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AT R R AEE 1 o A NAD R A4, MR A% B O 22 78 /0N bR HR S 7 3G 5 AU A R 3 e 5y
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Je RIMFAERIAE Y, B Az 5 A AT AE M B MR N R IR VEFRA b e M BB BE , IX AT
PR R 2R A AN 51 BUAE A o MRISE e AZ 57 A AT AR AR 8 32 4 78 W sl Fo A () e Ik
F14Y R ] 2 ] % R I e A 1 AL AT AR i 2 i) A pl o R B A s, 1R EANANE T R
kB kAR A

[0003] WO 2007/061798%3k il & MARE fec A% A AT HE MR T5 ik AR, AFFRITTIEHR
VR 2 Bk s o 1 G0, = FP Rk e B = 9 PR . (TMSOTE) AR A5 b R A A 71, OF
H - F 80 il & A A4 A ] e st DUARATT RS =3 R IR COTE) $h i = o M e i 7 B
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[0004] Tanimori%f (S.Tanimori,T.OhtafIM.Kirihata,Bioorganic&Medicinal
Chemistry Letters,2002,12,1135-1137) flFranchetti®f (P) Franchetti,M.Pasqualini,
R.Petrelli,M.Ricciutelli,P.VitafiL.Cappellacci,Bioorganic&Medicinal Chemistry
Letters,2004,14,4655-4658) thffiid 1 il 2 B IAZ 1O 5% o B , XL T A AT H
TAE FHTMSOTEAE Ay P A 7R AN P 3 G s ] % = 50 TP AR R ) 0 1
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[0007] A B ) B B A A2 B 4k ) 6 8 BB e A% 8 AR AR M0 B 16 A B RS 80 T
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[0008] AU B E B4 (it ) 28 M foc A% 7 RO AR I J7 0, B T V] T4 1k
PRI 555 5N A S, T AR T8 T FE B A A B HAR AL 540
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FRIREE IS 452 845 BRI ) B0 AR B D IR M 45 30 AT P B0 R AR = 18845 (triazolium) o

[0023] 3, 2" & AN HR'RUR R AR IR BOR BUREY 2, 2o, RYRYAIR ™, AT DUAIFI 2%
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(R BRES , FOEUA R BAR BUAR I 5 2
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[0025] T3, X 2 B I SR B B R B 1 B B+, 20 B BRI BOR U R 1R
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[0026] 3t , X A2 HUARH BE AR PR 0 B B+, 3 — 2D 30 b 2 EDUA R 1) TR B2 11 91 728+ BB
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[0027]  AFikhh, X 2k EH F IR LR AR AT BRI AR BRI R BRI I &+, 4 A2
FEHE 2 BN T BRAR A T BR AR

[0028]  fTidkHh , X & EUAR A B AR BRI 20 2 - B R R 1K I 2 BRI SR B 1 2 -
TR T B DA, X R AT IR B B R R A A BRI A - R
T B R A E R R A AR -

[0029]  fFfetth, X 2 PrdR LR K I+, 2 IR M ER AR

[0030] et X ad pei A, Hiak B SR  TRAR R AIRIEAR , 3 — AP A0k b 2 SRR BRBRAR
[0031]  fFafedth , X BRI BOR BRI A RAR o 3t — AR, X8 = R R AR, otk
SRR AN IR R R AR A = SR R AR AT DAt , = B R PR AR = R T
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[0032] et X BRARHI BUAR BRI IR R AR , 1 — DR b i R AR o

[0033]  fTifehh, X 3% H &M ZBRAR B ER AR . =3 BRI DU IR IR AR . R A Z R IR VA &
PR ANFLIRAR o B — A1k b, X8 B & L G AR S B R AR A = 38 L B AR o

[0034]  fEih, RZ X L EWi%k 1 &AL R P IR =R OB PUsR iR 4 R
KRR S T R ML R e o i — D, sRZ X L A ik B S AL LR L TP IR
=5 LR

[0035]  fRukhh, X (ID) BIAA RS BRI ML 2910 12 291 10 R IR 415 1 R 41
S B — AT IR A4 1 B 214 I — AT R 2 L2 1880 2801 : 381 - A1) & AN EE R EE A7
1F

[0036] 3@ 41 S IR A FRAEANR TG R (activated charcoal) BUfi5s.

[0037] A SCRTAE A, RAE “YEPER” & 78R A N T 5 JE 2 FL A T 38804 Ak 1) 2 T AR
&M B RIE “VEMER (activated charcoal)” § 7642 RI1E “VEME® (activated
carbon) ” [ [A] SCT o 35 14 ¢ T LA A AR/ BCEF 4 A/ B0k AL/ BN BRI T 20 AT ik b, 3
YRR W] FAE S SR 3 08 U 4 8 AR (AR T 1 U 4 8 - 38 Uk 4 B AR (A R
T4 JE ATtk (B 47 A8 AR VR VERRIAR, B A

[0038]  fFafhh, AKVAR LA b o /K ZH 1o

[0039]  AFafih, ZKVAEWSR T K AN A VA 7o
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[0040] & YA HLIE I EFEEA IR T B BCR U A  BUA BOR B B S BAR
(VB AR B B B BCR B IR IR IS B TR I, R 2 A o

[0041] T3l , MAEAE A VA RIS ZA VAR EREILE A T ARRIEE: — 28 BT RE.
CHERUT T BUT TR R A AR R e DY S g 5 2 B O S el A Y L o B
HA%,

[0042]  fFifeth, MAFAEAHLIEFIN XA VS RO ER TAKE: CRPER. LB OB
SR REE IERIE L RER 7 T 2 A RERANE T R LR ERs A 4.

[0043] AT, MAEAEA VA RIS ZA A FIAREL A T IARRIEE: B « 77 A ERAH

B o SFRAREEH, UL A 5
[0044] {3t , S A7 AEATHLIA RS AT HLIE I EAEIL B H R AR BUCR B IR EE 7 - 1%
Fe O e e A Peke , B A .

[0045]  AT3fth , 4AFAEA HLIE I, 12 A AL A48 BRI T TG e I 77, AT 278 1 g Ak (1) I
WRIGHE T, i — DAL M S AP IR IR R A 7], ok | & R e =& P e WU SR . 1, 2-5
LB - R M =&AL, A A

[0046]  ATifth, YAZAEA WA RIS A HIAEFEREIL A T IRR A REER R H R
ORI RO B A S

[0047] AT, KIS FE AR ARRRTH 201 5B 4050 1 ATE R L1 3FE 43 1 G — 11k
ML 28 292 1 A — TR R A 1 1L AN B B K A LA 5

[0048]  fT3fhh, [k RiFEL)6 % 218 AT HZ6 . 58 297 . 5 pHYE H 4T

[0049]  AFifh, S M AE Q1 R IR EBEAT : 2110 CEL40°C [Tk 415 CEA3SC, #—
L) 15°CEL30°C , B Rk 415 CEL20°C, BEH#— BTk 2120 CE L
25°C, PR — AT i AE £)20°C B 21 ‘C B 22 C B 23 C B 24 °C B 25 °C (KI5, [ .

