BvHaxig cTocyeTbCsl iHMOITOPIB TUPO3WHKIHA3KW, Ski HanmexaTb A0 Twuny crnonyk Oic-iHgoniny,
MeOUKaMeHTIB, WO X MICTATb Ta IX 3aCTOCYBaHHsS ANs MiKyBaHHS 3MOSIKICHUX Ta iHLWMX 3aXBOPHOBaHb,
BUKIMKaHWX NaTonorivyHoto nponidpepadieto KNituH.

AkTuBI3aUia cneundidHUX OO0 TUPO3UHY NPOTEIHKIHA3 € KNOYOBOK NoAieto And cTumynauii noginy
TBapVHHMX KNiTWH. Lis cTumynsuisa 3a3suyai BigOyBaeTbCA Yepe3 ek3oreHHi dpaktopu, Hanpuknag,
hakTopu pocTy, KON BUMaraeTbCca nponigepadis NEBHOro TUNy KNiTUH AN 3aranbHoi PYHKUIT TKaHUHN
abo opraHa. Y nyxnuHax nponicpepalisi KNiTUH TakoX MOB'A3aHa 3 aKTUBHICTIO TMPO3uHKiHa3. OgHak
4YacTo KMITUHM NYXNMH MaloTb abepaHTHy aKTWMBHICTb KiHas, CMpUYMHEHY HaAMIpHOK eKCrpecieto,
KOHCTUTYTMBHO aKTMBHMMW MyTaHTaMy KiHa3u abo 3MillleHow aKTuBHiCTo bakTopiB pocty. PDGF-
peuenTop € ogHMM 3 (pakTopiB POCTY, AKUA Ma€E CyTTEBE 3HAYEHHA Ana NyxnuH moguHn. PDGF asnse
Cco0O0l0 OAVH 3 OCHOBHMX MITOreHiB y CMpoBaTLi i Y BMCOKi/ KOHLIEHTpaLlii NPUCYTHIN Yy TpoMbouuMTax.
Voro HaiiBaxnmBilLol (yHKLIE y AOPOCNOMY OpraHiaMi € 3aroeHHs paH. HeBakaHol akTWBHICTIO
PDGF-peuenTtopiB € y4acTe y nponicpepauii pisHWX NyxnuH, Hanpvknag, rniom, rniobnactom, capkom,
paKy MOMO4YHOI 3aro3u, paky Si€4HWKIB Ta paky TOBCTOI kuwwkun. AbepaHTHa akTuBidauis PDGF/PDGF-
peuenTopHOi CUCTEMW TakoX Bifirpae KMOYOBY porb Yy  naTonorivyHiin - rinepnponicepadii
Me3eHxXiManbHUX KNiTUH y KOHTEKCTi apTepiocknepo3y, pecTeHo3y nicns 6anoHHoi aHrionnasii, apTpuTy
Ta (pibpo3HMX 3aXBOPIOBaHb.

OkpeMi peuLenTopHi TMPO3WHKIHa3WM dakTopa PoCTy, AOMEHW, TUPO3UHKIHA3M SKUX MaloTb BUCOKY
roMororito NocrigoBHOCTENW 3 AOMeHaMu TUpOo3nHKiHasu PDGF-peLenTopiB, TakoX MaloTb 3HAYEHHS
ONs BUHWKHEHHS NyXMWMH Ta NaTonoridHol rinepnponidepadii. 1o HUX HanexaTb peuentopu dakropa
pocTty eHpoTteniansHux knituH cyauH (VEGF) KDR/Flk-1 ta FIM, anst skux cnocrtepirany KOHCTUTYTUBHO
aKTMBHI BapiaHTu y kapuuHoMax, Ta Rk-2/FIt-3, peuentop, sikun 6epe yyacTb y nponicpepadii KniTuH
nemnkemii pisHux bopmM 3axsoptoBaHb. MoxHa o4ikyBaTK, LLO iHLWi KiHa3W, AKi HanexaTtb [0 Uiel poauHu,
MOXYTb ByTH ineHTUikoBaHi 3a X NpMYETHICTIO 4O NaTonoriyHoi npornidepaldii. [lo BIAMBY niraHais uux
peuenTopiB, KpiM MITOreHHOI CTUMYMAUil 4acTO BIOHOCATb TakOX CTUMYMAUi0  Mirpauii  KniTuH,
NpoOTManNoNTOTUYHY Ait0 Ta BMAMB Ha CUCTEMY MepeHeceHHst MeMbpaHu ANs iOoHIB, BOAM Ta XiMiYHMX
cnonyk. HekoHTpOnbOBaHUIA BNAVMB LbOro TUMY Pi3HOI MipOK Takox Gepe yvacTb y NaTOMOMYHMX
ABMLLAX Y MyXMMHAX Ta iHLWMX 3aXBOPIOBaHHSIX.

Cepep iHWMX MOXIMBOCTEN BiAKIMIOYEHHSA CUrHany peuenTopHMX TMPO3WHKiHa3 cneuundidyHe npsme
iHribyBaHHS aKTMBHOCTI KiHa3M € HaWbiNbLL NepCNeKTUBHUM.

BvHaxig cnpsMoBaHO Ha ogepXaHHA Cronyk, siki € npugaTHUMKM §K iHFiGiTopyM TMPO3WHKIHA3,
3okpema, PDGF-peuenTopHUX TUPO3UHKIHA3, a TakoX iHWWX MOAIGHNX TUPO3WMHKIHA3, Takux, $K
KDR/FIM, Kit/SCF-peuentopHa Ta FLK/FIt-3. Lo 3agayy BupiwyoTb 3aBOsiKM crioniykam 3rigHo 3
BUHaxo0AO0OM 3aranbHoi popmynu |,
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npuyomy A € aToMOM a3oTy, KICHIO abo cipku, B, B' Moxe Byt aTomom ByrneLio, a3oTy, K1cHio abo
cipku, i LukniyHi cuctemn F T1a G He3anexHO ogHa Big O4HOI MOXyTb OyTu HacuyeHummn abo
HEeHacu4YeHUMM 5- Ta 6-4nNeHHUMU KinbLusmu,
X aBnsie coboto rp}/ny 3aranbHoi dpopmymm Il abo 1V,
----- (CH2)-[CR™R ®Jjm-----(CH)n (1)

h

07N S0
élﬁ
av)

ae A mMae BuLLIEeBKa3aHe 3Ha4veHHs, | Ta N MoxyTb 6yTn uncnamm Big 0 0o 6, m — umucnamm 1 1a 2, a
Takox R' Ta R™ a6o pa3om sBnsitoTh coB0olo aToM kucHI0, abo R™ osHauae rigpokcunsHy rpyny, a R™
— aTom BogHio, a6o R™ Ta R o3HaualoTs atomu BogHio, i R™ 03Hauae atom BogHio, ankinbHuin abo
apunbHWA 3anuLoK, ranoreH-, amiHo- abo as3ugosamilleHuid ankinbHWiA abo apWUIbHUIA 3aNULLIOK,
anKiNnoKCUMMETUMbHUIA 3an1LIoK abo 3aMilLeHUn ankinoKCUMMETUNbHUIA 3anuLLOK,

R®Ta R™ pa3oM yTBOPIOKTb CMONyKy 3aranbHoi gopmynu V abo VI,



n
NpUYOMY MO3HAYEHWUI LUTPUXOBOKO fiHiEl0 3B'A30K O3Ha4ae NoAgiiHMiA abo npocTui 3B'A30K, A Ta
R'® MaloTb BULLIEBKa3aHi 3HaUYeHHs!, i 0 Moxe ByTh umncramn 1 1a 2,
R? Ta R" o3HaualoTb ogHakoBi a6o pi3Hi 3anuLku 3aranbHoi popmynu VIl abo atomun BOAHO,

RTG
| 5

(viny

NpUYOMY MO3HAYEHWUI LUTPUXOBOIO JiHiE0 3B'A30K O3Ha4ae NoAgiiHMiA abo npocTui 3B'A30K, A Ta
R'® maloTb BulLEBKa3aHi 3HaueHHs, i R*' o3Hauae aTom ranoreHy abo 3anuLIOK 3aranbHoi opMyIu
VI,

(vin)

TakMM YMHOM, WO p MoXxe AopiBHoBatM 0, 1 abo 2 (skwo p=0, TO WAETbCA NPO auUMKMiYHWUIA
nepBUHHWIA aMiH, i Y Mae JodaTKoBUI aTOM BOAHIO), Y Moxe ByTu aToMoM ByrfeLto, KUCHI0O abo a3oTy, i
SKWo Y € aToMom Byrrewo abo asoty, R'® osHauae atom BoaHio abo ankinbHW abo apunbHU
3aNULLOK, 3aMilLleHNA ankinbHUn abo apunbHWUIA 3anULLOK, HACUYEHU ab0 HEHACUYEHWIA reTepoLMK,
arnKoKCUKapOOHinbHUIA 3annLLOoK, aMiHOKapOOHIMMETUNBHUIA 3annLLOoK, 3aMmiLLeHnn
aMiHOKapOOHINMMETUNbHWIN 3aNULLIOK,

R®Ta R™ pa3oM yTBOPIOKTb CMONYKY 3aranbHoi hopMynu IX abo X

(IX) . i
S
Nale e’

X)

npudomy W siBnsie coboto atom ByrneLto abo asoTy,  Moxe o3HayaTtu yucro Big 0 8o 6, i RY 1a
R% MOXYTb O3Ha4YaTu aTOMW BOAHIO, arnkifbHi abo 3aMilLieHi apurbHi 3anuLLKu,

ne R'taR ¢ OfHaKoBMMM abo pi3HMMM i O3HAYalTe aTOMW BOAHIO, ankKifbHi Ta aMiHoamnKinbHi
3anNuULLKK, peHiNcynbdOHINbHI 3anuLwKn, ankincuninMeToKCMMETUIBHI 3anuLKn, LyKop abo 3aMileHui
LlyKop,

npuuomy R®, RY, R®, R®, R? R® R' 1a R™ € opHakoBumu abo pisHUMM i y BiAMOBiAHOMY paai
SABMNSIIOTb COOOK aToOM BOAHIO, arkoKCW-, aMiHO-, ranoreH-, LUMKnoarsnkin-, LuMknoretepoarnkin-, apun- abo
retepoapunsamilleHy asnkifnbHy, ankoKCcu, ankOKCUMETUIbHY rg)yny, HiTpOrpyny, atom ranoreny a6o O-
arnkokeurpyny 3ararnsHoi copmu -O-(C:O)-R21, npuyomy R ! o3Hauae ankokcu-, amiHo-, ramnoreH-,
uMKnoan-, UMKrnoreTepoarkin-, apun- abo rerepoapunsamilleHy ankinbHy, ankokCu, arnkoKCUMETUIbHY
rpyny.

