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[0043] B oatgo] 3k okelE MAA 2 Ewo] JRAlE upel S C3deOAmBE Al ZEHE W ot}

[0044] B oatgo] 3 okelE MAA 2 Ewo] JRAlE ukel S C9deOAmBE Al ZEHE W ot}

[0045] B oatgo] 3 okelE WA 2 =] JRAlE upel S C5deOAmBE Al ZEHE W ot}

[0046] B oatgo] 3 okelE WA 2 Ewo] JRAlE upel S C8deOAmBE Al ZEHE W ot}

[0047] Boabge] g el WAlA @ mde] AAE upel S C11deOAmBE Al %3l W ol ),

[0048] ool g FEls WAA F =W AAlE wkek 22 C13deOAmBE Al Z3H= W ot

[0049] ool g FElE WAA F =W AAlE wkek 22 C15de0AmBE Al Z3h= W ot

[0050] ool o Fele WAA 9 =] A vkl e (3'deNHAmBE A8 W o)),

[0051] w de] & FEls gAA R mdel] AiAE wkeh 22 C4'deOABE Al W ot

[0052] Boubgol g el Fwd frEeFe]l AmBMU, AmBAU, AmBCU, C3deOAmB, C5deOAmB, C8deOAmB, C9deOAmB,
C11deOAnB, C13deOAmB, C15deOAmB, C3'deNHAmB, 2 C4'deOAnBE T4 H To=iEl HAud g3HE 9 o]9
oftA o & & 8E= A AFAE AS ke M e A4S AAskE el

[0053] Bowmel g YElE X872 §aE%e AmBMU, AnBAU, AmBCU, C3deOAmB, C5deOAmB, C8deOAmB, (9deOAmB,
C11deOAmB, C13deOAmB, C15deOAmB, C3'deNHoAmB, 2 C4'deOAmBE 4% O 2iE Mg 33E 2 o]
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[0056] @& FA e, RS G FojHr),

[0057] B oubmol & oFEj: AmBMU, AmBAU, AmBCU, C3deOAmB, C5deOAmB, C8deOAmB, C9deOAmB, C11deOAmB, C13deOAmB,
C15de0AmB, C3'deNHAmB, % C4'deOAmBE TAE To=NEl Mew 33E, 9 oo ofgzon 38y 9
9 ofetA o " 3 EEE FAE Xt oFsHA A Eo|T.
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[0060] G AN, okt 2dEe ey Fof Peolt),
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[0062]

[0063]

[0064]

[0065]

SSS0l 10-2548341

= 372 A 100 wE 9kE-2] 268 EAFTH

= 382 AAd 119 w2 wk$-2] 278 EAFT

L 39 C. @M= (C. albicans)® AW AFHL, 243 Fo & Huhg 8] H|s]E tixat, AnB,
AmBMU, H+= AmBAUZR A ¥ 57744 H}—Orioﬂ/ﬂzl A 2t me(dE A4 ¢, cfwE EAISHE 370

(
o] ezl aFoltd. = 39A, 1 mg/kg AmB, AmBMU, T+ AmBAU. = 39B, 4 mg/kg AmB, AmBMU, T AmBAU.
5% 39C, 16 mg/kg AmB, AmBMU, B=% AmBAU.

= 402 AmB, AmBMU, Hi= AmBAUS] ¥AJ®l &7Fo] v AHuhy Foj® 7A7}e vl9-xoAe] AALES =AISE

gz o)t}

Wy A7 Hek A g

A A

olel wz} AmBo] ERE B QIZF Mo =ZAQl WAUF(E) ol FH A eE ATH] FrA
A g A AfsrE. AmB #E9] QEiEt &<l HAUSES AVEEtA e 51 9 AR
AZAE FEsE ALY ) o2 Ad Aot " 2
g4 ol Ad s da=Z TS Alckgit. ol = &
WAES 25 H AB ZE9 F wAYUSFe] o] Ad FAgo] oflE}t &
‘ﬁq.[ (Gray, KC et al., Proc Natl Acad Sci USA 109:2234 (2012)).
E, daasHE 2 FH2EES Ady. 28BR A2 2d2 A
B} Arbser AHS Akt =, ®Bup AL 549 AnB FEAVE AEe d2n
& AolA|uk, e =0 @ﬂﬂ5~%é% 2ojd Aotk H 2 IHAEY aF
B (2' sfol=2A7)9] AAT} GER eOAmB (= DE AAsIH, © °l
BASHARE, ZE g Ed -5 YEdta B as)
Chem Soc 135:8488 (2013)). AEA] 2®lE Aj /M d#AHA, AJAN AFolA = C2'deOAnB7} &R
of i ZAo)Agt Ak HEe s EAlo] oldS dF3Lt.

il

e 2
r o
=
£
Hd
=2
o
o,
2

=
2

?EL

i %,
ey
BN

=

o

o

o

=

ool

(@)

¢)

&

o

— I

C2' GmEo] HIHQ 2T iHE AT FASWA TS AF o] 282 oIS ofE 4Y
7] 98, ¥ dEARe mB PR T AHEE A%AD S Qe 14 dE FxE 2% st
(2! FmE AAEL st d2usUE AF FEe wASAN FALHES AFAND S Qs mB T
x| FxH WEHE opldrh. dwHel FAL FE AF P4 T Y Hol@ UeE AL F
Stk A% XA (binding pocket)ol Hlal B gl PololAe] Ade] AF B9l FEE WAAAG. ol
or v (allosteric) 149 Qel7k o erbsel i@ o @ iee] $4 2GS B, @ U
A5 Adont, odd duE-Hud dusHy Eit olddt ARA-2EA AEAGAE BHEHA
sk, m¥Aowm, fRE dud gmady ARe 59 AT RilolA tie AREE AR

gl AZAA 7= Eol e
Ao ] AnBe] 714 A F2E AasA s
olo] elal FFeaiAE BelsHE R ol2nsEE

(conformer)& AEFA = Zo] WE ALES AA3TE. (2'de0AmBol] 9]¢ 2 BHAES] HEAS 74
A FE A 7= oleldt A Fxo T 9 SHFALE, B 49YAES o] A T dEnsHE 4
FYZHE F 278 23 5 U= AaBe VA AH F2E UEE 5 S-S JHEEIT. o] = u
gh, & IHEAEe AR FRAA EE oud & AAsk(rigidifying) 539 37 = AATE FASHA
oickel 714 E) F3el HsHAl ska, ool weEl AmB 2HE AY TEAAS WAAZL F ASS AdES
o o] =Y maw, X-4 474 5‘—4 A AXAE AnB 71A AHE A A= THsAE ZE s Al
kA 9] Frtel A st 5SS Wy 1) (41 FrEEAEHelEe}

bridge), 2) C1 7F2xXd 0, 3 ¥ (5 ¢=ZE 39 1,3,5 &4 A% VEHYA, € 3) (9, C11, &L
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[0066]

[0067]

[0068]

[0069]

[0070]
[0071]

[0072]

e 13,5 2 A% UEND webd, ¥ wEAse QM8 A2 A58E A9 mB FEA Feldom 4
Do Mze wHowA Sesdd A4 wUol HEAS A Adl A4 ol wA ga H4e
HE Ane zeHoz Aolsug .