[0050]  AF3edh, S B2 DA 217N R T8) BEEAT 0190 B 2 291804 B, AT s 292 Bh = 45120
Ay, AT R 254 Bh B 401204 B, Uit — AT IR HE A1 1040 Bh B 291204 B, H 2 3
— AR 29205 Bh 2 451209 B, EL R — DRI 2300 Bh B 291205 B, i — P AE
W 1607 Bh 2 L1120 B, H 23— AT 2960 980 2 29900 Bt , 47533 — 2D [T H 2160
A3 EPER 7043 BRE 8043 T

[0051] ikt , vkt — DA FEL gD IR, A& 12X (D) &9 5 Bk S i 1L
3o FH T 980 BRAGE M ik 8 5 U FEEA IR T30 51 28 1ok R 28 A0/ BAR D825 , A1/ B RE 8
FHAE I 8 25 B AT s 2  AS V5 A 10 9 o, A8 A S A B R /B — S A e R / B 3 & o A IR
B, AAE AT AAT HoAth I Y (k98 7 5K

[0052]  fnASCRTAE A, RAE “HURI” B 7R AT — AN B 2 AN EUR F T ATE 2 1 EX
I e, B A I I A 0 I BB A R e AL &) o 38 24 1 SRR B G (H AN
BT it hr o5 0 5 0 L o g (halide) (JRJE IRTRMR 0t (B0 3 b Jik e 0ok 1 5%
BRIL) (RN (UL (B REpe R, e s R U | R R R e R I S
FEESE . AR T L S R AL (IR R I (RGBT AR St L O LR R A AR AR R
BE) HRERAR AE 2L FIE A B 3.

[0053]  fiASCHTE T, RAE “Bedt” B 78 w2 BRI 3R BRI S VAT SO LRI 1 5 AT
Ve B RN BLBE SRR TR R, B 1 B 12N R IR ATt 1 28 10N 1, 33— 28
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eI B8N IR 1, Ut — AR 6B Il 1, FL R Ui AR | BR2BR 3 B4 B
AR F &GP FEEAR TR LA ERE R RE R T A 7T 2 BUT 4,
IESGHE e IR T AR e LR PR R VPR T AR VPR R A O B AT A, Y S O, e
L, Fim21, R o

[0054]  fA LS H, ARAE M5 B 78R B2 SR BOR B « BLEE  SCREBUIR IS IR
7B, B/ B AR, O B A2 120 5 7 AT 2 F 10 51, 3E— ATk
228 Ja 1, Uit — AT 2 B 6 S5l 1, HE B — T e i 2B 3 B4 B5 A ik SR
+ o M A i B R A AR A AR T Zopf S PR AT 2

[0055]  fmAR LAY H, AR E “Budt” 5 78 B B2 AU EI BUAR B ELEE SZRE B IRIIB IR
ke, BA B2/ — Ak =8, R 2R 120 IR 1 AT e 2 2 10k 5l 7, BE— 2D AT et
28R T, Ty — AT 2 6k IR 1, H B A — AT e M 2B 3 B4 B D S 1
T bR R A R AR T R PRI T bR

[0056] B SC AT A, ARG “I5 27 & A2 A2 B R B  BREA B 22 3R 557 R o
4 1) 75 T AL FEARANIR T B A B A P 2 2 MR A BSOR B S 9 4 o

[0057] ATttt , B BROR B A0 2 5 B A 2 Rk B AR BOR BCRCHY ek 0 L B
AHT R BURCHT — e kg  BCRCH BOAR B e 2 i L B BOR B — e
HTEAR R BOR U b R F e 2 5

[0058] it , BAKH) B B B 2 e 1 B B B Joe 22k 28 S A A B
AHUARH 75 2 B 2 2

[0059] M IATRE, ns&0FIm 2 OfF , RoHR 4l 1% 100 L34 2 ML WE PR B E 853

[0060] T3t , 763K (1) BIS2iE 75 X, nde0,mi& 1, RiJENHe , Ro-Re AN JEH, FIX 3% 1 S0
LIRAR R = SRR

[0061]  fExEdh, £ (1) AYSEHE T 20, ni& 0, mig 1, RifENHs , FIR2—RsfF:A>J&H

[0062]  frafetth, =X (IT) B SR Z X ML G YIALAI 158 295 1 R 41 : 3543
L BE— AR A L 28 292 1 Tyt — AT R A | LR S BE R U AFAE

[0063]  fFikHh, J7 A HESEFE S N , AT I M3 IR 73 0 k28 BV L 2R P bR 4 3 — DTk
T N LRI 25

[0064]  7E—Fhskita y 2, il 42X (D) B4 G 3 P 2B i) fre A4 700 AT LAV PR 2R A 1K) T
AR, B TE R PR, B il Sigma Aldri chBARTAR 4NORIT (7 %) BIDARCO (FibR) $245%
[ B LS , 85k H CarboChem,W Lancaster Ave,Ardmore,PA 19003, USAf ARLEL , 5%k B
ThalesNano,Graphisoft Park,Zahony u.7.H-1031Budapest,HungaryfjCatCart Packer
(R A) A o BRI SRR PR A 7)o £ 122 ST 7 2, W M R A AT A A AR o =24 ) VB £ 1 V25
RGN AR EAR T, POk 8 3 BUAH Z 8 (FPLO) Bl R0 (i (HPLC) R4E, B
ML 249 (Flow chemistry system) , b @WThalesNano (Fibs) H-37. 774K R G0 AIAHIS AL
BN 4% I 3R43 H ThalesNano, B IEHRAL [ 4095 o AEZAG 0, S S LAE S T X0
W& E, BRI AE340nm N FUVAS BRI TD K59

[0065] A, i3 =X (TTT) WAL & 45 B AR 37 70 SR, BATE i (TT) B Ak & P ok il 2% =X
(ID Ktk &,
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[0066] 0" \& TN TRy
\{ §
_ 3 By ARJe

(IIT)

[0067]  Hrf,n.m.YHFIRi—Rs & &0 58 S 5 Al

[0068]  Re.ReAHIRs, A] LAAHIFBANA] , BEA SR H0 2 B AR [

[0069] & (%) Re R7FHRsFH 2 A0 FE AH AN IR T~ B 2L (R 47 S ] Tk 28 {5 b i (] AR R e e 2R R
PR

[0070]  fiARSCHTE H , ARAE “ERAURY L B 7R S TR H TR AR B MBI+ 2
AT LA BRI SR BRI AR B 2 ] & U B AR 4 S A AR E AR T 2 B2 B =
[T S R L S L e L S v = WY L7 ) e WL

