Ji -, 7E ik
N, SERPHR ST AT 26 b 4 — AN Bl 22 A28 5 BT EUA A5 25N, NO2, SO, S02, PO, P2 2 [ , ~CHe-
S AT AT AT I M -C (= 0) - B AR s IR RS2 B8 , (H IR AR T4- % =8 [2. 4] Pide
B AR (2. 4] Bebe s, 5- R IR (2. 4] Bebe Bt , 2- U R IR (4. 5] S8 etk , 2- U I8 [3. 3]
B, 0- G 20 (4. 4] F ot , 3-G Z 8 [5. 4] B8 ke ik, 0% -6- R 2208 [3. 3] Pid bt , 2, 6-
TRIRME (3. 3] BEE AL, 2R -6 - R (3. 3] BEE A 2 AL, 2- TR -6 S B (3. 3] PRk
F2, - E AW, 2,8 T HIRIE[4.5] Bk, 2, T- R (4. 4] ke gk, 2, T- R R IR
[4.5] B8tk ,2,6- R AR [4.5] 38 edE, 2, 8- B AR [4.5] 28-3R, 1, 8- & &
WE[4.5] B8 hedk, |, 7T- R R (4. 4] Fhedd, 1,7- & A8 (4. 4] F be-6-Fi-FE, 2,9- %
JRIR[5.5] F—he- 1P, 1-%0-3, 8- R RIR [4. 5] B8 e -2 -4, 1-%-3, 7- UK A
[4.5] Z&hE-2-Fi-2,2,6- 2 AR [3. 4] F ek, 2, 5- &I [3.5] F ek, 2,6- %4~
WR[3. 3] bt , 24~ T- S AR [3. 5] T he At , 24 —6- B AR [3. 4] 3 e S 55 . ML 45 0 1hi 5
B 25 SOUEA ] A BRLAfY i [ B Ay A, B D 2% U i o W R PR 35 mT DA A R B iR £ B
RIEFTEUAR o

[0073]  OR¥E “BHA IR, “HHIR” , “HR A ORI B W IR 2 7R M FBCAS 1 A () B8 2 4

12
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B0 MBHEFS BRI M R, B2 /DFH — DR B IR H XA R AT LA S A7 1)
IR A AR B O S WA S 77 EH BT R (B 55 & R AT UAE NI BR)
BUAREE) o AR5 XA R B — N PR 2L A S B FR 22 A R MR A IR, XA I SE A4 45 L (B 3 AN PR
T NE IR [3,2-b] WL, 2,3, 3a,4,7, Ta- NS - 1H-EiE, T-R AR [2. 2. 1] P 5,
PG [3.3. 0] b s, G 0O [3.1.0] O beke, 1,2,3,4,4a,5,8,8a— )\ A L5 0L, iX LU
AL AEA S DR IAR 2R Z N o

[0074]  OR1E “BHG 2 AR B SRR WA B AN WL AR AR EAE 51, B8 S B HE 55 5 I 1 DU 4
2, BDH RIS B IER XA R AT LA S ML ) BEE TR A AR A H A
DS AT 5 BB RIF (BRI &R A E NI BB « B 2D — Ik R
FABENRET, R IME RES3-T R AR, B 5 -6 S5 Al
HEN,0,P, SHI1-34 2% i F , 7E LN, SEPA 7 AT 3% Hh i — A B2 N AR+ T A3 2114
NO,NO2, S0, S0z, PO, PO 2 4] , ~CHa— 2[4 AT LAM ST AR M4 —C (=0) - AX

[0075] AU BRI 24 ik ml LA — 0 A4 24 52 bRl R s2 iR 77 8044, 4 0) , VA B AT )
A

[0076]  RiE“Zyoy bRl 452 (07 A2 4 225 AT T AR 38 F AT 32 1) 0F H— AN A 1 i
BAHALLANIE 2 1 S L, B 1 18 AN T B o 5 () 0 T SAR A S 1) At , A ST FTE R
T2y BRI RS A R O A LA B X BUR LR A Bl SR [ 2 B s A — B0 AT Y
2yt EZ2E I AESh A SRR A A Al I