MepeBary BiggaoTb criosiykam 3rigHO 3 BUHAXOAOM BUWLLIEBKa3aHOI 3aranbHol cbopM%/nM |, ne Z
aBnsie coboto rpyny 3aranbHoi hopmynu Il, i X € rpynoto 3aranbHoi dpopmynu Il R? Ta R" o3navaloTb
aToMu BOAHIO, A 03Ha4yae atom a3oTy, a B 03Havae aTtom a3oTy, KUCHIO abo Cipku, a Takox R® R* R®,
R®, R’, R®, R%, R, R™, R 1a R™ MaloTb BULLEBKa3aHi 3HAUYEHHS, MPUYOMY Lji CIONYKW BiAMOBIAAI0TH
copmyni XI.



xy
OcobnuBy nepesary BigaaioTs cnonykam cdopmynm X, ae R* ta R'® pasom sBnsioTs cob6oto atom

KWCHIO.
Kpim TOro, nepesary BigaatoTb Crofykam 3rigHO 3 BUHAaXOAOM BULLEBKa3aHUX 3arafibHUX cbopmyn I,

ge Z e rpynoto 3aranbHoi dopmynm I, a X asnse coboto rpyny 3araan0| gbopmynm 11, R Ta R®
03HaYaloTk aTOM BOAHIO, A Ta B 03Ha4aI0T, aTOMV A30TY, & TaKoK R R% R* R®, R®°R’, R®R®, R, R™
Ta R™ MaloTh BULEBKa3aHe 3HaquH;| NPUYOMY Lii COMyKKM BiANOBIAaoTh qoopmyru XII.

(Xihy
Kpim Toro nepesary BigaatoTb cronykam 3rigHo 3 BUHaxogom 3aranbHux gopmyn Xl ta X1V,

Ae n osHavae uncna 3, 4, 5, 8, 12, g osnavae wncna 0, 1, 2, 3, 5, 6, RY, R? o3HauatoTb atomu
BoaHio abo ankinbHi rpyny, i RY, R®, RY, R°, R®, R’, R®, R%, R™, R™ ta R'® € ogHakoBuMM a6o pisHumu i

MaloTb BULLEBKa3aHi 3HaYEHHSI.
Kpim Toro, nepeBary BiggatoTb Crioflykam 3rigHo 3 BUHAX0A0M 3aranbHol popmynu XV,

R

Xv)

8 /:l,e n 03Haqae Lchrla 1, 2, 3. R® o3Hauae aTom BoaHO a6o ankineHy rpyny, i R, R, R* R’ R°R’,
RS, R R°R" taR ¢ OfiHaKoBUMM ab0o Pi3HMMM | MaKOTb BULLLEBKA3aHI 3HAYEHHS.
CI'IOJ'IyKVI copmynu Xl ogepyoTb 3a OOHIE0 3 ABOX HDKYENOO4aHUX CXeM;
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a) LDN THF, b) HsiPhs/ THF, c) PDC/DMF, d) PDC/ DMF, d) 10% NaOH/EtOH, €) K,COs/MeOH, f)
N2H4 /2(2-rigpokcieTnnokcu)-1-etaHon



n=2 abo 3

[insi onepxaHHa CronyK 3riaHO 3 BUHAxoAoM, Y skiux R? Ta R™ 03HaualoTh 3anuLLOK BULLIEBKA3aHOT
3aranbHoi popmynu VII abo pa3omM yTBOpHOOTL CNonyKy 3aranbHoi dopmynm V, IX abo X, cnoyatky
2,2'-bic-1/H-ingoninankaH abo noro noxigHy 3aranbHoi popmynu X,

RJ RH
R4 RID
5 | |
R N N 2
6 | 1 x ‘7 8 R
R® R R' R

xn

pe X, R'R®, R*, R®, R°, R, R®, R?, R"™ 1a R" maloTb BuLIEBKa3aHi 3HAUYEHHS, NEPETBOPIOIOTH 3a
Jornomoroto AvbpoMmarneiHimiagy.

Cronyku 3riaHO 3 BUHaxoAoM, y sikux R® Ta R*® pasom yTBOpIoloTb crionyky 3aranbHoi cropmynn VI,
Bigpasy nicrns LbOro MepeTBOpOTbL 3a AOMOMOrol0 NepBUHHOrO abo BTOPMHHOMO aMiHy 3arafibHoil
dopmynu XVI abo XVII abo ninepasuHy,
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(Xvi)
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H»N\.—/W-{—S;L—W\b—/N—H
(Xv1)

pe p, g, R Ta W MaloTb BULLEBKa3aHi 3Ha4eHHs. HipkuenoaaHi Npuknaan NoscHIoTs BUHaXIa, He
obMexyoun 1oro.

Mpuknag 1

Bic(N-deHincynbdoHriniHgon-2-in)-1-metaHon

Mpu - 78°C omepxyloTb Auisonponinamia nitio 3 30,40Mn (216,3mMMmork) AvisonponinamiHy Ta
125,3mn (200,5Mmonb) n-Buli (1,6M y rekcani) y 200mn abcon. THF. Po3unH nepemilytots 10x8 npu -
78°C i Bigpasy nicna yporo — 30x8 npu 0°C, Ta micna gocarHeHHs 0°C npoTsrom 10xB no kpannsx
popatots 49,13r (190,9vmmonb) 1-cbeHincynbdoriniHgon y 300mMn abcon. THF. PeakuiiHuin po3udnH
nepemiwytoTb iwe 30x8 npu 0°C. [icna NOBTOPHOro OXonodXeHHs Ao - 78°C no kpannsx AogarTb
60,00r (210,3mmonb) deHincynbdoHin-2-kapbanegerigy y 200mn abcon. THF i go HacTynHoro gHsi
3anvwaroTe HarpiBatucst go kimHaTHoi Temnepatypu. Cymiw BunueatoTe Ha 1% HCI i opr. casy
BiJOKpEMMIoTe Micna godaBaHHsA edipy. BogHy a3y ekcTtparyioTb edhipom, ob'egHaHi opr. chasm
nocnigosHo npomwusatoTb NaHCO;3 i pazom posunHom NaCl i sucywyoTs Hag Na;SOs. Po3umHHMK
BUAAnNSOTL Y BaKyyMi i LUMSAXOM KOJNOHKOBOI XpomaTorpadii ounaoTs HeobpobneHnii npogykT (SiOx;
CH,Cl,): 6e36apBHi kpucTanu, Buxig 86,5r (84%).

T.nn.: 185°C (MeOH)

AHanoriYyHMM YMHOM OAEPXKYIOTh:

Mpuknag 2

Bic(5-meTokcu-N-geHincynbgoHiniHgon-2-in)-1-metaHon

T.nn.: 113-114°C (MeOH)

Mpuknag 3

(5-meTtoken-N-geHincynegoHiniHgon-2-in)-(N-derin-cynedoHinivgon-2-in)-1-metaton T.nn.: 104-
105°C (CHClI; /rekcaH)

Mpuknag 4

(5-meTtokcu-N-deHicynbdoHiniHaon-2-in)-(7-meTtokcu-N-deHincynbpoHinHaon-2-in)-1-metaHon

T.nn.: 119-121°C (CHCl; / rekcaH)

Mpuknag 5

(7-meTtoken-N-geHincynbgoHiniHgon-2-in)-(N-derincynb doHiniHgon-2-in)-1-metaHon

T.nn.: 99-101°C (CH.ClI, /rekcaH)

Mpuknag 6

5-meTokcu-2-dpeHinmeTunoken(1-deHincynbgoHiniHaon-2-in)Metun-1-deHincynsoHiniHgon



T.nn.: 62-64°C

Mpuknag 7

On-(5-meTnnokem-1-deHincynbgoHiniHaon-2-in)deHinMeTnnokcumeTaH

T.nn.: 100-101°C

Mpuknag 8

(3-gumeTnnamiHomeTun-1-deHincynsdoHiniHgon-2-in)(1-deHincynsgoHiniHgon-2-in)metaH-1-on

T.nn.: 116-117°C

Mpuknag 9

(7-meToken-N-dbeHincynbdoHiniHgon-2-in)-(N-derin-cynbdoHiniHgon-2-in)-1-metaHon T.nn.: 149-
151°C

Mpuknag 10

OnbenszoTiodeH-2-in-1-meTaHon

T.nn.: 130-131°C

Mpuknag 11

6-meTokcK-1-deHincynbgoHrin-1H-2-ingonin(1-denincynbdoHin-1H-2-iaonin) metaHon

T.nn.: 180°C

Mpuknag 12

7-meTokcu-1-dpeHincynboHrin-1H-2-ingonin(1-dexincynbgoHin-1H-2-iHgonin)metaHon T.nn.: 148-
150°C

Mpuknap 13

BeHn3zo[b]tiodheH-2-in(5-meTokeu-1-deHincynbdoHin-1H-2-ingonin)-1-metaHon

T.nn.: 71-73°C

Mpuknag 14

BeH3o[b]TiodeH-2-in(7-meTokcu-1-gpeHincynbgoHin-1H-2-ingonin)-1-metaHon

T.nn.: 118-119°C

Mpuknag 15

leH3o[b]dypaH-2-in(5-meTokcun-1-deHincynbgonin-1H-2-iHgonin)-1-metaHon

T.nn.: 71-73°C

Mpuknag 16

Bic(N-ceHincynbgoHiniHgon-2-in)metax-1-oH

Po3unH 20,00r (36,9MMonb) Bic(N-deHincynbgoHiniHgon-2-in)-1-metaHony y 200mn abcon. DMF
oxonogxytTe Ao 0°C. Ticns pogasanHa 90,4r aguxpomaty nipuaumHito (PDC) npotarom 20rof
nepemillyoTe Npu KiMHaTHIA TemnepaTtypi. [ns ocTtatodHOro NpuroTyBaHHa gogatots 700mn H.O Ta
700mn CHCl,. BogHy dhasy ekctparyioTb 2x200Mn CH»Cl,. O6'egHaHi opr. eKcTpakTM npoMUBaloTh
500mn H2O. Micns BigkadyBaHHA po3unHHMKA Y BakyyMi i gogaBaHHa CHyCl, B ocag BMnagae npogykT:
6e30apBHi kpuctanu. Buxig 15,0r (75%).