[0071]  fiARSCHTE A ARAE ‘B RUR Y 2 B 7R B S TE B T R 2R3 B 1 1 Bk ST
AT DL BRI B BRI AR 3 2 ] 385 224 ) Tk 20 £ 47 2 A B, i (AN PR T4 22 6 R 4
I | HR R R R TR L

[0072]  fiARSCHTE H  ARAE “FRE e 2 BUAR P BE A 8T A FH T 24— 40 B 1010 R Rk 0
SRR P  Hop) 7R = R R S A R S R PRI 2- (SR
F ke ) R 3 BT 0 R A R e T 3 ORI R e S R S TR R A R e
5,

[0073]  fTi%kHh , Re ReAIRsH 4334 F HUAC A RN A BAR K 2 19 225 A0 A Py AR A BA R ) 25 FY
5,

[0074] {11k, ReReFIRs) 22 AP AN1E B AR B £ I BSOR B 28 FF I 2

[0075] A3 1 , MG AR 47 771 A B2 UMK o J8 R 4 0 Ml 3 o) T 5 e Tk R 4 A ) e A S AL
(Pd/CsHa) A IS5 T Bir A B R e 2 Tk ) Ak 0 (A AL 2% (B9 01, THE P (1 TBAF) SE B AT3%
i, 29Re  ReFIRs BRI 45 AR B £ B FE BRI 2 FR 2 , J OR 5 700 2 il A aze M e B
NHz - NaaCO3 FINaOH. 7 AR SOk A TR, m] A A AR AA] HoAth 3 R0 B AR 7)o

[0076] (T3, 7EAFAE R FBAR BRI O S RE LN 347 R B

[0077] & 4% BT FEFHAEAR T 7K BRI BOR B B , B 6 o 3 5 1 B
P A, HUAR PR BR B SR 38 2 P SR AR P B 098 P B L B AN B, 0% PR
[0078] & 4y HF 5T A ML AL HE A IR T HUAR (19 3R AR (1 Tk AR 1) B0 AR 1)
BE BRI R B T B AR B BCR BRI IE RS A I, AL &, a0 b .
[0079]  fRukhh, S SAZE S U B | i3k — 2D AT et (5 FH 3SR BE A B 84T 2 SR B T B AL o
[0080]  ATaedh, /E30 (111 ASEHE T 30, n &0, mie 1, RifENHz, Ro-Rsf: N J&H, AIRe—Rs g4
e L.

[0081] gD EukHh, 76 (LT () 55— L 77 s nag 1, Y20, mig 1, Risg 40, Ro-—ReBif
ANEH, FIRe—Rs B2 2 BEFE:

10
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[0082] ik — D AT, £ (11D 9 7 —3L i 5 X, ndZ 0, mAE 1, RuZENH2, Ra-Rs BN 2
H, FiRe—Rs e > /& o H B A

[0083]  fTih, k=X (V) 4k &9 538 I ) K& AE DS FR L, U sl (TT1)
ATkl LD AT,

AL 7 ~, 0% ) ‘ ”

e _ TN f::" e P

[0084]  gpo \< y } ;\««“‘\
S : x i‘ § }

(IV)
[0085] M1, n.m.Y.Ri—ReFIX J& 0 b2 XH.
[0086]  fFifith,X 3% H PUIR MR A IR IR R & 2R AR  FLIRAR A L B AR
[0087] & MAHLIE S W Bl i X (1) 420 (D B4 &9 T 2 L
[0088] T3, *YRe ReAIRs A 1 22 /00 N0 45 R B B 20, A ALV e B &
B 1, 2-E ke IE T L TRES E T R LR, B A A, #— DTk 4R 285
[0089] T3, *4Ro Ra IR A 1 22 2795 /N0 48 R A 2R R BRI, A AL ik B =&
VI EALRR  — R T EE 2R S RUT B R A A B A - Tk — 2
Tk
[0090] et i i RIA% F 3% B B AN B AL 40 o
[0091] T3k kb , 1% 75 v ] A8 [ B 8 I Ji 7)< AV 9 R A ALV 77 5 B0 DA A AT VK P L
TAE TR 7 K BN WA B A
[0092]  fFufetth, AKVE IR AS b HHKZH R
[0093]  JAURE, AT, AV AN HILIA FITE B0 HE 7K AE AT HLAH I AT -
[0094]  ATafhh, 1Z 5 VAR A W MNP P IR
[0095]  MIKAHZ A ALAE; Fl
[0096] M AHLIEFIH RIS (1D Kb &4
[0097]  FEAR A FINRE], FREAR P Re  ReMIRs 75 B N R 1T & &2 ME PRI A4 )
RS 1D AL A YDER BN KR GIOHD A HLIE I G AU F2 R0 XU s I 4
VAMIEER IV
[0098] Rk, fx SAAZE S U B | i3k — 2D AT et (3 R BE B AT B USRS A IS AL o
[0099]  fFafhh, 7E2K (IV) RS2t 77 X, n& 0, m& 1, RiAZENH2, Re—Re BN JEH, Re—Re BN 2
B3, FIXT 0TS,
[0100] i —D i, £ N (1D 1 5 —SEHE 7 s, ndg 1, Y20, meg L, Rije £, Ro—Ro ik
AN JeH, Re—RefF N A& 2 Wi 3L , FIX A& OTF
[0101] Ay — AT i, /£ 3K (TTD) 9 55— L 77 X na2 0, mag 1, RuENH:, Ra-Re BRN &
H, FRe—RefF ™ A& 28 B i , FIX 2 0T
[0102]  MRPEAK B, Wt T AR ST A H I T IET RIS .