[0077] A B P AE R “2 5 BRI 2 B9 87 R AR AR KA G MBI A HLER AT L . 25
5 AT RS2 1 Eh AR BT R AR B AT BT RN, STk < S M. Berge et al. ,describe
pharmaceutically acceptable salts in detail in J.Pharmaceutical Sciences,66:
1-19, 1977 Fric 8 - 255 Al 52 0 B i BRI B #h 46  EIF AR T, HSaUdd R
RLJE R AR $h A Eh B &h , SUR IR &L , BEIR &1, B IR #h , v SR Eh , R #6455 , A LR &8
WZIREL, NI EL , R IREh , IR EE , Sk &k, 0 IRk, BRI L, & B EE WA i,
MIMRIRER , R IR L, WPk BR 26, R IR 2 , Z PR 1 , R ORI IR 1 , i S /K 7 R #h 55, B i
P E STk BT iC B Ho At 7 v s A ok A3 B X L 2

[0078]  HAth 242 BRI HEAZ I S HE T IR P AR
#h R A ZIR ORI Eh R IR SR AR VR L
IR TR #h . 0 & MR IR £h L T b AR AR R 2 L 2B #h

T B
<

R Eh RN R Hh AR TR £ L PR
BRER ST I IR E T PR IR
o H I BEER £ A PR IR L R BRIR £ L PRIR £ TR L EIR L 2 - TR L FURE
WEMR#h FLIREE - AR #h  HREREIR IR &L L S R IR # L T PR &L L T

R IR B TR 8 - BRI 5 L SR £ R IR B I AR th 3R I TR i - T R IR h oy
IR L IR ER IR R #h IR AR B o R R R R IR ER R R VS A R 2
T4 2] ) Eh LRI o , Tl e e, B MINT (Co-ale i) iy £

(00791 A B AR AR S T AT i B0 5 NS 22 [ (R AL & 0 P 9 B ) A £ o AK T PE BT VA
PEEC > Bl 0 mT L I Z A A P 2 o Il e O < Je Fh A F B B EE PR A
Bedh ERER VR IR VERER AR IR AR AR 2t BRI A Sht — D AR 0 TR
Al ER ANV S R R R B S 1, e AL, S AL ) SR AL BRER AL W), B ER AL ) »
THBRAH) , Cr-slif BRAL D AN ST B B R AL o G, BIINEAR TN, N - R R 2 i WS

\2_¥é%—ﬂ\i@§\y§éﬁﬁﬁxiﬁimmﬁﬁ
'\\
x

il

x
JITL >

2

|l
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EIN, 808, &, AR R e Bk A R, 20 T N-F A R B, e R R N R R
L LR =GR - 2- Mg be— 17— F ORIk e, — Z e A e b A i, WR R A= (2
) G R bE & 5 AN T4, 5 08 s 1 & e 2k, I E AN T8¢

[0080] AR B VALY A — B MNE R o 5 AR K AE W I s 46 &
Mo T R R B i RS B IEA IR T, K, R INEE, OB, BEE, ~F WK, L8B4
YN

[0081] A B “BAMD 84 EWE L E e FI , PR 1A BOR T 1A ZUR
FERATE NS AL A  N- S A e TR SE 91 2 U NS A M B B R A TR U5 IRN-2 4k
Yo v F A AR i AL A BOE BR (B i R L) A EE AH B TR IN-SE A (S0
Advanced Organic Chemistry,Wiley Interscience, 584/, Jerry March,pages) . JLH
&, N2 AW A] FIL.W. Deady ) 7574l (Syn.Comm. 1977,7,509-514) , Horh 4 an e i VR A
VAN =S e, AR S )5 R -0 R B R (MCPBA) [N

[0082]  “FCit/ =4 =& T8 H AR KA A Wy El H Eh 78 44 P i AR E R 2180 7 . — MM
AR P RT L I i J A A EN KRR SR AT K, HE P AT DA I A AR B B
I Y AL R 38 () 7 VA HEAT SR AR « XL =W n] L il s 2t A aed 4k 18 )i, K
fie, e zd Ak, BRIt A F, BaAt, B 16 F Bl 22 S S5 T VA AR 21 o AHREHE , A% R B AR5 5
AR =4, B AR R AR R AL 5 5 L3 0 78 o B i — Bk 1) P = A RO 7 4
[0083]  AEAULEH AR, A SR AEAL 52 A BRI 52 45 A A A7 AE AT AT 22 5, &5 0002 o5 LR o
[0084] AR EHFR A FHRAEAT OR3P 2 ] L A R IR AL S S 465, BREE 55 UaRH , # LA
e LAWK S e, BB I TUPAC-TUB Commission on Biochemical
Nomenclature (Z W.Biochem.1972,11:942-944) ,

