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1-1 BABEOBIR & R

HARNOETFRKE | A2iX, 1981 4FLIRE, ML, Whwd [HRA] &oTED,
M 30 TALLERDRATEL 2D S BITER 70 TALLED A TZITH 272> T
DRWTHD |, BUEOBAIREIE, SVEHRIE, (L5205, B X OUREHIRIEN FRIc e -
TV %, JHEROUIBRASATRE THIUL, SAFHEEIMTON D ON—TH 52, BICR 272
WLV D/NS BB b o T2 G B0 E g 72 SR A ICH 2 5L WA IS D
H LW, LA, BURAFIC L > THRAMZIER S T2 | HiEAZ A 720 3 510K
ETHY, BIRAKINMEZBEL T2GE2H<H720, TN SREBEBIZL RN HIfF T
D, LML, DAMIEZE T T, EFMEICH L TOLEEEZHBEL TCLE Y DI, HE
REWER L Z 5 ATREMEDY & 5 2, GBI, B A OB 2 A LT, A
HRE % FEIR S 2 JRFTIRIE T BNADORE SIONE 2 IEREICINY | 205 72 BRI
I35 Z ERHRETH D 3, L L., BURBROFE T IRESIAL O RAE 2 & OF IR E
DENREOBHIERDBBNDL Z L H D,

NAABRRRIX, BT L7 IBIE . MR BREE. A EABNE 2 RAIIT Ik
THZENMEL I, ERREREEEAS DY TZEFZREEZITO bbb,

122 RAV7 4 Y UFEEERE RO SR

1-1 TR ATRRORE R Z R~ <, R, REBE TR O @ RRIE S LT
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MBI E SRS M E Ch D~~~ FARAL T 0 U VIFEEERE AR L, DSATEBEICR I
ERE S, LRI E VB IIFEERNH D T & ZFEV L2 4, PDT 1%, J8HI & 70 2t
B 2 ANICERG L, BEICERM S Eo%, BEIOE AT 5 & s E 23 bk
i, b —EIRRBIC D, 2%, #0tb LI ER L, BERREBICR S0, £
R AL 22 %% Tl —FHIUREEIZ 72 5, 2 OihiE = EHIELRBOF MRV T2 S Y
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PDT ®ANZRD BN Z L1d, BEEHAERSHZ L L. HMEFSICEATND Z &
Tho ¢, ZhbDORZWHIZ AW T, FHIEERMED @RIV T ¢ U FFEAR)
PDT fAIE LTES HWOLINTND 8, RV 7 ¢ U d 400-450 nm 3T D Soret #r & 500-
700 nm T D Q HHZ TRV UL 2 Ff > T %, PDT Tl 42 BREHEIR, Az (AkLRE~ DU
K%%L&w\&%éﬁ@@ﬁwﬁﬁﬁﬁf%éammMmHLf%é*e#%9fw7
4 VO QHENE LTS, £, BF BTEFFOZEND X LRI L OBIFIMEN
B <, FRICIREEE Y iR % > /%7 (Low density lipoprotein; LDL) & & VBRI 2 73, BEEHA
ik ClL, LDL ZAMIGVED EAH LTV D 72O EEHMRICER LT VW bR Lr 7 0 U v
23 PDT AR H SN HBHO—DTH S 10,

LU ARV T 4 U U PNEER n BT 2R T2 OKEMEICZ LW EDGEREIZ I > T D,
YAFFRETIE, RV 7 1 U VBRI EZRET L, VAR Y =20y 7 7F X MY Ui
EORTZ v T7Xxx VT 2R\l 7 7e—F T, L@ EMkL iz,

1-33 UARY—Ah

URY =L, VURENORLB/NMaTH Y | MfaEs [ UIEE o FiEE2 A3 5, Y
WY — LORERHIRBEIZEI TR Y | AREET V& L CIRE OMMHERFIER0E O 2 M

JEIIR AWV B I TE 72 12, 1964 412 Bangham 73 U 7R Y — A& LTk, VAR Y —2A4
FRARDIFE D72 5T, GRRIEEZHNWTHER TE 52 &0, U UVIREMSMNZa L 2T

n— 7 EOEARED HMICS U THE T 2, FEMEKAZBHIZZ hr—LTE
HZEDBHBLMNI RS T,

BEMAREBHICEZDZENTEALVRY —L2OREEFIHL, VAR Y —2FMmIZ
FA M7 =AM, S BICIEE A OB AR LA BEATHZ ENTX
%o IHETIE, @1, BUKHECT B E O E b ZEICIFE 0 FERICRFETE 52 &
WHONERY, URY =R ZINoDFXF Y V7L LTHHTHD EHFENTWND

1-4 VARY—ALHROEEIER

VR Y — 5 EAERBIMEE ML TN D Z &S, MlE-HAEE. 7 (VA - I -HR R 72
COMBERZMATZ2HMNTHLEA SN TE T, VAR Y — A MR O AR ZH~
DT, KW ERG LI hoBRE, BRI ERER OFM OB, & L TR~
DOBAT 7 0B AEMATHZ LN TED, ZIHORKGED DA DIV EHRIL, FEWEES A
F L5 (DSS) ¥ U T L LTCURY—ALZFMATHEIC, FEFICEER DL D,

URY =2 EaE O AAER A J1 = X A0,
DU AR Y — L OMaRE~DOWE R L UGS
@z R A b=V AZABHDENET 7 TH A b=V RICLD VR Y —LOHIEN~DELY A
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RN TOMAEERICBNTIE, 20RO W L DR IT L TE & TV LA
2\, VRV —L%ZDDS ¥+ U7 &L THWDEAIR, MlE: oMAEERANNTHORER
ThHi, TONEWEHRANICEET D Z LIXTE D, L L, NEOHIIEN TOZEE)IE,
UARY — LNEHIFAN O & ZIHESLEN S 502 K> TEO EAER O EFIHT 20
MIRED, ZNHOHFNE EORERE & D00%, MlROFEEC Y R Y — A OWHEAL NS
(RimEm, A X, BREME, REEMHOFERLE) ICXoTRR D,

1-5 FIv 75U Y —L 25 A (DSS) & Enhanced permeability and retention (EPR) %
x

PBDOIRHR, B L OREREEL BIE L. Al - MO EE21T> TV D2, B ORI
AHAFAE L2 O ARNICIR D ANLD Z & T, AME~O#REZ R -3 2 LRI D,
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URY —L%ZDDS DF ¥ U7 & LTHIAT 56 e REMOXF Y VT L7201ED 15,
UARY — MCNE S NI THET 2 EIREMEOIEMITEIZY R Y — AORREENIC,
KEEPED G IINAMCNE RATRETH D, o, HAEKEDO L) @+ EOLOEEA
THZELAEETHY, EWITRET 7T A I K DNA, siRNA 72 K OERESRE NET 5
TENARETHDLZ L ot, o, VR Y —AICWNEEE D 2 LT, PO A 2k
P fRBER O OWBEAENET 22N TE, FIv7Fx V7L LTURY —AFKRN
IZHIfF STV %,

1980 AFARIZHITH « #AF 512 L o THEERINL~D & 53 T E OEFE - Wi DSRGEE S 1617
FIRABIDOES 71 KT v 7 eHT—RIIE Lz, K0 7EYITBRERE A L -
THRAMER S 3 < M HTER I 235800 THW S O NZ W, KBS S F13E D5y 1
BRI RETIVUTE SRR AR A ZTIC< < I E WA B 2773 2 & 2350
HIVTWD, Fio, 1Ll & IXAFEDKEME S 73 F O RNERE 2 G~ % < OKEME SO
IR 2355 -8 30,000 R A SR ICAIRICIER 375 Z E 2 |AE LT D 1819,
INHDOBIZRIZHTHRKNILLTOZ LIk D &S TnW5D, —RITIES/EEO mE X, &
BEOHTEICAE D MEH/EIC L VIR ENDT200IEN L < MAABENIER A X v &
IZ72->TEY ., 100-200 nm FEE DR NZENTND, @O FWEITIER 2 MERENHIE L
Ao EIRAVHT Z S 03 7200 B REEREARE 00 #7 A= 18 I i BE O Wy B RE A Tk
LTHEY, HBAESFEOWE LR LS Vo L FEFHC, R L2WEZ BT 57200
U U EINRIEEIR T2, @ TSR EL IR - IR Lo K ko T D, Th
% EPR %1% (Enhanced Permeationand Retension effect) 17 & FES, EALE T, Z @ EPR %
FIZE - T, 100 nm BLF ORI 3R F) 2 R S B TR ABE ARG T HIRRIE T, B
FHRR 1T B A IE ST DS AR D HEN R FE ST 5 Z EBNATREE oo 72 20, LT » T,
100 nm FREORE ZEFFOU R Y — L2 ERKEERT v 7%y UV T IR Az S E 5
e TxombFMmEELIERT DI ENARRIZR D,

1-6 NMR A7 MU KB FT v 7T U AT —DRFS

RZ v 77 VN —ORFFRIC A B PEELFER TR, XBRET, G, 48
A&« RN, FRAMEIL, T~ CHGEL, BRI (NMR) | B A B R H0k, 24
E.aTENFYIalb—rarRERS L2, WG HAIRGEIZT 2 FEEEE 0%
ER A — VOGRS 2, PlZIE, VR Y =22 KT v 7% x VT L LIZRIC
BT NMR ETIE, VAR Y —24% iz DDS DM « MR OFZENLIZ >V RFZ
ENERNZICHET H 2 ENTE 2 B o LU K SRRSO R 7 — L O @)
HWMEE0 2 LR TE D, NMRIETITERIZ L) FFEIT NS o F—2b 28107 5
eIz, JEk, BEORTARE SN TE, Lol BUETII VR 7 — U =28 HDE A
CEEESCHELEOMLIZ LY . pMRE L~V O E B2 BIEN ATRE & 72 o 72,



NMR BRI LD IEFIT NS Rz R —B 2Bl T 5L VW) 2L, VUARY—L0D
DDS TOFMMl, BRI OIEFIT/NE 72X 7 v gD Z{b%E NMR TR TE 5L\ 2 &
TH Y. DDS Do+ L~V OBIEICHE LTeFIETH D, FEYILFE IR A E 1L
7258 D EONLEICH Y IAEN DT L - T b OIEMERLENE, FRLRIER 2 & D
TERHENZE > TL 5, BENO 2 7 otk 022+ 2 & EYOENOY AL &
EUTOZD0T 5 ENTED 3,

Category 1 : BEOBKMERE~DFEE (WH)
Category II  : IRODBKHED « B OB FBHIA~DEVMRA
Category Il : FEDBRAKMEPNER E TOEWZA

Category 11

O Lipid

Gest molecule

X 1-3. UARY— A

Okamura 1%, FWMl, FE{AH DM TITD NMR > 7 F AT DON TS 7 bSORRE - fEfni
W7 E2MRIET L. RO 2D HIE X0 Y DOREN o346 & FRARIIZER B3 2 Fik & i L
722,

1. MURAENTEWEDL DD T 7 F VA EEBIT 5, ORI DT A3
WO BRI IR S R AT DIZEZD NMR ¥ 7 F UL, @ lic >~ b4 2%,
2. FEWOEY AT D B DAY A S OBE A2 BUIT 5, W OELY SATLE T
A MEZEEENIRE D,