T.nn.: 244°C (MeOH /edip)

AHanoriYyHMM YMHOM OAEPXKYIOTh:

Mpuknag 17

(5-meTtoken-N-geHincynbgoHiniHgon-2-in)-(N-derincynbdoHiniHaon-2-in)MeraH-1-oH

T.nn. 205°C (MeOH)

Mpuknag 18

Bic(5-meTokcun-N-deHicynbgoHiniHaon-2-in)-1-meTaHoH

T.nn.: 190-191°C

Mpuknag 19

Bic-iHgon-2-inmeTaH-1-oH

10,0r (18,5mMmonb) Bic(N-cbeHincynbdoHiniHaon-2-in)metax-1-oH po3vnHsaTb Yy 380mn 99% EtOH.
Micna pogaBaHHa 210mn 10% NaOH posuuH 20rof HarpiBaloTb 3i 3BOPOTHUM XonoAunbHUKOM. [Ans
OCTaTOYHOro NpUroTyBaHHsA BigkadytoTe EtOH gogatote 500mMn Hacuy. posunHy NaCl ta 500mn CHyCl; i
asmn BigokpemnoTb. BoaHy dasy ekctparytoTs 2x200mn CH,Cl,, o6'egHaHi opr. ekcTpakTy cyliaTtb
Hag Na»SOs i gocywyloTb y Bakyymi. bic-iHoon ocamKyeTbcsa ik HeOOpobeHWn NPOAYKT | Moxe ByTu
nepexkpuctanizosanumn 3 CH,Cl, y kpuctanm xxoBToro konbopy. Buxig 4,5r (93%).

T.nn.: 272-273°C (CH.Cly)

AHanoriYyHMM YMHOM OOEPXKYIOTh:

Mpuknag 20

(5-meTtokeuiHgon-2-in)-(ingon-2-in)meTaH-1-oH

T.nn.: 233-235°C (MeOH)

Mpuknag 21

Bic(5-meTokcmiHgoN-2-iM)-1-MeTaHoH

T.nn.: 202-204°C

Mpuknapg 22

OnbenHszoTioeH-2-in-1-meTaHoH

T.nn.: 161°C

Mpuknag 23

5-meTokcu-1-deHincynsgoHin-3-inaonin(1-deHincynbdoHin-2-ingonin)-1-meTaHoH

T.nn.: 114-116°C



Mpuknag 24

(1H-iHgon-2-in)-(1-H-ingon-3-in)-1-meTaHoH

T.nn.: 260-261°C (MeOH)

Mpuknag 25
BeH3o[b]TiodeH-2-in(7-meTokeu-1-deHincynbgoHin-1H-2-ingonin)-1-meTaHoH
T.nn.: 190°C

Mpuknapg 26
BeH3o[b]tiodeH-2-in(7-meTokcu-1H-2-ingonin)-1-meTaHoH

T.nn.: 155°C

Mpuknapg 27
BeH3o[b]TiodeH-2-in(5-meTokeu-1-deHincynbgoHin-1H-2-ingonin)-1-meTaHoH
T.nn.: 82-83°C

Mpuknapg 28
BeH3o[b]tiodeH-2-in(5-meTokcu-1H-2-iHgonin)-1-mMeTaHoH .

T.nn.: 200°C

Mpuknag 29
7-meTokcu-1-dpeHincynbgoHrin-1H-2-ingonin(1-denincynbgoHin-1H-2-iHaonin)metaHoH
T.nn.: 129-130°C

Mpuknag 30

7-meTokeun-1H-2-ingonin(1H-2-iHgonin)meTaHoH

T.nn.: 151°C

Mpuknag 31
6-meToKCKu-1-dpeHincynbgoHrin-1H-2-ingonin(1-denincynbgoHin-1H-2-iHaonin)vetaHoH
T.nn.: 184-186°C

Mpuknapg 32

6-meTokcu-1H-2-ingonin(1H-2-iHgonin)MeTaHoH

T.nn.: 184-186°C

Mpuknag 33
1-metun-1H-2-iHgonin(1-eTnn-5-meTunokcun-1H-2-ingonin)-1-meTaHoH
T.nn.: 148-149°C

Mpuknag 34
1H-2-iHgonin(1-metun-5-meTnnoken-1H-2-iHaonin)-1-MeTaHoH

T.nn.: 190°C

Mpuknag 35
1-metun-1H-2-iHgonin(5-metunoken-1H-2-iHgonin)-1-mMmeTaHoH
T.nn.: 176-177°C

Mpuknapg 36
1-Etvn-1H-2-iHgonin(1-etnn-5-metunokcu-1H-2-iHgonin)-1-meTaHoH
T, nn.: 99-100°C

Mpuknapg 37
1H-2-iHgonin(1-etnn-5-meTunokcu-1H-2-iHgonin)-1-meTaHoH

T.nn.: 142-143°C

Mpuknapg 38
1-Etvn-1H-2-iHgonin(5-metunokeu-1H-2-inaonin)-1-meTaHoH

T.nn.: 101-102°C

Mpuknag 39
1-6eH3un-1H-2-ingonin(1-6eH3unn-5-metokeu-1H-2-iHgonin)-1-meTaHoH
T.nn.: 132°C

Mpuknag 40
1H-2-iHponin(1-6eH3nn-5-meTokeun-1H-2-ingonin)-1-meTaHoH

T.nn.: 180-182°C

Mpuknag 41
1-6eH3un-1H-2-ingonin(5-metokcn-1H-2-iHgonin)-1-meTaHoH

T.nn.: 167-168°C

Mpuknapg 42

5-6eH3unokcun-1H-2-ingonin(1H-2-ingonin)metaHoH

T.nn.: 199-201°C

Mpuknag 43

5-rinpokcu-1H-2-iHgonin(1H-2-ingonin)MeTaHoH

T.nn.: >220°C.

Mpuknag 44

5-eTokcu-1H-2-ingonin(1H-2-ingonin)MeTaHoH

T.nn.: 168-169°C

Mpuknag 45
1H-2-iHgonin[5-(2-mopdoniH-1-ineTunokcu)-1H-2-iHgonin)MeTaHoH
T.nn.: 98-101°C

Mpuknapg 46



1H-2-iHgonin[5-(3-aumeTnnamiHonponinokcu)-1H-2-ingonin]metaHoH
T.nn.: 163-166°C

Mpuknapg 47
5-(4-nopobyTtunnokcn)-1H-2-ingonin(1H-2-iHgonin)meTtaHoH

T.nn.: 110-113°C

Mpuknapg 48
1H-2-iHgonin[5-(2-gumeTnnamiHoeTunokcu)-1H-2-iHgonin)meTaHoH
T.nn.: 143-145°C

Mpuknag 49
5-Linknorekcunmetunoken-1H-2-ingonin(1H-2-ingonin)metaHoH
T.nn.: 185°C (po3kn.).

Mpuknag 50
5-(5-noponeHtunokcwn)-1H-2-ingonin(1H-2-iHgonin)meraHoH
T.nn.: 127-130°C

Mpuknag 51
1-H-2-ingonin[5-(1-deHinetunokcn)-1H-2-ingonin]meTaHoH

T.nn.: 151-153°C.

Mpuknag 52
1H-2-iHgonin[5-(2-ninepuauH-1-inetunokcun)-1H-2-iHgonin]meTaHoH
T.nn.: 104-106°C

Mpuknag 53

[2-(1H-2-inpgoninkap6oHin)-1H-5-iHgonin)]eTaHoaT

T.nn.: 223-224°C

Mpuknag 54
[2-(1H-2-inponinkap6oHin)-1H-5-iHaonin)]4-meTokcmbeH3oaT
T.nn.: >230°C

Mpuknag 55

[2-(1H-2-inponinkap6oHin)-1H-5-iHgonin)|6yTaHoaT

T.nn.: 201-204°C

Mpuknag 56

[2-(1H-2-inpgoninkap6oHin)-1H-5-iHaonin)] 2-(N,N)-gumeTunamiHoeTaHoat
T.nn.: 215-217°C.

Mpuknag 57

[2-(1H-2-ingoninkap6oHin)-1H-5-iHgonin)JnponaxHoat

T.nn.: >230°C.

Mpuknag 58

[2-(1H-2-inponinkap6oHin)-1H-5-iHgonin)] 2-TiodpeHineTaHoaT
T.nn.: 224-226°C

Mpuknag 59

[2-(1H-2-inponinkap6oHin)-1 H-5-iHgonin)] O-aueTuncaniymnar
T.nn.: 133-135°C.

Mpuknag 60
[2-(1H-2-inponinkap6oHin)-1H-5-iHaonin)]-4-cdeHinbeH3oaT

T.nn.: >220°C.

Mpuknag 61

[2-(1H-2-inponinkap6oHin)-1H-5-iHaonin)] 2-deHinnponaHoat
T.nn.: 211-313°C

Mpuknapg 62

[2-(1H-2-ingoninkap6oHin)-1H-5-ingonin)] a-auetundeHinetaHoat
T.nn.: 194-196°C

Mpuknag 63

[2-(IN-2-ingoninkap6oHin)-1H-5-iHgonin)] 6eH3oat

T.nn.: >230°C

Mpuknag 64

[2-(1H-2-inponinkap6oHin)-1H-5-iHaonin)] 3-meTokcudeHineTaHoat
T.nn.: 212-215°C

Mpuknag 65

[2-(1H-2-inponinkap6oHin)-1H-5-iHgonin)] 2-xnopbeH3oaT

T.nn.: >230°C

Mpuknapg 66

[2-(1H-2-inponinkap6oHin)-1H-5-iHaonin)] 4-HiTpobeH3oat

T.nn.: >230°C

Mpuknag 67

[2-(1H-2-inponinkap6oHin)-1H-5-iHaonin)] 3,4,5-TpumeTokcmbeH3oaT
T.nn.: 216-219°C

Mpuknapg 68

(2-(1H-2-ingoninkap©oHin)-1H-5-iHgonin)] umHamaTt



T.nn.: 226-228°C
Mpuknapg 69
[2-(1H-2-inponinkap6oHin)-1H-5-iHgonin)] 2-dypaninkapbokcunat

T.nn.: >230°C

Mpuknag 70

On(1-derincynbdoHin-1H-2-ingonin)meTtaH

Ho posunHy 26,671 (49,2mMmonb)  Bic(N-geHincynbdoHiniHgon-2-in)-1-metaHony T1a  15,00r
(57,8mmonb) TpudbeHincunaHy y 400mn abcon. CHyCl, yepes 30xB no kpannax goparoTb 22,4Mn
TpudTopouToBoi kucnotm (TFA). Yepes lrog nepemillyBaHHsl Npy KiMHaTHIA TemnepaTypi AofarTb
H20 i cymiw npy oxonomKeHHi OO NboasHOI TemnepaTypyn obepexHO HelTpanisytoTb 3a LONOMOrol
Na,COs. [licnsa BigokpeMneHHs a3, BUCYLLYBaHHA oOpraHiyHoi dasm Hag NaSOs Ta BigroHy
PO34YMHHUKA HEOOPOONEHU NPOOYKT OYULLAIOTL LUMSIXOM KOJMOHKOBOI xpomaTtorpadii (SiO2; CH2Cl, /
rekcaH 6:4), otpumytoumn 6e30apBHi kpuctanu. Buxig 22,5r (87%).