11
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[0103]

[0104]

[0105]
[0106]
[0107]

[0108]

[0109]
[0110]

[0111]

[0112]
[0113]

RIEA K], bRt T 20O M &
%

Rh\f’\w
J”\rﬂw\r)\%Txm

k

C}f;v
Ho
(D
Hob,num Y Ri-Re FIX 2 b g Y.
R, X H ZERIR  FF ER MR AN =3 L ER AR
R, =0 (D MAAER A TA) , D2 Bk a4,

Hy
t{z W - ‘,«‘j\\ﬁ\.\\ B ",.w&s
i 3 ; : YR
- 4 N, L8 AN Y R
~ .y ;M \\\g’. \;&\&‘_\& »
ed e L AL
‘,‘_A,g‘\\ % Ny Ly
e St
(IA)

Hdr, num Y Ri-Rs FIX 201 F 58 .
e, =0 (D) ISR AR (1A , B & B AL A 44,

(IIA)

Hor, nam YRR 2 201 |52 LI o
fRideth, =0 (TTD) AL SR A 0 (TT1A) , B & B 2k S A 1

12
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R ) ™ i‘ e " N Y R~;

(ITIA)

[0115]  Hib,n.m. YRIRi-Rs & 01 b 52 LI .
[0116]  fFifetth, 20 (IV) KL &R A K (IVA) , B2 B-um it R b 4,

Ry

R,\ A " e ‘,}:{,ﬁ
~NaT g™
| I

A NN YR,
[ 01 17] Rg O‘fr )f N R \3 "‘Q 3
o L)
‘)"”\) ’«‘ 1SN Y ;"{m
RO SR 7
(IVA)

[0118] 1, n.m. Y Ri-ReMIX A& 1 |52 LI

[0119]  AAK A BEEAR T T

[0120] (1) Bz (D) K&l & X (D B St 17 MBIz B AT A I

e PRI U B B0 R05 % AR (T RIALE ), 9 il SR RONRHOF 46, 7T 51\ A EE 1 40

BT Ak, B2 B 46 T8 A = R s IR £ R =X (IV) A& 4, A B U7 2 1

TR = T TR AR I 85 7.1 7 V25 31 1) LA f] S A0 5 7 2K 5 16 FR I 8 88 A3 e TR 0

DRI TR TT B OR il 2 B VR V8 SR A e M AR B TEE7E P I B4

(01211 (2) AR WIHRAL T S ARGE BN Tk, FH T i & IS e A 1 A AT A4, A 7 I ER )

Bty B S AR o 45100, 3X 5 Tan imori SR AH I , Tan imori S AN & SARE B FF H = 4 K& 9E A

B (R otk A AR S Ah AR 2 A R A R O B AT 2 By Mg R A T Tk

A AL, I HLR A 78 A Al 4k R sORER ) 1) B/ o s B 3 (TT) (946 & 4 il 26 20
(D) BB A K B 71T B AR /N T2/ A LS & 1) 7 22 58 il R 6 T30 (V) I &

Yookl ag X (D B &) T3 W AE A ROF B A AR I 77 28 i 1 m] T B AE =

AT .

[0122]  (3) A SCHT Ik () 5 VAN AN BE % 1l 46 MM flie A 9 T HL A1 B 1% 1l 6 K BRI RTAEMD

X fETanimorifE B Franche t t 158 #R % A FF o 7 AL M AS DA AT 45 R 0k Je A 17 1 A AR i LR

A 538 JF T 2 M i i MO AT A o A, A AR SOR i  AE R H AR N SA IR B, F
AT AD KA &Y, 7T BE2F 23R4T W TR A B A4 MR I e 12 A0 AT A= 0 » A7) 2 AR 1 e 2

T E TR AR B H R o

[0123]  (4) tH=0 (IV) A& il & 20 (DT D) A0 A Pl B AR 4 A m] A Rl 5 2

13
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AR HRTERY, AN e T30 (1D AL S WIERE 2 S S GEA T A L, BA 53 T2 B
[0124]  (5) APk i 7R J7 s s A OR 5K (D) IR 5 0 £ 206 2= 29 81 Hh P p s i Y
il 2 1) S R il AE H 3K (LD AR S il a6 2K (D BIAL S, % b PEp HYE T 8 (R IR A
Fa s 1 sk G B4 &) FIBsANAR 52 2874 GR(D AL 5 9) 2 B S 8] AR 72
[0125]  (6) AW A\ FZ Tty s B, A FH S NI B S AR o2 (st 3-8 » 7 st s AR e =8 (T
AL AP LL e & 7= S AN £E (5) Hh $ B A8 P P pHYE A A3 2 % 5K (D AL 54 . A A
BRI, W7, B, AU AU IEHERR , FAE T PEpHYE Py DL 5 305
TAC RN B, R AR AT SN B 51 7982, B IR IN 5 [ pKa K T30 (1D
HIAL AP — e NS 5 pKa. FTEL, T8l 5 2 B T AR pKafer, 952 (BIN-H) FINJR
TREFAERTFH b, B3 A N O e A b 2 5 ORISR 28 H S iR
AT RE) o DAL — A MEE N T B e, BB 5T 52 o154k o R B AR Y, 4
AT A SN Z AN -5 B B 2 6 PR 5~ O P-1 BB & SR & [ S, 1R
AR BT IR AT S BB B pH R B 2 oh PEpHYEHE AR 5 9 FL B I50R A2 I B AR pHYE
REIBCEATIR BT o 4 AR (AT S MEE N AR A TR A, A 3645 —
SN (K C-NEE I HA A I /K M o R HH 5 B T C- Nl AT 1 i P A3 AN Fe 1) &tk e
g5 1R (BIURIR) SRR (B ER IR , T8 IR BUBRIR) [ o A1, 4 HE (DI LR 25
N RH S B AE (843 S N WU Y BEAT B 3K (D Ak S e it (D AL & ¥ pHve
() BB 1o

STt 451

(01261 TUH 225 [ B 11 =1 B ) 2SI e 451 R B 1 s A i B ) sz e 7 =, e

(01271 P SR B B 8 0 R e A% ORI R A ORI e PP A% T R JOR IR PP A% TR
(¥ By 1 A A T 25

[0128] 2852 T )7 A, HOR KA BB R 197 28 nsEi ) L A, 5K (V) i A
Yyar T &0 TLD BIA Y s sl ) 29 f5 3, 58 (LD ik 4] Tl 240 (0D 1)
A s R sE e 3rh #6538 , 5K (LD MAAm] T8 (D MAAE 4 9 nam Y Ri-
ReFIX A& 4 b5 AT

[0129]  KI3HL: T 77 &8, HOE RAE BT 177 48 : s 1 (A) Rk, = 2 B AL
B R A%, = 0 IR 2k m] FH T 1) 4% = 2 1, 4- SRS e A 7 5 s e 49 2 b ik
=B A- A RBE LR AT F T A 1 (B-D-PR I OB S — 1, 4- S e s A sk
Tt 513 (A) <3 (B) A3 (F) HH Ak , 1= (B-D-MR R AZ M A5) — 1, 4~ — SRt e v FH T fh1) 4 JOR Bk e A%
H, EAEE . TR T I B B AL A P B 2 SRR o A IR BT BN & o 481 1 1)
AR RN AR B R T 0

[0130] B4 R T =4 Widk-1, 4- S MM Iz E GSRIEEIL (A)) = ME0- 2 -1, 4-
TEMRBRAZAR (LRI B)) IR B, 4- A B IAZ T (SRR (C)) Al1- (B-D-Ik
MR AZ MR — 1, 4- SR i (St 2) 1 By 2 S A A T 205 A