AHFZE T, ERL NMR JIEEORSEIE L, 3, 20 72 MMy T2 B0 AT
DIFE Db F 7 FEbA  NMR CBIHIT 2 Z L TU R Y —ABENTO S A R3O
NBEREEAIT T2,
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AFFRTIX, A7 4 )V UFEREND LI KT v 7 X4 U 7 OFEEZHIET5 2 & T,
COMEERITHEEABNE LTS, £, F7 v 77Xy U7 ICNBIE LRV T 4
U UHBROGR EREEIT T, RAT7 4 Y VIBEIROGRIEICIL, m—B Ay ME |
T RI—ur A ) BAE P REDERIERD D, REORNLT 4V VFHEIRDE R
T, BHEOMmME SRR EEZ BB L SRV T 4 U VFEERICE o - AR TIEE RO,
B LTz, BN EA M OREGEREGEZ 1TH-NMR JI7E & O X SR EETic £ 0 [FE L
77

1-7-2 HFRBEHI

URY —=LDRTy7Fv V7 & LTOMREICER L, WREEITNEIZT A MMy
B, ERENE ST A Ny FEA D R Y — A (LMIGs) i3 U7z, YHF7eE T,
INETIRY =RV I aTXA RN U REDRT v 27X U7 ZHNT, PDT A
BiZAE BIE L CALT 4 U UHEERO KA BT L T D, BAKES X Ny ThhH R
NT 4 U CFEERE 7 a TR AN COBKREZTER L, IREBEPICERL T ¢ ) iR
ZH AT MR K-> T L7z, L L, VAR Y =2 TT TRV T 4 U UiFEk
MEHCSGZEI L TR L TLE Y72, ZE L7 LMIGs 45 Z L IZNEETH -
77

Z 2T, RBETIX, ETWMMELEEZ AT 2IETEDOR LT 4V v EHWDS Z & T, R
HEFICEAR G LE LTIREEZ RO LN TELIRLT 4 ) UHEERER Y K — A
(LMIPors) OfifdAa By & Lz, & HIZ, LEZR LMIPors (ZDWNTC, —HIHMFRIE LR 47T
fliL. A7 ¢V CFHERORE & OBIMREZT T, Bl M EEHAAHRROMALTH
% HeLa HHRaIZ 632 S /) FIEPERE DRl 21T > 72,

Porphymin

X 1-4.  LMIPors O YGHRR ) 2AT5 M2kl
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7 4V UBEROREGE DB, BRI OBV X o T YR Y — AN TOIEENLE OE
PIEVEICRESEEL TWDLZ ENRBINT, £2Z2C, URY —=LHOFRNVT U DAL
EREZ HNMR JIETO7 Iy 7 FOBbE S L To 72, U R Y — L OBUK I,
HDHWIBKIEIZOW=T e b DY T NOELEMRIETHZ LT, AALT7 4 VD
P& A2 E L, LMIPors DYER )G & OFBEZH <5 Z L2 HIIZ LT,
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W2 RLT7 4V UFERLY 70T R MY VORISR E

2-1 ¢

KETIE, RTIv XX U TICHNEAEEERLT ) USROS E REEITo 17, N
N7 4 U CBEAROARIEICIE, =B A NEL T RT—ur Tk VBB R
DERREND D, KEORLT 4V FEAROGM Tl BEHILOMmME, SLIREENZ Z 58
L. &RV T7 4 U UFBEIRICE S T-ARTIEZEZOER LY BoniorivT o) Ui
K UV-vis WIL A2 ~b TH-NMR JHIEF KO X BAEEMATIC L0 FE 21T -7,

AWFFE T, R L7 fbamE X 2-112R7,
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2-2 EBR
2-2-1 RURAFNLB-YZ7uTHR RN UEEEOFHR

HVT 4V UFHEKR1-6 3B.0umol) & U AF LB 7T H AR 2 (TMe-p-CDx) 8.6
mg (6.0 umol) & A/ VAR AL, 100°C T 1 FFfH, BIERERZ1T o 7o, Wk, mdfRE)
7 (20 min, 30 Hz) 247V, K 1.5 mL THiIH L. 3048 (20 min, 14000 rppm) %17 9
Z L CAREM BRI S B T, mOOBER. AL T LT L% — (DISMIC-13HP, FL#% 0.45
um) THEBMZFRET L LT, L7 4V r-v7u7X%2 by (CDx) $hikZiiid L

7": 5,6,7o

2-2-2  UV-Vis IRIXA~Z R VEIE
22-1 TIHBLL7=ARV 7 ¢ U L FEK 1-6-CDx #5140 UV-Vis WL 227+ L Z2RIE LTz,
1.O0mm L ZEH L, 25CTHIE LR 2K 2-2 12337,
0.8

o
fo)

Absorbance
o
N

0.2

0.0 — e
200 300 400 500 600 700 800
Wavelength / nm

22, RLT 4 U UEEER (1-6) -CDx $85{AD UV-Vis UL A2 kL
1-TMe-B-CDx (££), 2-TMe-B-CDx (77), 3-TMe-B-CDx (f%), 4-TMe-B-CDx (&), 5-TMe-B-CDx (1),
6-TMe-B-CDx (48) (A

1-6-TMe-B-CDx $&5{AD UV-Vis WX A2 ML OFERIL, £2THWE—27 %2 b o7, filx
(X, 4-TMe-B-CDx $51KD 415nm TORARWILE— 7 1T/ 7 1 U > D Soret H#; DI % 71
L. 510, 543, 588, = LT 642nm TOMUS>ORIUIA/NLT 4 U D Q DRI Z R LTV
e TNHDARY MUT TR TCTr—R=0 b LTELT, Zua kL AR TORLT
4 U UHERORINEIFIEFR L Tholz, LEDORERLY, Av7 4 U 38K 1-6 13,

10



TMe-B-CDx &EER L. 7 mudLat ek, oWl T0oEEALND, Ol
\

SEOE. FREN oD 7T AN oFIINE S EREEEZ TS T D & Tl
i,

2-2-3 'H-NMR RA~XZ FLVHIE

WIZ, 'H-NMR A7 ks VHIEIZ T 1-6-TMe-B-CDx $E{AD AL DHER AT - T2 ik % X
23 1R,
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100 90 80 70 60 50 40 30 20 10 00 -10
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2-3.  1-6-CDx &%/K® 'TH.NMR ZA-<7 kL (25°C, FEE[A¥ 128 7))
(A) 1-TMe-B-CDx, (B) 2-TMe-B-CDx, (C) 3-TMe-p-CDx, (D) 4-TMe-B-CDx, (E) 5-TMe-p-CDx, (F)
6-TMe-p-CDx A
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7.8 ppm fHEDOARNLT 4 UV FEERITFR SN DL E—2 (9O) & 50 ppm £ CDx &
KRB ENDOE—7 (O) OREGHBEALMTEZ DL 12D ThHolzZ b, T
OOFRITETIRNLT 4 U VFFER 1-6] : [TMe-p-CDx]=1:2 TEER L TS Z &3 bh
ST, 12 $5RTHL LT DL KM 24 ITRT LI, A7 4 U B8R 1,3, ZL T 6-
TMe-B-CDx $E{KIZ—FEEOMEETH Y . — AL 7 4 U ViFEK 2,4, Z LT 5-TMe-B-
CDx $HIT “HFOHEZ b OREMEDR B 5,

2-4. N7 4V IR 1-6-CDx SR DHEEET L
(A) 1-TMe-p-CDx, (B) 2-TMe-B-CDx, (B’) 2-TMe-B-CDx, (C) 3-TMe-p-CDx, (D) 4-TMe-p-CDx,
(D’) 4-TMe-B-CDx, (E) 5-TMe-p-CDx, (E’) 5-TMe-p-CDx, (F) 6-TMe-p-CDx {4

Z T, ANVT 4 U UFFER-TMe-B-CDx 5K TMe-B-CDx |Z)7 8 S 415 'H-NMR £
—7 &Rk LT L7z (4 2-5),
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L B Vs
(? K JLJJ\L
(c) . Mkﬁ
_JOL_JUR
L ML_

_JLJM_JJU\L__

ppm

2-5.  TMe-B-CDx, BXW1-6 "L~ 4 U L -CDx $EKD '"H.NMR A7 k)L
(25°C, FEEEEK 128 [H])
(A) TMe-B-CDx, (B) 1-TMe-B-CDx, (C) 2-TMe-B-CDx, (D) 3-TMe-B-CDx, (E) 4-TMe-B-CDx,
(F) 5-TMe-B-CDx, (G) 6-TMe-B-CDx
O: 77U —dDCDx, O:°U UNENEFHL]- CDx, O:7 = =/LENE#H L7~ CDx

1-TMe-B-CDx (X 2-4 (A)) & 6-TMe-B-CDx (X 2-4 (F)) X, —oDHEEDHE L D Z
EDD X 25107 T K DI CDx $ERICIRE SN B — 2 n—o@fll s (X 2-5 (B) ,
(G), M 24 (A) & (F) of&EET VLER 2-5 B) & (G) @ 'HNMR A7 kLD
FER2N D, CDx D/NSWMAIDOZE AL B ) PAVENEE L7284 (9), TMe-p-CDx D B —7
MRS 1T —ﬁ71ﬁ/v%7sx;=1 L7254 (9), TMe-B-CDx O B — 7 28 X U @EREGIZHL
D EDMERTE T, Z 2T, 3-TMe-B-CDx $1K (X 2-4 (C)) b —2DfEE LN 727,
W9 CDx D/NSUVMAIDZEALNH B Y DNl 7 2 = VERZFR TN oo Hm L 7oA

14



TR B, ToLx. 25 (D) IRT LI, CUPALENER LSS (0) L7x=
VRN EGE L7356 (9) O —-5d CDx $5RIIRIE S5 B — 2 A7 [RIRFC B X Tz,
ENENDT I T ME 1-TMe-p-CDx D7 = = /VEREE L72H4 (9) & 6-TMe-
B-CDx DB Y PNVENEBLTZHE () D I AN 7 b EIEIE—F LTz, 2 LT,
2-TMe-B-CDx. 4-TMe-p-CDx % L T 5-TMe-p-CDx $&{AiZZzNZh — > DOREE 2 H D Z & 2
A[EETH D (X 2-4 (B),(B), (D), (D), (E), (E’)), LA L. 2-TMe-B-CDx & 4-TMe-B-CDx &
KD TH-NMR A7 hUnbid, CDx O/NSWELE 7 = = VRN EE LI28HE (9) 12
JHE SNDMEIZOHRE— 7 BNz (K 2-5(C),(E) )o ZHNDHDRERIL, 2-TMe-B-
CDx & 4-TMe-B-CDx $51%, CDx O/ SVMAIDZEFLE 7 = = /L IEANE I8 L 7R IE CTHETE AR
LTWbHZ&amMELie, £z, 5-TMe-B-CDx #{AD 'H-NMR A7 FLnbid, BU Y
NEREBLIZSGE (9) L=V ERERLZLEE (9) ITmEShd >0 CDx O
v—r s (K 2-5 (F), ZOREEND, 5-TMe-p-CDx #511%, X 2-4 DL H I
(B) & (B) OO OMED TN D S8, (B) OHOME L 7o ThD LR Shiz,
PLbEDZ &5, 2-TMe-B-CDx, 4-TMe-B-CDx, < L C 5-TMe-B-CDx $51RIZZ 4K 2-
4 (B, (D"), = LTEYDHEEDHE L > TEY, CDx D/NSWAIOZEILE B DN E
WTHE0IE, 7o VENEERT AMIEAEENICE DT Lot

