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Development of an anti-HIV agent from plant meroterpenoids
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) _ A library of meroterpenes possessing unique chemical structures was prepared
by phytochemical investigations on plants collected at Yunnan province and Guangxi Zhuang

Autonomous Region, China, Mongolia, Uzbekistan, Hokkaido and Tokushima prefectures, Japan, and on
plants cultivated at Tokushima. Marine sponges collected at Okinawa and Tokushima prefectures were
also investigated. In an evaluation of anti-HIV activity, hyperdioxane A, a novel heptacyclic

meroterpene 1solated from the roots of Hypericum ascryon (Hypericaceae), demonstrated an inhibitory
effect on HIV replication.
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1. AFZERRAE 4 EI D

(1) 5o HIV BB IR 3,670 5 A (2015 4E) T, WEZHEIMERICH 5, THE, Fkx
7RHU HIV EOME I L 0 HIV JE&RE O AIDS BIEZE L5 2 ERNA[RIC /- 7208, BEfF O
HIV ZEIZIZEMERSCEAIMNE Y A VLV ADHBLZ: EORENRH 5728, HIV 12k 2 #FEEC
AN =X L% /T HEBORBENBEZIRD LN TN D,

2) ZOXEH> BB RDOY &, WERARE SITMY A x5 & LUFbT HIV IEMEYE O YRR
ZATW, A MXY Y UEEY Y S 7Y X0 550 HIV IEVEYE biyouyanagin A Z Hiffff L, e
LT\ %, biyouyanaginA {FPLHIV Y — Ko7 7L — & LTHEARMLEW TH S, LL
RIS INETOMETIZ, BistSn=T7 a7V oFEENRREM TH Y . HT HIV IHMHEEEHR
VWi 72 AR S OV S TR,

2. WHEDHK

(1) #Z T, AW TIE biyouyanagin A % & TeHE ) K D Fy
BIMEFRED A TN T AT 5 BAERR L. % DOIEMRE
fili & FEETEMEARBI ORFHT L 250 HIV 3V — FOB¥ % BHY
L35,

Q) {LFEEDSZENEEZ S DA BT AR T4 T T U 2R
T LD EAWEMIZEEND AT VXU OREEZITH L &
BT, EYMEAEWICE EN D R 2B E & LT,
biyouyanagin A D (X 1) #7 7L —heLicAvT v
RUDERERRT D,

biyouyanagin A

1. Biyouyanagin A D&
3. WD L

(1) EWAOFEREY 2 FM & LT, FERRMEFMEEZ R T A 0T V_UEHRET 5, #HHl
AT NREBEGEITEND DL FHEEZ AT MEITEICL VA LN 5,

(2) EWNAOIEREY & 25V IZEN TERILL 724D 5 | biyouyanagin A 5K D RiEEYE
LT BRI ERET H, TN O EFEM & LT biyouyanagin A Df§iEET 7 L—F e Lz Anm
TR BT D,

(3) (1) & 2) THEADT L UATHONT, HL HIV EEOFAML 72 & QNS TS AR B O
AEITO,

4. WrIERCR

(1) O HEAEE, UARNF2Z o el 7 b NS R CRE D 5V Tk L7cmic
DNWT, AT NRUDEREATIRoT, TOREE, & XU Y URAEY) Hypericum ascyron 0
REV R LRMEMEEZHF T 28 A 27 /L~ hyperdioxane A ZHEEL7- (K2), KHEX
A7 VRN 72 & NS EHRAL S FIE & - T2 OB S E Z ffoet SEREL E 2 5 TR R L7z,

Hypericum ascryon 17> 5 1%, hyperdioxane A IZN X T, FHA T L~ L LT V=147
vivzan gy ) — A4 % hypascyrin A-E & B L, & A2 S Lz, BloA K
XU Y OREY H patulum 7O 3EEICEBR I N ZEBEEKE AT OHHA BT LR
hypatulin C % HLE L 7=,

hyperdioxane A hypascyrin A hypatulin C

2. Hyperdioxane A, hypascyrin A, ¥ JZOF hypatulin C #i&



@ —J., ORI RAZ EEIRNEY) Perovskia scrophulariifolia (Y8 22HlE, AaT Xy
FRALA W) perovsfolin A 2 HEE L, fEEE o Lz (K3), AEE#1E methyl rosmarinate &
VT X dehydromiltirone 72 AR IND EEANMLEH T 9-AFH 7 u[421]/ 7
VEREBDA SV RARREMEZ AT OHBILEM TH D,

HO
HO 0
o OJV%wi:Im{+
OMe OH

methyl rosmarinate dehydromiltirone

perovsfolin A

3. Perovsfolin A D& & Z O T HE A RLATERK

(2) HEEEEBLIOVAES, T2 9, EERTHERE LMY, MRS LOEE IR o
B U 7= EN s 6 A o T VR UHTERE & 72 D R DOIRTE, b NCEN L EFEM L LTz
AT NROARERR LT,

O Bz, PEZEMAEEAMEY Rubia yunnanensis (7 7 38 L0 F7 h%/ ViFE
IR, IRV EESEFANEY) Munronia pinnata (2> % U F) W EEEI D VE /A K, £ INVGFE
SEREY) Linaria buriatica (A /32 F) HEFRE D A U FA FERERZ 572,

@ fEEECHEE U7z Myrtus communis (7 SN EEFR) ENS, Jun Ly ) —ViEEKE S
7 RCHEIR, Ferula communis iR 51X, B AFTA_U 25NN L=y < ) UiE
T,

@ JhHRIR TER S WU Agelas spp. 7D, 7 REE O —AT AT aA RigbRNI YT~
TNhaA REH,

@ O-@nHrb, TrELR—/LT /A rA R&L hyperolactone A 35 XN C b, MERLEES
& D ART AR DERERATL A, BHR AR 2R, BUEZ LS DALY O
EERETH TH 5,

(3) AT NN TA47 7Y OH HIV G Z1TVN . Hypericum ascyron DR HEEL 72
A 117 )L~ hyperdioxane A |ZHT HIV IEPE (1Cs02.75 pg/mL) % WL L 72, Hyperdioxane A 1%,
R EREMEZ bOFHA BT LN THY | 2 LET 4 TURERAXT LR LNy
VAU UFEERNOEGRSND EBALND (K4),

Hypericum ascyron DR )> & [RIREIZ HEE L 72 hyerdioxane A D& A X7 LU & VX0 /-1 ,4-
DAY UERT A 3 5 KIRWY, 97245 hyperdioxane B & eremophil-9,11(13)-dien-8p,12-olide
(I HIV GRS 7e o722 & v5 ., hyperdioxane A ORFF 72 (L24%3E 230t HIV IH1EC
BI54 5 Z LRIz,
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hyperdioxane B eremophil-9,11(13)-dien-8,12-olide hyperdioxane A

4. Hyperdioxane A O TA8A& ACATERA
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