[0131]  EI5EIR T R B B 2k S A T 20 IR AZ 1, & Ak (SRl B3 () <3 (B) Al
3(F)) s BEREAZ Y, 2Rk (SEHEFI3 (B)) s MHIE A%, R £k (SEHEM13 (C)) 5 KB A%
H, =L E EEHEFI3 0))

14
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[0132]  sEjffs1

[0133]  RAE A K B R il 6 20 (TTD) WAk &4 o 76T 318 SE 461 v FE AR 1) s REBEA 1 pHAZ
Z16-8IYE[H

[0134]  sEaffi 1 (A) il &0 SR I = Z B E AL Lz 1, B = 2 i R -1, 4-— SUMIB i
H, 3 AID K’k &) GLB-m B i i T SRR 7EE4H) o

(01351 adc Jii « A7 FH W e o 75 8 i 3 R0 A B AT i B V8 7R o 15 38 R R A (0. 6562,
3.76mmol ,2eq) FRIEZZ AN (0.79g,9.40mmol , 5eq) W1 2 E A HE T34 HE 28 HIGE T 1181
[ rh IF Bt E AR AR ARG (V) AL &4, B = 2B 3L R e % 17, =3
R R (CF3S0s , HUFRA-0TE) £ (1g, 1.88mmol , Leq) VMR i /N EIZK (<1oml) F3f H 2218
NN N AR 25 o IRONERR S S » 4 53 AN B KBS I 28 OB EL B A 1 ROV (<Loml) CL 2835 i
FE HARFF R HE200 0 o FH =P84 (three half portions) [ S H £ (DCM) $& UK
TR USCEEDCMES 23 3 HAE WS Tk 4s , 7oA = 2B 3t -1, 4- S MBZ HAT A (Z 2B
FE-NRH) , H B AR &0 EE (5%) KM ZE S FIRSAFEE —k, g N2, P32
65% o 1R £ B 2 A DOMIR) AR ) AT B A HUA ), 7 75 %6 [ 77 2

[0136]  'H-NMR (MeOD,400MHz) —67.15 (s, 1H,H-5) ,5.95 (d,1H, J=7.21Hz ,H-6) ,5.25(d,
1H,J=2.84Hz) &5.17 (d, 1H, J=1.80Hz) (H-8&H-7) ,4.96 (d,1H,J=7.09Hz,H-4) ,4.87
(ABX, 1H, Jaa=8. 18Hz, Jab=3.60Hz ,H-9) ,4.26 (d,2H, J=3.20Hz ,H-10&H-10") 4.19 (m,
1H,J=3.00Hz ,H-3) ,3.13 (m,2H,J=1.18Hz ,H-2) ,2.13(s,3H) ,2.11 (s, 3H) ,2.10 (s, 3H)
(H-13,H-15,H-17) . 13C-NMR (MeOD, 125MHz) -6172.80 (C-11) ,170.40 (C-12,C~14,C-16) ,
137.90 (C-5) ,125.20 (C-4) ,105.12 (C-6) ,95.24 (C-3) ,83.49 (C-9) ,71.18 (c—8) ,70.26 (C—
7) ,61.55(C-10) ,22.16 (C-2) ,21.52(C-13,C-15,C-17) .HMRSm/z:383.1445; i+ i & .
383.1454,

[0137] R il & =X (V) BG4, BRI = 20 B 2 RS e i 1, = s R R (-0T 1) £ AT
HMDS (100m1) H1 [ TMSCI (15.6m1,122.85mmol, 1.5eq) ££130°C LA SE & 1177 2, {5 18 Bk i
(10g,81.89mmo1, leq) FAtLe AL, UEZL Tk Vorbriggen e MAR #EB—1E PR A U 2,18
s (WA AV G BRRZ ) 5 AT A R e A0 ) SR B i AE A7 AE5 9 & I TMSOTE B 6L T RO o
N PIAERL 25Hz [ Re t sch MA00VR BEAIL 78 HL AT bmm ELAS AR Rl A K 1 . 5m1 4N 75 25 IR 50
0.5h BERS , JE A1) = 2 B A AL I MR BE G A% 1 G (DY) AL &9 AT o AR B, = 2Bk
ST A AN PR T B Z AR BT v 77 AR, 9F B AT s A Vo rbriggen J B 4 , Vorbr
tiggen JZ N 411 i 76 [ BRPCT 5 FI A FF5W0 2007/061 7985 #ET. Yang ,N. Y. K. Chan Al
A.A.Sauve, Journal of Medicinal Chemistry,2007,50,6458-6461 " H5ARH] .

[0138]  'H-NMR (MeOD,400MHz) —69.61 (s, 1H, %5 %) ,9.30 (dt,1H,J=6.3,1.4Hz, 35} ,
9.10(dt,1H,J=8.2,1.4Hz, 55 }%) ,8.37(dd,1H,J=8.2,6.3Hz, &) ,6.60(d,1H,J=
3.9Hz ,H-1 i S #)44)) ,5.60 (dd, 1H,J=5.6,3.9Hz ,H-2) ,5.46 (t,1H, J=5.6Hz,H-3) ,
4.81-4.84 (m,1H,H-4) ,4.61 (ABX, IH, Ja,« =13.1Hz, Ja,b=23.5Hz,H-5) ,4.51 (ABX, 1H, Ja,a
=13.0Hz, Ja,p=2.8Hz ,H-5") ,2.20 (s, 3H,0Ac) ,2.17 (s,3H,0Ac) ,2.16 (s, 3H,0Ac) .

[0139]  '3C-NMR (MeOD, 125MHz) -8172.1,171.6,171.2 (3x C=0CHs) ,164.9 (C=0NH2)
147.0,144.3,142.3,136.2,129.6, G5 ,121.6 (q,J=320.2Hz,CF3) ,99.4 (C-1 (3t 7
FAE)) ,84.4 (C-4) ,77.6(C-2) ,70.7 (C-3) ,63.5(C-5) ,20.7 (0Ac) ,20.3 (0Ac) ,20.2 (OAc) .
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[0140]  "F-NMR (MeOD, 376MHz) —-5-79.9 (=5 P PR IR AT 55 )

[0141]  SERE L (B) - il & I8 5 1Y) = £ Wi S AR B A% 1, B = B 0-2 k-1, 4- S IR
ZAF, A A1D A ALt R AR R 4H) .