2-2-4 'H-'H COSY, 'H-'"H NOESY Z-X2 h/VHIE

X 512, 4-TMe-B-CDx 23X 2-4 (D) D ZE & > TND Z L ZfERT H 72D 2 kot 'H-
THCOSY HlliE (X 2-6 (A). L H-'HNOESY #IE (X 2-6 (B)) %4172,

15



R r7.6
H4 ’ _
T~ 2 oo o [
HS 8.0
T ® @ i
ys——> & H ]
-&4§
] o0 ~
|-|5/ [
8.8
H7 [
™~ - ® [
///V (9.2
H1, HZ L
94 90 86 82 78 714
f, / ppm
H',H2 H’ H> H3® H® H*4

F2.0
t2.4
OMe3 —>»—=< @ © 2]
L2.8
IS
Q.
o] o o
® 0 : 1325
i o o o © 3.6
g .
© [0} é
®© 6 o © L4.0

94 90 86 82 718 74
f, / ppm

2-6.  4-TMe-p-CDx @ 'H-'H COSY. 'H-'HNOESY 22 kL
(A) 'H-'H COSY, (B) 'H-'HNOESY Z-<% kL
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'H-'HCOSY HIZEN> 5. 4-TMe-B-CDx HH D 4 DIFE 1T 1=, 2-6(A) TR T LI ITR
WNT7 4O HE HY, HYE B IZENENDAE UFERZ R TR ZE— 7 BEIHl ST,
Fio, HOE IO AV VA ZTRTREE = BBl SN2 s, HBP-HAH & He-H
fEENIRETE -, WIZ, '"H-'HNOESY #lI7E Ti%., TMe-B-CDx & 4 DfHBZ MR L7 (K
2-6 (B)), TMe-B-CDx D/NS WZEFLHANIALET D HS S H6 & 4 D7 == /VEOT 1 F v
H* & P ICREE =7 BNBllSNT-Z &b, 4 D7 = =/LHIT TMe-B-CDx O/ S UMD
A NLET D Z EndbhoTz, DF D 4-TMe-B-CDx KXY 2-4(D)N/RLTZT =
= LI CDx /NSO 22 LA Bl Lg% & D 2 L 3o T,

U UNELID G, 7= =LY TMe-B-CDx D/ S22 4L % B L 74 2 B e ric
HZEE W FAMDFRNT 4 U CFFERE, T4 MEORLT 4 ) UEERO X DI
TMe-B-CDx & IZFHAEAEH Lan2 k#%&ﬁbéhfwé (THERMTLNTND S, DFD,
T =AM A NN EA SN A . CDx D ZE LN ITRAIC IE OB S S,
HF AT A N RNEANSNTZGATL, CDx EOMAEAEZREZ S22 EERLT
W58, ZZT, AT 4 U R 4 DA ININLET D T = =)L L TMe-B-CDx @ H-
6 DT 1 RN ITVMLEICIFE L TV 5 Z & 2% 'H-'H NOESY HIED LR TE 7=,

FEKFHEOILEW TH DM, A VALNET H Y DVIEER ISR || S+OEM &
%“D (% 2-7) &L, BV IVEDN CDx O/NS Rl ZE Lz Bl L e, BV ULk
& TMe-B-CDx @ H-6 D7 1 h »BEZNZNFFD S+OBMICL > CTHENFENREHZ &
MTPETED, Z07H, BV VNLELD ST = = VEMMESE LT CDx D/ SWMHlDZEFL

FEELELOLELLND,
CJ— ]
- N
LJ— (J—)

2-7. B U LI

2-2-5  BARES X R EMRNTIC X D eEEE DR E

2-2-2 THER L7= 4-TMe-B-CDx $EIROIERE O MR AZAT D 72012, WS X SIS HT
Aotz WEY 7 ik, 2-2-1 THELL 72 4-TMe-B-CDx /KIA#E 1.5 mL (2.0 mM) % 2 7
0 F 2 — I AN Z BT 50°CICRE Lz~ v 7 VAN T 24 BRRTEHE L, it 24 &
w767,
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AN

X M IERAT ORER &2

=}
HH

4-TMe-B-CDx O Hifit

-
—

2-8, F 2-11

X% 4-TMe-B-CDx D&

-
—

X AR E AT

=]
A HE

N

2-8.
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# 2-1. 4-TMe-B-CDx D HLikdh X SR EMHT DR H

Compound

4+TMe-B-CDx complex

Formula
MW
Crystal system
Space group
a(A)
b (A)
c(A)
a(®)
Q)
7 (®)
V(A3
VA
paae (g em™)
T (K)
A (A)
26min, 20max
Nref
(Mo Kq) (em™)
Size (mm)
Tmax, Tmin
Data
Restraints
Parameters
Ri(obs)
wRy(all)
S

CCDC Number

C16sN6O70H252
3475.74
Triclinic

P1
16.770(6)
17.815(6)
18.023(7)
98.228(5)
102.877(5)
113.369(4)
4654(3)
1
1.240
223(2)
0.71073
2.4,57.78
19315
0.96
0.30 x 0.17 x 0.07
0.99, 0,97
19315
353
2290
0.0611
0.1656
0.978

1822743
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i X BAEIEREHNT) O 4-TMe-B-CDx $EROFEANIZ, 4 & TMe-B-CDx DAELAELDS 1:2
ThiHZenbhrole, £72, 4-TMe-B-CDx §5AD 7 = = NI L v UV OFEER, fiH
AL BICHRE SN TVAERV P EEY DU DREE., e %0 2l LI-fE e % 2-
212,

#2022 Tx=)HE VIIDNLEHLERUBL, VUV UOREE. MEEADHER

Bond Bond length (A) Angle Bond angle (°)

Average C (para) —C (meta) 1.362 (12) (1.361) @ Average C (meta) -C (para) -C (meta) 118.8 (7)

(120+0.63) @

Average C-N 1.340 (11) (1.335) ® Average C-N-C 116.7 (7)

(117.67)®

(A) NBUOfER. MAEMOHE >0 B) BV PrOfEa R, K6 A O 10

# 22725 TMe-B-CDx DZEL & Bl T HEHEOFR G R MG MIT N B OfE R,
fEafme—%L, ZAZEBEL TOWRWERLOFBAEE, AT, BV PV OfEeE. #
HfE—% L7, kXD, 4-TMe-B-CDx SKIE, 4 D7 = =/L 7S TMe-B-CDx DZE AL %
i@t oK 2-3 (D)OHEETH Y, ZAE2-2-2 D 2 RI-"H-NMR HIE DFEFR: & —F L=,

2-3 HEw

ODARNT 4 ) UFER 2513, WINb A VNI 7 2= VeV R AL,
D0 TMe-B-CDx LT D Z E BB TE 72, AT 4 U VFEROD 7 = =)L
TMe-B-CDx DZEfL%& Eil§ D2 L 2013, ) O HEAINZEL 2 Bl L7258 TMe-p-
CDxDH-6 D711 b & B PNEDFHERIEDTZDICRLEZ R DD THLH,2ED
2-TMe-B-CDx <° 4-TMe-B-CDx S5 B U /L HEAS CDx DZEfL%& Bl DS 2 B S 200,
X 5H1Z, 3-TMe-B-CDx X 5-TMe-B-CDx &, U P/LEMN CDx OZEfLE BT 52D
WEOHRERD Z L PR TE T,

2-4 BEHR

1 K. Kano, R. Nishiyabu, T. Asada, and Y. Kudoda, J. Am. Chem. Soc., 2002, 124, 9937-9944.

2 K. Kano, R. Nishiyabu, and R. Doi, J. Org. Chem., 2005, 70, 3667-3673.

3 K. Komatsu, K. Fujiwara, Y. Murata, and T. Braun, J. Chem. Soc. Perkin Trans. 1,1999, , 2963-
2966.

4 R TE, IRERFRZFEGE AR E1RR3C (2018).
A. Ikeda, S. Hino, T. Mae, Y. Tsuchiya, K. Sugikawa, M. Tsukamoto, K. Yasuhara, H. Shigeto,
H. Funabashi, A. Kuroda, and M. Akiyama, RSC Adv., 2015, 5, 105279-105287.

6 Y. Tsuchiya, A. Yamano, T. Shiraki, K. Sada, and S. Shinkai, Chem Lett., 2011, 40, 99-101.

20



7 Y. Tsuchiya, T. Shiraki, T. Matsumoto, K. Sugikawa, K. Sada, A. Yamano, and S. Shinkai, Chem
Eur J.,2012, 18,456-465.

8 K. Kano, N. Tanaka, H. Minamizono, and Y. Kawakita, Chem Lett., 1996, 25, 925-926.

9 T. M. Krygowski, H. Szatylowicz, and J. E. Zachara, J. Org. Chem., 2005, 70, 8859-8865.

10 Y. L. Slovokhotov, Cryst. Growth Des., 2014, 14, 6205-6216.
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BIE RAT74 V) UBEEESHE ) RY —LOREN L M FHEETE

3-1 7

URY—=DIFTBKED BT > 7@ ie 7 A Moy FZBUKETH D NEE 5 T I H
VIATeZ ENTE, —TTBUKMED 7 A Moy F 2 WNEROKFIZIR Y AT Z L BNH[RETH D, S
DIC, B LT /RO R Y v —F52 VR Y —ARMINESHEDLIENTED, 2 b
TFANGFENG, b LIIRE LY RY — A3+ ~EE am 14 XA THHZ EE2FIH
LT EPR ZhR (Enhanced Permeation and Retention Effect) (28> T, & L < IZHIFRGRRREAL
V) RY —ARMETHAT D Z LK o TG EORBINLIZ NG T A MMy Z#ESs
TEMATREIZ 2D 5, ORI EHENS VRY —LDRT v 7%y )T L L TOMKAE
DI TSN TND, ZO—fFl& LT, BKMEDHEEHS (PSs) ZED ALY R Y —
LOEERD PSS IZBUKENFEET L B VR Y — L L OEECTKRELRFIREL 720 |
SRR 1T 6T ROMIR BRI 80 IR EDO N INRIFR DY — /L & LTRSS Z E BT b b 1
6, ZZ2C, FAMyFE2HRDIAALTIEER (LMIGs) Z 84 5, W o RENE
L%, 2,

1) BUKHEREWT A RMrFid, IBEZ o FENDIMG N &

2) BUKMEREWT A R+ Tho THIREDFOT7 VTV E OBFMENMEWNE | TFE
SFEOIA~BU S, T2 &

3) WYVIALT A Myl E-»TiE, VRY —ADBAREENLTHHERH L LV,

Th b, 2OMEZENET 5 FiEE LT, Fxld LMIGs OB LWiliiEZ2HdE L T\ b,
ZOFEREZ, FPTEAKES Z MY F LT R AN COKEER L, IZY R Y —
LETA NG ORI L0 | FRERFIZ S A My F &2 AL FETH D 830, Zo
RHSSETIE, TERIE O30 TIHEE Lo 7@ D Ceo X0 Cron 7Y RUBUREDKRE
Ry FaEWRD AL, BE LY T2t 5 2 EAAREIC R o Tz, S HIT, BHX
JRIC X > TIEEETICT b 7 2= R 7 40 (1) ZEATEEZN LIXV R —oh
THICHOCEARZEZ L, I L7Z2, 207, LMI OKERITE YL EMEME &
VO REN R S T2,