T.nn.: 144-145°C (edip)

AHanoriYyHMM YMHOM OAEPXKYIOTh:

Mpuknag 71

Bic(5-meTokcun-N-geHincynbgoHinivgon-2-in)metaH

T.nn.: 159-160°C (CHCl; / rekcaH)

Mpuknapg 72

(5-MeTokeun-M-derincynboHin-ingon-2-in)-(N-ceHin-cynedoHin-iHaon-2-in) metax

T.nn.: 98-100°C (CH.Cl2/rekcaH).

Mpuknag 73

(5-meTokcu-N-geHincynbgoHiniHaon-2-in)-(7-metokcu-N-derincynboHiniHaon-2-in) Mmetax

T.nn.: 168-170°C (CHCl; / rekcaH)

Mpuknag 74

On(1H-2-ingonin)meTaH

15,0r (28,5mmonb) 57 kun'atate 3 20r K,COs; y 800mn MeOH Tta 200mn H.O 14 pgHis. Ong
OCTaTO4HOro MpuroTyBaHHa gogatoTe 500mn Hacwud. posunHy NaCl i casu BigokpemntotoTb. [licna
BMCYLLYBaHHS Opr. ha3n po3yMHHMK BigkauyoTb y Bakyymi. HeobpobneHuin npoayKT ounLLaloTh LUFISIXOM
KONOHKOBOI XpoMaTorpadii, oTpumytoun 6e36apBHi kpuctanu. Buxig 5,4r (76%).

T.nn.: 189-191°C

AHanoriYyHMm YMHOM OAEPXKYIOTh:

Mpuknag 75

(5-meTtokeuiHgon-2-in)-(ingon-2-in)meTtaH

T.nn.: 112°C (MeOH).

Mpuknag 76

(1H-iHgon-2-in)-(1-H-ingon-3-in)-1-meTaH

T.nn.: 161-163°C (BogH. EtOH)

Mpuknag 77

1,3-An(1H-2-iHgonin)nponaH

PosunHsoTte 38,0r (0,21monb) TpuMetuncunin-o-tonyiguay y 950mn abc. rekcaHy, npu KiMHaTHIN
Temnepatypi no kpannax gogatts 291,0mn (0,47monb) n-Buli (1,6M y rekcani) i cymiw HarpiBaoTb
npoTsirom 4rof 3i 3BOPOTHUM XONOAMIbHUKOM. Bigpasy nicns uboro oxonomkyoTe oo - 78°C i npu uin
Temn, no kpannsax goaatots 20,5mn (0,11Monb) 4ieTUnoBOro ectepy rnyTapoBoi kucnotu y 380mn abe.
THF. lMepemiwytoTe 1lrog npu -78°C, MOTiM MOBIMbHO, MPOTAromM A0OM JaloTe OXOMOHYTM A0 KiMH.
Temnepatypu i Bigpasy nicnga Uboro HarpiBatoTb Lie 2rog A0 KUMiHHSA. [1icns OXOnoaXeHHs AonvBaloTb
1n nbogsHOi Bogn i ekcTparyloTe 5*500Mn ouTOBOro ecrtepy, BucyllytloTb o6'egHaHi opr. dasn Hag
Na SO, i BigkauyoTb y BakyyMi po3dmHHMK. KpucTtanu Ginoro konebopy. Buxia: 6,55r (23,9Mmons, 22%).

T.nn.: 143-145°C (eTaHon)

AHanoriYyHum YMHOM ogepKyBarnu:

Mpuknag 78

1,3-On(1H-2-iHgonin)eTtaH

T.nn.: 264-267°C

Mpuknag 79

1,2-Di-(1-deHincynboHin-1H-2-ingonin)-1-eTeH

(27,9mmonb) TiCls wnpuuem i Bigpasy nicnsa uboro 2,0r (30,5MMonb) Ao4arTb LIMHKOBUIA MOPOLLIOK.
Komnosuuito 30xB HarpisaloTb 3i 3BOPOTHMM XOrogurbHUKOM. [icns uboro no kpannsx npu 0°C 3HoBy
popatoTb 3r (10,5MMonb) cnonyku 22, po3ynHeHoi y 50mn THF. Po3uuH HarpiBaloTe 40 HACTYMNHOMO AHS
3i 3BOPOTHMM XONOAUMbHUKOM. [10 OXOMOMKEHOro po3ynHy BunmsatoTb 300mn 20% posunHy K>COs i
3anuianTe NepeMillyBaTu OO HACTYMHOrO AHsI Npu KivH. Temnepartypi. LLinamonogibHun ocaa nicns
LbOro BiAdINbLTPOBYIOTh i We pa3 npomuatoTs THF, Big dinbTpaTy BigoOKpemnioTb opr. a3y i BogHy
dasy exctparytoTe CH,Clo.

O6'egHaHi opr. dasu NpomMKBaloTb BOAO, BUCYLYIOTb Had NaSOa i y BakyyMi 3BiMbHAOTL Big LM.
3A4iMCHIOITE OYMLLIEHHS LUNSXOM KONOHKOBOI xpomatorpadii (SiOz; CH:Cly/rekcan 2:1). Buxig: 1,1r
(2,0mMMmonb, 39%) KpUCTaniB XXOBTOrO KOMNbOPY.

T.nn.: 272°C

Mpuknag 80



Bic(5-meTokcu-N-deHincynbgoHiniHaon-2-in)heHokcumeTaH

Ho posunHy 2r (3,7mmonb) Bic(N-deHincynbdoHiniHgon-2-in)-1-metaHony y 20mn THF npu 0°C
popjatote  188mr NaH (60% y napacini). Bigpady nicna  uboro  gopatots  13,5mr
TeTpabyTunamoHiniogmay Ta 0,45mn 6eH3unbpomigy i nepemiwytote npu 20°C. Bigpasy nicns uporo
obepexHo gopaoTb Boady Ta edip, BigokpemrioTb edip i BogHy dasy Agivi npommBaioTb edipom. Opr.
a3y BucyLuytoTb Hag NaxSOy i Bigpasy nicnsi 4boro po3ymHHKK BigkadytoTb. Buxig: 0,86mr (81%)

T.nn.: 192°C (po3kn.)

Mpuknag 81

1,2,3,8,9,10-rekcarigpoingono[3',2"5,6]nipono[3',4":3,4]-unknorenta[blingon-1,3-aioH

Oo 236mr (9,75Mmonb) MarHieBoi CTpyxku y 6mn abcon. THF pgogaiote nonosuHy 0,73mn
(9,75mmonb) 6e3BogHoro etunbpomigy: [licnsa novaTky peakuii nNo Kpannsx [Ao4alTb  pewTy
eTnnopomigy Ans nojanbLUoro KMN'aTiHHA po3duHy. Bigpasy nicnsi uporo KMM'aTATe OO PO3YMHEHHS
MarHieBoi cTpyxkn (MpnbnunsHo 30xB). [icnsa 0XonomKeHHs A0 KiMH. TemMnepaTypy No Kpannsx 4o4aroTb
1,00r (4,06mMmonb) meTuneH-2,2'-6ic-iHgony y 25mn abcon. Tonyony Ta 1mn abcon. THF i 45xB
nepemiwyoTb Npu 45°C. lMicnsa NOBTOPHOIO OXONMOMKEHHST A0 KIMH. TemnepaTypu no Kpanmnsx NpoTarom
1rog popatotb 1,04r (4,06Mmonb) anbpommaneiHimigy y 50mn abcon. Tonyony Ta 2mn abcon. THF, a
noTiM A0 HacTyMHOro AHS HarpiBarTb 3i 3BOPOTHUM XONOAWMBbHUKOM. [ 0CTaTOYHOrO NMPUroTyBaHHS

pogatoTb 100r nbogy Ta 50mMn 20% NUMOHHOT KMCNOTK, @ NOTIM CTPYLWYTb 3 2X50MN OLTOBOrO ecTepy.
Opr. ekctpakt npomumsatote H,O, cywats Hag Nap;SO4 i gocywyoTb nig Bakyymom. HeobpobneHui
NpPOAYKT OYMLLAITh LUNSXOM KONOHKOBOI xpoMaTtorpadii (SiO2, 1:CH.Cl, / outoBun ectep 8:2; 2. CH,Cl»
/ ouToBui ecTep 7:1). Kpuctanu yepBoHoro konbopy. Buxig 290mr (22%).

T.nn.: >350°C (ouTOBUMI ecTep).

AHanoriYyHMM YMHOM OOEPXKYIOTh:

Mpuknap 82

1,2,3,8,9,10-rekcarigpo-5-metokcmingono[3',2":5,6nipono[3',4":3,4]-umknorenta[blingon-1,3-aioH

T.nn.: >350°C (EtOH)

Mpuknap 83

1,2,3,8,9,10,11,12-okTarigpoingono[3',2":5,6 Jnipono[ 3',4":3,4]-umknoHoHalblinaon-1,3-4ioH

T.nn.: 137°C (CH2Cly) (poskn.)

Mpuknag 84

1,2,3,8,9,10,11-I'enTarigpo-2-metuningono[3',2":5,6]nipono[3',4":3,4]-uuknookTalb] iHaon-1,3-gioH

T.nn.: > 350°C

Mpuknag 85

2-6eH3unokcumeTun-1,2,3,8,9,10-rekcarigpoiHgono[3',2":5,6]nipono[3',4":3,4]-uuknorentalblingon-
1,3-gioH

T.nn.: >350°C (EtOH)

Mpuknapg 86

1,2,3,8,9,10-rekcarigpo-2-metuningono[3',2":5,6]nipono[3',4":3,4]-unknorenta[blingon-1,3-AioH

T.nn.: >350°C (CHCly)

Mpuknapg 87

3,8,9,10-tetparigpo-8-[2-(N,N-aumetunamiHo)etun]-1H-inaono[3',2":5,6]dypo-
[3',4":3,4]umknorenTalblingon-1,3-gioH

T.nn.: >350°C (MeOH)

Mpuknapg 88

2-6eH3unokcumeTun-1,2,3,8,9,10-rekcarigpo-8-[2-(N,N-gumeTnnamiHo)-
etun]iHgono[3',2":5,6]nipono[3',4":3,4]umknorenTa[blinaon-1,3-AioH

T.nn.: 164-165°C (MeOH)

Mpuknag 89

1,2,3,8,9,10-rekcarigpo-2-metun-8-[2-(N,N-

avmeTnnamiHo)etunjiHgono[3',2":5,6]-nipono[3',2":3,4]umknorenTtalblingon-1,3-4ioH

T.nn.: 185°C (MeOH)

Mpuknag 90

1,2,3,8,9,10-rekcarigpo-8-[2-(N,N-gnmetunamiHo)etunlingono[3',2":5,6]nipono-
[3',2":3,4]umknorenTalblingon-1,3-gioH

T.nn.: 213-214°C (EtOH)

Mpuknag 91

3-6pomo-4-(2-(2-(1H-2-ingonin)etun)-1H-3-iHaonin)-1-meTtnn-2,5-aurigpo-1H-nipon-2,5-aioH

T.nn.: 169°C

Mpuknag 92

3-6pomo-4-(2-(4-(1H-2-ingonin)byTnn)-1H-3-ingonin)-1-meTnn-2,5-aurigpo-1H-nipon-2,5-aioH

T.nn.: 165°C (po3skn.)