[0142] & )5 K (IV) AL &) —— Bl = 2 B 0- 2 AR Z 17, =R P R (-0Tf) £
(2.30g,4.2mmol, leq) —— VAMEAE20mL Ho0t, 3 H ¥ in30mL H20M [{INaHCOs (1.77¢,
21.0mmol ,5eq) FIE —BREREN (1.47g,8.22mmol , 2eq) TEWR IFIHEE2 /NS SR J5 F2x 2. 18 7. 5
(EtOAc,40mL) M5 3R15 1) 1 AV, A WL JE AEMg S04 | 8 . ik 38 Fl ik 4a , LA~ 42 900mg
(39% 7F73) 12,3, 5-= LB 30- 2.3 -1, 4- AR % GE ) , i Ak — B alifh . 3
T'H-NMR, 80 % [ 21 i

[0143]  'H-NMR-87.27 (1H,s,H-6) ,6.05 (1H,dd,J=8.2,1.5Hz,H-7) ,5.26 (1H,dd, J=
5.8,2.8Hz,H-3) ,5.23 (1H,dd, ]=6.9.5.8Hz,H-2) ,5.08 (1H,d, J=6.9Hz,H-1) ,4.91 (1H,
dt,J=8.3,3.5Hz,H-8) ,4.24-4.30 (3H,m,H-4,H-5,1H-5") ,4.11 (2H,q,J=7.2Hz,H-11) ,
3.04-3.06 (2H,m,H-9) ,2.16 (3H,s,0Ac) ,2.12 (3H,s,0Ac) ,2.09 (3H,s,0Ac) ,1.25 3H,t,]
=7.2Hz,H-12) .

[0144]  C-NMR-6172.2,171.5,171.3,169.8, (3 X C=0-CHzandC=0-0Et) ,139.9 (C-6) ,
126.3(C-7) ,106.4 (C-8) ,101.5 (C-10) ,942 (C-1) ,80.4 (C-4) ,72.3(C-2) ,72.1(C-3) ,64.8
(C-5),61.0(C-11),23.4 (c-9) ,20.7,20.5,20.3 (3XC=0-CH3) ,14.8 (C-12) .

[0145]  fn i #&=X (IV) AL &4, Rl = 2 B R 0- 2 R IR i 1, = 3 IR (-0Tf) ho A
F TS a1 (A) F R i — B BRBEF BEVorbruggenfs ¥, B % M VU 2. BR s (1B FR APU 2,
M%) 5 PR 2 B (Sigma Aldrich) Mo [ MA), Bl Leq VY  BR BR#Z 1+ Leq Y TMSOTE
LleqJ AP 2.5 , 7E LA 25Hz I Re tsch MMA0OYR BEAL- P ZE LA 1 . Sem B/ NIR BR Al A& KT 1. 5ml
A R BL304 B AR BLVR A (B — B8 R R B ) JAIR 2, B AR 4 4 , <10 %) H T ik
JFD R (B , A — B4l BN IR B, = 2 B3 0- 2 3L IR 1% 1, — F R (-0Tf)
AR Tz B A, IF BT AE A A A8 [ BRPCT & R A HF-5W02007 /0617985
T.Yang,N.Y.K.ChanflA.A.Sauve, Journal of Medicinal Chemistry,2007,50,6458-6461
HREIA 1 R Vorbriggen B ™ A

[0146]  "H-NMR (D20, 400MHz) —69.45 (s, 1H, % }%) ,9.14 (d, 1H,J=6.1Hz, %) ,9.02,
IH,J=7.8Hz, % %) ,8.18 (t,1H,]=6.7Hz, A %) ,6.51 (d,1H,J=4. 1Hz ,H-1 (i 2 54
1£)) ,5.47 (t,1H,J=4.4Hz ,H-2) ,5.36 (t,1H,J=4.7Hz ,H-3) ,4.81-4.84 (m, IH,H-4) ,
4.45-4.48 (m,20,H-5) ,4.36 (q,2H, J=7.0Hz,C=0CH2CHs) ,2.04 (s,3H,0Ac) ,2.02 (s, 3H,
0Ac) ,1.98(s,3H,0Ac) ,1.25(t,3H,J=7.0Hz,C=0CH:CHs) -

[0147]  ¥F-NMR (D20, 376MHz) —-6-79.0 (=45 F i IR AR 547 55 )

[0148] st fai] 1 (C) « il 243 Ji 1Y) — 2R FF I e SR I fide i 17, BD — R AR B A1, 4 S RIS iz
2, A ATD A Y GLB—um it R IE B R EEAT) o

[0149] & 5 CRALALIY) 483K (V) B4k G4 ——R1 =2 B9 0 8 R I Jlde A% 87, = 980 R T 7R
(-OTf) #h——V5 i A5 B A 10 R I P I HL 36 4% 22 (8 JEC 080, 15 1 OmL IV Ho O N 22 ¥ VR HL. 42
e 78 I 2o R0 40 B o DRl B8 RV W HL S In20mLE) — 2.1k (Et20) , B B[ 47 fid 2
XU B4 T N 10mL Ho0H i NaHCOs (420mg , 5mmo 1 , 5eq) A% R ES 4N (348mg , 2mmo , 2eq)
(VAT HARHE2 /NS o 73 8 2 9T HL K /= AEMe S04 -1 Hilk 4 , LAH211E428mg (76 % 77 Z8)
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= 2R BRI -1, 4- —EURB I  (HEaE ) , M A — D alifk . 3 T 'H-NMR &80 % ) 4
B it Biotage 2L RIS AL A K

[0150]  'H-NMR-88.01-8.04 (2H,m,0Bz) ,7.81-7.86 (4H,m,0Bz) ,7.25-7.55 (9H,m,0Bz) ,
7.13 (1H,s,H-6) ,6.01 (1H,dd,J=8.2,1.5Hz,H-7) ,5.68 (1H,dd, J=6.2,3.5Hz,H-3) ,5.57
(1H,dd,J=6.7,6.2Hz,0-2) ,5.29 (1H,d, J=6.7Hz,H-1) ,4.61-4.68 (2H,m,H-8,H-5) ,
4.50-4.55 (2H,m,H-4,H-5") ,3.93-3.94 (2H,m, H-9) .