A CIL, W E AT AIESHREED R LT 4V v B NS Z LT BL7 4 U a5
BRI AROLRE LIDREBEROZENTE LRV T 4 UV VFEEEEY R — A
(LMIPors) OFFICOWTHET 5, S HIZ, "G (610-740 nm) Z RS L72BRIZ, B b
FEEHN AV ROMAL Td % HeLa MRS 2 6H1 A TEME A 3l L 72 D T+ 5 3L,
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ABFET, R LA LB EN 3-1.17RT,

\4 Y2 v® vyt
2: N CH CH CH
3: N N CH CH
4: N CH N CH
5: N N N CH
7: N*Mel” CH CH CH
2
l\llle o O ~(CH;)12CH;
- 1
Me m\/\o—P—oJ: (CH)CH
e - 2)124H3
o \ﬂ/ Me MeO
(0]
OMe Me
DMPC (o] o
MeO
, 0 Me
Me- N\/\/\n/ W)J\ /(CH2)1SCH3 o (0) (o) o OMe
(CH2)15CH3
9 TMe-B-CDx

3-1. ¥ uaFxA Y, DMPC, RV 7 4 U OfESE

32 ER
3-2-1 DMPC Y RY—ADFHH

12-Y I YA R, vasn-Z7 VB E— )L 3R A7 7 F =2l > (DMPC) 33.9 mg (50 umol)
okl s 1.0mL ISEfESETZ 50mM A by ZIRIEDN D 80 L EY | EHET A &R
ST CRBE AT L, IREEIEA AR L, 2212, EAK 1O mL Z A ALVT v 7 A3
FH—% HNTKFI L7z, S0OCOER & -195COIRIRE SR 2 VW CHtks g 4 8 [1 7\,
nm D Avestin 7 4 /LA —|Z 11 Al 2 & TRIRZEZ 7-HE ) R Y — L& R8I 7=,

322 AFFUMBEEZRE LY RY —LOFHR
DMPC 6.78 mg (10.0 pmol) & B F A LMD NN-UA~FHT L L-Ne-[6-( b U A FILT U F

ZVANFRY AT T T 2R (9)0.69mg (1.0pmol)) % 10mL D 7 7 1 7Rk L I (TSR
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L72 (DMPC : 9=9 : I mol/mol) , ZEH N A ZRX (T CIABZRIT L, IREEFEA R L
. ZZIC, EAK 1.0mL ZMAARNLT v I AIFH—E2HWTKFI L, 50COEGRE-
195°C DRIRZE T 2 IV CHR iR 2 8 RITTV Y, FHESREIREE LA LT, 50nm @ Avestin 77 1 /L
Z—IZ 11 i@ & TRREZBZ - F AL PEDMPC U AR Y — L2 il L, = 2 Tl
L7z VR Y — NT VIR 80nm Th o7,

3-23 FUAFNP-v7uTFXR LY v SEEOHRK

FLT 4 U UFHER (3.0 pmol) &, R U AF LB/ BFFA LY (TMe-B-CDx) 8.6
mg (6.0 pmol) Z A/ UAEZRITAIL, 100°CT | RFf#], BIERZRZAT o7z, ol mdiikE)
B3 (20 min, 30 Hz) 247V, HE/K 1.5 mL T L., #0508 (20 min, 14000 rpm) 1T 9
T L TR E LR ST, ELNHER, AT LT 40— (DISMIC-13HP, L% 045
um) CIEBMARET L LT, A7 4V UFEEE-L 7 aF X2 Y e kE R L7

29,35-38
[}

3-2-4 FNT7 4 ) CHEEEFV R —LOFHNM

TLT 4 ) UFEREE YR Y — A (LMI1-5,7,8) (X, 3-2-3 CHRB LR LT 4 U -
7 a7 XA LY PSR L DMPC DAL Tl 21T - 72, 3-22 TR L 7= b F4 L VEAR
'E (DMPC-9) ([Z2W T b [AERDOFIET, i A1T o 72 2, RAIREET [1-5,7,8] =0.025 mM,
[9] =0.10mM, [DMPC] =0.90 mM, [1-5,7,8]/[I5E]1=2.5mol%. [9]/[§E] =10.0 mol%
Th D,

3-2-5 —HEHEMRERAROF M
—HEIHER (10) OBAEZTHMET S FELE LT, LICHE I TV 5 ABDAbleaching %
1733 % i 7. ABDA bleaching 5 THWS 7 > b TRV FHEE (9,10-7 > b TR VA L
(AF L) Y~ g, ABDA) 1310, b7 v 7L, K 321 T X Hicmy Ryt
v REBRT S 172,

Excited single state Energy

]

ISC transfer
Photo Triplet state /
irradiation I

absorption fluorescence
phosphorescence e pPS*

102

Ground state

3-2. PDT OJFH
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ABDA 2.5 mM ® DMSO ¥&i%Z 30 uL & LMI2, 7 3 X O 8 D/KIA#K 3000 uL #iE4E L7z,
F7-. ABDA 2.5 mM ® DMSO ¥&iZ 30 uL & 2, 7, 8-TMe-B-CDx $1A 3000 pL #iEA L7z,
FVT7 4 U UFHEEK (2,7,8) & ABDA OIREZZNENS0 & 275uM & L7z, 7L
TOER 21T 9 AR R EHL A 10 STV, BROBMEKR & Lz, RIT, O F846E
NBT ¥& Tl L72 ¥, 2,7, 3 KO 8-TMe-p-CDx A DL % 543 uM (2760 uL) . NBT O
DMSO IFIRDIEEZ 0.25mM (240puLl) & L7z, NADH (B-=2F > 7 I RT7F=0IX 7 L
FF F) % 7-TMe-B-CDx $EIRIZIN % ST E 7Y [NADH] =0.50mM 72 % X 9 (S L 7=,

620 nm UL EOWEEON ARG T 272Dz, &/ T 7 (SX-UID500X, 500W; Ushio
B) ZHPRELTOR0nm OB > b7 4 VW —EER LT, SREIED Y b7 g Z—%K
WX THA LS, 16 mW em? (620 nm LL_E) OFRE CIT o 7=,

3-2-6 IR
A EBR 1L, RS RFRFERE  SomWER A e R BEBFESIC o7z, AL 7 4 Y
DN IVFEEZHl O 7= 6, 7 /LfifE & L C HeLa Al A H L 7=,

3-2-6-1 MEM iz v 7-FAREE o FA%RL

e/ AZEES L (minimum essential media; MEM) 44.5 mL |2, X=2 U Y « A NV k<A
v s 7 AT Y T2 (penicillin streptomycin amphotericin B; PSAB) 500 uL . 7 UG R
(fetel bovine sesrum; FBS) 5 mL & fEFIRFED 7 U — XU FHNTIRA LM 2R L7, 3
flf% . BEHNT 4°C TR T LT,

3-2-62 11XV UEBREAEAEK (PBS) OFEL

500 mL O > VR 10X U iR A B AR 50 mL & FRilcA— h 7 L—TI2 T
PR ALBE U 7= K 450 mL 2272, Zhved— 7 L—712T121°C, 15 i+ %
Z & T, Ix VU UEEREE A REK (PBS) AR L, 4CTRAF LTS

3-2-6-3 0.05% b U 7T -EDTA OFHE

BHARERAELTZ 05% b U 7> (10%) & 37°COMEIEMIC TR L., 0.5%EDTA 2.0 mL &
3-2-5-2 T L7z 1xPBS 18 mL ##EERED 7 V — 0 XU FHNTIRAG L, 0.05% KU 7
2 -EDTA #Fi# L, 4°CCRAF LT,

3-2-6-4 HelLa MIf D553

-80°C CHiftRfr L7 HeLa il 37°COMERAM TR L, 7 V—2 XU FHNT, Mian
Ao TeB /N B —7 500 pL & EqH 10 mL 284 L, @00 B2 1T~ 7= (1500 rpm, 5 min,
25°C), mLorHfEte, R AZEY BRE . JRE U 7o MRS R 1.0 mL 20 2 CorEk L7,
REs 8T 4w & 212 MEM 5 10 mL & HIBARE#E 1.0mL 212 T, 37°C, 5%CO, [Z#%
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ELIA U F a2 _X—=F = THRIE LT RAEDD 3~4 H Z L ITHHMEE A YKL, 2~3
T8 % U 7= HeLa Allic 2 Alfa 326y & L CHW -,

3-2-6-5 JEREH. RBHNV I ORM

3-2-6-4 THEX L7z HelLa MIBEES T 4 v v 2 NOEMAE 7 ) — 0 R_RUFNTT AE L —
A —%HOWTEREL, R L/ZPBSSOmL #Mx., 74 varfilf Uiz, WHiftk, 7 A
L —X—%HWTPBS #frEL, AR L7 005% KV 7T -EDTA 500 uL =/l z, A >
FaX—%— (37C,5%C0,) WTSHMArFa—F Lz, BMECHRSAHBEL-Z
& L, BEHL 500 L 2 AW CEREMaZ 2 = v F 2 — 7B L, w0 EE (1500
pm, S5min) Z1To7c, REAEFREL, TR U7oMRICHRES M SmL 230N L, Bl
I L E Itk s v N LTe, Uy b LTEHIREE R 8.55 X 10% cells/cm?
DI OITHIR L, KRS & RIBHHAOH 7L L 48 well plate |2l i I %
1well (ZxF LC200pul FORFEL 7=, ZDk, A o F a2 X—%— (37C,5%C0O,) T 24 Ik
A v Fa_—h L7z, 24Wf%, AR LA LT 4 U UEH DMPC U AR Y — A% 1 well
&7 ORPEEEERNK 200 pL IZXE L, A7 4 U UBRZEH0.1,0.25,0.5,1.0,2.0 pM & 72
XTI, 24 KA > F 2 X— 1 (37C, 5%C0,) L7z,

3-2-6-6 FKI~DIERRE

TR U7 e LR IRE FH O 48 wellplate % A > F = _X—X —MBHV L, 7TAE L
—H =T ZRE LT, 51T, PBS 200 uL CTHed L. AIEPMNICER Y IAF TN Y
R —LxBrE L, Z£O%, B 200 L 200 %, JEARMBEH O 48 well plate 13 24 KffH A
VX a_— |k L7, RO 48 wellplate £ 25CDA > F 2 _X—F —NT, A7 7 A N
—fr&E Xk T T YERE VT 610-740 nm DY (9 mW em?) T 30 S LIRS 2177
ST, JeREE, A VX2 _X—F—NT 24 R A v F a2~ hLT,

3-2-6-7 WST-87 v &AIZ X HHIMAEFRORH

TR, 3 K OSKRKUNH O 48 well plate DA 7 A &L — & —TRRE L, K CEE
DR FIR LI AL T b T U & a3 WST-8 Fifi% 200 uL T8I L. 30 431 >
Fa— |k (37C. 5%C0y) L7, £ v Fa— Rk, 2 L7-EK%E 96 well plate (2 100
uL ¥o58 L, v~ 77 L— ) —=F—%2H\T 450 nm ([ZBIFHREZHETHZ &
TR TR LT

3-2-6-8 EOLHMIEIC XD HeLa M3 DB
HeLa #fd OAARZEG & HOUG OBIEL 2SO BAMEE IX-71 (XU /328 20 5L X)
AT o1z, #7681 ImagEM (C9100-13  EM-CCD Hamamatsu #4) Z v, X% 7 4 L& —
(U-MINIBA2 Olympus %) Zi@ L7-, /K7 7K T TR LE,
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33 RREEE
3-3-1 LMI1-5,7, 8 FBRR DR

