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1. v/ bk nEimDOHEE

A ANy VA

T CIE T ARDOREEZ2 Wikt L OSRAR S BRI B CIRa AR R/ Y — < fERWHEZ B L.
P TIZBW O LS, RIEORZBI N R Y —<EXRICETHEEHIT, AT H—/R— DS
e EEB XD, F7o, BR7RHTRIEAIBR DS LR A R EE Z LIV TODRN R Y —< JEDIRE Y
BhE LT, BN OERET D,
s

HAIZBUWT, LAMP 2508 L7 38 T O /R — < JE ORI 52 Wi 722 5 ON TG RZ 00 s KA sz
PERRBRIEBHFE L, o B TR\ CRIE Sk iR a VW CHEREZ R 5, 72, N/ Y —~<ED RIS
W EE G RRL, N R —< 838 R % WA 20 AN LY B i E A 3 E 55,
HEPIRI

AR 23 FEEE T H RIZBWT LAMP 2GS LT B L O ) — < EOGEHZ LA B % L. H
K TORRE I IO RO M A T Lz, FrETIcBWTL, BRI A2 i R L Ui B TR
)= JEDRIEBWHEM R BT D MR R E 2T 7=, £z, VBT REE KEAFZEZE FbE (UTH) &
HFRIFSEICEE T DA BEEHE L THFRRHI 2 2 7, Foe 7 ABFEE I LAMPIEZ IS I LT R B LU
V) —<REDORGEBWNEZ BT IR T 2L L0120, BERMRIRIVE ARSI 2N LT, PRk 24 FFEIL, 2
T Uil & s - 2 WA ORIl A2 FEhE L 7=, R X —<EB RNV e 7 AFEE (ol
BIGF2WNEE HIN BT D E010, BRRBRIAZ V=R 21TV, BT K5 (UNZA) NORY 2R —
~HFFEE CTHERIC M CEDIRHI IR 2 72, £ R —~<JERAEE WO H DM Co B MFRA 2 F i L.
P T ENTORBYI AT O @Rk A B SN Uiz, £, NIy —<EDIRFIEGEMYE % 230 fEkE
PLEARRL., N Ry —< 5538 % O T A 0 el & ke L 72
iR

Rk 23 FEEETO HARIZBIT D3RR TlE LAMP &2 G LR B IO R ) —<E B s 2 W
HEORE | FERMETELICE L, BERIEISAATRETHHLEE O, Tk 24 T X IRE RIS DI EEKE
FIENTHED | FEAZZ B CITIE S 512 A5 1024 OVZIEFRIKIRL NS 496 DFRIRIAZINELTZ, 2D HIVEHE
TRt LT ARG T2 WHERH R ER 2 I LT, T ORGSR, BHRE BB 2O RO —HENE
<, BHBEMHREOBREICAE H ChOZEN RSNz, —TF7, NIy —<IEZKT A LAMP (3BEICH v
NIFFEE ZHANTEBARL BRI A ORI A2 TV UNZA NORI S Y —< i 5E 2 CRESEICR2 I T &
DRHEIEZ T, FI2N X)) —~<JERAETGHROHHHIE COBMFPFAEZIIEL . VBT ENOEGI AT D
B WHIE A S NC L e, — 5 R E RS ABEL TR Y — < JE SO O BE O MR Y
I BEIR D LAMP WA SEML ., e E 2 Wr SR $H E IS EERRAR I E 21T 72, SOIZIRER D7
FO—T v T RELFEIETEML., 52U 282 MR LTZ, AR OFSERL NI — < s 2 W
BRI Db B EM T IRA T hOSERRICH D, TR 25 AR FE I REIRTE 255 h O G akER 2 HE
W95, NS —<JERFREEMDE LU C, FL B O A R E kL, 230 FREELL &2 N T4, RS
V=R E AW THEEE ROV =ML EEE L, i BEY~ T AR D160 Z £l 7=, £7/-.
bR Z O B A FE i L AL CoREMEZRBPILZ, I, FfREOSFBEEAT
AEMTAT IV =% AN ALEWOERE IR E T DB (BN LT:) 2 R A% & U7 A 5 14 AR B A
Fea IR BLh /S —< BRI EE 7 7L ~a 7 47 O =R e E B 28 R A1,
A% HIEAL