[0151]  *C-NMR-6172.7,167.6,166.7,166.6 (3x C=0-CsHs,C=0NHz) ,138.1 (C-6) ,
134.9,134.8,134.6,130.9,130.8,130.7,130.3,130.0,129.8,129.7 (3X0Bz) ,125.7 (C-
7),105.9 (C-8) ,94.9 (C-1) ,80.3(C-4) ,72.9 (C-2) ,72.7(C-3) ,654 (C-5) ,23.6 (C-9) .
[0152]  fn i 42 (IV) AL &4, BN =0k FR I L RS e A 17, = R iR (-0TE) #h o 11 ]
T SEREBI (A) FE IR R R BR BT B VorbriggenfE 5, A% FEVU 2 BR BS (B AR N DY 2018
BEAZ ) 5 TMS—RIBE e (= FR 22 R ek Joe e N— = PP R FR e e R b g -3 FR W BR B, P 3R 45 H
Sigma-Aldrich) B MY, Blleqff)1-Z iR - =K I EREEAZ 11+ 1eq I TMSOTT Al Leq )
TMS—HHBE % AE LA 25Hz [F)Re tsch MM400R8 BEEHLH /£ B A 1. bem ELARENIR BRAHA ) 1. Sm1 M %S
R R BE3047 B 7 Ei1eqIDCE (R &) It H AR SV A4 (075 — L A s . P A 1t e
AR UG IR FF R R R , <10%) H Tk F*@%(Lu M AN — 20 204k AR B, =2 F s
JRBE R AZ T, =P B ER (-0TF) Eh AR T iZ S By 1474 , IF B o] 9] an i fn 78 461t
H R PCTH R AFF 5W0 2007/061798ELT. Yang ,N.Y.K.ChanflA.A.Sauve, Journal of
Medicinal Chemistry,2007,50,6458-6461H ik K5 #Vorbriggen K M =4 o

[0153]  'H-NMR (MeOD,400MHz) -89.59 (s, 1H, %) ,9.31 (d, 1H, J=6.4Hz, 75 %) ,8.94(d,
1H,J=8.1Hz, 7%} ,8.15(dd, 1H,J=8.1,6.4Hz, 75 ) ,7.90-7.94 (m,6H,0Bz) ,7.50-7.54
(m,3H,0Bz) ,7.31-7.38 (m,6H,0Bz) ,6.79 (d,1H, J=3.9Hz ,H-1 (it F:H)44) ) ,5.97 (dd,
1H,J=5.6,3.9Hz ,H-2) ,5.87 (t,1H,J=5.6Hz,H-3) ,5.13-5.16 (m, 1H,H-4) ,4.83-4.91 (m,
2H,H-5) .

[0154]  YF-NMR (MeOD, 376MHz) —5-79. 1 (=% FF W FR AR Hi 4T 55 )

[0155] sty 2

[0156]  fn 7R il & 3K (1) (AL A4, BENRH G Ji 1) R B9 e A% 17, AR 91— (B-D—1K I A% 4
) 1, 4- " EARBE G LBt F AR TE B R TE R AT o 78T 1A STt 9] F5 A 1 e v 2
I pHAg 216 -8 JuH o

[0157] {5 FIATLARAL. % (MeOH, NaOH) 7732 A1 = [ S 451 1 (A) il 2 1338 DR ) = 2 I 2 R i
ez, =2 B -1, 4- SIS iz 17 , 20 (1D BALA4, AR, BLE &3 Z2BRNRHEZ
B Z B4 o 100mg ) (TTT) VAARAEALE0.05g NaOHf0. 5mL. MeOHH o Ak & 76 LA 25Hz,
[FJRetsch MMA00TREEHLHAE LA 1. Sem B AR PITR R SHA I L. 5m A7 2% P SR 304)- 8
[0158]  1H-NMR (MeOD,400MHz) —67.18 (s, 1H,H-5) ,6.14 (d, 1H,J=8.28Hz ,H-6) ,4.85 (m,
1H,H-3) ,4.76 (d,1H,J=5.77Hz ,H-4) ,4.04 (m, 2H,H-7&H-8) ,3.93 (m, 1H,]=2.76 ,H-9) ,
3.72 (ABX, 1H, Jaa=12.55Hz, Jab=3.51Hz ,H-10) ,3.65 (ABX, 1H, Jaa=12.55Hz, Jab=
4.02Hz ,H-10") ,3.10(q,2H,J=1.51Hz H-2) .13C-NMR (MeOD, 125MHz) -8172.88 (C-11) ,
137.83(C-5) ,125.29 (C-4) ,105.19 (C-6) ,95.00 (C-3) ,83.54 (C-9) ,71.10(C-8) ,70.20 (C-
7),61.61 (C-10),22.09 (C-2) ;HRMS m/z:257.1130; 1 H K Fi & :257.1137,
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[0159] KRB, a0 B g AR 40 38 ] TR OR 408 (U1 D) FEAT HA AL &4, 0 FE
HAPR T, et 1 B) Hr il 25 FIE SR ) = B B R B Ba % 17, B 2, 3, 5-= 4 B Ak 0- 2. 21,
A= MHBRAZ AT, RIS 1 (C) Hh i) £ 1 S5 = 2 P g B R B e iz 17, B =R FR R k-1,
A= B A% o ST ORGP A8 SRR AT g At DL B B [ K

[0160]  sLiafs3

[0161]  FR4RE A A B 1R il & 2 (D) B4 A 0 o 78 1 3R S 48] vp 16048 149 S5 B2 G A 1) pHAZ 24
6-8IIYE[H -

[0162] St {513 (A) - il w8 MM fciZ 1 , S Eh CHB—m it il i B 0B R EE 5 H) ©
[0163] R (ID) MAk-& %, EINRH G& J5 1M Bt e 4% 1, S8on 72 B 27 5 50mg, 0. 20mmo 1 ,
leq) , BEAELML Ho0, 3 HAR TG In—4n 1leq (HPO. 20mmo 1) &AL 4% AR )5, s & PR (~
10mg, B10.80mmo1) Jf HAERT N H{HHIE &~ /K, I HLAR G pEAA% T, UL Bt
A IREE Az B I &AL Y £ L B 100 % BE 4L FZE (K =4 o

[0164]  'H-NMR (D20, 400MHz) —69.46 (s, 1H, % %&) ,9.12 (dt,1H,J=6.3,1.4Hz, %5 J%) ,8.83
(dt,1H,]=8.2,1.4Hz, %% ,8.13(dd,1H,J=8.2,6.3Hz, %) ,6.13(d,1H, J=4.3Hz ,H-
1 G S A4A) ) ,4.37 (t,1H,J=4.7Hz ,H-2) ,4.31-4.34 (m, 1H,H-4) ,4.21 (t,1H,J=
4.7Hz ,H-3) ,3.90 (ABX, 1H, Ja,« =13.0Hz, Ja,b=3.5Hz ,1H-5) ,3.75 (ABX, 1H, Ja,« =13.0Hz,
Jar b=2.8Hz ,H-5") .