LMIGs [ZHR/V7 ¢ U > -CDx $fA L VAR Y — AORZHRL T LMIL, 8L LMI8 &[R4k
DOHFETHE LD, ZHSHEIC, DD TMe-p-CDx 2BV T 4 U BN Tn5D Z
&% TH-NMR liE TR L7z (X 3-3), MIES 7TV R Y — L ERLVT 4 U »-TMe-
B-CDx &A% 80°C. 10 MM TR EEFT T2 b DT D, DMPC N HED VR Y — L%
R L, $51K (2-5,7) BEN 25mol%E 725 X H I L7z, 2,3 & 7 ® TMe-B-CDx $&{K
T, oS 7L TIER 6N E—7 GRILEFN) BELIRW, ZhiX, Ar7 4V
VINERIZY I uT X AN UNBEE WD I EARLTWDS, £, TRHOEADOE
— BN 78— RMELTWAHDIE, VARY —LAHICRVAEN TS, £, BEEE0
AT EBZ HND, ZHICH L, 4 & 5 TIIRESGHZIZ S TMe-B-CDx $&{AH KD
E— 7 BB sz, (K 3-3.FHORIEEFEI) ZORENS, 4 & 5 TIEIA VALOMmME
DD, BKMEDOY RY —LEFIZAGRPoTeb D EBEZ BND Y,
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g o )
(A) . 3 0
a? o o ool o @

(B) M o ol Ua ,

(E) . 1
AR 2R
(F) o WD@r o Q
SUUURIRE S -3 0 0 3-»-&/'} qu UWL—
(G) WUU
oo % . o - S‘—J (=]
" ,,PLJWM\J '\
- E ? 0_“% S"_JU 83000.}0 (* ] o0 Q Q
Ch L,
{
| | | L) EONELL I . A B L TR T TR |
10.0 9.0 8.0 5.0 4.0 3.0 ppm 2.0

3-3. 25,7707 XA RN AR X ON2-5,7 54 DMPC U AR Y — 24 (LMI2-5,7)
® 'HNMR Z2~2Z7 kL [3-7]=25 uM, [3-7]/ [DMPC] = 2.5 mol%
(A) 2-TMe-B-CDx {4, (B) LMI2, (C) 3-TMe-B-CDx #£1A, (D) LMI3, (E) 4-TMe-p-CDx (A,
(F) LMI4, (G) 5-TMe-B-CDx $1K, (H) LMIS, (I) 7-TMe-B-CDx $&{£, (J) LMI7
O, 7Y—=mDCDx, O ; HANT7 1) -CDx KD CDx, O ; ANV7 4 U -CDx $EEHD 2-5,7
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3-3-2 AKHETORLT 4 Y V%‘?ﬁrﬁiﬁﬁ U R Y — b OFH 22 B T

WIZ, LMIGs D2 EVEE T3 2 72812, LMI1-3 & 7,8 OKIEIRIZ OV T, —#[H D UV-
Vis WL 2 ~7 |~ VZ8{k & DLS HIE L :oté*ﬂ%z%ﬂ:%:a_of:o

Foxld, THET LM IZHA LMI2 OZEMEREWZ & 2w Lz 17, LMIT Tl
UV-Vis WX AT R UZEWT Soret i DI 7 v — RE LT 2 &b EE 0 TN
THRLZ 4V OHECEANRI > TND I ERboodz, Z07H, LMILIE 1 OREK
FERRIC L » TIRPNICHFETE <20, LMI8 LV REEINEE-EEZEZBND T, OF
0. LMI1 & LMI8 OZEMDOE T, 1 DN 8 LV HEESANKEZ VT NI Enb
KRS, 22T, LMI2 & LMI3, LMI7, XU LMI8 DA > F = ~_— R A 21k
SEGEOERDEEEL (DLS) HIE (25°C) ORiRZEE 3-1,2,3,4 1277,

£ 3-1. LMI2 ORIEHIE Ok 5

A V¥ 2 _X— NEFRE /days SESIRIFE Dhy /nm PDI“
0 89.3 0.129
0.5 99.6 0.099
1 110 0.079
2 95.0 0.129
3 99.2 0.110
5 97.0 0.153
7 96.9 0.198

“PDI: %%y Hfa%k

% 3-2. LMI3 DRI E DO e

A % 2 _— NEFfE /days YIRS Dhy /nm PDI¢
0 91.6 0.172
0.5 97.1 0.168
1 123 0.175
2 110 0.227
3 90.9 0.298
5 96.2 0.169
7 90.6 0.244

“PDI: %5y #fa%k
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# 3-3. LMI7 ORIFAIE Dl 5

A % 2 ~— NKFfE] /days SRR Dhy /nm PDI“
0 91.1 0.132
0.5 89.4 0.105
1 91.7 0.217
5 86.6 0.175
3 95.9 0.099
5 939 0.185
7 91.7 0.094
“PDI: %5y Hiadk
K 3-4. LMI8 DRIEEHRIE D

A F a— LFH /days SEEPRIPE Dyy /nm PDI

0 92.3 0.100
0.5 90.4 0.109
1 87.4 0.101
2 99.5 0.104
3 94.0 0.077
5 85.2 0.116
7 86.0 0.110

“PDI: %%y Hfa%k

7 A D Dy EIZKREREALNRNZ L ZNEDRNT 4 U CRFERITIEM SR

BEFHE LN ERbN 5,

W BERTORNLT 4V v OWRENE L A TR CORSIIRELZ T 572010, 1
VR 2 _— N AL S 5BED LMR-3 & 7, 8 D UV-Vis WIL A7 MLZEHEIE LT

(X 3-4.),
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1.0 0.4
(A) L (B
0.8
0.3
806 3
c c
3] ©
2 £2 0.2
o o
804 3
< <
0.1
0.2
0.0 et | 0.0
300 400 500 600 700 300 400 500 600 700
Wavelength / nm Wavelength / nm
0.6 0.6
(C)

0.5 0.5

04 0.4
[0] [0]
o (8]
5 5
£ 03 £ 0.3
o o
1%} 1%}
< <

0.2 0.2

0.1 0.1

k'/_\
0.0 | I i ——| 0.0 | | |
300 400 500 600 700 300 400 500 600 700
Wavelength / nm Wavelength / nm

3-4. A U F2_N— MFHEIT KD UV-vis IR AT R v DAL
(A) LMIS, (B) LMI2, (C) LMI3, (D) LMI7 [8, 2, 3 or 7)/[DMPC] = 2.5 mol%.
0 (F7), 0.5 (18), 1 (i), 2 (F&#%), 3 (%), 5 () and 7 (48) H

LMI2,7, BL U8 DAY kL LMI3 DALY ML AT 5 L LMI2,7, 3L 8 T
131 ¥ a_X— FMFEIDE S 2 DIZHEV, Soret HOWINN DT I LTnD 03, 7 m
— MEIFEZ T, L, LMI3 Tidk, A v F 2_X— MR < R D127V, Soret
HOWIAZE LWL, 7a— MeBSEETW\b, 2%V, LMI2,7 B X8 DAIFIEN
LM R 3IZHEREVEELTCND I EERLTWD, ZHOWINORED T, O 1-3, 7,8
DILEAERDT=D, H LI, @ 13, 7,8 DHEEAICLV E—I R T u— RNl
EEZOND, I T, ILEBOFEREZHEZRT 572012, KERFIEGFT 52 & 8D&LH
T LTz, BRI Zm 00 L (6250 g, 5min, 20°C) . _F¥E A 100 uL A HifEscte Lz, 78
Wy 7 aa kv 400 pL ISR L. Soret Tl OWIN 2 JIE L=, TORERE, 2 & 8DE
N SARE T Z A £210=1.70x10° M em™ & £43=143X10° LsRFE 7=, —J7, TIE, 7
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7 12 ARV AR DMSO 7 EOF B AR 2720, WA TEFEENEN TE 2o
Tro AV F a— MEERIZ(LIZEE S . LMI, LMI2, LMI3, LMI7, LMI8 @ it KWL & (Amax)
TORINDEALD VR Y — DNITAFET DRV T 4 U AREHICHOW TG LTz,

1.0
(")

0.8

Abs/Absg at Amax
o o o
[\v] B~ [e2]

o
o

(8)

[2 or 3)/[2 or 3]y
o © o =
E-N [o)] [o+] o

o
N

A
o

o o o

[o)] o o

Abs/Absg at Amax
o
N

o
[N}

0.0
0.0 0.5 1.0 20 3.0 5.0 7.0

Incubation time / days

3-5. A % 2N MRFRZEBITPE D Amax COWLE DAL
(A) LMI1 (&), LMI8 (JX), LMI2 (i), LMI3 (&), LMI7 (%)

B) URY—LHIZEFLTZANLT 0 U 8 (K). 2(F)

(C) FBSEADMEMA TOLMIS (JK), LMI2 (%), LMI7 (77)
[1-3 or 7, 8]/[DMPC] = 2.5 mol%
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LMI2 D 418 nm OWINBFED» L TWDLZ EMB U R Y —AHND 2030 TND Z &2
TRISHT=A (K 3-5.(A) ) 4 EmO0BER O BRI DB LTV 7L ORI ERS S
NH, VRY—=AHICEREEGFL T EN oz (K 3-5.B) &), ZOFEFRND,
WIEAEEPE T 2 ORI AN LW D015 LB @D L 21 2 oHCERICL D T 1
— NMED7=%, 418 nm OWSEENRD LT-72dThHhDH Z Lavrahiz, LinL, 3 HU k
PRGET D LRV IAENRTWEZ 213, BHODO L ST R —Lhn 5400 T, L T
52N ginoi (K 3-5.B) H).