d mEx Aszeo AokE ZAS EA Z aadow s Aeth. wald. 16 Bio] 9= 719 A
AR Ade oledd drsdY Nd mdg F12 A7) A% due] Al fFEARA BAYEHAT. o
BO% oxgE 9 olntE X3, (41 A2EAYCEE AAAIE U5 amB $EAVF B g
g T ey o)l BE AR S EAE €16 Shae] D b wa 942 §As. B uwags
© (16 had FEEYAAS dRe Aol & HEK Argo] 2 JFS WA AYS AT, old
g, B A se olgd SEAd gy 9% s, e s deke mAasg. olgd =
EE Ba] BHEAL, mBE AW e Bxatu e B871S AU, ool fEAe] HHA A4
& olg A @}

B odbgo] wgl, B Wiy zELS Fhnoc He, #HE AY A4, 2 gid E2XY oA =0 R EHE AEo)x

R
=z
e M
~ O

Curtius rearrangement)® #-S 3-tHA] Al A (sequence)”t EAY EREHO| LAEEH=(1)S A S
[16]

rr

] ol aAoholEE ATEHE WAGAT (A 1),

7824 10 C16 AmB frEA o] §A4

AmB &
1. FmocON. #dlolnl = /L_o
2, CSA, MeOH
3. DPPA, Et;N
THF 50°C (3- &A1 _44% S
Me
OWDH
NHFmoc
} 1 OH
1. HaNCHaGHaNH; 1. HyNMe 1. Batd YolABIEHCI
THF 40°C; THF 23°C; HCOZH, H,0
HCO,H, H,0 HCOzH, HeO 2. Pd(PPhg)s, Elostaltiat
(42%) (36%) (17% 2- 2 )

~OH

JLN/\,NHz
H

2 3
AmBau OH AmBmMu OH AmBcu OH

ol st Holgt AJPrt ABEREE A A wrAo=m T o thfdt FIHA(DE WEA AT, F
ZHA(D) Y ohekgk ofFl 3 A o] o3k /A (interception)s= EHZA O R SALEE Y =S WA Z|HA FA
Fmoc BE7|E ®#2AZIT. oE B9, FA(D ogd tojyloze] w&F & A & FdA dd A
N 420 a2 ohwddeuol (ABAD(2)E 4w, gale, vigelme] A& E7HA(1)
2HY 369 F&=E d4Ed Sdol (AmBMD) ()l Fgtth.  FA(DY p-¥etd SHAAHERY =& F
Pd(PPh;), 2 ElAg|dsto 2o 4 AARZ a2 5 Aol ESol (AmBCU)(4H)E 53, o3 b
& @4 Aol e WAl Anb

b elol FEAS ErHom HeA shu, el FH s
Fel Selot HEAZ AT 5 A,

il

o
o
&2
flo

RS

olg{gt A4tk AmB 3ol digk E3Ad Aol 943}1 Sdol (2-4)F, AdI FAFAd L AT AE =
d 2=3de dojA AmB 2 ofe] o] HiH AmB FEASF BT, &N 54S APFREnfoli AEH]
Alofoll (Saccharomyces cerevisiae)ol tha]l A vix] w]=2Fs] A 7 A (broth microdilution assay)MIC)o.2 =
Ak, A HME FAZES A AFF] 90% 8-S oFrlst=d 2ask sgtEe] Y(EHy) S SHTLEA

AFsrdnt. ol% A ¥ 1o fokdtt. ST A BE 0.5 uMlA S A H[Alofd] RS A5t

0% AAT L7 w4 10.4 uMOﬂH owa»ru}. mlo] mAbEl (AmdeB)e] AA= AR 2 97t ¥ A = w
Zol A AEA BAS 25 dandt. ™ wg ol su 2 (ABIE)E ABRE Bl o] 1/32 £33 FwE
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F2AZIEA S, AeE]Aloefel sl 0.25 pMell A Pt ﬂﬂ% BT, 41 EABE 22.0 plelA &3
o oplshdA MBMESH fAFE 0.5 phe) MICE vhehary, o] dol ¥w upel o], olui- o}m= AnB
FEA AmBAA == vE ol = AnBMAES HAA|7]E 7HEEE oflm| =3ty g E | & Z+z 0.03 pM = 0.25 uM
2 4% TUAHT. £8 42 AmBME ¥ C41MeAmBS} FAFSHAl f-% 2—ofn| - ok71E} olu=

[19]

FrEAl ABNRE AR AFE AFE AAATE Ao ojdel ekt daleh AX5ke], AnBNR,= AmBel

Hla] 7t 3w 2A4E HERAE, 48.5 pMellA &€& op7lshr] S8l dsE vEE FoE .

E
52
TEEF
=

[0073] E 1 AmB FEAS A I B A
) o MIC (M} BEHS0 ()
G ol s Alefuiaofol MBS
AmB 4.5 1037 £ L7
AmdeR >58¢ »>500
AmBME 0.2% 30.67 £5.38
CartteAmB £ o 0.5 22,03 £6.28
‘« !,
e ‘éo tm o
AmBAask 0.08 P96 £ B85
AmBRA 028 15,32 £3.398
AmBNR, 0.25 48.5 2 8.7
AmBR 0.5 »B0H
AraAL 0125 =530
AnBTY 323.8 & 362
[0074]
[0075] S$Hol FEA(2-4)= S. AeH] Aokl thal 0.125 uM WA 3 pM ¥Wele ZH3 I TS FAS

(e}

T .
EHAE, o FEAC-HE 48T 8] 573E 545 AW, AmBMU ¥ AmBAU: AmBZ ¥ AR}
45x B & 500 pMol A% EHgoll EalA] Eakolth. AmBCUw= A dFellA] 90% &8-S do7le=d 324 uls ¥

Q7 9o, ol AmBell 98 &7HE ART 30x o Atk o3 27 g AG A e 1T
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[0076]

[0077]
[0078]

[0079]

[0080]

[0081]

[0082]

[0083]

SS=50l 10-2548341

of, d7le] fdots ddHoR B it NEF 7 ¢H]7R~(Candida albicans)ell dis] F71=2 A3
k. € YHIZEAE 7P AubARL I W3t ZHdstolth. AmBiE 0.25 pMellA ¢ gwjzhse] ER RS
AAgt. S AfEE]A]ofelw ARl Bk FARsAl, fElob FEA(3-5)] Hee FolA 5 dE T
7hA R el whel S7Fshoith. AmBAU, AmBMU, 2 AmBCU:= Z}7} 0.25, 0.5, ¥ 1 puME o= 3Jp(E 2).
X 20 €. Yr[FEze] oigk AnB f-Elob Al Al R 24
a5tz AmB AmBMU AmBAU AmBCU
MIC (uM) 0.25 0.5 0.25 1

dzx~gE A 2do wel, $-wol(2-4)= A dEuxdHE A3 TS FAAN, FURHES AT
= 2 o= Aoz JpHEY. o S Algsy] fdl, JdEnzHE 2 FH2HE F 25 g o
EAQ At $-#o} FFEA AmBMUL] 23 AE ZAASE IAS MR @A dA Ay Q)

mB FEA s AgE S
HiE(De) g FEsd aot
5 FEAY &e B Al(subset)