Mpuknag 93

3-6pomo-4-(2-(5-(1H-2-ingonin)neHTnn)-1H-3-ingonin)-1-meTtnn-2,5-aurigpo-1H-nipon-2,5-aioH

T.nn.: 125°C (po3skn.)

Mpuknag 94

Bic(iHaon-3-in)MeTaHoH



AnanoriyHo MNpuknagosi 31 3 TpudocreHoM 3aMicTb AnbpommaneiHimigy

T.nn.: 297-299°C

Mpuknag 95

HiactepeomepHa cymiw 3 8-(3,4,6-Tpn-O-6eH3nn-B-D-rntokonipaHo3unn)-2-6eH3nnoken-meTmn-
1,2,3,8,9,10-rekcarigpoingono[3',2":5,6]nipono[3',4":3,4]uuknorentalblinaon-1,3-gioHy Ta 8-(3,4,6-tpu-0O-
6eH3un-a-D-maHonipaHo3un)-2-6eH3unokcumeTun-1,2,3,8,9,10-
rekcarigpoiHgono[3',2":5,6]nipono[3',4":3,4]uuknorentalblingon-1,3-gioHy
HiactepeomepHa cymiw ABo3amiweHux O-rmikosungis 468,7mr (1,02mMmonb)  2-6eH3UNoKCUMeTUI-
1,2,3,8,9,10-rekcarigpoingono[3',2"5,6]nipono[3',4":3,4]unknorentalblingon-1,3-gioHy  gopawTe 80
cycneHnsii 91,8mr (3,06mmonb) NaH (80% y napadiHoBomy macni) y 16mn abcon. THF. Yepes 30x8 no
Kpannsx gopawTe po3duH 1,2-aHrigpo-3,4,6-Tpu-O-6eH3un-D-rnokonipaHo3n y 16mn abcon. THF.
Komnosuuito nepemiwyiots 5rog npu 50°C i lrog npy 60°C. PeakuiHui po3umH Ans OCTaTOYHOro

NpUroTyBaHHs BUNMBaOTb Ha 10Mn Hacuy. po3dmHy NaHCOs i ekcTparytoTe 3x10Mn OLTOBOrO ecTepy.
O6'egHaHi opr. ekcTpakTy npoMuBatoTb 15mn Hacuy. po3dmHy NaCl, cywate Hag NaxSOa i gocyLyoTb y
BakyyMi. [MpoayKT LINAXOM KOMOHKOBOI xpomatorpadii (1-a konoHka: SiO,; Tonyon / isonponinamid 8:2;
2-a konoHka: SiO,; CH,Cly/MeOH 12:1) BigokpemniolTb Big NoBiYHMX NPOAYKTIB Ta HENepeTBOPEHOro
apykTy. BigokpemneHHs giactepeomepHux cymillen BiabyBaeTbes wnsixom PXBP.

Mpuknap 96

[JiactepeomepHa CyMiLLl 8-B-D-rnokonipaHo3un)-1,2,3,8,9,10-rekcarigpoiHgono
[3',2"5,6]nipono[3',4":3,4]umnknorenTtalbJingon-1,3-aioHy Ta 8-(o.-D-maHonipaHoswun)-1,2,3,8,9,10-
rekcarigpoiHgono[3',2":5,6]nipono[3',4":3,4]uuknorentalblingon-1,3-gioHy  150mr (0,17mmornb) 8-(3,4,6-
Tpu-0O-6eH3un-D-rntokonipaHo3unn)-2-6eH3unokcumetun-1,2,3,8,9,10-
rekcarigpoiHgono[3',2":5,6]nipono[3',4":3,4]uuknorentalblingon-1,3-gioHy 'y BWUMsAi  AiacTepeoMepHOol
cyMiLi po3unHsioTb y 50mn abcon. EtOH i nicna gogasanHsa 200mr Pd/C (5%) 5roa nepemiluytoTe npu 7
6ap Tucky H.. lMicnsa uporo BigkayyoTe Hag uenitom, npononockytoTs 50mMn CH.Cl, i po3unH cywats y
BakyyMi. be3 ouuwieHHs HeoOpoGneHun npoaykT po3uMHsoTb Yy 15mMn abcon. THF i posuuH
oxonogxytTe go 0°C. lMoTtim npotarom 10x8 BBOAATe NHsz i 1roa nepemiwytoTe NpU KiIMHATHINA
Temnepartypi. llicna BigkadyBaHHs THF y Bakyymi Macno, WO 3anumnnocs, OYULLaoTb LUMSXOM
KornoHkoBoi xpomaTtorpadii (SiO2; CH.Cl, / MeOH 8 : 2): macno 4yepBoHoro konbopy. Buxig 10mr (12%).

Mpuknag 97

1,2,3,3a,8,9,10,14-okTarigpoiHgono[3',2":5,6]nipono[3',4":3,4]umknorenta[bJinaon-1,3-4ioH

1,20r (18,4MMoMb) UMHKOBOro rpaHynsaTty npomumBaiTe 2x3mn 2N HCI, Bigpa3sy nicns uboro
popatots oo 90mr (0,33mmonb) HaCl, y 1,5mn H>O Tta 1,5mn koHu. HCI i 10xB cTpywyioTb npu

KiMHaTHIN TeMnepatypi. BoaHy da3sy AekaHTyoTb i LMHKOBY amarnbramy Lie npoMuBalTb 2xX3MN po3B.
HCI nepeg AofaBaHHAM Ao PO34unHy 60,0mr (0,18mmorb) 1,2,3,8,9,10-
rekcarigpoingono[3',2':5,6]nipono[3',4":3,4]uvknorenta[blingon-1,3-gioHy y 1,5mn 5N HCI, 1,5mn EtOH
Ta 1,5Mn Tonyony Ta HarpiBaHHs 3i 3BOPOTHMM XONoAWNbHWKOM. Yepes 1rof, LOWHO peakuinHun
PO34MH OXOMOMKYETbCA OO0 KiMH. TemnepaTypu, gogaTe H,O i ekctparyiote 2x10mn CH.Cl,. Opr.
eKkcTpakTu cywaTtb Hag NapSOa, OOCYLYIOTh Y BaKyyMi i O4MLLAIOTL LUMSXOM KOSTOHKOBOI Xpomatorpadii
(SiOy; CHCI, / outoBui ectep / MeOH 8:2; 0,5), otpumytoun 6e36apsHui Bick. Buxig 14mr (23%).

Mpuknag 98

2,5-purigpo-3,4-6ic(N-TpumeTunncmnnineTokeMmeTuniHaon-2-in)-1H-nipono-2,5-aioH

[o posunHy 22,65mr (0,02mMMonb) TeTpakicTpudeHindocdiHnanagio ta 450,0mr (1,77Mmonsb) 3,4-
anbpowm-2,5-gungpo-1H-nipono-2,5-gioHy y 10mn abcon. DMF no kpannsax gogatots 1,05r (1,96mmonb)
2-TpubyTtuncraHin-N-TpumeTuncunineTokcMumeTuniHgon y 5mn aécon. DMF i Bigpasy nicns uporo 1roa
HarpiBaloTb go 110°C. licns oxonomkeHHs BunmsaioTb Ha 50mn H>O i ekctparytoTe 2x50Mn edipy.
EdipHi dasn npomusatots 100mn H,O, cywate Hag NaSOs i gocywyloTb nig Bakyymom. [pogyktu
BiJOKPEMIIIOIOTE LUNSAXOM KOMOHKOBOI xpomaTorpadii (1-a komoHka: SiOp; CHyCl, / MeOH / rekcaH
20:1:2, 2-a konoHka: SiO2; CH2CI, / outoBuit ectep 20:1). Bick »xoBToro konsopy. Buxig 200mr (19%).

AHanoriYyHMM YMHOM OOEPXKYIOTh:

Mpuknag 99

2,5-puripgpo-3,4-6ic-inaon-2-in-1H-nipono-2,5-aioH

T.nn.: 197°C (po3skn.) (CH2CI; / rekcaH)

Mpuknag 100

2,5-gurigpo-3,4-6ic(N-ceHicynbgoHTinivaon-2in)-1H-nipono-2,5-aioH

T.nn.: 196-197°C (po3kn.) (aueToH)

Mpuknag 101

2,5-purigpo-1-meTtun-3,4-6ic(N-deHincynboHiniHgon-2-in)- 1H-nipono-2,5-gioH

T.nn.: 147°C (edip)

Mpuknag 102

2,5-purippo-3,4-6ic-inaon-2-in-1-metun-1H-nipono-2,5-gioH

T.nn.: 247°C (CHClI; / rekcaH) (po3kn.)

Mpuknapg 103

2,5-purigpo-3-ingon-2-in-1-[2-(N,N-gumetunamiHo)etun]-4-(N-ceHincynbs doHiniHaon-2-in)-1H-
nipono-2,5-aioH



2,5-gurigpo-1-[2-(N,N-gumeTtunamiHo)etnn]-3,4-6ic(N-ceHincynsoHiniHgon-2-in)-1H-nipono-2,5-
AioH

4,12mmonb  2,5-aurigpo-3,4-6ic(N-deHicynbdoHinigon-2-in)-1H-nipono-2,5-4ioHy  po3unHATL Y
30mn abcon. DMF i npu nepemiwyBaHHi obepexHo gopatoTe 200mr (5,00mmonb) KH. Yepes lropg
nepeMillyBaHHs Npu KiMHaTHIN TemnepaTypi AodaloTb ranoreHig i 24roq nepemillytoTb Npy KiMHATHIN
Temnepatypi. [lns ocTaTo4HOro NPUroTyBaHHS KOMMO3WLiI0 BUNMBAIOTb Ha nboAdsHy Bogy. DMF 1a H,O
BigraHalTe y BakyyMmi, ocag posuuHsiiotb y CHoCl, i npomusatote HpO. llicns BucywyBaHHSA Hag
Na,SO, LM BigkauyioTb y Bakyymi i ocag ouMalTb LUNSXOM KOJOHKOBOI Xxpomatorpadii (SiOz;
ouToBuUi ecTep). Buxig 448mr. 121 Tta 122 He BigOKPEMIIOTECS LLUMSIXOM KONTOHKOBOI XpomMaTtorpadii.