[0165]  HE i\ i3I, NRHA] BA A& SE it 45 2+ R4 09, BT ik _E Ml iDiverchim, 100, rue
Louis Blanc,60765Montataire Cede, V[ 33— (CASE %5 :19132-12-8) , fE ALK 7™
BAE i i AR TR 54 o

[0166]  SEZitafs3 (B) : il s MMt AL 1T , Z R Eh GLB-um Bk M A W R E KI5 ) o

[0167]  HEAT SRS (A) HHHEA I 5%, BR 75 leq (BIO. 20mmo 1) 1) £, B %% - 5 B 3RAF M
MRz B R L

[0168]  "H-NMR (D20, 400MHz) —69.46 (s, 1H, 3% #%) ,9.12(d, 1H,J=6.3Hz, %) ,8.83,
1H,J=8.2Hz, 75 #%) ,8.12 (m, 1H, 75 %) ,6.09(d, 1H, J=4.4Hz ,H-1 Gtk FH944K) ) ,4.36 (¢,
1H,J=4.7Hz ,H-2) ,4.32-4.35 (m, 1H,H-4) ,4.2 (t,1H,J=4.7Hz ,H-3) ,3.91 (ABX, 1H, Ja,
=13.1Hz, Ja,p=2.8Hz,1-5) ,3.75 (ABX, 1H, Ja.« =13.0Hz, Ja*,b=3.5Hz,1H-5") ,1.79 (s, 3H,
0Ac) .

[0169]  sLjifafs]3 (C) - il & MHBE I AZ A, B R £k GLB—m it R iE I B R EEI5 ) -

[0170]  BEATSLHEH13 (A) FPHREA R T77%, B T N leq (RPO. 20mmo 1) 1) FF ER %k (R ER) - &
SRIFIHBEAZ 1 F R R

[0171]  "H-NMR (D20, 400MHz) —69.46 (s, 1H, %) ,9.12(d, 1H,J=6.3Hz, %) ,8.83,
1H,J=8.2Hz, 75 %) ,8.29 (s, 1H, FEELL) ,8.12 (m, 1H, 35}%) ,6.09(d, 1H, J=4.4Hz ,H-1 (f
B SHMIAE)) 4,36 (t,1H,J=4.7Hz ,H-2) ,4.31-4.34 (m, 1H,H-4) ,4.21 (t,1H, J=4.7Hz ,H-
3),3.91 (ABX, IH, Ja,a>=13.1Hz, Ja,b=3.5Hz ,H-5) ,3.79 (ABX, 1H, Ja,s =13.0Hz, Ja’ b=
2.8Hz,H-5") .

[0172]  sZjaf13 () : il MRBEREAZ Y, =4 IR &L AL st MR X B R 7EE5 ) .
[0173]  BEATSLIHEH13 (A) PHEA R T35, B T Nleq (RPO. 20mmo 1) [ =5 £, B2 %k & 3R
PRI A% I =R LR 6
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[0174]  'H-NMR (D20,400MHz) —69.46 (s, 1H, 3% #%) ,9.12(d, 1H,J=6.3Hz, 7% J%) ,8.83 ,
1H,]=8.2, 7% ,8.13(dd,1H,J=8.2,6.3Hz, %K) ,6.13(d,1H, J=4.3Hz ,H-1 G 7
##)) ,4.35 (t,1H,J=4.7Hz ,H-2) ,4.31-4.34 (m, 1H,H-4) ,4.20 (t,1H,J=4.7Hz ,H-3) ,3.89
(ABX, 1H, Ja,a’ =13.0Hz, Ja,p=23.6Hz ,H-5) ,3.74 (ABX, LH, Ja,w =13.0Hz, Ja> ,b=2.9Hz ,H-
5) o' F-NMR (D20, 376MHz) —6-75. 7 (CF3C00") »

[0175]  SEjitf513 (E) - il w8 MMl iz 1 , S Eh CHB—m it il i I 0B R EE 5 H) «
[0176] 40"~ BEATSEH 1513 (A) H IR 1 T3 V210 28 e J7 1% o JENRH G Ji (1) M Bt fie A% 8 5 W
1EE 49 ;50mg, 0. 20mmo 1 , leq) J&EfEAESM] Ha0:EtOAc (1:1) I+ HAR G In—14r1eq. (B
0.20mmol) [FJEAEL « HBEAT LN 5, AN R R AR S AT Ho 78 2 RIS R o 5 [T WA (R NREAT
S B AR B A A NS TR (—~ 10mg, B0 . 8mmo 1) HAHE BV 24, 3F HAERT N
P LN o Bl Ja I 98 ANV 2R TR LA B & 07 28 7 A B iz B I A B DR AR R A
W SR AR, B ansE PR, 6T iR R L .

[0177]  'H-NMR (D20, 400MHz) —89.46 (s, 1H, 35 %) ,9.12 (dt,1H,J=6.3,1.4Hz, 75 }%) ,8.83
(dt,1H,]=8.2,1.4Hz, %% ,8.13(dd,1H,J=8.2,6.3Hz, %) ,6.13(d,1H, J=4.3Hz ,H-
1 G S A4A) ) ,4.37 (t,1H,J=4.7Hz ,H-2) ,4.31-4.34 (m, 1H,H-4) ,4.21 (t,1H,J=
4.7Hz ,H-3) ,3.90 (ABX,1H, Ja,a . =13.0Hz, Ja,p=3.5Hz ,H-5) ,3.75 (ABX, 1H, Ja,a. =
13.0Hz,Ja’ ,b=2.8Hz ,H-5") »

[0178]  SEit {513 (F) - il #& MMl iz 1 , S h CHB—m it el i e 0B R AEE 5 H) o
[0179]  BEATSEHEHI3 (B) HRR (1) 7 7%, B 1 #NRH G R 5 M B e 221, BoR fE R 4
50mg 0. 20mmo1 , leq) VAAARAESmL HoO: THE (1:1) , 1 AJ&H0:Et0Ac (1:1) 1, I HARGHRI—
frleq (RPO . 20mmo 1) SALER o 2 RN LN 2 J& s ANER A S TFE H 78 40 TSR o 4 RN 1)
NRHFN A 5 B VA B BN vE P % (~10mg, BI0. 8mmo 1) HI AR 1944 7 & 484, 3 H.
FERT T HFE L/NSS o Bl Ja ik SR AR T4, LLJE S0 7 28 77 A MR e A 1) A0 26 o R Ut
LS, SRR, B0 e , 6Tz ik e .

[0180]  'H-NMR (D20, 400MHz) —89.46 (s, 1H, 35 %) ,9.12 (dt,1H,]=6.3,1.4Hz, 75 }%&) ,8.83
(dt,1H,J=8.2,1.4Hz, %) ,8.13 (dd, 1H,]=8.2,6.3Hz, %) ,6.13(d,1H, J=4.3Hz ,H-
1 G S A4A) ) ,4.37 (t,1H,J=4.7Hz ,H-2) ,4.31-4.34 (m, 1H,H-4) ,4.21 (t,1H,J=
4.7Hz ,H-3) ,3.90 (ABX, 1H, Ja,a>=13.0Hz, Ja,b=3.5Hz ,H-5) ,3.75 (ABX, 1H, Ja,a> =13.0Hz,
Ja b=2.8Hz ,H-5") »
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