AAE] 13 $elobd sk, 23

, A oprlo] JRAE o] ub 1Al mQiEE A s

stg zm Seots AT & Ak, Fhden, SAEUTE(DL ohddow AaEe] o feob, o

w2 e ofd slanpolEg, wt Gmew EHc ¢ szuivolEs 44T F Ut

olwlol dl= wiAZH o 1-(1-yxzE)odolrl; 1-(2-yzE)oo}rl; 1—(4—Hiﬂﬁl‘é)oﬂ%om; 1,1-t] 9
d-2-opnjx 2 1,2, 2-Egddogolyl; 1,2,3,4-HEZsto|=2-1-142doll; 1,2-H]2(2-3l0] =5A] 7
dolgdtjolyl; 1-ohv]-2-HlAGA AL F 2L, 1-0}n] =l e 1—@@—2,2—Dhﬂéoﬂ%ow‘ 1-Atol &
Zdogolrl; 1-ddFdolyl; 2-(3-F2Z-2,2-tHE-Z23 e doju| )-3-wEFehE; 2-(cjldopr] ) 22
2yj&dustel=; 2 2-tuE-5-mdolu] =—4-Hd-1,3-t] &2k, 2-olu|e-1-ZF Q2 -4-wE -1, 1-t]Hd A ek,
2-obn| -3, 3-t e -1, I-dd -5k 2-ofn| =-3-we -1, 1-v d| d gk 2-obn| e -3-m e gl 2-ofn] -4-v Y
-1,1-ty#dslE; 2-olm| =3 e, 2-ofm| =3k, 2-olH]| et 2-0}H| R E); 2-F 22 -6-ZF o 2wl dolyl; 2-
HEA - a-vE@dldolnl; 2-me-1-Feoll; 2-vedRdolvl; 3 3-tue-2-Fdo}vql; 3 4-tu|F5A]- o -v|&ul
Aol ; 3-ofm|-2-(lo|EEAWE ) I 224 3-BER-g-wEadldolvl; -FR22-g-vEadldoln; 4-F
Z2g2-g-dgildolnl; 4-Ato]F 2 A-1,2-t]o}Hl; 4-ZF Qo &-qg-dwEuldolwl; 4-w|EA-q-HEulgolw;
7-olW|=-5,6,7,8-H Eg}slo| B2 -2-1} 2 E; A[A[1-Fdo g ol HEadolul; A Z~-2-olu] Ao E 2 HElE
stele2F2gols; A =-u2ERdolyl; A 2-N-Boc-2-ofH| Alo| E 2 HERE; o|AF T doeldl; L-&EAl
o ofME; WEH 3-ofu = REHE p-FFAAEY|E 9 NN -tuE-1,1" -Hlo|Zelr]olrl; N, N-
\ﬂuﬂ% I-(1-vze)odolwl; N N-tud-1-sdeeoldl; N, a- QUH'%H% 1o }UJ N-&E-q-wealFdolnl; N-

—a-WE@di el AlA-Feolnl; EWA-2-(opnHE)Alo| ER I AE; EWRA-2-ofu| -1, 2-T] 30| =&
—I—Uri% sfoleRERdtols; EWA-2-wIASA Ao F R E Aol o, 4- ﬂUﬂ%rH | dol; q-olduldol;
a-Hguigoelnl; A B—Uﬂ%ﬂ o dolnl S g},

M2 dExEe R for 01 FFERY

e s BEE FHAVE AmB (WHE4 3, & 16)ZFE whEA AAHATE. o] Al@AE opnle A
B3E, C3/C5 2 C9/C11 p-wIEAd obAg &4, &F Lz TES 4¥sl, 2 o2 (16 ﬂé%@“ﬂ
o] TMSE F4S TFate] gds] BEE FAG)E FAAST.  FUA(5)2] AL NaHIDSE 2] =
3 g3a&s x5 AASA, a-p Ex3tE FES AT, ol F7A9 Stryker #9S &
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[0084]

[0085]

[0086]

[0087]

[0088]

[0089]

[0090]

SS50l 10-2548341

TE=(6)F AN AUAMNA DHE AAANE EA (3deOAnBE AT, F5E(6)9] IFRe] mE
TES 715 Z53HA AAZ 5, BAF-R ¥ TMSEES AlAST. =g AL 2 PP AG 7hE38)7F HClell o] &

2Hd 27 el A Al EAEAT. 79 HF Alloc BEEE DASIAL, (3de0AnBE FASIH = =Ho] @A
Y= et

A= FE2EE PP #3009, Cl1, C13 4 d3F WERA

==

o] AmB FEAVE AAE I E /\FQLOP@ HAaE & AN, B FEA7L ojggt ZAFoRRE &ols)
A A7V sskA &k, a3 oela, §8A4U= A (total synthesis)o] AmB F=Ao HsH7] Y3l A

Zowa R 4L nea aom.”(” S
9 09 e Cll HSA] ABE AT 4 dE AFolrt. olgF BHL A% T, a&Ho|1
— WFE4 Suzuki-Miyaura nlx eF(iterative Suzuki-Miyaura cross coupling S E Elal
= WFEA Suzuki-Mi 2} AgH( Suzuki-Mi ling) (ICC) Foll A% A
[21] -
< = uhel o], AmBE ERFA &) 7)o WY B2 (BR1-4) 0
o}, @A Suzuki-Miyaura 2} 23S HHE e o]fgozwn B wgxEe Y 55 13 2, 29 3, ¥
4ve] Ajks A= As HEE Y. olF, oJojA= mia 2 ES(nacrolactonization) B E
SRE7 AFYL 9AAZ Aolrh. old Meke] ALgo R, (11 dLA AmBe] FAS 7hehs] BBIE Cl11 )
S BBIZ iAISto. A FAe AR WatA @m WrwA 24" 5 9ot

2
uful
i
=
o
oX,
flo
e
fr
[>
I,
_l
=
o)
Lo,
B
o
_(
Ho
i
oo ol
>
ofi
ol
N

Nol.m
o,

o
ox 2

O

ol#1g g A FdLS GAsly] Hdl, BBlY FAL wEAsAE ayAola, &7t
o] 7ksd Zolt}. = 3Bol =AlE mpe} o], B wwxEe #3(10 2 1D)S AFAF S
(9)2 Atz Agstgdnt. 99 9BBN-H k| o8t 3lo] == 1 g o] A (hydroboration)< ©]Z BB 29}4 Suzukl
Ae F& E=uAzich. oy AP gl digk T kA Fa3k 7|97t o] FoiHrh. A
(10)9] &g7hse AZ7F ST, o]F, BBl Aol 5wy, Bdl AjxwloA] BR2o| ot

3 718 ARE 3% AA FE2 APHR L, B4 A F o)
F717F Aol Z 85X g FHAE B JAFJY. 109 A2-Av A
3 M=, ElEbE/BINOL 2HE9] £ 3lolA] Chan] T

=
d L AlgGddstel=e] x2S ALY g dE ukS(enantioselective extended aldol reaction)S
‘ 1=}
i

3 (ozonolysis)9] A|AB27t &

°1~
ol
ﬁ—’

B 40%0] HA &= AT, oy e FHLS dA & 54 sEEAS FaHA v dAE gl
100] oist 2E - AgAE ol ARAJD Aoz @AgEAn.  olee AL & flo] AFH 7|k B A
dE Ao w2ZN e Ao AP Esdtt
10029 a#AQl ol d4HI, B-AE ZAFUENDNSY =FH F, 5-9A Ald27 Faso] na
(14)& 53190, do4x 142, BB29te] A& bes wak Aol AR E AT, olefg MEg 2 15lo] ni=
sp2-sp3 Lz} Agto]7] wiitel ICC Al 2=oA 7Hd olel& Zo R o dEdnt. T 2 ShelA, st
E2 147 BB2 & 15 1] AA A3rs #FeA Xeplon, o7iA 3 M2 EurEch. ey, ¢
71¢} =Rl 39w F9 Ut aete A3 A4S FIIAIZTE. BB2 o] MIDA EEMo]Ex o]fg wt
A g 2 sl okt olE AL 60-70% &= ZFelmA 3ty BB2o| Wik BB1e] ZAES EAAA
b dAe] =¥ ICC Ads, vaRgEs), 2 grsE Sdsts Ao JFdr).
ICC AgS A3l AmBY F=Al P4 Ud EF F shus Afe gilastyd WY Exo2 des] ug
s S etk oy 1f9 §EAS dTEE BeEA, (9 dHSA BBlE FAEEE o] o]Fo
Ack. BBI(1)el tigk C11 44l T4l9] =912 oA vt A5 Astets Adg orlste oAd Heo] 4
Z 58 WyEE dAMAEH 9N Slol=2R oS Fal GAETHE 44). (9 dFLo] EAEFA F&
A, oA 23_01 dHl= Erbssith. 1R sfelmRu el RESAeldAA e £dES o A
ojt}. ol#3d FAZ FEay] Yall, 9-utl2A] BBl MIDA B EUo]ER Al&tels Ad ez gdAMegos
AgAT. oled Are oel dubdel @4 WS Ave MDA BEdolEe SEe oy !

