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17D, RIGSHABREFE1 2T vy N2FTEIBE. ZPv T v MM,
AIECAERRAEERT2RMTHD I ENMFE LV, T RIBESROHMA
HAOXBRET>TEHELL, JOBAE, RIGEHRI. AIRERRNAEZEET
DRMTHBIENFILW, AIRERRAEZERYT 2R ME L TE &AF
BOMREHIFRVWRYRBICREINQWDA, BRI AENFFHE LK EF
5hd,

FERIGEDOERDIE. ERAMDFETHERE L TH LW, BRAEE
LTk &B, HERMEYMOREEER. 546707574 — &
R, HIH. %% BERAEDEBETLND,

4. £RIEEY
AERICBWTKERESALELEY (1 1) ZAVSIEE. RUA—-KRxR—
FEEE (11 —1) BERT INFNEERRA—RR—FFESE (I | —

2) NERT DN FLEThOOEREIEIX. EICKBESHELLEY (i
) IKBITB2D00KBEBOE#CEEBED 7 LFLE) TA4IIKET 2
o BEHEMICIK., FEERQSICIYERTNIEEL W,
AFEAHECLYHEINZEHRA—RR— MNEERIT, FEKBAELQE &
LTERTHY. FIzE, SHRA—RRX—NMNIVF I LMLV RERDE
BEOBREREE LTHATEZIENTES, IHIL. RYA—FRRx—MZ
EBNWEIVO =TT TS RAFv I ELTERTH S,

AFEIE. 201 8%F 1181 5HICHBRIN BHAERFLEFE2018
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[0089]

[0090]

[0091]

—215003BIKETKBEEDHREZERTZDEDTHS, 201 8%
11B1 5BICHBI N BAERFLEE$E2018—-21500 350DH
MEOCLREN. FEICBEDLDHERIND,

it

T, EfEfZ=ZEFTARBLZ LY EFRNICEHIBT 0. AFRBPIFD &L
Y FREEGICE > THIRAZIF2EHDTIEARL, Bl - REOEBEICHES L
BOHETEEICERZMATERT DI EEDMABRTHY . ThoiFW
ThHLAEPBORMHNERICTEZIND,

EREGI1~4 : BBRFEZILI—-ILORE
[1616]
I+ 1
CHCl; + R—OH —» +
R R R H

ER42mm, BE100mLOBRKEETRNIC. ER3OmmDAR
ASZADV vy hEEAL, ILIKARASRAI Yy MRIEEKES ~
7 (TUVL20OPH—6] SEN Light#8, 20W, ¢24X1
20mm) ZEALERISVRATLEBE L, YERIEY AT LDIERE
HER1ICRT, BRH. UZBEEKBES Y THLOBRFAICIEER254nm
DUV -CHEFENh. EENSEmMmMOMBICETZER254 nmDKD
BEIX6. 23~9. 07TmW, cm?Tho7, RIBBBHNICKEE LAY O
AARIL (20mL, 250mmo |) | BLURTICRTEHETIVLI—
I (250mmo |) #Ah, BHERE Lk, EBRIGKEEEBHRLDD, &
OCTO. 5L/ minDBRARENT )V JTREIAH, UV-C%xZ
TBIRINF—HERBF L, RWT, RIGEEZ'H NMRTHH L, XK
EEH L, BRER1ICRT,
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[0092]

[0093]

[0094]

[0095]

[5&1]
73— (R-OH) . e
i R RIGESTH h—BFH—F FILFEFR
1 IF)L 61h 3995 19%
2 70O L 82h 299% 18%
3 A7or L 94h 12% 9%
4 n—FFIL 82h 16% 18%

KNIRTHROBEY., EEEAVRLTE/700FRVLETILI—ILD
SH—REX—MNEBBICERTED I ENRIEINL, BB, 7ITE R
7O FBIRATINNBULTERLLEEZ DN,

EWHEFHIS~7 1 IFLYH—KRRX—MDERK

RS THWERISY AT LADOKRIGEHRAICERE LAZ7O00KRIL L (1
6mL, 200mmo |) ExFLYFYa—)L (5. 6mL, 100mm
ol) AN, R2ILKTRETE®RLDD0. 5L/ mi nDBRAR%E
NTYVTTRERAH. UV-—CEESLEIRILF—NERELL,

