PLEFEHRIEEZ A T 5EMERRAY %2 ) — F & L A28 15%
LRI AR - W E B LA
DI-14003 T-B 18

WHIAEBRIE A S L7 R &3 0 | & EENCE W TIBHEIZ B W T H K
FHEDB 2 RS > THE D B 2T HERE L >Tw 5, if:\ PRI N - 52
DEEAFERIC T 2 I EALSRETH O | Frc A I ICHEN T 5, AB%
B2 TR R G2 G T 2 REMEE K 2 SRR~ LG S 0, BIfE £ ClchzI
7RG DL, LR 2 I L2 DTH 5, WA IRFICHUERGYER L LTH
ERAEMEERAY 2 Y — F & LAIERIE 2 B L 7D TN ICiBR 5,

L Hie 5 U PR AT 2 F uA ) 4 PEORARE L L L7 AR

[fEER - BH]
VAR, JATHUS SR RIS D 5 < 7 ) 7 IF R = RIEGYED | DIALEMN T S 4,
MRS R D S8 & B 7 2 g LRI 2 9 2 A 2B TH %, BT, it
i DM - BRI & 2l T &4, REITHRER LI B W THR 2 AR o
L5NTW5%

ZDO LS HEERO T, U0 BTl Ii% 1&; Ité
V=BT AT PIEMWEERRD A Y

) — =V T DRER. Penicillium viticola FKI-4410 B | pweruicacio ) stptaticaca @) B = ;ev'\‘,'gf;'gl‘”f\;({‘
B8P & D puberulic acid J2 UX stipitatic acid & HT Flo. T Anfmalaral toponoide

SRR TDH B viticolin ZHASHE X 117 (Fig. 1), 2o KA OGN E L <.
JERVE VR TEREGRETHS buRa vy ERrEEIcBER e nte
% Z LT 6D, F 7 puberulic acid (1) 1Z in vitro \ZE W TR TH % chloroquine
2 CHENEEEZ T L, Bl invivo ZEB T3> A2 Hu-8YalEic B Wb a
BTH 5 EDBRT SN, Ii%T@K. EDRETH -7z, L2LADS 1 OFF
B TR T RBPOAFRIZ 2R i, i 2 2K o9i~ 7 ) 738
riftEmE L THETH D EEZ,. 12— FE LABEEZ &L 72,

[#R5R7573E]

IR THREMN 2 1 OREREERE OMEZ 2 FE:lE & LT, MRMICHERE R 21T
FOEiREMHBE 2 N9 2 2 &, M2 MERF L 72 £ 3t 2 B L 7 35 L &
DRIz IR L 7o, AMUEVREORERIZE VT, WAL THRERTH % b u R

%*ﬁ%*ﬁ%? LT H b N o) multi [O0] o gg’gzgg OH jﬁi
A LEIRIAIE 7 UL AD % ) A ;ﬁ%— Iii e
D BDRLI & > HERLT 0y

OH

Z) %ﬁlﬂﬁ % j% L f: (SCheme 1)0 Scheme 1 Synthetic strategy of puberulic acid (1



FHFEERE LT, WEIEIAFHEE U CEE I N 2Ll 2 KRB ET %
C-C fEE MU, C-O WAEZWEEZBIHA-“BRIFE"E L THWS Z LT, /INNED
AT CHIRMNITIEEN RN BT B &2, ARICET L 72,

[(ARGER - EX]

BEIRIRY) 1 DGR E W TUZER DRI IZHEV | D-(+)-galactose (5) & D 2 FED
C-C MEAWHRIIGIC X >TSS TRT Y A —L 7 ANEE 0w, Ao, 7 %
Parikh-Doering FR{L. D SIS 2 & T, R Z 1> 72 2 BRFEEDRRALIIG D —ZE 1T
HEITL7ZLTE F8DBELND I EThoT-, D, Pinnick F8{l & (RERL DR E
#2119 T L CHNDORAM 1 248 TR I 3% THMT 5 2 LTS/, HIT,
RO ZH AT I LA 7= TD 1 DEFZICHEII L Tw3, £/, 1 ZXAF 0L
IAT ML L 724212 1 24D TMSCHN, 2 EH S & % & & THREEEIRIY & KERHL D X
FALZ T, FRKARYTH 5 viticolin A (3) DEEIRKIZJKI L 7 (Scheme 2),

B B A o Q ow
OH Cl OPMB o SO,-pyridine o HO 1) TsOH, MeOH MeO.
HO OH 0 DMSO 0 1) NaClO, 2) TMSCHN,
—>, HO.. — O —_— —_—
HO* MO OH 4 steps multi-tamdem 2) HBr/ACOH  HO OH 8) KzCOs, H,0 HO OH
HO OR Oxidation HO _0

D-(+)-galactose (5) o o

6:R=PMB 77 liq. NH, 8 puberlic acid (1) viticolin A (3)
7:R=H total 8 steps, 63% overall yield
gram-scale

Scheme 2 Total synthesis of natural products 1 and 3.
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Scheme 4 Synthesis of natural-type derivatives.
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Scheme 5 Synthetic strategy of ivermectin.
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Scheme 6 Assembly of alkyne fragment 15 and sulfone fragment 16.
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