o]
2

g MIDA HEUYO|E(17)E &9sle], 9EEE, Brown &#E3}, TBS B3, ¥ stol=gH o)A /A3le] &
A D27 dsto]=(18)E FAAATHEFEA 5 & 18). o8] 7] AAXA 5o, AYPA e HAssi/5
AU ES thAlell, %7] Brwon &3} BAHEQ Aksl Fxz] el o] MIDA HZYo]ES Haj §lo] vih-5&
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A AvE mdAor JRsazle]l wAHSIth. 189 AFHE tWd WY EAFYO|ERS =F §, Dess-
Martin Absp7h FdEo] B-ZAE EAFUCIE(19E &

Horner-Wadswor th-Emmons Zgroll A €+43] A3t BB1S <3l A} HEe 59 dysto]=el &y ste]=(10)3 19

o] zgto R q-B EBX3I o2HER20)E IAT. R)-CBS Fvjol] 23 sl2rnde] 3 F Fvf 43
218 Ak, ol 9 dlgAl BBl F3HAl= ARV 2lvj=dld JA sty g SntE bs) AEz A4 =
2 FAL TSt (9 ul=A] BBl SAFA7L MIDA H2UjolE €rE 9 BR2yte] Adte)| Fu|H A dtedo=
TBS ®3% who] @ HT}

[0091] &2 ghgo] g3tE

[0092] = Ege] @ FElE ABMU Ei= o]e] ofstH o R §8H= ol

[0093] AmBMU

[0094] £ Ege] @ Hl= AnBAU Hi= o]9] ofstH o R F8H= el
[0095]

[0096] = we g FEl= AmBCU Hi= o9 ofstH o FEH = ot
0097] AmBCU.

[0098] ool g el (3deOAmB HEi= o]9] ofg Ao R 385 Polu),
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[0099]

[0100]

[0101]
[0102]

[0103]
[0104]

[0105]

[0106]

X
s

o] gk el C9de0AmB = o]9] &FEH o= 3

C3deOAmB.

0

__
oo
i

H

=13

C8deOAmB.

o] gk FEl= C11deOAmB E= ©]9]

opsba o2 5§

4
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[0107]

[0108]

[0109]

[0110]

[0111]
[0112]

[0113]

C13deOAmB.

o] 3 FHli= C15de0AmB Hi= o] 9] oFetH

oz 38¥= Aol

C15deOAmB.

OH NH2

o] gk FElE C3'deNH2AmB (C3'deotH] = AmB; C3'deAAmB) HE+=

C3'deNH,AmB.
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[0114] B oubnie] g oFEji C4'deOAnB = o]9] ofslH o 5gEE dolu},

[0115]

[0116] gl 3 FEl= sHeE Xeld.

O+ NHFmoc
[0117] X,
[0118] o] g FHl= spehE 1ol

OH NHFmoc

1.
[0119]
[0120] 2 0ol g Fele whEA 20 UERd 6710 WEGE F o9 shtel wE ¢tz dH el B C16 f-dlof
EAE AlzxskE WRieltt:
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s=so

olo
)

[0121]

ey
NH,

otz e b,

OEl =
OH,
PN
H
W
NH,

ofg shutmos L,

[0122]

Me
OH
OH NHFmoc

(o]

Re] 7t

SENER

=
=

=]
=
§'E1

24
=

=K

oW

H

[0124]

wjr

Ex:q
= =1,

bl g QA

3071 o] 3]

ok
-

g A, A =

=
=

A9 H9- CCy)

CSO ’

K

o}

|

il

e
o)

o
=

271"

"Oa]—ﬂ]é“ \:7% n

ol

[0125]

o 17§ ]

S

3l
=7

A visl A o]

714 Tt

[0126]

)
i

ol

+ Ak Aol

3]
°r

e At

A 471

noxon
=

Ad

[0127]

2

4719 e =

0 ]

)

fl ol A Q1A s = AomA

Je) =
‘\_:%0

go "opg”

[0128]

g Tz sHzdAE

e

Tor
)0

el

=
=

EelobE, e

=
=, —

o}
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[0129]

[0130]

[0131]
[0132]

[0133]

[0134]

[0135]

[0136]
[0137]

[0138]

[0139]
[0140]

[0141]

[0142]

SS=50l 10-2548341

Zhz olYd ok V)= mFE, 'old dHlmAle] " E "HHENEH 0 R A F olvh. WES e
shit ool are] A ol d AFA|, oS Fol, TR, A=, &Y, of2dY, AAE, dVId, Aol
FEGA, solusd, dFA, opve, YER, HIgtolud, oW, ofuE, IAFYOIE, EAVUE,
Zhend, stesd, A, dEe, $dEe, dxd, dZohx, AE, dvEstels, ciHE, dEHzZAbelS
4, FE Ee HRWEF BoloE], (F;, TE (N, 22 %2 5 v ﬁ<>1 "o e EY, = o
del 'ark 7 ole] A wel(aele e ae"ehel gl = ol &9 s e FAEH
e AREE 2, o7]A, aEE & Aok shvbs WIS, dF 5o, e &9 17t Alel2 R
G, AlFRGAE, AlFRATIE, ofd F/EE FHEACIFEY & A

g0 "AHRUAE WA EoklA AAHE oA, wBa EE Fu olsle] dde fxe UAE
SRR RERIE R EREECE S EN NN

€0 "HER"= 3Faf ZokellA A EE AemA, NS AT,

go] "obul" @ "otz

3
37] setael s T@W 5 o wolojeE AP @k

R50
R50
_|_
—N\ —N—~RS53
A7) Aol A, R50, R51 W R52 4748 EgHo g 4 a7 a4Ad, -(CHy),~R61Z YERAL, R50 2 R51

e olug Amel FAHE N WAt A ;e FEAA oh WA 84S 4B 2E AEHEAelES
FAaknl; Ro1S o, A}%zog@_ AelgReAd, dHlzAlelF Ei Felbel2 vehim; ne 0 Ei
1A 8 Wslel Agolet, the pAldlelA, R50 % RSL(E elHew R52) 77 mYHen Sa, ok
Y, Et -(CH), RIS LT olo] weh, o) "bobnne oisle] RAR AFE wE mATE @
1€ 2k, A7) AR Hhek e obule TP, F, RS0 R R5L F Holw shbs 24 slolr

gof "ol opvl-XghE At=wdEA o Bl A AN AowA, 57 el os) xAd
9 moloElE T}
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[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

SSS0l 10-2548341

= GA 2 Iye] 33E e o] st oR FHEHE @S wWAAT= AL LS

2 e SgtE 9@ B Ui oA 2SS Ao S dAE] HE fEsit. A FAldelA, FEaF
o] B Wgo] FES g HEHY, oldd 9] He] AAS AATY. A FAdelA, & Il 35t
E EE ol9 gstdgor e I & wld wiAo HIME AU E3E