3-3-3  FBS &% DMEM HTO Y K Y — A DRR EHFTE

332 0fERED ., 2, TRBEOSIZOWTIIY U 7 AFH% 2 B E Tk, 70%LL E23 Y
WY — LIRS D 2 & DMl T & 1o, MR SEBR 21T 5 12 d 72 0 | K5l T LMIPors &
HEMEZFHET 5 2 L 2 AL LT, FBS Z & T DMEM H1To LMI2, 7 36 X U 8 D/KIAEIK
IZOWT, —lED UV-Vis WIXA~RT ME{bEBE- T, 3-5(0) &K 3-6.12RkT kD
2. FBS Z & Te DMEM HCD UV-Vis WULA T hVEARIZOKEIR & RO 28 27~ L
Tz, B TO LMI2, T & 8 DLTEMNHER TE T,
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0.5 0.3
(A) (B)
0.4 B
0.2
303 8
C c
® ©
£ 2
o o
2 02 2
< <
0.1
0.1
0.0 I ] 1 e S l 0.0 ] ] ]
300 400 500 600 700 300 400 500 600 700
Wavelength / nm Wavelength / nm
0.7

Absorbance

.300 400 500 600 700
Wavelength / nm

X 3-6. FBSEHHADMEMMA TDA > & 2_— 3 R & WO AR BE
(A) LMIS8 (B), LMI2 (C), LMI7 (in DMEM containing FBS)
A F 2X— LFHE (days) ; 0 (R), 0.5 (1), 1 (H),2 GE#K),3 (%) ,5 (7)., 7 (A

3-3-4 RNT 4V UERYRY—LDO—EEBRREAERENAM

I, FBS Z & Te DMEM I COZEMIHER TE 72 LMI2, 7 B LT 8 IO\ T —EHIHfE
F# (10)) OFRARELTHE L7, —EERkEE (10, OIAERE (Typell) OFEAliiL ABDA ik 204
W2k ViTo72, LM, 7 B L8 DIEMEICHOWTK 3-7.02, £72 ABDA 7'V —F L JIEIC
&% —EmIEBFERAERICOV TR 3-81T77,
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0.3
(A)
0.2
[0} [0}
o Q
o C
© ®
2 2
I} <]
(%] 1%
Q Qo
<01 <
0.0 . I
300 350 400 450 500 300 350 400 450 500
Wavelength / nm Wavelength / nm
0.3
(©)
0.2
8 8
= j
© ®
2 2
I} <]
123 %]
Q o
< <
0.1
0.0 d
300 350 400 450 500 300 350 400 450 500
Wavelength / nm Wavelength / nm
0.3
(E)
02
[0] [0}
o Q
C C
[ [
2 B 2
9] <]
%] %]
Qo Q
< <
0.1
] l \ ]
0.0 . 0.0
300 350 400 450 500 300 350 400 450 500

Wavelength / nm Wavelength / nm

3-7. ABDA @ UV-vis A7 hLZE4L,

(A) 8, (C) 2, (E)7 -CDx &K, (B)S8, (D)2, (F)7 VR Y —2itDRHLNTE

0 (F7), 5 (%), 15 (), 30 (), 60 () min.
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105

100

(]
()]

Abs/Absg / %

90

85 | | | 1 1

0 10 20 30 40 50 60
Photoirradiation time / min

3-8. ABDA 7'V —F > Z'¥E(380 nm) (T K B WEMREHERIC 65
— BHIHBR R I ERE DA
A 2-CDx $&{K, A :7-CDx 8K, A :8-CDx $/k, @ :LMI2, @ :LMI7, @ :LMI8

620 nm UL EOF K TOF RS 2170, ABDA 7'V —F > 75Tk 380 nm, NBT £ Tl
560 nm CTOWRINAZ i d 5 Z & T, 10 AL L7z, 22T, ABDAT U —F 7k
T 2T 2FIETHY  NBTIX Oy 2T 2 FIETH D, K 38005 JElITIRH
OHEIMZLEN, LMIT O IEENME T L TWD Z Evh, LMI2 X 8 (2, LMI7T ®
10, BEAEREIZIET TN Z E DNy o T2,

3-3-5 W7 4 U -CDx G5k D —EEFER I A RERH

I, CDX IR L el 2 2 LI ko T W7 ¢ U UFBEIKE B D 10, 3 ERE DRI &
URY —=LWNIZIVIAEND Z LIZ K DHAERICKIETTRELHF I, £7. CDx #AMH
TOH AT 572, CDx SEEM D 10 FEAREDEE, Z4L5H CDx SERDOREE AL L T
WBHZ EMD, COXNDERILT 4 VD IO BAERRDIENEZRLTND EWN-STH I,
L7EBoT, 2RTDLD 7etEED DI, 8 D 'O FAERRMMENZ L 2R L TW5D,
WIZ, BRIV T 4 U BT, CDx $RE VR Y — AN Tk A1T > 72, LMI2 1%
2-TMe-B-CDx $EARIZHLA 10, FEAERENFE L <K< 7257223, LMIT X 7-TMe-B-CDx SH{KD
'O, AR L IZIER UM Z /R LTz, Z2C, B F AU EEHT D Coo ihEiA % 72 LMICso
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SERAIE LMICeo |7 H 100 FAEREN SN 2 ERNHE SN TN S 27, Z OEEIT Co 2t
DOIFENEDNZAFIET D DIZXF LT, Coo i BAN Y AR Y — AOFUKE R m T AFET D
T, KO BARER P LTV Th o T, BLEDZ L, A% —4 3-LIORT &
IITHRERE P OBUKO LT 2 BEELTBY, AFAVEEATD TR RY—LK
LIS FAE LTV D 2 & DRI X ufz 4143,

VIR — DR TERED S A N Y FIREOMBEZRET S 2 ENTHETH S, BHTo
A NS F-OFERMBIZOWTIEL, ROETFELL #Hind Do

“» = porphyrin
derivatives

2F—L 31, URY—AFTOA)3B)T OHRX

— 7. NBTEIZE 5T Oy  BAREOFAMAZ1T>7-, NBT @ UV-vis WX A7 L2854k
Z[¥ 3-9.2, F72. NBTIEICK D 07 FARIZOWTH 3-10.012R7,
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] 1 1 el
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o
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0.0
300

500 600
Wavelength / nm

700
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2.0

1.5 -

N
o
I

400
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600

N
o
I

05 -

0.0
300
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Wavelength / nm

3-9. NBT @ UV-vis I A7 KLY

(A) 8-CDx, (B) 2-CDx, (C) 7-CDx $&{&, (D) 7-CDx #&{& (NADH 177£ T)
J& (620nm LLT) FRESEER] 5 0 (), 10 (), 20 (39), 30 (3Hi%), 40 (%), 50 (1), 60 (38) 77
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0.03

0.03

0.02

0.01

0.00

Absorbance at 560 nm

-0.01

0.02 | | | | |
0 10 20 30 40 50 60

Photoirradiation time / min
3-10.  NBT % (560nm) (T & 2RI 2 A= _—=FF %A RT7 =F
FEARED R
8-CDx #1£:@, 2-CDx #{4:@, 7-CDx #{K:@, 7-CDx ${A(NADH 77#1£ T):@

Z 2 TiE. LMI2,LMI7, F6 J TV LMI8 DK%k (1.0mL) 1%, NBT (250 pL) @ DMSO &
WERMT DL 2,7,8 BNENEIWIHLCLE ST/, 2,7, 8L 8-TMe-p-CDx $5{K%
i L7z, 7- TMe-B-CDx $5{K % H\ /= NADH {7/E F C{T o 72 R VT 4 7 ay ha—Lilik
L C, NADH JEf71E FCTITo72 2, 7, L 8-TMe-B-CDx $5IRDOEBR TIIRL~H 1
£ % 560 nm DU OHINIIEF /N EpoTz, LEDZ & XD | 2,7, 8 XU 8-TMe-p-CDx
BEIRTIE, 1IFEAE O BRWELTWRNZ ERDbroT2 Y,

UL EOFERN S LMIT X LMI2 38 L O LMIS ([ ~JEMEERSE (ROS) DOFRAEEMNEL
ZOFRELTIERBBEOIZEAEN 10, THY , Typell (K 3-2.) OKIETHDH I END
Mol
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3-3-6 HeLa Mifg% 2 ) WY —ANERNT 4 U ¥ ORI 15 O PR

AR VFAEME OFEM AT 2 A, HeLa Ml (B b &SN A BKOMAL) N~D LMI2,
TR L8 OEARE LEIRT L7z, FIRAN~OE AT IAMETE 24 -V TITV, R
A 3-11027R L7z 192023

3-11. LMI2,7 5\ 8 D 24 Bl A o % 2 ~_— NED HeLa Mila O LEAMEERZ (370)
(A) LMI8 (fiAEZE(%) , (B) LMI8 (d#2)¢f%) , (C) LMI2 ((\iAHZE)
(D) LMI2 (d#0368) . (B) LMI7 (ZiARZE&) |, (F) LMI7 (#0¢1%)
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WAKIRIIRE DB AEMEZFOTNWDOT, HEMABEHORENS T =AU HE
e U R Y — B2, B F A M) R Y — A DG AHENICER D A ERT VW &R
HMBNTWD 194 2 2T, LMIPors (240 F 4 U EIEE 9 % [9)/[DMPC + 9] = 10 mol% & 73
HE DM UTZ, MAEIZ 0.1-2.0uM O LMI2, 7B L8 2RI L, 24 FBEHA > % 2 _—
FM&EIZ, LR (610-740 nm, 30 min) Z1T > 72, SR OSOCBMEEBIZE) 5, HeLa
faH o> LMI7 O 58 IL, LMI2 ° LMI8 (2, DTN KRENZ ENghotz, i
F. X 3-12127R 9L 918 LMIT O SE A7 hVIREEA LMI2 <° LMI8 2k, 9 3 5K
TN EICERL TS EEx N LLEDZ & XV HeLa flifaN~ LMI2, LMI7 X° LMIS8

IEFCERMVIAEFNTWDE EEBEZ NS, ZOHBIEIAVT AL HI R Y —LR KT v
TXx VT ELTHRELZ72OT, VAR Y —LAREOEMIIHT A VERE 9 OEMIC L
STHRESTNATZDTHDEEZ LIS 194,

Intensity / a.u.

550 600 650 700 750 800
Wavelength / nm

3-12. HWOEANT BL
LMI3 (%) ,LMI7 (%) ,LMI8 ()

WIZ, LMI2, 7 & 8 O HeLa AfaH O XA FETEIZ OV TRHIT L 72, Z OX#R T FE
FHMIE, AIE LT 9OmW em? PL R OYE TR 21T - 72, MilaoEFRITEAL D T o #
—% v h Kit-8 ® WST-8 7 v A ZMiH L7z, #EREX 3-12012077, BT FIZB W TiT
LMI2, 7, BE O 8 1XIF & A EMIREEE R 720> 72, ZHUZH LT, 610-720 nm @/&’E
D% 30 4RI 21T 24 H#F'V V¥ aX—hT5 L LMI2, 7, BLO 8 2 HIZIARE

FEDNER S Tz, R IIHEVEIC KT D LMIS, 2,38 L OV T O# 5 BRI, 50%PH
FE (ICso ) BENZIL>2, 0.68, 023 uM & 7257, ICso EDMEUME &SGR IIHIETED =
W2, LMIT 13 LMI2 38 X OVLMI8 X 0 @V R A Z © 2 Z &R STz,
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140

1207

1007

80

60

Cell viability / %

40 F

20

0.0 0.5 1.0 1.5 2.0
[Porphyrin] / uM

3-13. AT 4 U ERY R Y —OMa R
AT FTo LMIS (A), LMI2 (A), LMI7 (A)
YA T To LMIS (@), LMI2 (@), LMI7 (@)

LMI7 @ ICso fil. (0.23 uM) 73, LMI8 (>2puM) °LMI2 (0.68 uM) (2~ MK<, KV
BRI FIEMEDRVRER & R o7 2 L1, ZNEND 10, DFEAROFERE —E L T,
LMI2 ° 7 D ICso fE1E, BIfE, BRIR CHEEAIE L TR K<HEHINTHDL 7+ F 7
D ICso Ml (3.02uM) LV XD MEVWVETH 72 (K 3-14.B), 22T, 74 b7V %
E)w—nbA ) Av—0RAEY (K 3-14.(A) THDHI=DH, TOENMEIL, A7 4V~
2=y FOEMIE LTHR L., BEORRNG, LMI2 137 4 F 7 U ATHAK 4 5,
LMI7 135K 13 f5 DR )G 2~ T 2 & 3 o Te,
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R
(0] (0}
ONa NaO
(I)H
R= —CH or —O»CH, n=0-6
CH, H
TA TV
(B) 140
120
100
2
> 80
%
2 60
o
O 40
20
0 | ] | |
0.0 1.0 2.0 3.0 4.0 5.0