AHanoriyHo oTpUMYIOTb Taki CrOMyKu:

Mpuknapg 104

2,5-puripgpo-3,4-6ic(ingon-2-in)-1[2-(N,N-gumeTtnnamiHo)etun]-1H-nipono-2,5-gioH

Bick opaHxeBoro Konbopy

Mpuknag 105

1-(2-6pomeTun)-2,5-aurigpo-3,4-6ic(N-cdeHicynbdoHiniHgon-2-in)-1H-nipono-2,5-gioH  Bick oBTO-
6yporo konbopy

Mpuknapg 106

1-(2-6pometun)-2,5-aurigpo-3-ingon-2-in-4-(N-dgeHincynsoHiniHgon-2-in)-1H-nipono-2,5-gioH

T.nn.: 160°C (po3kn.)

Mpuknag 107

1-(2-6pomeTun)-2,5-aurigpo-3,4-6ic(ingon-2-in)-1H-nipono-2,5-gioH

T.nn.: 104-109°C

Mpuknapg 108

1-(2-as3upoeTnn)-2,5-gurigpo-3,4-6ic(N-deHincynboHiningon-2-in)-1H-nipono-2,5-gioH

T.nn.: 165°C (po3skn.)

Mpuknag 109

1-(2-asupgoeTnn)-2,5-gurigpo-3-iHgon-2-in-4-(N-geHincynboHiningon-2-in)-1H-nipono-2,5-gioH

T.nn.: 190°C (po3kn.)

Mpuknag 110

1-(2-amiHoeTun)-2,5-gurigpo-3-iHgon-2-in-4-(N-deHincynbdoHininaon-2-in)-1H-nipono-2,5-gioH

T.nn.: 180°C (po3kn.)

Mpuknag 111

3-6pomo-4-(2-(3-(3-(4-6pomo-1-meTnn-2,5-giokco-2,5-gurigpo- 1H-3-niponin)-1H-2-iHgonin)nponin)-
1H-3-iHgonin)-1-metun-2,5-aurigpo-1H-nipon-2,5-aioH

200wmr (0,7mmonb) 1,3-an(1H-2-igonin)nponaHy po3unHsaoTb y 4mMn abcon. THF i oxonomkyoTe 4o
0°C. lMoTim no kpannsx npotsarom 30x8 gogatoTe 1,09mn (1,7mMmonb) n-Buli (1,6M y rekcani) i cymiw
nepeMillyoTb 2rod Npu KiMHaTHIA TemnepaTypi. Bigpasy nicns uboro no kpannsx nosoni gogawoTb 0,461
(1,71mmonb) N-metungubpommaneinimig y 4mn abecon. THF. Komnoauuito nepemilyoTe 40 HAaCTYMNHOro
OHS Mpy KiIMHaTHIA TemnepaTypi, a noTiMm BunueatoTb Ha 10mn 2N HCI. Cymiw noTim ekcTparyioTb
echipom (2x10mn) Ta outoBumMm ectepom (3x10mn), opr. cdasy BucywyTb Hag NaxSOs i pO34MHHMK
BigKauyoTh y Bakyymi. Ocaj oumLLaioTb LUNSXOM KOJOHKOBOI xpomaTorpadii (SiO2, CH2Cly). MNMopoLuok
YepBOHOro Komnbopy. Buxia: 0,20r (44%).

T.nn.: 160°C (po3kn.)

AHanoriYyHMM YMHOM OOEPXKYIOTh:

Mpuknag 112

3-6pomo-4-(2-(5-(3-(4-6pomo-1-meTnn-2,5-giokco-2,5-aurigpo-1H-3-niponin)-1H-2-iHgonin)neHTun)-
1H-3-iHgonin)-1-metun-2,5-aurigpo-1H-nipon-2,5-aioH

T.nn.: 137°C (po3skn.)

Mpuknag 113

3-6pomo-4-(2-(3-(3-(4-6pomo-2,5-giokco-2,5-gurinpo-1H-3-niponin)-1H-2-iHgonin)nponin)-1H-3-
iHgonin)-2,5-gurigpo-1H-nipon-2,5-aioH

T.nn.: >350°C

Mpuknag 114

3-6pomo-4-(2-(5-(3-(4-6pomo-2,5-giokco-2,5-gurigpo-1H-3-niponin)-1H-2-iHgonin)neHTnn)-1H-3-
iHoonkn)-2,5-gurigpo-1H-nipon-2,5-gioH

T.nn.: >350°C

Mpuknapg 115

3-6pomo-4-(2-(8-(3-(4-6pomo-2,5-giokco-2,5-gurinpo-1H-3-niponin)-1H-2-ingonin)oktun)-1H-3-
iHgonin)-2,5-gurigpo-1H-nipon-2,5-aioH

T.nn.: 180°C (po3kn.)

Mpuknag 116

3-6pomo-4-(2-(2-(3-(4-6pomo-1-meTnn-2,5-giokco-2,5-gurigpo-1H-3-niponin)-1H-2-iHgonin)etun)-
1H-3-iHgonin)-1-metun-2,5-aurigpo-1H-nipon-2,5-aioH

T.nn.: 179°C

Mpuknag 117

3-6pomo-4-(2-(4-(3-(4-6pomo-1-meTnn-2,5-giokco-2,5-aurigpo-1H-3-niponin)-1H-2-iHgonin)oyTun)-
1H-3-iHgonin)-1-metun-2,5-aurigpo-1H-nipon-2,5-aioH



T.nn.: 190°C(po3kn.)

Mpuknag 118

3-6pomo-4-(2-(8-(3-(4-6pomo-1-meTnn-2,5-giokco-2,5-gurigpo-1H-3-niponin)-1H-2-iHgonin)okTun)-
1H-3-iHgonin)-1-metun-2,5-aurigpo-1H-nipon-2,5-aioH

T.nn.: 185°C (po3skn.)

Mpuknag 119

3-6pomo-4-(2-(10-(3-(4-6pomo-1-meTun-2,5-giokco-2,5-aurigpo-1H-3-niponin)-1H-2-
iHoonin)aeuun)-1H-3-ingonin)-1-metun-2,5-gurigpo-1H-nipon-2,5-aioH

T.nn.: 164°C (po3skn.)

Mpuknapg 120

3-6pomo-4-(2-(10-(3-(4-6pomo-2,5-aiokco-2,5-gurigpo-1H-3-niponin)-1H-2-ingonin)aeuwmn)-1H-3-
iHgonin)-2,5-gurigpo-1H-nipon-2,5-aioH

T.nn.: 164°C (po3skn.)

Mpuknag 121

3-6pomo-4-(2-(12-(3-(4-6pomo-1-meTun-2,5-giokco-2,5-aurigpo-1H-3-niponin)-1H-2-
iHgonin)oogeunn)-1H-3-ingonin)-1-metun-2,5-gurigpo-1H-nipon-2,5-aioH

T.nn.: 126-129°C

LLinsixom nepeTBopeHHs cnonyku 3a Mpuknagom 114 gumeTunamiHoMm oTpUMyBanu:

Mpuknapg 122

3-N,N-anmetun-amiHo-4-(2-(5-(3-(4-N,N-anmetun-amiHo-2,5-giokco-2,5-aurigpo-1H-3-niponin)-1H-
2-iHgonin)neHtun)-1H-3-iHgonin)-2,5-gurigpo-1H-nipon-2,5-aioH

Mpuknapg 123

1-metun-3-(1-niponiguHin)-4-(2-(5-(3-(1-metun-4-(1-niponiannin)-2,5-giokco-2,5-gurigpo-1H-3-
niponin)-1H-2-iHgonin)neHtnn)-1H-3-ingonin)-2,5-gurigpo-1H-nipon-2,5-aioH

PosunHsitote 1,0r (1,5mMmonb) 3-6pomo-4-(2-(5-(3-(4-6pomo-1-meTun-2,5-giokco-2,5-gurigpo-1H-3-
niponin)-1H-2-ingonin)neHtnn)-1H-3-ingonin)-1-metnn-2,5-gurigpo-1H-nipon-2,5-gioHy y 5mn
(60,6mMmoOnb) NiponianHy i 3anyLwaoTb NepeMillyBaTUCA 40 HACTYMHOrO AHS NPW KIMHATHIN Temneparypi.
MoTim 3arBui niponiguH BigraHaTe. Ocag NOBHICTIO 3BiMbHAKTL Bi PELUTOK PO3YMHHUKIB Yy BaKyyMi,
CTBOPEHOMY MAacrioHacocoM i Bigpasy MiCrs UbOro OYULLAIOTb LUMSXOM KOMOHKOBOI Xpomatorpadii
(SiO2, CH2CI, / outoBuii ectep 95:5). Buxig: 480mr (49%).

T.nn.: 298°C

AHanoriYyHMm YMHOM OAEPXKYIOTh:

Mpuknapg 124

1-metun-3-(1-ninepuauHin)-4-(2-(5-(3-(1-metun-4-(1-ninepuavHin)-2,5-giokco-

2,5-gurigpo-1H-3-niponin)-1H-2-ingonin)nenTun)-1H-3-iHgonin)-2,5-gurigpo-1H-

nipon-2,5-AioH

T.nn.: 262°C

Mpuknag 125

1-metun-3-(1-mopdoninin)-4-(2-(5-(3-(1-metnn-4-(1-mopdoniHin)-2,5-aiokco-

2,5-gurigpo-1H-3-niponin)-1H-2-ingonin)nentun)-1H-3-ingonin)-2,5-gurigpo-1H-

nipon-2,5-AioH

T.nn.: 168-170°C

Mpuknag 126

1-metun-3-(1-teTparigpoisoxiHoniHin)-4-(2-(5-(3-(1-meTtnn-4-(1-

TeTparigpoi3oxiHoniHin)-2,5-agiokco-2,5-aurigpo-1H-3-niponin)-1H-2-

iHgonin)nentun)-1H-3-iHgonin)-2,5-aurigpo-1H-nipon-2,5-aioH

T.nn.: 141-142°C

Mpuknapg 127

1-metun-3-(1-(4-(3-TpudptopmetundeHin)ninepasuin))-4-(2-(5-(3-(1-metun-4-

(1-(4-(3-TpudbTopmeTundeHin)ninepasutin))-2,5-giokco-2,5-gurigpo-1H-3-

niponin)-1H-2-iHgonin)neHtnn)-1H-3-ingonin)-2,5-gurigpo-1H-nipon-2,5-aioH

T.nn.: 140-141°C

Mpuknapg 128

1-metun-3-(1-(4-isonponinamiHokapboHinmeTunninepasutin))-4-(2-(5-(3-(1-metun-4-(1-(4-
izonponinamiHokapboHinMeTunninepasuHin))-2,5-giokco-2,5-gurigpo-1H-3-niponin)-1H-2-
iHgonin)nenTun)-1H-3-iHgonin)-2,5-auvrigpo-1H-nipon-2,5-aioH

T.nn.: 126-128°C

Mpuknag 129

1-metun-3-(1-(4-isonponinamiHokap6oHinmeTunninepasutin))-4-(2-(5-(3-(4-6pomo-1-

meTun-2,5-giokco-2,5-aurigpo-1H-3-niponin)-1H-2-iHgonin)neHTnn)-1H-3-ivgonin)-2,5-gurigpo-1H-
nipon-2,5-AioH

T.nn.: 156°C

Mpuknag 130

1-metun-3-(1-(4-niponiguHinkapboHinmetunninepasuHin))-4-(2-(5-(3-(1-metnn-4-(1-

(4-niponiguHinkapboHinmeTunninepasuHin))-2,5-giokco-2,5-gurigpo-1H-3-niponin)-1H-

2-iHgonin)neHtun)-1H-3-iHgonin)-2,5-gurigpo-1H-nipon-2,5-aioH

T.nn.: 158°C (po3kn.)