2 oago] slgtE gl B odyo] ok HAHEL IPA A AF AEF A85E Y FE&sit. A Al
A, A5ty fase] & Iy s3hE E o]9 ¢t oR FEHE AL ol AR I IAA Fo
Ha, oo o8 Mg AFEFS A=A

A A A (kingdom Fungi)olA EF¥ X& AE(eukaryotic organism)o|th. H#e &R, FFo], 4
Ae X33 v & {F7AE 2. g% 2L F3ole dEdowA gasty g44S 2t

ERE AgACdA EFE ¥ FyEott. FARE EAXoR Fol e (budding form)e HFo2A
Zledt., B dygy #A-bste], LR E T4 AEE oA dv ERG Fol 53] F8sit. o
g e g dhbdor Zddd gk ofstd wjglolE Ze ST (dE £, Y I A (burn victim))
2 ookslyE WAAE e SF(AdE B9, Eay T WY A4 RS we £, 9 HIvVE A9EdE
&SF)E Xgets W otstd % HAdd axe Yt (Candida) < ¥4t o}y

s
2
o,
)
(o
i
)

= - 3 =
2 AYEIF A~ (Cryptococcus) 59 theFet & 233t 53], vt £ #Y4d &% Foe €. gH|zt
2<(C. albicans), C. EZIZ&(C. tropicalis), C. 2=2BetEo|dHoH((C. stellatoidea), C. SR HEHC.
glabrata), C. ZAFACI(C. krusei), C. IFZHZAIZAI(C. parapsilosis), C. TFLFoZE]o]((.
guilliermondii), C. W29 ElO|(C. viswanathii), & C. FAEFUolol|(C. lusitaniae)7} FA AT, AHE

FAFA &L AAMFHA, AREIFAE UL EEWA(Cryptococcus neoformans)S  ESFSICE. ar=E "9
(mucosal membrane)®] 7§, dE £, AztelA T4, Ax, 2 A 79, By ofye}, w, i H A2

2, 8 3449 A9e oA 4 v ol#d FAEist)= dAA]l Aolal, ojwd Ao RE

AR A =t

] A (ERE AL EfFsE SFAA IS oA & vk, oeg IS Mg dvbHor 3
Aell sl okstE il & Zte sF(AE B0, s b)) F stE WAAE e sF (A8 B, 33
W e Wy oA S e =3 9 AV gdE 55)3 isle Wooksid &3

A (BERE AL vATH R | ofAHEZA R A (Uspergillus), BZF2~(Rhizopus), B30l (Mucor), 32
EZetank(Histoplasma), FAY Y dl2(Coccidioides), S ~Evlo| M2 (Blastomyces) , EganE
(Trichophyton), A4 (Microsporum), B ol |22 % (Epidermophyton)d & ¥ 33t} E3), A3
RAE FolA, A, FuIVE2(A. fumigatus), A. ZT5-2=(A. flavus), A. UAE(A. niger), H. &5 (4.
capsulatum), C. UWEIA(C. immitis), @ B. WEvEIEI) (B, dermatitidis)o] FAATt. R+t

)
- =X
bdds 29, d, o, do, Hle A, 9 FFAGANA A 2 AR 24 AdS oA v

5
T

=

1o
4
>
=l
o

cl
I
wa -

EWEe gelel gl fe,
oA AEHE A EE A" e daTe vinste] ARYor 54 Fed ¢ it YA
Aashs AL ouath, @ AN, oAst Ei olAlsze dmEs waste] Hojw BASHow
FOOE P gastE AL U A FANA, At B At BT mase] Hof
E 57 daste A ouat. tew A TAdeA, s B dAsee qaes vaste 4

o]% 10, 15, 20, 25, 30, 33, 40, 50, 60, 67, 70, 75, 80, 90, WX 95%7}A] 7FAdlE AL on| gt}

oA AbguE o] "A B 2 "HEIE"S (a) A Ev Aoz BISAY olyE S 2HA 3
= AFES 2te Aol AT & AR ofA7EA] oY F A& Zbe Ao FWEA S AN T &
£ Agte] W= AL AWE AU, (b) 4 v 43S JASNAY, A5 59, o9 dEs FEAY A
AANAAYS (0) 374 5 AS AA7IAY 437174, & 501, 4 e 239 HgS o7
£ A& 7N 7= MY (intervention) S FadetE A& AT, A FAAdA, &of "As53=" B "A5
stth'E (a) F74 £ AES gAY, dE B9, o9 s =F7Y AAANIAY, (b)) T4 == A
3 AUAIIAY A T7IAL, dE B0, S Ev A3 FHIPS oA AL xIEE MYS 3
st AE A A g

oA APREHE "X S JHACNA e A3Ae] 2ddA A" IdeRe Ids AA
A Ao A, &o] " AAF"S AR AAFTS TG, BEdodq AlEEE "AR AEE"e yA@ A
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e
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[0151]
[0152]

™ "
; ot
i) N nH
7w n_1m,£ — o %
— X oo e
" ml: i Fewm I
roJJ X s m . y
mﬁ 4 B b xOEE wOR T
n = T _@o_mﬂ T mbﬂ_xﬂﬂ#&meﬂl
2 s o o " P ar X o X o o < T _
N O T X0 EE.]{ ﬂxz. w9 .xo" = 5
M xw ]EA B ﬁgﬂﬁﬂﬂsndrau |} o Efao%iﬂl
‘ﬁ_lqm ,MHW . mﬂ MO_ME‘EMH = m.#,e E»%? y‘NEMMmI‘_MwLm__H ﬂuIALOATATO_.ﬁMm f’MAT
z P B N o P axe2® - BT ° 7
TR ” ® % %o T 5 2 oa N %= g XX ) w
B T 5 M oW i oo = W o =K ¢ = 5 ~ B m
e WooO® g o= a3 w BT DI eI
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i o ~ % o ﬂme%ﬂ ol ! aﬁﬂ%wr do T o A T . < B :
- ox D % Mo wEw 5 W R ﬁuﬂ%imrx? 1 3%% ey = )
5 B w T w5 E 2 ,Zﬂflif By tey @% o
gy =¥ 2T tlz” I szl ThLG przoid 2% -
Mﬁﬂ% T [F ey , ﬂaﬁ,mﬁ%éwﬂm@%&& m.:@a}fsz <7 X
= 0T Y g e T = = 7 OMO@ATAT o@%wﬁ%mﬁﬂ 2d X
a sl ™ o ol ol =0 70 joj o o L or U] T oF o - T
=] XEEP L o) ) X g %EATao S o W ° ~ X s ] 7
%Qﬁr%ﬁ o H W o B © %@r,ﬂwmmai%ﬁ@ ﬂmiﬂ.wwﬂ X X T
o ! Ll i R T — il ° o by ~
"h sl 5 ToTw 3 2Tz FEA s Ipreiis s
- j - 1 L "B _ - o
o D m«ﬂr% 1@ maw_ebo_ dﬁm ii@ﬁﬁﬂ%%%% ,5ﬂ17;§0f§ O/M_. -
w M N - ) XORT S XN =7 @.mﬂ@ﬂw%o_a 2 -
T j;q - e ~ Zﬁqﬁ ‘WIL G i - 5 <
ws 3257 ¢ 5 LTTi Mt I TN EL; It 25 ¢
b= "N g oy P T W §E T o B2 ER Ty o™ o B
RN B -8 iy o &0 mo_a}% X s 3 ﬂﬂﬂuﬁ% o S R o
T ew = T 5T o < o X W D o T TEew ° 5
T T T o= PRI I Ea%%%é} 4 o N R oue g G W2 i
oy oM F ) o - 4 o P R L &
ouowﬂ,% 5 : .gﬂwwﬂ@ 7 Lﬂﬂhvfo,wgeﬁgr i ﬂﬂgfﬂmﬂq@ o 3 Ho
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A Ao