SEE®%. RINRICKEY /700X ENMATH®RL., B¥EEZ80T
TRERET 2 EICLYBHBERTHDIIF LV A—RR—MaFk, IX

EHER2ICRT,
[%2]
ESdl] BRE [TES
5 0C 20%
8 20°C 87%
7 25°C 70%

T, RIGBEZS50CIKEEL., RIGENLHM%E 3 0NBIC6IFAE
TEEL., 'H NMRTHO#ML, TFLYIY)VI—ILOXAFLYETOMY
KHT2IFLYA—RRF—ROAFLYETOMOE—IEEDEDL
RO, BREH2ICTT,

2ICRITHRRDBY. RISOETICONTIFLYA—RR— MHERK
T25500,. RIBFENMRCARDE, IFLYA—RR— MERXFED T Z1E
BRSO SNz, TOEHELTIE. 'H NMRARY MNLORBEBHELH,
5. IFLYJ) I-IENZVWHEICIE. RIBFENMRL DS ETERD
IOICHBREARBIEITLTCRY h—RR— M I —ILBERLTVWSCZ
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WO 2020/100977 30
EhEZ SN,
[0096] [{t17]
H
o _—
de™ oH —= E;<: ~"oH
0”0 HOT >~ o~ Co
\/

[0097] R&. RISFKEZ3. S5EEEL. IFLYA—RR— a2 LEEOXRHET
BELULER. NRE23%TH>7%, /. 'H NMRIZL B HHERH
HRDER)T—DIREIFT14%THY, 40%DTFLVJ)a—I)L%[G
N B ENTE,

[0098] Z=MEBIS~10: IFLVA—KRR— MDA

FEREREFS~TICEWVWT, 7O00FRLLOFEREES8mL (100mm
ol) IKEEL, 7O0OKILLEIFLYY)A—ILOEILET : 1T &L
FRAERARICLT, TFLYA—RRX—bEEK L. BREXRIICRY

o

[%R3]
il Kb RE TES
8 0°C 62%
9 20°C 50%
10 25°C 32%

[0099] =fEHI11: PTMGRYD—KRR—MDERK
[1618]

oo ﬁow\%omL

EiEH 1 THWERIB Y AT LADORGERAIIC, B O0O0KILL (4m
L, 50mmol) ., 8LUVRY (FrSAFLYZI—=FI) )= (
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[0100]

[0101]

[Pol yTHF2000S] BASF##, 4#F2:2000g,/mo |
, LERFPD Tk 1F. #YERLEZSRT, ) (10. 3g, bmmo |) %
Ah, BRES Lk, BERIEREZBILLDD. 20CTIL/ mi nDE
EZHRENTY VT THRERAR, UV—CESULEIRIF—I% 658
5L 7o

RWT, LEEEKES Y TOEREEZYY, PTMG2000 (10. 3
g, 5mmo |) #EMML. 120 CTIFEE\HL L,

RISICKE 7 OQFRIVLERM LK. DR LT, BRE% Bk
NUDLTERLE BERKEL. S0CT2REBMELRTIIEICL
Y, BERKREEESRE INE: 15, 1g, INK: 72%) , B5hikiEs!
H NMRTHMHLEEZS, BHEEMAERL TWS I ELHERINE
TEROFHEDOFINVEEIOTNITZT7 14— (GPC) TOHL. 9FE%
KDl BREKRLITT,

HEBE: HEGPCHE ([HLC—-8320GPC] BRY—##)

N b [SuperMultipore HZ—M] (4. 6mm
X150mm) X3IKEHN =RY—#H

®EME: 00k A FE: 0. 35mL/mi
n
F—7VEE: 40T BE: 0. 2w,/ v%
EAE: 10ul NTEEE: RYAFLYV
MHEE: R
[3k4]
Mw Mn My /Mn
13,300 6,600 2.03

Efpl12: 1, 3-TONRUIF—ILRYA—REx—MDEK
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[1E19]