TR n T2 WrE O SRR T AAES A RICHR{E LI-BSL—3 FEEfisk2T1E L T2 L Tk, =
NEMGET2FICID, VU ETICRETLFNTEDLDEE X BN, N —~<EZWHED R RRER X
HFEERIZIEFRICHES L QD IEND, 5% TR X ODOF L ETIZBIT Dok, EHERHEEE 2D
N5, ML A KB L OHN ) —<iE A7) — = BN CE R L COB, F e T A
OO TR, SR LEREAT)—=0 T DT a Ak L TOMLE R HD,

2. TN —TRIDERANE

2.1. gnARZ NV —7 (RERHHZ LB 58 )
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OIFZED FaBN

ZHIM MRS EZ J L OVE Z AN MM RGO IR DB EARZ I TND, FERE D EIEA RS IE 3570121, FEGT
el b2 ORE RAETE E X T O 7R IE N EE CTHHM ., BUROZ W HET ClIa ARE R 230330 | 5 Y]
7elRiR A BB AA T DT LT EEL VY, ARAFZEClE, il IR AN FERZ 2 Wi 6 KOS A s 3R
EEBFL, INAE YU ETICBWCEHEEL . & & SEHZEICIVRE O RIZE THLEHI12, vy
22— X—hOWFGERE M _EH KD EZAHNEL TND, AWFFEIZ LD BR R SIS FIET Y e T D A7z
57, R EE EEICBT AR ICLENT 20D EE 265, £-, FVEEZHWTA LB O
FEEDRREOFEEEZ O T HZ 1L, NBILEEIYEL L CORBEOR A2 REL THLEETH
Do

O 7E SN 715
1) R E R R R, 3EAS MR . DN A 23 FE0E T X AR TR 224 0H 7~ 5.

2) BENEARFEI OISR REE LS AT DEAEEEL | F W2 WL 6 I ONR AR MR BRI E O i AR R AR
s LAV & T N g e

3) PUETICB W TR ERZIEL . BB X OSEAImEIC B 5 58 A RARE T D,

4) BRR R IARZ O OB R -2 Wik B L ORI SZ ME B - RBRIE O MEREZ I 97D,

5) HLIRE LAMP ¥ ha 52l S5,

5) BB 7R, IR R 595185 728 BB T 25 A L MERERTARS RIS U CH O fi 8k, mkg
AL EIXD,

6) FEtz HUEZ LR LOSRANSZ Ml a1 R BREE Y B 7 CHlE T&p X, Hiffigilizd 5,

@O F ] (AARFHE) |23 T HBAEDOHERR I
1) AARIZBWTERGRIEZ BNEZ B L . COMRERHNIZ T EWmi& T LT,

2) b A B MR BRI E A B R T A7 D I AN I B 5358 (5 14 BB 2 15 A #a iR
IR LT,
3) FUETIZHR W TN SRR R E PR E LT FSEI 2 B 3 A B RG22 1 7=,
4) Yo TIRAEE KFF TR e S SRR I B 2 88 AR L, IFFRIAH 2% 2 -,
5) LAITHEE R RBR . AR MR . DNARH 2 £ CX A% DALY B 7
B2 BTNT JICA D HIKGRE T, 27 BSL-3 EBR=ARE LT,
6) FEEEIE T ZWNEE L E T IR W TR LT,
7) WEBIE T2 WEDY LTI BT DR AR T L,
LRI TR A B T CED MR DI BN TNDT=D | ZIVEEL T, Al REZAR SR 2 WL 0 314 o
HHERE L TDDN, KR 24 45 8 H RIZ BSL-3 figk DRRE 2358 T LIz LY, sBRIEDO R 23 7T HE
Llpote, AB IO INE TSR BAEOERITATREE E 2 HND,
8) FEAZ LWt R LAMP v M se i ST,

DI A== A~DOFAFE RO (H A IS ZORE FE AR B s - Hiii i e & )
BB — =N DB 2 WiE (LAMP, PCR)IZBAL T, AU Z— =KX T AL 7Fy—
WZR—=0 7 2 S L Hfr 3 LOEFR O & & K> 72,