AAe] 1. C5-B1A] AmB
£ #4

B84 6, = 19 X,

C5-tl & AlAmB (C5deOAmB) ol tht A& 7] 913 3 714 7Fedt 78 Hd=Fe A A% AamBE el 3
Aot 3 Lo AA Ao FRHozA 3

(DE AAANAL. wE-gae] A Ast2 -394 2

ddYa ol @A HEsE dZ2A -5 IS g4 AHolth. o] ZF-F Barton-McCombied ©EA3SIZ (-5

=
dZS AAT = Yrk. 2 Fo, S dr5 £AE 5de0AnBE FES F 9

11
N
il
2
oft
oX,
>,
p)
rir
=
o,
rir
=
=
s}
=

3], 2 dygEs, FHAB)E AHESte], C3-ulSAAmBY] Aol ALREE A9 FA1E A5 o] 8351
A7 F0AE d=eeitt. NalMDSel tid 59 x=Zo] o) 54% FEE (-3 LFS RS
AAsATE. gl Eujo] o) ZwiAEH BPinS AFEEE A H7lol o) HE Yol MElHow w

ot AF HRYoERS & A3} olojA TBS AR BIEH FHRE (-394 232 FAz o
k. I F, goertErdyolntES AlEdte EledlErRyd A olojd Eidd glo]
Sglol= W olxu|zolARERUE-RY g gAAsE -5 SAASE B ZTHEIdYI(1D)E AEAL
k. Ad 79 F-dEd AAE FRbshe 2R3 oA o)A THR:H0 2:12] CSA 28 Ag 7h4=13),
9 mixjutoz g o 29 &F FmpHolE E BT FA AAR A&EdHA (5de0AmBE AL S
At}

AAe 2. C5-H2A] AnB

13

°]F C EX¥ AB WA =HE9 WA A4

w4 7-12, & 20-25 FE

a&dolm fFAgt WHEAQl Suzuki-Miyaura XA AZH(ICC) ZAEZ &= AA FA Ao
TAEAT. ICC AdEellE, A3E BEAl SEYC w=EHal Fetolm dabel MRt Suzuki-Mivaura w2k A&
F et duHom whgd 4 gl olA84 B-REE FRREEAS o gEgit. e BE ez ¢
7174 heEElE o83 MIDA ejRt=e] 9uss wah AEYe] o Aloldd W U E5S Flssit
= Bacll LAlE kel o], mBE HEZFAHoR 4700 WY S5(BBI-BBOE EEAZH. E wEAES
WA WS ARl WA O] Suzuki-Mivaura WA} AEHE ol &ste] WH BF 19 2, 29k 3, B 33} 4 Apojd] A7
& B A HEE ST FHAQ viaEgEs % dA dRsvh ol A s a8
Aojtt. ol ML o] 8dh: A, Bt feAle S @A R Sikast Ud 259 S
QR dhzdl, ol WA 22 e deEs Wi dE S0, (5-d5A] ABe @& Ws] BBl
& C-5 d5A] BBIR AgAflomy &dd o 9lu

BB1o] dAE& F &g ©HE, dHstel=(14), B HE-AE FAIZUE7)Y] AEHoRTEH TAAZH.

ddsto]l=(14)9] TS ElElE/BINOL #E9 EA5lollA] Chane] ©l(12)3} Agddsle]=(13)2] 2=
Alzbstel=dl, ol AgAdelddA Aad AxdH <E WS (enantioselective extended aldol reaction)
a

1) AAAZATH  C5de0AnBE] 95 Awre] FAL (R-BALS HE o sH| 25 olojA] Afe] 2y
. Petasis Aol U 159 & oloiA F3 vE o
A AR EEUEUDNE S5 490,

=
I
o, Al &, Ags % eERE o] Aol ol 1225F 40%0] F FEE W= &
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g

Al = Agsz A&
EAZYOE(16)] Het =F Al A= A 9
BB19] #H=3} = dwk & 259 A Ao, Horner-Wadsworth-Emmons #AZ%H& W (14 2 S
o, $5AQ Stryker Yo 2 o]T AE(18)S AAAZAT. L-AHEZo|=d g 189 =FZFH A
FEAA)ZAA Ay AR Y olojA AAHE LFol opalsl, 9 wixutow v t]SAike] 43}
=
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712 BB2st 227]-vlokse WAk AXYS AP (5dc0MBE FH|shelrh.
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Boc 3% tato] =2y eh(20)& YT, 2 v, deb-vlSAE obsel] tigh Boc obAl®e] gk o]
o] Luche =3ste] 7= dlom 4"l 422D v s Agsivt. 4" &2 o5 TBSCl & ©
nohER AEsA7]7] Hol mlPBA ol FAste] W MEEE Aojst=dl AbEaIltt. L Fol, HelddFrlE
opAlE HA®E dol o FAte]=e] H9 HEA dAd(site selective opening)S Eddte] oA E-UE(22)S
FEIY. 2 uE, fre &ES EDC, DMAP, 3 TDMBAR o ~E|=38kAJZT. wiA|oto | PMB &Ee] ghels
pDQel Tt wmF Alell @AEtaL, 54 EfSREOMAECUHO|E Ao os o4 4= (33)Re] FYAH
e A ErE 9d BEE C2'-olyviol AR 77k U (24)9] S AdEs3it.

L-(-)-olgH| E 2 RE Z2slo] v~ A3} ololA IBXES &F A3}, @ Wittig dW3lo] o&) 1,1-0]x3F
H YA 25)E AT, 259 FastEAHTE ojojA WA, B oY AY F K7 A deke] o) 1
237t 71 FAE AGAA Bl - ZALO)=(26)E 5. 18- k-6 EAISke] TMSCN % KCNell
ok H -0 FAfo]=(26)9] AR OFE H|Z~-Alolle TES AAA7|AL, o]F H|Z=-FEEEA 4 ﬂlf& 713
Alell 2E g Aol ddg 7] deA etEstel] AXA e g (27 )=

o

AFstAt. 2 Fof, 1t Wd
ol~"H 238} P TBS AAsle 9oz FE(28)S A|F3Art. ©i A ZEg 2 Fihol Us 284 % Al gl
A3} o]oJA Pinnick A3}, 2 o]F TMS-ol€b&7}9] Mitsunobu WHgol| o8ir FABIYEF R Az v)F+3}

b Aee elsbl ADE Hoolanng ATstel HeE AT, @o Saazel 200 4 Ao Y
4 olold a-g&eh 2HREDI Stille AZYol SJaA Uoh-ule BEH AEGDES AT, AE
(32)9] 4 AEHRY FRYAIYAA HeH BAL 2o FeaAsE 9@ FulZ (VS Sl o)
EXLTCS

Aol wel-2 TS E 93 ARV B FAEF
EAsto] 24 D 339 2gow 20 23 1 19 IE} o oy HEEE A= 34Z Ao, L 3o, TDMB
fre 71E IAEFLEOA ii«'&%, 3A-Fehe, o Zrefo] =l A CSAol| gt i% Alell A A3
fre 4E(35)E =EA . g9l g Agste] 3-wA &Al 98] TBS NEI2(36)°] H
s P R o oA OMH ﬂﬁﬂé ¥y FEEOIE B LIS e i% A" opA

AFZ Yol E(38)el that HZS AFsttt. Eig 2ehd(39)0] thak MeF Stille ASHOE BB2Y A

& wystan.