O O
HO” >~""SoH « — TN
O
A1 THWEZRBY 2T LAORIGESRNIC. FE/7O0OKILL (8m
L, TO00mmo )., &1, 3—7OvIF—J)L (100mmo |
) AN, BBHEE L, SERLEZEBIELDD, 50CT0. 5L/m
i NnOBRARENT) VT TREIAS, UV-CEZEURIRILF—H%E
1 0ERN LR, LEEEKES Y TOEBREEZYTY. BIRILF—HOD
FEBHNTTI OEBH LE, MBHM IV E240#YIRLE, RIGH
S 26E%. 4RERS LU ORERIC. BRILREIMELALI/OOK
WLEHI DI, ThPhEEs/onR)LL (8mL, TOOmmo |)
=B, RibE. RISEES5 OCT2RERELZIETS I &EICLY, &
BREES, DTFELERL 1 EAKROFEICLY RO, HREXKD
K9,

[0102] [5R5]

Mw Mn Mw/Mn
140 120 113
[0103] =MEFI13: 1, 4—THVIF—ILR)h—KR—rDEK

[{b20]
/\\/\/O
O

EREH THAWERBY AT LORGEEARIC, BREI/OOKRILL (8m
L, 100mmol) ., &1, 4—T4%><F—)L (100mmo |)
ZANh, BHEREE Lk, SFRBEBEE®HLDD., 20TCTO0. 5L/ mi
NnDBEHRENTY VI TRERAH, UV-CZ2UEIRILF—H%1
OBFEERE L, RWT. LRBEEKES Y TOBREYY, BIRILF—
FOERFT. ERTI1 2BEBH L
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RiS®&. RiSE%ZS5 OCT2HRHERBELZRET S EICLY . BBREZE
oo DFEEERHI 1 ERAROFMICLY RD, HBRERGICTT,
[0104] [5k6]

M Mn M/ Mn
330 140 2.41
[0105] EHEFI14: 4—bROFIAFILIIFLYA—REZ—MDER
[1621]
O

HO/\[/\OH o)J\o
OH \_&
OH

EEH1 TRWERBY AT LORISEHRAIC, BHRHI/OOKRILL (24
mL, 300mmo ). LU Y+EY>Y (100mmo |) AN, &
BREA L, YERBEEBHELDD, 50CTO0. 5L/ minDEREH
RENTYVTTRERAH, UV -CEESUBIRILF—JH% IEEHEHL
7o

R%. RISRICREEES LTF7E MV ERML. '"H NMRTHHL
&l 3, BHIEEYMTHZ4 —EROFIAFILIFLYA—RFT—IOD
N ERERT DI ENTERL (NXK: 65%) .

[0106] =HEHI15: PTMGHRYA—RR— DA
[1b22]

H{\O/\/\%OH . ‘HGM%? Oﬂ/

el 1 THWERIGY AT LORIGEZRIC. FRH//7OO0KILL (1m
L, 12. 5mmo l) . BLVRY (FrSXFLYI—FI) J)I—
JJ (TPol yTHF2000S| BASF##, 4F8:2000g./m
ol, LEXHRD Tk] iF, #BYRLEZTRT, ) (10. 3g, 5mmo |
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[0107]

[0108]

[0109]

) EAN, BERE L, HBREREB/BHELDD, 20CTIL/min
DEFEHZAENTY VI TRERAH UV-—CEESLEIRILF % 28
FERA L 7.

RWT, LEEEKES Y TOERENY, PTMG2000 (10. 3
g, 5mmo |) #EML., PLIVHRFEHST. 80CT1 7HEER
L. 'H NMRTHOMLIEEZSD, BHEEMNERL TWS I &S
hic IR&:16. 1g, RK:77%) ., F. RERIEZ. BRTEEKIC
ol BONCEGREZEREG 1 1 EAKROFREDFIVEE/OY NI ST
14— (GPC) THML. DFEZRDE, BRERTICTRT,

[&7]

Mw Mn Mw/Mn

17,700 6,400 2.76

EREFI16: IFLYVA—RR—MDOERK

EREH 1 TRAWERBY AT LORGERANIC. RSIRTEDRAE/ O
ARLLETFLYSZYO— (EG) #Ah, 20CTEBHLDD0. 5
L/ minDBRARENT)VJTREAH, UV-CEZELRIXRILF
— &R LTz,