[Porphyrin unit] / uM

3-14. (A7 7 U ofEE B) 74 b7V roOfladiE:
T T (@), KT (@)

43



3-4 fEE

FMEEE 2 AT 2 IERIEIED RN 7 4 V) VR E VR Y —LA~NEATHZ LR EE
LT AILUZE Y DNVEEF, U V=T LR FGT RNV T 4V VFEERE G LT,
LMIPors KR HTH, = 2D T 2= —DoD IV UNELIIV ) V= 22 GT 5
27, VARV =L TLRETHDL I RN ahole, —FH, U IVAEE BRI
DL ROV Y DVEEFT S 3,4 0 5 FFERPIZEAS R, b LTEEASN TS
LMIPors KR SR E T MNE SIZAER T 5 2 L3 o7, £72, 610 nm LD
FRS T T, HeLa fAE~D YRS TFIEMEIZ DUV TIE, LMIS IZH LMI2 X2 7 D3 @ =
EMGrD o T, LMI2 R0 7 ONMRIIAEES B WEK X, LMI8 @ 10, FAREIZ R, LMI2
7 D0, DFRAERENE VRIS T2,

LMI2 & 7 DYEARSIZRIEMEL. 7 7 U U ORISR ZRER 4 65, 715
B o To, LMIT O IIFIEMED LMI2 X0 SWERIZ DWW T, IRETHELLSIBRS,
Tk, MOBRIFEEEZ G5, ZE LIz LMIPors DREERICEKI LT L 5% 5,
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77

4-3-4 LMI1 F OIS DOHERE

AIEIO X 912, R 7 4 U VBSOS 1 IR TH 570, LM OIRIETH 50 % e
BT D=, 'HINMR HIEZE1T->72, K 49. (A) 1. 1-TMe-p-CDx 51K L VR Y — L DR
BYEIEO 'TH-NMR HIEfE %4, X 4-9. (B) (X, 1-TMe-B-CDx ${A L VR Y — L %EEA L,
24 FEA 2% 2 _X— Mg, A UTREA E 2 0 v RV A ISEMR S 72O "H-NMR I E
fERERT,
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(A) e

CHCI, %o
Mtt
Q
Qo o &
Q Q o O o
] S92 2 1

o o}

@ IJO
i @ 0%Poo 00 i/ T

90 80 70 ©60 50 40 30 20 10 0.
ppm

4-9. LMI1 ® 'H-NMR #ll’E (400 MHz, CDCl3, 24 °C)
(A) LMI1, (B) 24 FFfl A > % = _— MMEIZA Uz L)
((1]1= 0.5 mM, [TMe-B-CDx] = 1.6 mM, [eggPC] = 10.0 mM). (°: TMe-B-CDx, ©:eggPC, ©:1)

BES > 7 T DAy B 20 43 B U 72 R & dikets . B aa AL AR L. G
L7z, 'TH-NMR A~ I\/w*%%ﬁx% 1-TMe-B-CDx 1k & U AR Y — LA DIREW I I &
B BRDNTEISIEFIZIE L IEE ENTEB O THEE 1 & TMe-B-CDx DAN B85 Z & A3
ofce —H BT R EENTEY ., [FES T & TMe-B-CDx IV ETHDH Z &
Rhinotz, FOFENE, B—2 OFMENHEET S L
[1]: [EggPC]: [TMe-B-CDx]=1.00:0.35:0.02 (mol:mol:mol) & 72 > 7=, Z DFERME ARG () D
L OITIREBERICHFE L LIZACRA Lok, VAR Y — A Bo i, B CIRE: L7z
ZERbhrol,

435 HFNT 4 Y ACEWDRA I LOBBREN KITTR

FT 4 VALEHD A I ALOBEHRIEN VR Y — AP ONLEREICE D K DI BT
HNERIATHZEEZRANE LT, BEEY 70T XA MY VBRI SZ VT,
LMI2, 3,7 Zif# L7, #IIz, BYEHGEL (DLS) JIEIZ £ U AT FHEEE (Dyy) Z i~
2o ZHABRIZ X 0 FHRL L 72 LML, 2, 3,7 @ Dyy FHIfEIX 60-85nm ThH -7, (F 4-1.)
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F 41, VERY—LBIORLVT 2 U EH VR — LKL Diy (nm)

Liposomes Average Dy / nm PDI?

Liposome (EggPC) 77 0.062
LMI1 63 0.167
LMI2 77 0.076
LMI3 66 0.075
LMI7 81 0.094

*PDI: Polydispersity index.

2,3 BEO T D Dny EIMEIT, AZHEHTO EggPC <2 LMIL (IZHTVMEIZ/R 572, 2005
DFERD G, FEEREF T 2,3,7 DK 9 2RI FriatiE 2 FFoR L7 4 VU Tho>Th, HA
BICVR Y —LDORICKRESEEBEE LTSRN ERNghoto, £l V740023 8B
X7 1H, — 2V L o0 Y DNVEERIIE Y Do A KER L, A NICEERZ
Ffo, £Z T, LMI2,3, BLD 7D UV-vis RIXA T MABPIEZATV, 7 A M8 A
ST HE & OREPEFLDEN S LMIPors D22 ENEIZ G 2 D B E T,

1.2

ool | | | | | |
12 24 48 72 120

0 3

Abs/Abs
o o -
o)) o' o
I | T

o
~
|

Incubation time / h

4-10. A > F 2N— MIFH & dmax TOWRILDOFHE]
LMI2 (FK), LMI3 (%), LMI7 ()
LMI2, LMI3, and LMI7. ([2, 3, 7] = 25 uM, [eggPC] = 500 uM)
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4-101277 3 K 91, LMI2 & LMI3 OWILE LMIT & [RERIZ A > &% 2 ~— RREE A E <
P2 DI ONERITIY L=A3, LMIT @ 418 nm TOWILIE, A > F 2~— MFH Ok
L BRERBIITA SN D > T2, ZHUE LMIT OKER A LMI2 <° LMI3 (2, L0 %
ELTNWDHI EERLTVND,

WIZ, VRY =L TORNLVT 4V ONEZRETHZ L2 AL LT, LML, 2,3,7
D 'H-NMR JITEZ1T -7, X 4-11.E X 4-121Z77FT K 912, N'CH; F&D A F /L (o, Ada) .
EggPC O7 NVFNAGHDAF L2 (o, Adp). EggPC DT /L X /LEHDORNGEA F /L (o, Adc) .
DEESEY 7 Fid1,2,3,7 TEIE =,
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T T T T I f T T | T T 1
40 38 36 34 32 3016 14 12 10 08 06 04
ppm

4-11. VARV —Ah & LMIL,2,3,7 D 'H-NMR A2A~X7 b (JEKK)
(A) VARY—2, (B) LMIL, (C) LMI2 (D) LMI3 (E) LMI7
(°:-N"CHj, ©:-CH;- in alkyl chains, ©:-CHj in alkyl chains of eggPC)
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(A) A
| o
L I BN ,JJ}\\\/ /\_///\L\\ o
(B)
i\\ }
S _’“ JJ{L_MW‘ AN JLJJ -
(C)
(D)

T UL DL AL L L L AL DAL L L UL DL L
10.0 9.0 8.0 7.0 6.0 5.0 4.0 3.0 20 1.0 00 -1.0

4-12. 1LMIL,2,3,7 ® 'H-NMR A7 k)L (2KX)
(A) LMI1, (B) LMI2 (C) LMI3 (D) LMI7

4-11,12,13, B L V'14 @ 'H-NMR HIENHAELNTZ 7 MEOZE L EZ £ 4212FE LD
77,
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K 42 FAMGFEANCLD VRV =207 Iy 7 FOZEL

LMIG (Alx?fcm) (A_%Hz_)b (A_‘éi}h)b ASASE  ASy/ASC
LMIT1® 0.003 0.040 0.033 0.08 121
LMI2 0.002 0.025 0.017 0.08 1.47
LMI3 0.003 0.007 0.007 0.43 1.00
LMI7 0.006 0.019 0.017 0.32 112
LMI10 0.028 0.048 0.038 0.58 1.26
LMI11 0.120 0.025 0.019 4.80 1.32
LMI12 0.110 0.017 0.013 6.47 1.31

“The solution was measured within 5 min of mixing because the LMI9 solution is unstable.
The methylene and methyl protons are in the alkyl chains of eggPC.

LMIL, 2,3, BEQRT OFr IHNT 7 ROEEOKRE SIZONTIE, AVT 4 U 2z
NDYRY —LNTOGHENERY | JRED FICRIETRLT 1V OBREIRD BT
EWRH L0, BRI E T D2 ENTERY, T2 T, LMIL2,3,7 D Ads/ Adp &
Adp / Adc DB % Ll L=, Ada/ASp & Adp/ Adc DIEN R E K 2T/ 513, w74V
NV R Y — ARETLATND ZE B350 D (AF—25 4-1.(A), ZHEIENIT, ASw/Ab
cDMEP/NEL 2 BIFE, RVT 4 U VFNEEBEOFLIINEST D2 R0 D (AF—2A
4-1.(0)),

LMI1 & LMI2 % bhig 32 & LMI2 @ ASa/ ASpfEIL 0.08 TH V. LMI1 @ Ada/ Adg fifi & [F]
U&7 o7z (F4-2), ZO/RRIT, 2038V OV EEFEL T DICHE b 6T, JRER
OHFLFICHFEL TND I EERLTND (AFX—LA 4-1.B)E(C), DFED, ML LT
=D Y PNVENFET LT T, VR Y —AEmMTLICHRLVT 4 ) o EBEDDHZ L
BTERNI LERT, ZHISH LT, 2o ) DLEEES3RE ) V=0 AL
Tix, 2RI VIBEOE WAL T 4 U Thbd, ED Ada/ ASpfEIX LMI4 [Z%} LT 0.43
BLOLMITIZH L TO032 £720 LMR IZxT 5 008 [ZEh_N@mnZ &b, 38 7TIHUR
V= ARMENIET H T ENRBI NI, (AF—L4 4-1.(A))

WIZ ASp / ASc DIEZ Il T 5 &, LMI2 O Adp / Adc il LMI1 @ Adg / Adc It~ 7
S LEMMoT (42), iUt 2N VRV —LDT VXD KA F LTI, oL
AAF L UBEMTICTE L TWAZ 2R LTS (AF—2L4 4-1.(0), ZOFERIZT, 2 0
FFov Y DVEOMMEORET, 1AL Y EREIFICFET L0 LB 10N 5,
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43-6 UYRY—LHNTODFT7H# VLU HFOMBORE

RAT 4 ) UFER L OHBRDT-0, VR Y — W EZEoF 7 2 L U FFER (10-12)
ZEANLTZBEO 'THINMR BIE #1T 272, 7 I v 7 O %K 4-14.,4-15., B L 4-
21T,

4-13. VB Y—A L LMI0-12 @ 'H-NMR A7 kL (fEKX)
(A) VA Y—2 (B)LMII0, (C) LMI1L, (D) LMI12

(°:-N"CHj3, ©:-CH;-in alkyl chains, ©:-CHj in alkyl chains of eggPC)
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(A) }\

s L,,/\,,,l

(B)

()

JL,»-JO\L -

T T L L R T
10.0 9.0 8.0 7.0 6.0 5.0 4.0 3.0 2.0 1.0 O 0 -1.0
ppm

4-14. URY—1E LMI10-12 D 'HINMR A7 [L (KX)
(A) VAR Y—2L (B) LMI0, (C) LMI11, (D) LMI12

(°:-N*CHj3, ©:-CH;-in alkyl chains, and °:-CHjs in alkyl chains of eggPC)