.
Hil

olo] S =-Eg|¢ll BR3S HA 479 MY EE HFAolr). o] A4S Edla-vd olo]rio]= MIDA B2
OE(40)E ZF9sl:= 4714 WA= %*éé}aiﬂr. Pd(PPhy), & CUTCE ©]&3F 317}9] Stille HZ® o]ojA o}
ol E-gAl 22 tel(41)S AF3HT. 2 Fof, 2P U EYIAE 3179 o]x Stille AZH % 3%

A ololeE-gAEE S o3 £ o2 Hd 7o o3 AGAA BB3e Atk BB4o S EHe] 1
FOoRRE e 3 T EHEH AESHA 2@AsS Tt Lee, SJ et al., J Am Chem Soc 130:466 (2008);
Paterson, I et al., J Am Chem Soc 123:9535 (2001)].

AHE7FSdE BE 470 MY E5 02, o5 oAl AmB WARFES AESHA ALV flste] WA wap
8 ZYPES AFRslo] ojxEeE 4 9ltt. BBl @ BB29 Buchwald®] 24|t SPhos Zeltirlo|Z=& | X el
E, ¥ 39%Y B9 2o Suzuki-Miyaura wxl A& & oF7]3te] BB1-BB2 o] FA|(43)5 F Al
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12 ol ~E|=(45)9) H-st Fo, WlARGESZ o]F AuBe] o]F ¢ EAE WARTEUS F5Y
TBAF-tBuOH E§A =] TMSE RS E x3et dalo] Bev] AA, HF-vedoze dA g4ds), Eg
ZopEstoze] gigs, 9 Egdd yamozel (3 okX=ol Staudinger FUOZ AuB- 0]
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C5deOAmBe] A 34

1. RuCLIIR}-BINAP] — . ) o
Med, ‘_, \( \,\\v H}Er MGOH Olulqz \T /‘\}/\' \?\_.‘-"‘:\,?..-‘ 1, 03: MEQ\*,..-"\»\ ‘,.\h’,ﬁ\ H
Q o 5'.; ; P A () GTBSﬁ H P 0 { !‘i
48 2. TBSCL ag PPh, 2785
(73%, 2- 5} ¥
Ll-ddEge 5,
1. LICL. DIPEA ?02513 ) g '{HF 980 (3\302&? R elat]
g7a17 (CHON,@8°C YT 2 Ac?O DMAP, oy e ™y Ty e
2 [{FP“?;}CLH} BB B G}’{O BT TBSG H o il
Pris, 23 °C so (Y L EMNOMCE  ooione 5
/3, 9BBNH, THF e
23°C
w-g4 13

C5-tl %Al AmBol Aedhe dibde 4 dge AA 4 ARES AAE oA, B dyse T
W, tlstel=(47), R ME-AE EAEHE0T)E) AZYorRE WAHE C5de0BBlY TS T4
ot gHstel=(n)e] §4e WE opAEckuHolEe] A} Fol o] §rbsF HE-AR o sE2(48)2
Aspsitt. 482 Noyorl a8 clol TS AHNE A AH(0E ABHAL. W02FH, WA 2Ew
7} C5de0AnBe] 22 Awke ¢hual7] $1a) Wollirh,

(5de0AmBe] H=3F = Auk & RFo AA Ao, E WHAE5S Horner-Wadsworth-Emmons #Z#H o0& ©H
47 2 118 A= AS dFerdvk. L 3o, 5242 Stryker LS AEG0)ES ALAA Ao},
L-AgEglo]=o] T3t 509 =EEHE AAE FEAA|AAEAA AHF AE Y olojx AR Lo o}

of gk 3]
3}, @ v FAEEAHIFE BB29M Y Suzuki-Miyvaura mx} AZHS 93] C5deOBB1S #H|8l% T},
S 14, = 26 FE,

: 2 o)Al A%38HA C5de0AmB Wi 2EHES AAEY] faf wE el
Wk ALY EZHES olgst ARNEHE £ k. B UHEAELS (5de0BB1 % BB29} Buchwald®] 2AIH]
SPhos ZEtiAlolE, XElF XEAHCE, B 373 Eo ZFo]l Suzuki-Miyvaura Lzt AEHES ofr|ed]
C5de0BB1-BB2 o]ZFA (51)E FAGAZA AR oS3k, MDA HZU|o|EQ] JupE ud o]ojA] BB3ZS] o]}k
Suzuki AZH I FAle] XPhos-2Ht] ZEfcialo] 22 HMERQN(52)0] FAdE ZHolth. ZehF 24|t XPhos Z&hct
AtolE 9] EAFt] AF stol=FAtolte] og fE HEAICEC MDA HEUYO|ES FUNREA WES
C5de0AmBe] R= A3 =HAYA(B3)E FAAAZ Aolth. FF stol=FAtel=o] ot wWE o ~HZ(53)9]
HlEst Fof, g Este o] % wjaretE(54)0] 52 Ao|th. TBAF-tBuOH H3tAlol o3 TMSE 2RSS
Zstete ddY Hov] AA, HF-FEdd ofg ANkl @493, EEFoZolNELY ot aAE 3],
o Egugdz Ao 93 (3" o}x =9 Staudinger SHH O E (5de0AmBe] A4S dA St

ﬂilﬂ

>_

AAle 4. C8-TISA] AmB
C8de0AmBe] AA| 34
w82 15, ® 27 FX

anBel Aab A fareAl, B 4 ABRRE BASE s-USA mBe AL T
Sk, olEg e EAE] -‘H‘EFH, AnB el diEf olFold Hart e Y3 WskE (5deOBBlE
(8deOBB1Z djAlsH= Zeoldrt.,  H AYAEL, dHste|=(47)9 WE-AE EAFUOE(17)] Horner-
Wadsworth-Emmons®] #AZHo2RE HIZd £ Jde du-Hg X3 AE(55)9 ddoziy A=
C8de0BB1S] #A8& T3ttt

473} 17°] HWE SaA3}t ojojA A Lup-wel 323} 721 I Stryker YO 2 AE(56)S AFatT).
I Fe, B AEAREe AES AF BHEsto|=gtol=d o5 dFR FIA T FJO@]EHE(E)?)?LH AAZ
A3 dFE FAATIE AE ASFESTE. olF, (B-Elod~EH 2] #fuZ UH7H54 AAE FdE slol
Eefol= gl AIBNe digh =& Al @Ad38iGith. 1 ol 9BBNHell <jgh wEdl t]&Atke] -’Fii}vi@ﬂi
ICC M2 AYPS 93 C8de0AmBE 1] 3} T},

o] 3
g
93\

vhg-24] 16, = 28 FA=x.
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507, o

o & o)A A%EA C8deOAmB WA ETES A7 7] 8] ukEz ol
ol o4

4 9tk B xS (8de0BB1 % BB29} Buchwald®] 24 th
3G &9 *3%o] Suzuki-Miyaura nx} #HZH-S oF7]sle] BB1-
BB2 ©]%FAI(58)S FAAA Ao o F3kolrh. MDA REZUlo]Ee] 3 wgh o]ojA] BR3¥e] o]x} Suzuki
AZH I FAl] XPhos-24t] ZEphAle] 2 FERN(59)0] BAE Zojtk. FebgE 24 XPhos ZEltirlo]F
o] EASt AF stol=EAtolzo] oF fE] HEAC RO MDA HEUO|ES FUW-EA WEL (8deOAmB2
HE ga A ZEdeace) s F4AZA sloltt.  gE sto]=FAle| = ofgh wd o 2~ 2(60)°] H|F3}
Fol, AR ES}R o]F wjazgE(61)o] 52 Zo|tt. TBAF-tBuOH HgAlol <3 TMSE 2R 3E %3 s}
v Ay 1357 AA, HF-veidel o3 dwAel g4ds, EEFoRolA|EM Y 93 gAGs, 2 Eg
wEEzAge odl C3' o}X =9 Staudinger A E (8de0AmBY] FAlo] &A= Zolt},