1 BRI, HBHAELEL, BIC50CT 1 BEERLE, RWT, RIE
WwE'H NMRTHOML., TFLYAH—RR—hF H—KRRX—bIF—),
I700FBIZXTIV, BLCRRBIFLYIT) I-ILOERIFL VT
A—ILICH T BEIEE RO, T FERORIGTIEK, 2700KRILLDS
HEULERRSFVEIFLYTYA—LIEEIRT : 1 TRIETZETTHZH
5, HNENDARVA, BIBERES 1, 2TR/0O00KVLAZ, ZERES
3, 4TRHRIFLY YD EEEE L TINEKREEH Lz, BREKSIC

Yo
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[0110]

[0111]

[38]
EHTED =
RBRES| CHCL | EG ko ool cson—ta—t|p—#s-tod—n|sonsEerasn| meec
[mmol] | [mmol]

n " 100 100 2% 2.4% - 99%
2 10 100 10 48% 12% - 94%
3 100 10 o1 30% - 6.7% 5.4%
4 100 i 0.01 1% - 12% 29%

RBILAINDZIERES 1, 20BERORBY., /7O00FRILVLICNTZIF
LY T A—IVOENKBEITHZHBETH>TH, RISFETLE, 7L
J—eEYMRI70aRLLORELRFIE LTERINTSY, 700K
LERBICEHMEOT I I—IEERNRINEIhTWB &L, TFL VYT
D= IDARKRBRDBZETH > THRIBINETT I EREIARZIHERTDH
o7,

T, NAOFVEXSVTHZoO0FILL 1 BIICHT 2KBESEL
BMTHZIFLYTYIA-ILDOEILLNO. 1 THZBEEICIE. REIFR
FICET L TEMEEMTHZIFL Y A—RR— A8 0% &V D FHINX
THELN

—%h. TOEBEBEALSHTERWDS, NOFUEX SV THZ o/ O0ORIL
L1 BT 2 KEBEESELEMTHZIFL YT I—ILOEILLHNO

01 TH3BE. RBETDICETETICEMIEEMTHIITFL Y H—
RER—RNOPRFMEW—AFT, 700FBIIAFILOIRKRIGLEEMEI, > 72

EoT. NATVIEXAI VT ELICH LTEIVLEDNO. 05U LEDOKEE
SEELAEMERAVDZEICE>T. H—RR— FFEFPRIFICELOND &
Zibhb,

EfEFI17: BPEFRUA—KRR—FDER
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[1823]

I T
CHCI,

\\G/\;Ji.” g'lavﬁnﬂ\\
- 0 |

EEFI1 TAWERIEY 2T LAORBEFRICHERELAL7O00KILL (8
mL, 1T00mmo |), $&09, 9—FZ [4— (2—EROF>Th
Fv) 7z=)0] 704Ly (BPEF, HEMZITEME, 2. 194,
Emmo |) ZAh, BRRERELEL, SERIGKREZEBHELDD. 20CTI1
. OL/ mi nOBRERARENT )V JTREIAH UV-CEZEUREIX
IWF—3%%3. SBEERNL-.

RIC, LEREEKES Y TOEREZYY. RISHE%ES 0OCT 1 FEERL
7z%. BPEF (2. 19g, 5mmo |) &ML, 180CTI1HHEE
Bl RIGRICZ7OO0XI 2V EXY J—I)VENMA. il L2EB % Rk5]
LoDEEL., EEFZBTEZIEICLYRBEFEDR) h—KRRx—Kr%63
%DINETE, ERMOBEEIR'H NMRBLIVCFT— I RICk>TH-
o BONERYH—KRRX— P NETROFHEDOTIVEEI/IOI NI ST 4 —
(GPC) THO#ML. D FEEKRDE, BREKRIIIRT,

®E: m@EgH#/OvNIST7VR5FL (IMD—-2060], TPU
—-2089), TLC—Netl | /ADCJ, TCO—-2060] BAS
Ferts)