LMI10 D A Ada / Adg DIEIE 0.58 TH V. LMII X° LMI2 DZNZEh 4.80 & 6.47 DIEICE
&/J\éu\:é:z»%\ 10 [FAEEREF O F T ITFEL, —HF N 121XV A Y —LDFK

\AHET D Z L BRI RS NT (R 4-2), ZDOX T, BAKMEDST A I3V R
/—A@W% CHEL, WEREET DA RS IE U AR Y — AREFHET D E VD
B, 97CIZ Okamura 5 2IC K VMESINTOWDARERE —FK L, —JF., LMIIl & LMI12
D ASA/ ASpEIZEAVZEIL 4.80 & 6.47 12720 | 55D LMIPors D A ASa/ AdpfE (0.08~0.43) |Z
e ) REREL 72072, ZHODORERIZLUTO LD IZHIITE D, A% —L4 42102
T LS, FA RSNV R RS ThD IR KR Y —AORFEINE L, EggPC s
BDO NCHs DAF VT OB N, T 742V DOBREROEELZZITTWALEEZ LI
Do ZHEEFHRIIC, TOLS72AR N7 4 U VEROBRERIL. N'CH; D XA F /7 k72
FT72< . BggPC TOTAFAEDAF LT o b ATHIEHT L 2 ENRTFHRITE S, L
7eh3> T LMIN X2 LMI2 TiX ASpy DAHBRE S ZIL L, Asp 23 F D Z L L7222 Ada
[ ASp B KE 722 & DDIZXF LT, LMIT TiE, Ada & ASp A3 & AT 572 Ada
[ASIER B E Y RERMEIZR O RhoTebDEBZ BILD,
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EggPC EggPC

AF—2L 42, VIR —LHFTOF ANy DET IV

4-4 FER

FTerld, VARY —2HITHRLT 4 U UFERZEAT DR1Z O H-NMR JIEZITV, £
DI IHNTT FOEES EIZYRY —LHRTORLT 4 U U FHEIROEAEN B % R E
L7z, 7. LMIL,2,3,7 D Ads (N'CHs) / Adg (7 /L F/LEHH O-CH,) fE% Z N ZEh i3 %
Z&T, REBERORLT 4 (1,2,3,7) OMEZEZRE L7, LMI R TIEE A/
ASpEZ R LIZZ & BB O OEIZH 2 BOKGIZ AL 7 ¢ U V8RN FIEL T
WD EDRFIoTz, LMI2 DWNWTE, EETHAIE Y PALEEZETHICH D LT,
VY ASA / ASpfEZ 7R L7z, T L IERIRAYIZ, LMI3 <° LMI7 (X5 ASa / ASpfEZ 7R L7
ZEn, URY = AEREHEICALVT 0 U VFREERPFEL TWD Z ERgnoTe, 5§
3 3T LMI7 OYERRIHEMED LMI2 X0 EWRSRAE S 7228, 240 LMI7T Tkl R Y
— AEREATIZHALV T ¢ ) CHERBFIET D720, WAFIRF & OBMzh=R3 B30 | &
WV FHENE AR LTIZ B2 BN,

— ), WEE RO A Ny L LT, X L ALEWwE VT, FERIZY R Y — A
W COIAENLE DIRTE ZAT o T2, RV T 4 U UFEBIRIZHA, 7 2 L AbEmEEA LT
BB D ASa | NS> T2 Z LD, Ada / ASRAEIZIEZ A Ny DEREIEH KT T #iPH
DEFENDEEST L Z RN oTz, DEV ., Ada / ASp EIZZ A Ry T OFEEHIC L Y K& <
R0 2 ERbnolz, (6o T AEEDRIIZ 7 A My - CHERFT 2 0ERH D Z &
IRENT, F72. RV AdA / ASEEFFORINL T 4 U DAL, ASs / Adc B % Ll 35
FHIEREIZIIAEHATH S Z Lol EBEIZ, LMI2 O ASg / ASc flix, DT mIZ
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LMI1 @ Adp/ASc EIZHERKE D oT2Z Enh, ARV 7 4 U2 208 112, EggPC DT /v
FIVHOEKIREA F LTI, AF LV UVEHIERRICHFEEL TWD Z ERbrolz,

ZDE DT, ASa/ ASpfE & Adp / ASc & Lbie 35 FiklL, VAR Y —LHTORNLT 4 U

VBB ONEIREZAT O BRI, REGNTHDZ LMo,
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EBSE &S

AT, A7 4 U UHEREZEAN LY R Y — ADORENEE DAIRRIED—DT
&% PDT ~Di FIZ & BN 5 WM OFHBIZ OV THA L, EHICY R Y —AHFT
DFRNT 4V CHEROAERE Z 'THNMR JIEIC L 01T 9 FECHOWDTHRE LT,

E2ETIH, URY—LAIHNAESELIRNLVT 4 ) VHEIROERK L REZITo T2, RILVT
# U UBBEROGRTIE, BHEOMmME, REEREEZBE L, HRLVT 4 ) UHEKRICE
ST-ERTIEZ TR, Gk LT, B TELNIZRLT ) UFEIK, 5123y 7eTs
Z U CEEROREEMETS 2 TH-NMR JI7E & O X SR EMAT I L 0 FE LT,

F3FETIL 2 ECHM LML EZ AT 2IERMEDOR LT 4 ) ViFERE U R Y —
LANEANL, BAROLEE LIDRIEEZ RO ZENTE DRV T 4 U VB EARERY K —
2 (LMIPors) Z#H#LL7=, LMIPors O T, =207 ==Lkt —~2D Y DV FiE
VYU LRERT LRI 4 ) VBRI, VRY =L TRETHDZ LB
7= ZhbDbEicdsmT 0L, XA R—ERDL, LovbBUKE & BUKE 2 BREC 5y
PNTNDZETHD, D LT WERDAE © 5317 B R D AR 72 SN BSE M 2 5
T DB BUKMEDORRMER & BKEDO T VX VHEEAT L0 LF CFETHDH, —J, BV
DIVERIRN, FTT DU ROV DVEEETLRNT 4 U VBRI, YR Y — A
CEASZRD, b LITEAESNTY LMIPors NARLZEE 72D | TRENEICAETS Z
E RGN T,

LE LT R 2> Z L I3 T& % LMIPors (2O T, HeLa Ml (b k7= SEHA AH R
OFMIL) Tk 2 HARIVFIEME DIE N Z T T, KBRS VFEEOE L, AL T 4 U HIK
DEFO—HEHEMFE (10) OREROEIICHDLZ ENgnoTl-, LnL, VKRV —LNT
DRNT 4 ) OME BIEEOENMNCFS L TLDZ ER TSN 5l EHEHE 3=
T, A7 4 U VHERO Y R Y — AR COFENMBEIZOW TR LTz, 72, SRR
L7z LMIPors DGR A)FIEMEIL, BR TR & LTE SR TWS 7+ 7 U Ttk
R AT EEN D ER Do Tz,

FAETIE YA =LAV T 4 U CRFEAEZE AT DR O 'H-NMR JIE 2170,
ZOTIANYT bOEE S EICYRY = AP TORVT 1 ) VFFEIROFAENLE % K
ELT, VARY—LfDal)y TAXAEDAT LY TIAFVBEHDOKIGA F O I T
N T N OEACE ZIVEIL ASa, Adp, Adc & L. Ada/AdpfEIS L TN ASp/ ASc fE % LEiE 3%
ZET URY AR TED L ILET DD % TR LTz, ASa/ ASs EAMEVNE L | JREIE
FULEROBUKIGIZ AL 7 4 U CFBERPIFIE L, Ada / Adg A EWNE E U R Y — LK H T
TAFIET D Z i groic, —FH EEFFOMO T A Ny & LT, 7% L ALEYw
ZHWT, FRIZ U R Y — AN TOFIEME DOREEIT o7, BV T 4 U UFERIZE A,
F T BV ACEMEBN LT E D ASa |/ ASs AR E 2722 E DD Ada/ ASpEIZIZS A
Ny FOBRBROENNEST L2 LN 0o T, TS L, K0 Ada / ASp fE &2 FFo 7R
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VT 4 ) DEEITIE, Ads / Adc A IR 2 MR EIITAHTH L Z L b o
72o A8/ Adc FEIMREWVIZE, URY —LHDORAF U U GEHFITFEL TWD Z &R Tl
TX 5,

ZDE DT, ASa/ ASplE & Adp / Adc TEA LT 5 FiEIL, VARY =L TORLT 11
VBEARDNBIREEITOBICREE THoT-, =207 2=kl —onr Y =y
LEEZFETLHRLT 0 ) VFFEERIL, B =T AR Y Y DARIC R o ToFFERIZHE AR
ERETHIAAAET D 2 e oTe, ZORERIL, B ORLT 4V UFFEERNY R Y —
LR ETHIAFET 5 2 & T, WFBE & OBfhER M E L Z & TEWIERRIIFAE
Pz fEo T L BERTE D,

INHOREIE,. KV &EiEMZ PDT FEHIOBFRIZ S22 b D L HIFFTE 5,
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1. B

A== T VI FOYEHisE T3

AR a7 Fye i T3

AH ) —)v FEHisE T3

TH )= FEAlSE T3
R Fye i T3

AL AF L Fye i T3

Vi 4 FEAlSE T3

2. HERFE AL

E /A= R=0 P WUN FOYEHisE T3

P AFIL AL F L R-dg Ty T3

K Fnoeise T3

3. ARANT 4 U UEHEIR, 77X LV ALEY, KIEEA

5,10,1520- T T 7= =ARLT7 4 U (1) Ty T3
Zn-5,10,1520- T h I 7 ==)LRLT7 4 V> (2) Ty T3
F7HL (9) FOR bk T3S
1-F7F L7 (10) FOR bk TS
18-V7 /7Ly (11) FOR bk TS
FUAFN-B-v7uaT XA LYY (TMe-f-CDx) FOYEHigE T3

B

=

L6 3,4,5,6,7,8 O AR, INERFERFERE THOER, B3 (2018)
4. UV UIEE

1,2-Dimyristoyl-glycero-3-phosphorylcholine (DMPC) Bl aveE T

NN-UASFH T IIVN[6-( NV ATFNANT =N FY A N]T F7=T IR

L-a-phosphatidylcholine (EggPC) Avanti Polar Lipids,Inc
7+ 27 7 FoLay

5. —HEIHEEBFEMEH
9,10-7 > h T IOAIN (AFLy) Vv g T TIVRY v F
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6. i SR A AR
MEM 55 H#ft

10X U > Pt B R MK
0.5% kU 73> -EDTA
Cell counting kit8

/IRAELZ Y
M52 w7 2R I
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A SCRE H

F
+ Controllable Direction of Porphyrin Derivatives in TwoCyclodextrin Cavities
Banri Horiguchi, Toshimi Nakaya, Masafumi Ueda, Kouta Sugikawa, Tsutomu Mizuta,

Tekeharu Haino, Naomi Kawata, Atsushi Ikeda

+ Stabilisation of lipid membrane-incorporated porphyrin derivative aqueous solutions and their
photodynamic activities
Toshimi Nakaya, Banri Horiguchi, Shodai Hino, Kouta Sugikawa,
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