Mpuknag 131

1-metun-3-(1-(4-niponiguHinkapboHinmetunninepasutin))-4-(2-(5-(3-(4-6pomo-1-meTnn-2,5-giokco-
2,5-purigpo-1H-3-niponin)-1H-2-ingonin)neHtun)-1H-3-iHgonin)-2,5-gurigpo-1H-nipon-2,5-aioH

T.nn.: 158-159°C

Mpuknapg 132

1-metun-3-(1-(4-ninepmguHoninepunawnHin))-4-(2-(5-(3-(1-metnn-4-(1-(4-ninepuanHoninepuanHin) )-
2,5-piokco-2)5-gurigpo-1H-3-niponin)-1H-2-ingonin)neHtun)-1H-3-iHgonin)-2,5-aurigpo-1H-nipon-2,5-
AioH

T.nn.: 230-232°C (po3kr.)

Mpuknapg 133

1-metun-3-(1-(4-ninepuguHoninepuaunHin))-4-(2-(5-(3-(4-6pomo-1-metun-2,5-giokco-2,5-aurigpo-1H-
3-niponin)-1H-2-iHgonin)neHtun)-1H-3-ingonin)-2,5-avrigpo-1H-nipon-2,5-aioH

T.nn.: 162-164°C

Mpuknag 134

1-metun-3-(1-(4-eTokcmkapboHinninepasuH-1-in))-4-(2-(5-(3-(1-metun-(4-eTokcrnkapboHinninepasuH-
1-in)-2,5-piokco-2,5-gurigpo-1H-3-niponin)-1H-2-ingonin)nextun)-1H-3-ingonin)-2,5-gurigpo-1H-nipon-
2,5-nioH

T.nn.: 149-150°C

Mpuknapg 135

1-metun-3-(1-(4-(N-(4-rinpokcudeHin)-etunamin))-4-(2-(5-(3-(1-metun-(4-6pomo-2,5-giokco-2,5-
avrigpo-1H-3-niponin)-1H-2-ingonin)neHtun)-1H-3-ingonin)-2,5-gurigpo-1H-nipon-2,5-gioH

T.nn.: 120-122°C (po3kr.)

Mpuknapg 136

1-metun-3-(1-(4-(N-1,2-g1am1HoeTtnn))-4-(2-(4-(3-(1-metun-(4-6pomo-2,5-giokco-2,5-gurigpo-1 - H-
3~niponin)-1 H-2-ingonin)byTnn)-1 H-3-iHgonin)-2,5-aurigpo-1 H-nipon-2,5-aioH

T.nn.: 180°C (po3kn.)

Mpuknapg 137

1 -metun-3-(1-(4-(N-1,2-giamiHoeTun))-4-(2-(4-(3-(1-meTtnn-(4-(N-1,2-giamiHoeTnn)-2,5-giokco-2,5-
avrigpo-1H-3-niponin)-1H-2-ingonin)oyTnn)-1H-3-ingonin)-2,5-guriapo-1H-nipon-2,5-gioH

T.nn.: >240°C (po3kn.)

Mpuknapg 138

4,39-pumeTtun-1,4,14,29,39,42-rekcaasaoktaunkro[40.2.2.0(2,6).0(7,15).0(8,13).0(28,36).

0(30,35).0(37,41)]rekcateTpakoHTa-2(6),7(15),8(13),9,11,28(36),30(35),31:33,37(41)-nekaeH-
3,5,38,40-TetpaoH  0,75mmonb  3-6pomo-4-(2-(12-(3-(4-6pomo-1-meTun-2,5-giokco-2,5-avrigpo-1H-3-
niponin)-1H-2-ingonin)gogeumn)-1H-3-iHaonin)-1-metun-2,5-gurigpo-1H-nipon-2,5-4ioHy  po34ynHsAlTL Y
200mn abcon. DMF, powmiwytoTb 0,5mn abc. NEts i HarpiBatotb go 80°C. Bigpasy nicns uboro go
TENMoro po34MHy Mo Kpannsix noBosi AogaTs po3yuH 0,75Mmonb ninepasuHy y 100mn abcon. DMF Ta
0,5mn NEts i nicns uporo nepemiwwytots 48rog npm 80°C. PO34MHHMK NOTIM Mawbke NMOBHICTIO BUAANSOTh
y Bakyymi i go ocagy pogatotb 100mn 1IN HCI. Llein po3unH noTiM ekcTparyioTb OLTOBMM €CTEPOM
(3aranom npunbnusHo 600mn), o6'egHaHi ekcTpakTn BUCYLWYIOTb Hag NaxSOs i PO3YMHHUK BiAraHsiioTh y
Bakyymi. OuulleHHs BigbyBaeTbCa LUMSIXOM KOJOHKOBOI xpomatorpadii (SiOz, CH:CI»/EE9,5:0,5).
Kpuctanu oparxeBoro konbopy. Buxia: 0,267t (52%).

T.nn.: 194-195°C

AHanoriYyHMM YMHOM OOEPXKYIOTh:

Mpuknag 139

8,43-AnmeTnn-5,8,18,33,43,46-
rekcaasaHoHauwukno[44,2,2,2(2,5).0(6,10).0(11,19).0(12,17).0(32,40).0(34,39).0(41,45)]
JoneHTakoHTa-6(10),11(19),12(17),13,15,32(40)134(39),35,37,41(45)-nekaeH-7,9,42,44-TeTpaoH

T.nn.: >250°C

Mpuknag 140

9,44-npumeTnn-6,9,19,34,44 ,47-

rekcaasaHoHauwmkno[45,2,2,2(3,6).0(7,11).0(12,20).0(15,18).0(33,412).0(35,40).0(42,
46)]TpuneHTakoHTa-7(11),12(20),13(18),14,16,33(41),35(40),36,38,42(46)-aekaeH-8,10,43,45-TeTpaoH

T.nn.: 286°C (po3kn.)

Mpuknag 141

10,45-aumeTnn-7,10,20,35,45,48-
rekcaasaHoHauwukno[46,2,2,2(4,7).0(8,12).0(13,21).0(14,19).0(34,42).0(36,41).0(43,47)]
TeTpaneHTakoHTa-8(12),13(21),14(19),15,17,34(42),36(41),37,39,43(47)-nekaeH-9,11,44,46-TeTpaoH

T.nn.: >250°C

Mpuknapg 142

11,46-apumeTnn-8,11,21,36,46,49-rekcaazaHoHaLyKIO-

[47,2,2,2(5,8).0(9,13).0(14,22).0(15,20).0(35,43).0(37,42).0(44,48)|neHTaneHTakoHTa-9(13), 14(22),
15(20), 16,18,35(43), 37(42),38, 40,44(48)-pexaeH-10,12,45,47-TeTpaoH

T.nn.: 276°C (po3kn.)

Mpuknapg 143

13,48-AnmeTtnn-10,13,23,38,48,51-
rekcaasaHoHauwmkno[49,2,2,2(7,10).0(11,15).0(16,24).0(17,22).0(37,45).0(39,44).0(46,50)]



renTaneHTakoHTa-11(15),16(24),17(22),18,20,37(45),39(44),40,42,46(50)-aekaeH-12,14,47,49-TeTpaoH

T.nn.: 245°C (po3skn.)

Mpuknapg 144

14,49-npumeTtnn-11,14,24,39,49,52-

rekcaasaHoHauwmkno[50,2,2,2(8,11).0(12,16).0(17,25).0(18,23).0(38,46).0(40,45).0(4

7,51 )JokTaneHTakoHTa-12(16), 17(25), 18(23),19,21,38(46),40(45),41,43,47(51)-

nekaeH-13,15,48,50-TeTpaoH

T.nn.: 325°C (po3skn.)

Mpuknapg 145

4,30-gumetunn-1,4,14,20,30,33-

rekcaasaoktaumkno[31,2,2,0(2,6).0(7,15).0(8,13).0(19,27).0(21,26).0(28,32)]
renTatpuakoHTa-2(6),7(15),8(13),9,11,19(27),21(26),22,24,28(32)-aekaeH-3,5,29,31-TeTpaoH

T.nn.: 314-318°C

Mpuknapg 146

8,34-lnmeTnn-5,8,18,24,34,37-

rekcaasaHoHauwukno[35,2,2,2(2,5).0(6,10)0(11,19).0(12,17).0(23,31).0(25,30).0(32,3

6)]TputeTpakoHTa-6(10),11(19),12(17),13,15,23(31),25(30),26,28,32(36)-aekaeH-

7,9,33,35-TeTpaoH

T.nn.: 197-200°C

Mpuknapg 147

9,35-lnmeTnn-6,9,19,25,35,38-

rekcaasaHoHauwmkno[36,2,2,2,(3,6).0(7,11),0(12,20).0(13,18).0(24,32).0(26,31),0
(33,37)]reTpaterpakoHTa-7(11), 12(20), 13(18),

14,16,24(32),26(31),27,29,33(37)-nexaeH-8,10,34,36-TeTpacH

T.nn.: 337°C (po3skn.)

Mpuknapg 148

10,36-AnmeTtnn-7,10,20,26,36,39-
rekcaasaHoHauwukno[37,2,2,2(4,7).0(8,12).0(13,21).0(14,19).0(25,33).0(27,32).0(34,38)|neHTaTETPAKOHT
a-8(12), 13(21), 14(19), 15,17,25(33),27(32),28,30,34(38)-aekaeH-9,11,35,37-TeTpaoH

T.nn.: 245°C (po3kn.)

Mpuknapg 149

11,37-Anmetnn-8,11,21,27,37,40-
rekcaasaHoHauukno[38,2,2,2(5,8).0(9,13).0(14-22).0(15,20).0(26,34).0(28,33).0(35,39)]
rekcaTeTpakoHTa-9(13),14(22).15(20).16,18,26(34),28(33),29,31,35(39)-nekaeH-10,12,36,38-TeTpaoH

T.nn.: 325°C (po3skn.)