HhoL: [TSKgel G300O0OHR] (7. 8mmX300mm

), TTSKgel G4000HRJ] (7. 8mmX300mm, 2AE

F)) WY —#t&H
BEME: THF FE: O. bmL,  min
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F—JViEE: 20T BE: 0. 2w,/ v%
FAE: 10wl DTFERE: RYXFLV
Migs: PDA
[%9]
Mw Mn M/ Mn
6,355 2815 2.26
[0112] =HEHI18: PCPDMRYA—KRR—FDERK
[1b24]

CHOH  HoH,C L A CH,OH
HOHZC{E@:}’ 4 o cHCl,,
O O
CH,0 OH,CL XCH,0

EREH 1 TRAWERBY AT LORGEZRNICEH LZ7O00KRIV L (4

OmL, 50mmo ), BLURVEHIIOARVITAHY I XY /=)
(PCPDM, =ZZRHMt®24E, 1. 31g, S5mmo |) &#Ah, BF
BALE, YBRHKREB¥LDD, OCT1. OL/ mi nDBEH%
NT) 2V TTREAH. UV-CEEUCBEIRNF % 2BARN L.
BIEEZ 20 CICHRERLT, Ribv%E 1 RKE1T- 7,

RIS, EEREREKEES Y TOERETY., REHKES 0CTT1RREHE®RL
7=#%, 120°CT1HBEELRL. FIC160CTIREBERLE, RIVKRIC
o00RIVLEAY ) —ILEMZ, HELEEBREZRS LDDEEL, 50
CTEREBRTZZEICLYINBEFDRY h—REx— %5 1 %DINET
B, ERMOBEEIELH NMRBLIUVFT— I RICE>TITo/k. HFE
HEEHI 1 ERBROFHICEY KD, ERERTOICRT,

[$k10]

Mwy Mn Mwe/ Mt
3,050 1,560 1.954

[0113] =#EfI19: TCDDMARYH—HREF—FMDER
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[1£25]

HO O )

el 1 THWERISY AT LORIGESEAICKER LZ7OO0KILL (4
mL, 50mmo ). &Y sn0 [5. 2. 1. 0 (2, 6) 17
HhvIx&H /=) (TCDDM, #9748, 0. 98g, 5mmo |)
ZAh, BREES L, SERBEBEE®HLDD, OCT1., OL/min
DEFEHZRENTY VT TRERAH UV-CEESLEIRILF—H% 38
RS L 7.

RIS, LREEKES Y TOEREYY. REKREZS5 0CTI1REERL
/c<#%4. TCDDM (0. 82g, 4. 18mmo |) ZEML. EIC120
CTTI1HE. 160CTIHEE®R LL, RERICZOOKRILLEAY ) —
VEMZ, FHLUCEBEERSI LDDEENL. 80OCTERERTZIEIC
JYRBEGDORYH—RR— %287 %DNETEL, ERYWOEEIEH

NMREBIUVFT— I RICE>THT o7z, DFEEEEH 1 1 EEHRDE
HICLYRDT, BRERT 1ILRT,

[5&k11]
Mw Mn Mw/Mn
6.000 2660 2.256
[0114] EfEFI20 : HEERYH—KRR—MDOEK
[1£26]

\ CH,OH
HOHZCm{m HO(HC O O “(CHy),0H
CHCl,
HOHzcw/CHZOH O O -

o o o
~ CHO” Nomc CH,0™ T oH.C),° O~(eH,,0
OHEC% ’ w : (HsC); (CHz)y
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[0115]

RHEF 1 THWAERIEY AT LAORIGEHERNICER L/OOKRILL (4
mL, 50mmo ). 9, 9-ER [4— (2—-kROFVIhFY) 7
=] ALy (BPEF, HEEZEIHEMRE) (2. 19g, 5mm
ol) . BLURVSLIORVETAHY TUXH/—)L (PCPDM, =
ZREbEHE) (1. 31g, 5mmo |) #AN, BHES L. U
RibE=BHELD2D, OCTI1. OL/ mi nDEERHARE/NT) VI TR
XAAH. UV-CZEUBEIRINIF—H% IRFEBRN L,