Ly

Y
i8

Lx} 7%: A5 ©l

Sphos ZE}ctirlelE | EE} 223 o]
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AAd 5. Co-HISA] AmB
C9deOAmBe] A A A

HkS-4 17, & 29 FAx,

AmBell HtshE A= fASHA, x5 Ax 3 A2 EEH TASkE C9-dlSA] AmBe] A4S T
sl olye A4S IS -ﬂﬁﬂ, AmB 3 A= diE] o]Fod Havl e FLES WHIE BBlE
HEe-AE EAFYlo 62)2] Horner-

C9deOBB1= EHXﬂO‘C Aoldek.,  E HAEe drste]l=(14) % M
RE MPSHE (9de0BBIS) $HE AT 11 AT QAo A
& FEeA7] A9

=4 = T
e *;@}viy}—% T3 gAE 4 gla, o weEkA] oledk Al = MIDA HEUoE
2 Zdele Ay Weo=z 9-ul$A] BBlE YAME AR o MEHS Y. old AR vhekd dnkE<l
A WES Ad F Y MDA HEUYo|EY o] o] &FHT)

4 MDA HE2UC|E(63)2 FWdte], e, 244 43, TS BE, ¥ F23540%71/48e] #e &4
dE|lo] = (64) 5 YA AT, oldd 7] A B, AP Flol=2Al HKAle| B/ aF SO EF AL
gidlel Fwe] 27] 24 dd3t AYgEo ks FAE = MDA H2do]Ee] #a&) glo] vha-54 A%S &
HHo7 Asia7lE oz WA, gEs ddd vY EaXdo]Ed tidh 649 =F o]oJA] Dess-
Martin AFS}2 B-AE XAXUO|E(65)E %6}213} BBl §d kel 3 AHE 45387 9138l Horner-
Wadsworth-Emmons #Z %ol A 14¢} 629 o7 a-p EX3} o ~HE(66)2 F5st9tt. (R)-CBS Zuj= <]
7h2Rd o] kel o]ojA Ful FAste] o) 67 430}04@ o]&3t (-9 tl%A] BBl FHAE vgldAdd ¢
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pUEZ 9 hetolSetolse] oJ@ FFE (100)9] obAsks (-15 9XE A8Foz ofusAG. ol
A5 nEE AS7SE 4% Q0D Yekel, A wop gl %ol RAUR olo], ol Eoste
BY2A @A 9 C-15 Ao BYH, ¥ EPUL solsetols W AN o8] FAE HHT Bihs)
o o8] F1Al (1020 =ESGATE. HF-1 Wl o TES 7lel A %, CSA FvlshE A e,
Footelsatelnel @ oY aHe AEds, % A% 544 dopdael AT Bus wAd o)
C15de0AmBell 7 3} .

it

AA 4 10. C3'-Ho}r] = AmB
stolEE = §A
w4 26, X 372 Fxdel.

C3'deAAmBe] AL o] Ao B x5 1Fo o8] C2'dl2AAnBe] Aol F8H dxHEET= (103)9
33l deFe]] 7 ure} & [Wilcock, BC et al., J Am Chem Soc 135:8488 (2013)]. ¥ WztEL (3'4H)
olu| :=AmBS] 2HH 3 BhA ZTHAYIAS S Y8l FFE (103)S Holnxe 3 FolA (104) 2 F3A 2 A
< s, F&HeE 1o v] AAC g3 ol g FEAC digk a&A HEES AT

A2 (1009 FAE WeA ol Nad 2 2-¥Y vjg ARCRIE A/ E PIB oH= (105)014 A
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HEE DO AAGE EelREope el S w3 ot @ Bl (1% AU,
o1§7b5e HFE (10d)e tistel, ¥ WAL 43H

Qe AEAS A%anEm Fas Tas] HE (100 AT, T F B FEAEL DB FE7)
7} Staudinger ZAste] ELWRELFS o3 AAD AL AHRAT. 1 F LF (1109 W3, B9 =4
=2l GASEE WANA BF (1IDS AFSHA. HF-d 9 g SAAS, PAPPhy),, B EL
Bl oF 4 ofsEE AA, % E D UuGAEAels (NS0) F MY A sbeRa (ae gk
EAol o3 €3 deABR S Hg AFHA

AAld 11, C4'-HSA] AnB
dto|BI = FA

wg4 27, ® 38 =
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+

C4'deOAmBe] A& o)A E wmzEe] TFo o3 C2'ulSAlAmBY] Aol F8d dTHEEYE (103)9
33} Aol yarekdnt. E&[Wilcock, BC et al., J Am Chem Soc 135:8488 (2013)]. —“&: AP ELS (4
SAAmBe] $Hd et €A A E EAdE] Y SE (103)8 gitbastd @ FoA (112)2 IsiAd A
< s T BE7] AAC o olelgr FEA gt a&4A HIs xﬂ%ék%iﬁh

SEE (112)9] FA2 w52 8o Med Uz 2-F4d HE A= 2R Hrbse PMB dlEl2 (113)o A A
2 ATk, o FHAlol = =+ 1%6}04 /DB SFE7E
= T B IygRES PR Ay $o @ddsts #ste] 4ol
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ApE AAsY. B2 n|gsd AgLS S, Algu| R of(S. cerevzszae) 2 g Hoz FAde €. gz
(C. albicans)ol] t3r Z}z}e] F=Ae] MIC (HA dA| 5=)F Z2AS Y, ZF A3 f=49 I+ AL
5 gk 88 HAd =EAA

Ssioith. RIZE Aol dig =4S AlEs] 9E, 7L7‘4 shetes @%?Oﬂ

A A2 90% &3E oF7lsk=dl 2ad sk (BHy) S 27433

AmBMU 2 AmBAUS] X3t G55 T4 AHtE9 mhg-2= RdolX Al@sGtt. ol g oA sF5T74
4 a2 E my A 3 . 2 o5, FE 243 Fol me-2E AnB, AmBMU, &
AmBAU®| @ EZh) AR X :Skivh. zEan vA, 7S 2, 6, 12, R 24A3F Fol] w2 E SAA] )AL,
olg9] Al EAs= A EAF(fungal burden)S AHFsIGT. ZAF}E & 390 TAIFT.  AmBMU 2
AmBAU & R5E 370 B59 Ad" &% (=, 1, 4, 2D 16 mg/kg)ollA Ao EAQst= Ad EAFS A
1= Qo1A AmBETE Ao © maAo|dnt. I zbolE HF 2447 Tl 16 mg/kg EFlA Mg F
2atgith.  AmBel HlE, AmBMUE 1.2 27 99 (p < 0.001) ¥ A ZAZS 7F2A 75, AnBAUE A9 3
2 3% (p < 0.0001) W ot EAES AaAIHT. B EHEAES, oRWH A 57}% FEHoE <l
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S T Z ol Atk AmBAUE HASHA B HA4o|aL
7HA >50% A ARl mEekA] ehokth. FEH A, 64 mg/kg AnBMUZE Fol¥l ELE vk
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}ot wpg-2of 13 A
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