® BHFHE CIHEESN QORI HT- BN S ST 856 . TOWNEEREBTIRI

B OFE R ZWEEZF S ~CHL ZEMEDOT — AT Z~O IS AR SN D8 a5
77

2.2. BB N—7 (bR —<EGEHZ LR 38)
OIFFED B
NI XY —< BT BIEAL T D EIRERD CIREE 7257280, BHIOERNZEINEE LR > TVD, Fiz,
FRANMER) X —< R OFE A O A FEMG PR TE I, LN Y — < DB ITABE LN 2D,
ZDT=, 1) NI —<JED SR G2 WiEE L CLAMPEZ JUR L Ui 2 Wik a2 o e 7 3k
FIENZ TR RE/R L L LU THENL §75, EBIZ, 2) e T HAIEICB T AR Y —<fE ) — A
TUARY NT — I HREEE L CTEFIEREINEL, BONT i RE RN N )Y — < EX RN TD,
W9t I Nt 7%
1) ERNEGREEL, B st eh . AR B (O =Y = 3x) 3Bk D DNA #Hi L, LAMP, PCR T®»
JR R ETTY, P BT CEMTEDLLD, HINBIRZITIOICIITL, MBS U CHAfr O i AL

3
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s LA D,
2) HLFEIFZEE DI ESNDEMILE M OHIN Y — <G 2 R B N THIEL ., BRI WS
LB DERHERD,
3) BEREDERET L ETBNENOE T, BG4 L35, BAEMTOLN, MEZRS, VoY=
N TOJF AR IR A AT D,
4) IR LAMP % M52 il S5,
@Y YO ] (ARG |23 T D BAED PRI

1) IEH 2) TIESH-3E SO DNA fli . PCR, LAMP 27 2 —/ S —Redb 2 =i L, Hfiigiisic
&0 UNZA WNORI/R ) —< 52 ClIfE I M CEDIRHI 2T % 7o, Fl-Bhipefilc i a4y
B IR ZE BN TS T DIRHI 28 L, V7 7L AL DR N 7 a5 L S oD,

2) AL H—R—=R LT T L7 A s CRERIN Mwanya) COBMFAEIZFEITL ., BUEHEEL,
FRARALER S T ) LT, YR Tl BV = 7\ G2 Wi 7 R 25 E L, -1tk . ~ TV 7 Ok
(RN | M5O DNA FERIE LAMP 25201 CX AR 282 7= LT, &5F 111 (ko itz
F7e OBRIE S NE TN H ORI & 2SO T IR E RS 74 BIRIZ OV T~~~k vk
wOEICE D B E LAMP 221772, LocL, MEOER T GER 42°C) 1281 253K ot s
RBAEN BT 72D M IERF BSOS H CTHESEZRIRE O EHi LB SR o7, 2072 FAEDEK
AR L7205 7)) =7 CD LAMP F2HEIZ13, SIEA 2 E MG TEDIEBI DML FIED S B A1 {#
b, IO ZEAL (BB SCIEFEMTEORG Z XD L ERHHEE 2 BTz, o, N —~iE
EDOEER DT RO MIEZWHEICLA~TV T ZW (17~ NE) b ITo72, TORER. A 26,
FLEh IR 53 OHLERFE DS Plasmodium BEtEEZ R L, ARG BE ICIXRRIEA B G- CE A IO TFhLE T-
7o F7o, Petauke HUIKIZIHWNTY = = SO TV, BRI MER A~ 0 A ZHERE S H 2 81k
0. ZOHIRIZIB T D NEYeEZ AT N R —~< 5RO AT 72,

3)  EARBRZ AR L T D,

4) NI Y —<JE WM L LAMP % M SEp S H7e,

DB B — = ~D AR DR
N XY —< R OB(R 2L (LAMP, PCR) | JRILODEER LRE | w7 A TORKYLIERIZEAL T, A
VA= N—NIXT DN —= T LT RS EL e T AITC SN I RE A AR AR LT,
® YHIFHE CIFEESN QRS T2 BT R ER NS T2 A TOWNELEBRIL
2012 4E 1 AIZRFM TR E R ABLL TR R Y —<ER OO B D ML HR) 2% ) —<DN