RIC, LEREEKEZ Y TOEBREZTY,. RiEKEEZS 0CT1HEIERL
oo RiGR%EZ, ZITVFEST. 120CTI1EEERL. BICEE.R2
OOCIKERLTIRREERLE, RIBRICTVOOXSIVEXY ) —ILE
MmA. WHLUEEBERS AEICK > TRERL, BEXHEETZI&ICLYAL
BEGORY) D—REX— 24 0%DINKTHER L, ERPE'H-NMR
EFT— I RARI NVTHMTEZ&ICLY, BMETEZBPEF—-PC
PDMHABARY A—RR—MIERLTWD I EDBBINE, DFEZ
EMEHIT 7 EEBROREFICLYRDI, BERERT 2IIRT,

[%12]

Mw Mn Mw/Mn
3,360 1488 2.26
EEFHI21 . HEEARYD—KRR—PDEK

[1627]

~(CH,),0H

R

J[ P ﬁme (CHZ)ZOO

RS 1 TAWERIEY AT LAORBEFRICERL7O0OKRILL (8
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[0116]

mL, 50mmo )., 9, 9—EX [4— (2—kROF> I rFY) 7
T=)] ZLFLY (BPEF, 2. 19g, 5mmo |) &LV KYTY
o[5. 2. 1. 0(2, 6)] FAY A% /=) (TCDDM, 0. 9
8g, bmmo |) ZAh, BREE Lk, SERGEZEBHELDD. 0T
T1. OL/ mi nOBRARE/NTY) VI TRERAH#. UV-CEZELH
IRILF—H%EIEBBE LA, SV F72#0FFICLT, BICH Y TIAR
#50CT 1 BRHEH LA,

DYV TNAEBRIZTCDDM (0. 98g, 5mmo |) #EmML., 7
WIVEREK T, RISKRE120CT1REERL. BIC, BE%2200TC
ICER LTI BEERE LA, RIGEFERICEDETHRET 2&. FEBEK
DRYH—RRX— D9 5%DINKTH LN, EFRMITH - NMRBIEIC
o TRAELE, 9FBEEMEA1 7 EEROFZEICLY KD, BRER

1 3I1C77,
[%13]
My Mn Mus/Min
3,954 2,157 1.833
= DEREA
1 FSERHEFE, 2: Jvhryh, 3: UF—4H—N2Z,

4 T, 5 BREIIEDHE, 6 : RRRISESE
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[E5KIR1]

[E5K1R2]

[E5KIR3]

sa R DEaH

A—RR— FFERERETHLDDHETH> T,

NOF LAY v B I PKBEEHRLENESCHERYICERERFE
TTRIRNF—HERFATIIREEZH.

RIES/NAT VEXA S 2 1 ENICH T ZRIECKBEESHIESYOHRE
AEDENEAO. OBLUETHY.
RIECKBESHELEMA TR (i) TRINZLEHMTHY BDORH]
RH—RR—FFEHEHLTR (1) TRINZERD—FRR— I NFES
ETHBH. T,

B KBESEHLAYWHATR (i 1) TRINBLLAMTHYED

AR A —AREX— R FEGFEHLTR (I | —1) TRINDEMESOR
DA—RR—FFEEFRLLLETR (1 1 —2) TRINDZBRRH—
RR— M NFEFXRTHDIEER/BET2HE

(i) R'—OH

(ii) HO—R2—OH

(1) R'I—0—C (=0) —0—R’

(I'1=1) [-0—-R2=0-C (=0) —]
(611

O
A

(11-2 ) O\R{O
[,

RIUE, AT ORFEEATHSLWVW—AC p0nEBRETHY,
R2i&, A?"ﬂﬁ?’a‘:%/\,f‘%J:\,\:ﬁC1_2mﬁ7F%%ET“Z73%>O ]
BIEC/NAT EX P A7 O0FRIVLTHDERIE ICEEHDHE

B, BIRNLF—RA2REETICAIREXRYZ Bt T 2 IR
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CREKRIE1 ZLE2ICEBERDOHEE,

[53RTE4] HREEIRLF—XHINT180nmllE, 280 nmUTOREDK
EEUHERET ~3OWThAIEBHOFE.
[E53KRIR5] 2L EDRIECKBESBLEYWERVWSEEKRET ~400Thd

ICEEE D 73k,