[0085] "I~ [HoH 45 SE i 0 AR A B K U7 SR BEAT AERE o AU R N Sl o FRAE TN Y
SE Tl AN FH T Ut B AR R B T AN REA Ay PR T8 AR A B £ 9 B o S 48] rh AR B BARH R B SR
A1) 5 2 B A AT I AT PR SR FIT s ) 52 A B0 o AP B 38 B ot U I 15 AT o B R A
A ARYEIN A7 TR B0 RT LA 17 M gR A R

[0086] T~ [ i 5 v B A FH B3 2 AR R B

[0087]  MeOH F

[0088]  HCI thi

[0089] L-tartic acid VP&

[0090]  Bocz20 TIRIR AT I
[0091]  EtaN =k

[0092]  THF INEAPRL

[0093]  LiAHs =R AREEL:

[0094]  Ac20 IR

[0095]  TBSCI1 7 e By E
[0096]  TBAF VYT AL
[0097]  PDC AR TR
[0098]  NaCl02 IR AR

[0099]  KoHPO4 R 4

14
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[0100]  TFA = WA
[0101] mL,ml =
[0102] Ny AR
[0103]  resolution oy
[0104]  — & g 2k -
[0105]
o L-tartic. acid o
A0 MeOH, HCi@) ciH,N Lotarticadd N”“ Boc,0,ELN  BocHN.., Z.
] >95% Me: " e o @ ”\OMe THF, 595% @ LMe
2 3 3
1
7a

“\o X'BU BocHN». ocHN:.,
TBS:
Br \

TR B G
“oTESY) Acy0, 0°C NoH  LiAH,
il Sk A PR anichole SR

4 N , X'Bu NaH, 60% OH 2) TBSOCI, i oH THF, 70%
HAg r " “NHAC 80% i
8 T H 5
LiAH,
THF, 30%
8a
BocHNy.. s BocHNy,, N
\OTB'S \ \OH
r TBAF :
HA:{Q’ XT“i THF, 70% HAc MT’**
9 1 1
1) PDC
2) NaClQy, KzHPO,
55% P R BL

[0106]  SEZffaf1
[0107] %;z,m?ﬁﬂ%fﬂzAﬁﬁziﬁ (I-1 i 5.

HQN\( H &
Wl

HN':,,
OH

O™\ _0

NHAc

[0108]

A (D

15
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[0109]
4 /. o . ) L-tm‘;l;ilct acid
MeOH, HEI(G)  ClIHHNw A Lotartic acid ' Boc,0, ELN - BocHN..,
Q T ! OMe resolufion Han., G OMe
>95%. 409 Oile THF; >95%
. 2 3 Ho | *
N N | EGN
/N i ~85%
o} v
BocHN.;, » LR ) B BocHNy.. Ny ek BocH oy
“otes fkg “oTBS1) Acs0, 0°C “oH
‘ oiay NaH: 60% A bu 2) TBSCL | Yu
HAG NHAc 80% ‘
8 7 6
LiAH,
THF, 30%

TBAF
THF; 70%:
1) PDC
65%% WD SR
1) TFA
HN
I
HN N’N\>
0% W N

[0110]  sKiaf] 2

01111 S5 1 45 2 B A& PO 1 B G AT S &5 SR AEAL 54 (T-1) &S B TE: £ —
B 20 4 D) b 3% 2 7 T R B —OHAE (B D) oAb BP9 I REE 4R v : 'H NMR (CDC1 3,
500MHz) : 6=7.72-7.70(d,J=10.3Hz,1H) ,4.67-4.66 (d,]=9.2Hz,1H) ,4.33-4.30 (t,]J=
9.3Hz,1H) ,4.17-4.10 (m, 1H) ,3.56-3.51 (m,5H) ,3.40-3.36 (m, 1H) ,3.19-3.14 (m, 11) ,
2.19-2.14 (m,1H) ,2.10-2.07 (m,1H) ,1.99 (s,3H) ,1.82-1.78 (m, 1H) ,1.41 (s,9H) ,1.35-
1.28(m,3H) ,1.18-1.10 (m,3H) ,0.85 (s,9H) ,0.83-0.77 (m,6H) ,0.01 (s,6H) ;'3C NMR
(CDC1s,125MHz) :6=170.3,156.2,85.9,80.1,77.6,77.2,76.7,73.6,71.3,65.1,51.6,
50.6,47.7,45.2,42.9,33.5,28.4,25.9,23.6,22.2,21.6,18.3,11.4,10.8,-5.4,-5.5;
HRMS (EST) Calcd. forCarHssNo0sSi* [MTH']531.3824, found 531.3822,