AZRRHHTHZLICED ., HEE R AT -T2, O, MK E MR AL L TLAMP 2L, % & Tl

JiH DNA 28R S AV o 7e 28 b | i IR RIZITRBATL TRV Z e RS S AL, TRIE T #10

B\ BRI A 02 [ TR A L 2 72, TR O B IR (IR - B Bl OIS Eht L, JFHR2MA

WMDIHIEL TWD I EE R L, B OERRIES N EHEr, Y EITB AT, 20— EHOMRA /711

X0 YR ERE XA ORIERDORWEREZ T HIENTE, WHRFE TE -, S ROFEHIFn—T —

PR U CORKYLB) T o728, U7 Y27 b — A R s 0178 - B R 2 2 B2 7= 05 Y

L. Ny —< JF BB GEIC DWW R IE B2 F2E L CE Tz, T OSSR, Bl = 7inHilal (2 K2

TR IR EBE D HGEICH A S, LAMP (XA BGEZ W e T15% H B DR RN s Rl ir T, ZET

DB NG E G T DR —< DA SLNI 2D >oH0 | 5% O Tt E2 5 ET

HERFERPEBHEINTETND,

2.3. RETN—7 (bIx )/ —<JERBUE M EA ) —= )
OBFZED B
PN X, G LT W) DARN CHUBIZ T R % 103 728D U 7 T R IE O F 3 L

W BIE TSIV TND RN ) —< 3% B\ L DIREIEIC DWW T, EERRBIVEHSCFAMHED HELE
VO RTBEDME RIS TS, TR Z ST TITE T D LI E D EGE THHITH BT, Bk EThik
LA LW CTEIET 20T, BEFEDUILETHHRIEIITE ITME R RORIUCH D, <D N2 ZR) N
IV =< OEBINERN T2 a A CHE LB L EREORENMSEEN CND, A7 ey
=7 NTIL, BETEDOHINI R — < SR L (3 1 R M N B 70 2 SR BBl o0 - BE 2 fE A > D R I A Rk L
HRIBEIERE DA — = 7 FE R 5,

QW72 3 Hi )7 1=
) BREEAK—1: 5N —<iEEWE T X2V i~ TR T A TIv =0,
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Ca’’-ATPase Z#[HET D N T AZH ) T4 REDRKREHAA M ORETE L FEREDFA 2 I E 2

\:%éﬂ%LA&/E/&%?WE%%ALt%L%%%7%m#LtO@/7DA%t/
D 3PLZ= MU NVEABEA LTALEWIC —FEEOME 7 v v 7 ZIAKE A LoD, MBI Y
T 5 EGN R LT ERET AR T R AT 5, @ﬁk%ﬁ%ﬁﬁTE& o) SEAIORE D
Tut AT, RNEMO ZRIEFHREABET L, HBONT_RBUEFKRIA 77V —2IEH LT In
Vitro §1 ks U 23 ) — < {5 MR ERE 51C %owff%é%ﬁ ZH R R B OE SN 2 R E L 72
N, Trh~a7x 7 ZET 5, R LI-RERICE 2D BREELRZTZ LT, JLRY
N )= {EEN L0 R LT R A 2 A B EER T D AT v A (<5 — T TF2) 2 /T
T5,

BRWMESH-1: Org. Lett. 2009. J. Am. Chem. Soc. 2011.

@4 @

artemisinin transtaganolide D tricyclic scaffolds anthecularin artemisinin analogs
@ :E /:L 7 E;

cis-cis trans-cis trans-trans

i} % % 1) s E
{Sa=y *ﬁﬂ)ﬁ}"yﬂ
@5 I FY
hé D RBERE -
% DR L 9 'ﬂ
< 4-5 steps

F27INRATXT total 7 steps
6 RMOZIRMERNE - DREMR mhUN =T EEMERR

2) ERWAEG — 2 SR BRI T DA N — T I a A NI @ T ORISR EL LT A
R—=VBREERUDUEBRAA L, 23D, WA Dk 2Rk Tl Lo B B A 2R D ZEITE A LT, K
WZE Tl ZOMIERFMEZ B E 2 CTRIRIR S 2R ET L  ZERVE B DO ZARVERE M G ik
Rt LTz, SHI, SR TSR DB — N2l 3 D HIR I LD | WERMESH D WIT AR E R
E?RE’JT%;%:;@%%L B2 FI7A47 7V —DREE SR Z A T2 LW T 7 —F 2 RE %,

BHRUZEER-2: Org. Lett. 2009. Beilstein J. Org. Chem. 2012.

@5 I EIRL

o} N

o
|
~ OR3 N NHRS
4steps ¢

3) ERE D), 2) OFIEEEMEL T, HIh S =< TEEIRRICAE MM T AT T — 88 %, ER
&R AT EAE A LO D& R 2 A B LIAL S R RIILL | KO 2R R~y ——
IEMEZIEBL 22>, BIVEM 2 RIE AL 7 b & oAtz B HE 5,

5



4)

5)

[H24 47 J2 55|

BRI A DHIN XY — < 1ML MEE i T ORI R RS N CRHMIEL . BRI v
DAL B OB ZAL D, O MG M R 2SI LT 3R BR E QIC,, 4 Pl L7 E B B s 14
FRBAWFFEIC DWW TIRIA I E O 2 i b L, HLhU /Y —< 18RO B ICEE D) —MEE
WG BRI 2,
~ A% HWT ERi4) TRVIAATZ BRI A O A NMEZ TN T 5, S5, & EZ W TEMI LS
MDA IEE TS 5,

@Y ANDOF ] (EARFHH) (253 2 BHEDO SR

1)

2)

3)

4)

5)

BE WA — 1 B OB LA P A S LTz B R RE OSFEE) 2P0l (4 — 6 /) (2HE
FLL, cis—cis MEERUIZ =By =y () ICBEE TR Y — < H 2 A Uz (BB RS R
N—T"DILFERRSE) o AL T REE IR LT Y= D B b — BRI ERRAIC IO T LTI =
YT a R U, TRV A R R ADNLE SR DN = a2 ED RS T A
TV —D =R TTRIRREE SRR I RSB DLEBIT, TV T IV = RBEED IR (RT3 -
TTF N =F ) KOG IR SN S Y — =< V(i vitro) &R 5850 —R{b & DAL R Eh L=,
T DERE R E T DG B A RN LT KRR L By A REATE R 3528 T U—
REA R ER LRI A S TR AR BIRF 72 R L, 7 7 /b~ 747 O Z R iE 2 g c& 52 L%
FHELTZ,

BRE WA AR —2: XU A Scaffold (242 R—0P T Y TAT LA L | Rh il 22585 B
{ECELBRMEEHE — 2R T X AV RV BREBE TOME AL 7 B A LT IR B L
AIBR A Z R 2 Bk LTz, 3, AR — A CERIRAMZHEI TS, TAER 7 7 A F AR LT N ER
PRS2 TAE CTHEEE T D2 LIS EILTz, — 5 AL 7 A TERALS 52 LT, iR ED B
2B BB & AR LTz, ZHUZ, Ca®'-ATPase BLEHINT A& AT JURDOF#IZ B HEBIL THY,
BB LB AX T AR RIRMBED T a7 L7205 %, HEE RO FEARENE (DT Y 2 7 —HZ a5y E
f. OIRIERALIZ X D E AT (S L, MR T OS2 2L 2 TRE K
ot R WA ERRT ERR LT,

EREICED, 230 FREALL L RIRWPFERUL A W RE 2 ALHEE K2 A RS TR B 72 D N BRI 78
Bt AR LTz,

HEREL ~ L TOPIRI R ) — i E T A8 72— IR AV — = 7 SR EE LT, M B2
BT DR A EE (> 250H) IO\ T, —IRAZY—= 7 % Ehi L, BEAFOHIR X —~
TBIFER (AT T L =F ) LT LA EOD In Vitro HLR S —< &M 238 33 A1l
A (13 ) 2RI C &7, G2 R St S OPUR RIGMEE 7. brucei 3 HifE (brucei,
rhodesiense, gambiense)?2HNT T, evansia WV TIREZRETL T D, EFLOFTHULEWRRIZIL T,
PRI S —< G BLIC B2 L A OREE BRI DWW CEER A WA HZ LN TET,

4) TR LIEAZ)—= 7 OFER,  in vitro THHRO G126 FOLEWE AT, T, brucei
rhodesiense J&Ye< 7 A TOIRERTR 2 En L7223, BEFH% EEIDZFEITRO L o7,

PLED ISR E A B L OPLN R ) —< (G A ) — = ZIEO BF AR I L b, 5
FNZEZL DEME DO E R ETIN ) —<{EED AT ) — = T OGBS ETh D,

@ BB == DI AR
A B ==K — 2 [ OB C OB AN A B LT, 7o, BT REFEOEHE %
KET N —TNZ—r AREEIHEL THHW, HLR )Y — <3 23V ORI A W EBRICE
BT IR A S L LA R B E BN R AR [ 72 HAR OB | Z A ATZ,

® HBYFETIIBESIN VRS T BT R BN -T2 6 . T ONR R
EIEFHORAITTEEL TEA RO mWERIR T2 RKIRWFALLO 5/T B ~T Ry NCHEBIL T H8HAE
HEOBRR L., W CTHREL7=(Chem. Commum. 2010), ZDE RAZFDE/N5, N/R Y —<ETR K
NUBIY L DIEIE R SO BERBIL LT BT A7 TV — OGRS RRIE (< 6 TFE) OB S I <Rl
U7 (B REEE ) . ~U AV AT ST COFED B WO T, BIVER % AT HEZ2BRVAKIEL . LV
PHETR IR R — <G AR BT Db &M A B ~<BLEMRFH Th o,

3. FRRRRE

(1)

JR R SR
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