[0112] B[ B broFRi 28 Gb&9 (1-1) ) LI NMRFIHRMSTS B HE (B2~4) . HAZREEL
PR 'H NMR (DMSO-d6,400MHz) :6=12.65 (br, 1H) ,7.71-7.69 (d, 1H) ,7.34 (s,2H) ,6.84
(s,1H) ,6.82(s,2H) ,4.44-4.39 (t,J=10.1Hz,1H) ,4.14-4.02 (m,2H) ,3.93-3.91 d, J=
4.6Hz,1H) ,3.90-3.82 (m, 1H) ,3.76-3.71 (m, 1H) ,3.52-3.47 (m, 1H) ,2.92-2.90 (m, 1H) ,
2.28-2.25(t,J=7.5Hz,2H) ,2.17-2.10 (m, 1H) ,1.74 (s,3H) ,1.62-1.30 (m,5H) ,1.23 (s,
9H) ,1.02-0.83 (m, 11H) ;'°C NMR (DMSO-d6,100MHz) :56=174.9,172.9,169.2,155.9,82.3,
66.6,63.4,54.7,48.9,47.8,46.1,43.1,40.1,39.9,39.7,39.5,39.3,39.1,38.9,34.1,

16
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33.4,33.4,31.1,28.5,28.4,24.4,22.7,22.6,22.1,20.9,13.9,12.6,11.8;HRMS (ESI)
Calcd.for CosHarNaOs™ [M'H]499.3490, found 499.3487.

[0113]  Hrpr,'H NMRATC NMR3ZFiBriiker Avance 300 (*H:400MHz,"C:100MHz) ,Briiker
Avance 500 ("H:500MHz , "C: 125MHz) ZU 2% Hig FEHRACI 5 5 A FSTOAR = B 3 AR i o v
Gy PR E IS Bruker Apex IV RTMSSRMNGE o K7 #% 2 Joa 1% R FVAUAH o o Bk A (LC-MS)
A 2875 . HPLC1260MSD6120 , f4i 4 NAgilent Zorbax SB-C18 (2.1 X 30mm,3.5um) .
[0114]  sCafs]3

[0115]  EMDCKZH 2 R T 1 2FL AL ARE 324K (1. 2 X 10° A4/ L » 510 % FBSFIDMEM) ,
3TCF, THRIEL % A RIS FRFE I & 48/ N0 Al M £ 15 5748 A9 E: (100PFU, Udorn-—
4) JEGL 1/NIT R B B DA S K i B R R AE R, FHDMEMTS 3 40 M o 1 IR o 1 4 i B 21
U7 DMED B A5 37 3L (571 % Bl 1 %0 TCPK-fR &R (A S 1 B AE 2R) 1, B 373 b Ero s ih %
MBERALAED) (T-1) , L6 R AL, B IR FE A 24 fL o B Je 48 /N B S, [ 52 B0 25 40 e 5 FH
0.5% 4 i BRI, iR E R E.

[0116] &5 a5, ULEHAL &4 (T-1) BA B i S idom 236 M, HAR S i s
B KE PEEC504) 1M,

[0117]  fEARULH BRI RIA T, Z8 ARG “— DL | s p)” R HAR IR
7 B LR S ) AR R R A B 1 S 9 B 49 AR 1) ELAR R AR L S5 A R B
MAE T AR R & D — A Sz B 3R 6 FEAR B, 3 EIRARE R BRI A
WA ZBER XoT () A AH [F] 1) SE Tt 49 B3 161 o 1 HL, 898 I BARERAE L 25 1) A R B3 e s RT BAFEAE
— N AL BN B DA A TS B T G A Ak, FEA A TR E AR DL, AU B,
AN G RT LA A B A5 o 3 1 A (5] SE Tt 461 5307~ 451 LA S AN [R) SE it 451 5507 461 ) e ik 3R AT 45
EERIEERE N

[0118] & Bl B AIRIA 7 AR B SETE 491, A] DABR A0 A& 5 b o ST 461 22 7~ 461
PRI, AS B8 FEAFE 9 o0s A% I B 1) R 1] 5 4N 40 1) A5 30 56 AR N S A8 A R BH I S R A mT AR bk
STt B AT AR A B B AR

17
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