Mpuknag 150

13,39-aumeTnn-10,13,23,29,39,42-
rekcaasaHoHauwmkno[40,2,2,2(7,10).0(11,15).0(16,24).0(17,22).0(28,36).0(30,35).0(37,41)]
okTaTeTpakoHTa-11(15).16(24),17(22),18,20,28(36),30(35),31,33,37(41)-nekaeH-12,14,38,40-TeTpaoH

T.nn.: 245°C (po3kn.)

Mpuknag 151

14,40-apumeTnin-11,14,24,30,40,43-
rekcaasaHoHauwukno[41,2,2,2(8,11).0(12,16).0(17,25).0(18,23).0(29,37).0(31,36).0(38,42)]
HoHaTeTpakoHTa-12(16),17(25),18(23),19,21,29(37),31(36),32,34,38(42)-nekaeH-13,15,39,41-TeTpaoH

T.nn.: 325°C (po3skn.)

Mpuknapg 152

1,4,14,22,32,35-

rekcaasaokraumkno[33,2,2,0(2,6).0(7,15).0(8,13).0(21,29).0(23,28).0(30,34)|HoHaTpmakoHTa-
2(6),7(15),8(13),9,11,21(29),23(28),24,26,30(34)-nekaeH-3,5,31,33-TeTpaoH

T.nn.: 314-318°C

Mpuknapg 153

5,8,18,26,36,39-

rekcaasaHoHauwukno[37,2,2,2(2,5).0(6,10).0(11,19).0(12,17).0(25,33).0(27,32).0(34,38)JneHTaTeTpa
KOHTa-6(10),11(19),12(17),13,15,25(33),27(32),28,30,34(38)-nekaeH-7,9,35,37-TeTpaoH

T.nn.: 197-200°C

Mpuknapg 154

9,37-aumeTnn-6,9,19,27,37,40-

rekcaasaHoHauwmkno[38,2,2,2(3,6).0(7,11).0(12,20).0(13,18).0(26,34).0(28,33).0(35,39)]rekcaTeTpak
OHTa-7(11),12(20),13(18),14,16,26(34),28(33),29,31,35(39)-aekaeH-8,10,36,38-TeTpaoH

T.nn.: >350°C

Mpuknag 155

7,10,20,28,38,41-

rekcaasaHoHauwmkno[39,2,2,2(4,7).0(8,12).0(13,21).0(14,19).0(27,35).0(29,34).0(36,40)]renTaTeTpak
0oHTa-8(12),13(21),14(19),15,17,27(35),29(34),30,32,36(40)-nekaeH-9,11,37,39-TeTpacH

T.nn.: 290-292°C

Mpuknapg 156

11,39-gumeTun-8,11,21,29,39,42-rekcaasaHoHauumknol[40,2,2,2(5,8).0(9,13).0(14,22)



0(15,20).0(28,36).0(30,35).0(37,41)]okTaTeTpakoHTa-9(13),14(22),15(20),
16,18,28(36),30(35),31,33,37(41)-nekaeHn-10,12,38,40-TeTpaoH

T.nn.: 310°C (po3skn.)

Mpuknapg 157

13,41-aumetnin-10,13,23,31,41,44-

rekcaasaHoHauwukno[42,2,2,2(7,10).0(11,15).0(16,24).0(17,22).0(30,38).0(32,37).0(39,43)JneHTakoH
Ta-11(15),16(24),17(22),18,20,30(38),32(37),33,35,39(43)-aekaeH-12,14,40,42-TeTpaocH

T.nn.: 310°C (po3skn.)

Mpuknapg 158

14,42-pumeTtnin-11,14,24,32,42,45-

rekcaasaHoHauwukno[43,2,2,2(8,11).0(12,16).0(17,25).0(18,23).0(31,39).0(33,38).0(40,44)]yHneHTak
OHTa-12(16),17(25),18(23),19,21,31(39),33(38),34,36,40(44)-aekaeH-13,15,41,43-TeTpaoH

T.nn.: 321-324°C

Mpuknag 159

6,13-aumeTun-5,6,7,8,9,10,11,12,13,14,19,20,21,22,23,24-rekcagekarigpoavniporno

[3',415,16:3',4"5,6]ingono[2',3":13,14][1,4]ailazauvknorekcageLmHo[8,7:blingon-5,7,12,14-teTpaoH

T.nn.: >240°C

Mpuknag 160

1,4,14,29,39,42-

rekcaasaoktaumkno[40,2,2,0(2,6).0(7,15).0(8,13).0(28,36).0(30,35),0(37,41)]rekcaTeTpakoHTa-
2(6),7(15),8(13),9,11,28(36),30(35),31,33,37(41)-nekaen-3,5,38,40-TeTpaoH

T.nn.: 194-195°C

Mpuknag 161

5,8,18,33,43,46-
rekcaasaHoHauwukno[44,2,2,2(2,5).0(6,10).0(11,19).0(12,17).(32,40).0(34,39).0(41,45)|noneHTakoHTa-
6(10),11(19),12(17),13,15,32(40),34(39),35,37,41(45)-nekaeH-7,9,42,44-TeTpaoH

T.nn.: 236-238°C

Mpuknapg 162

6,9,19,34,44,47-rekcaasaHoHauukro[45,2,2,2(3,6).0(7,11).0(12,20).0(15,18),0(33,412).
0(35,40).0(42,46)]tpuneHTakoHTa-(11),12(20),13(18),14,16,33(41),35(40),36,38,42(46)-nekaeH-
8,10,43,45-TeTpaoH

T.nn.: 231-233°C

Mpuknag 163

7,10,20,35,45,48-
rekcaasaHoHauwmkno[46,2,2,2(4,7).0(8,12).0(13,21).0(14,19).0(34,42).0(36,41).0(43,47)]
TeTpaneHTakoHTa-8(12),13(21),14(19),15,17,34(42),36(41),37,39,43(47)-nekaeH-9,11,44,46-TeTpaoH

T.nn.: 209-211°C

Mpuknapg 164

8,11,21,36,46,49-
rekcaasaHoHauwukno[47,2,2,2(5,8).0(9,13).0(14,22).0(15,20).0(35,43).0(37,42).0(44,48)|neHTaneHTaKoHT
a-9(13),14(22),15(20),16,18,35(43),37(42),38,40,44(48)-nekaenH-10,12,45,47-TeTpaoH

T.nn.: 282-284°C

Mpuknag 165

10,13,23,38,48,51-
rekcaasaHoHauwukno[49,2,2,2(7,10).0(11,15).0(16,24).0(17,22).0(37,45).0(39,44).0(46,50)]
renTaneHTakoHTa-11(15),16(24),17(22),18,20,37(45),39(44),40,42,46(50)-aekaeH-12,14,47,49-TeTpaoH

T.nn.: 176-179°C

Mpuknapg 166

11,14,24,39,49,52-

rekcaasaHoHauwmkno[50,2,2,2(8,11).0(12,16).0(17,25).0(18,23).0(38,46).0(40,45).0(47,51)|okTaneHt
aKkoHTa-12(16),17(25),18(23),19,21,38(46),40(45),41,43,47(51)-nekaeH-13,15,48,50-teTpaoH

T.nn.: 147-150°C

Mpuknapg 167

1,4,14,20,30,33rekcaa3aokTtaumkno[31,2,2,0(2,6).0(7,15).0(8.13).0(19,27),0(21,26).
0(28,32)JrenTaTpuakoHTa-2(6),7(15),8(13),9,11,19(27),21(26),22,24,28(32)-nekaeH-3,5,29,31-TeTpacH

T.nn.: 350°C (po3kn.)

Mpuknag 168

5,8,18,24,34,37-rekcaasaHoHauukno[35,2,2,2(2,5).0(6,10).0(11,19).0(12,17),0(23,31).0(25,30).
0(32,36)]tputetpakoHTa-6(10),11(19),12(17),13,15,23(31),25(30),26,28,32(36)-nekaeH-7,9,33,35-
TETpaoH

T.nn.: 285°C (po3kn.)

Mpuknag 169

6,9,19,25,35,38-rekcaasaHoHauukno[36,2,2,2(3,6).0(7,11).0(12,20).0(13,18),0
(24,32).0(26,31).0(33,37))TeTpaTteTpakoHTa-7(11),12(20),13(18),14,16,24(32),

26(31),27,29,33(37)-nekaeH-8,10,34,36-TeTpaoH

T.nn.: 215°C

Mpuknag 170



7,10,20,26,36,39-
rekcaasaHoHauwmkno[37,2,2,2(4,7).0(8,12).0(13,21).0(14,19).0(25,33).0(27,32).0(34,38)]

neHTareTpakoHTa-8(12),13(21),14(19),15,17,25(33),27(32),28,30,34(38)-aexkaeH-9,11,35,37-
TETpaoH

T.nn.: 330°C (po3skn.)

Mpuknag 171

8,11,21,27,37,40-
rekcaasaHoHauwmkno[38,2,2,2(5,8).0(9,13).0(14,22).0(15,20).0(26,34).0(28,33).0(35,39)]

rekcaTeTpakoHTa-9(13),14(22),15(20),16,18,26(34),28(33),29,31,35(39)-aekaeH-10,12,36,38-
TETpaoH

T.nn.: 335,5°C (po3kn.)

Mpuknapg 172

10,13,23,29,39,42-

rekcaasaHoHauwmkno[40,2,2,2(7,10).0(11,15).0(16,24).0(17,22).0(28,36).0(30,35).0(37,41)|okTaTeTp
aKkoHTa-11(15),16(24),17(22),18,20,28(36),30(35),31,33,37(41)-nekaeH-12,14,38,40-TeTpaoH

T.nn.: 243-245°C

Mpuknag 173

11,14,24,30,40,43-

rekcaasaHoHauwkno[41,2,2,2(8,11).0(12,16).0(17,25).0(18,23).0(29,37).0(31,36).0(38,42)HoHaTeTp
akoHTa-12(16),17(25),18(23),19,21,29(37),31(36)(32)34,38(42)-aekaeH-13,15,39,41-TeTpaoH

T.nn.: 258-260°C

Mpuknag 174

4,32-pumetun-1,4,14,22,32,35-
rekcaasaokTtaumkno[33,2,2,0(2,6).0(7,15).0(8,13).0(21,29).0(23,28).0(30,34)]
HOHaTpuakoHTa-2(6),7(15),8(13),9,11,21(29),23(28),24,26,30(34)-nekaeH-3,5,31,33-TeTpaocH

T.nn.: >350°C

Mpuknapg 175

8,36-aumeTnn-5,8,18,26,36,39-

rekcaasaHoHauwukno[37,2,2,2(2,5).0(6,10).0(11,19).0(12,17).0(25,33).0(27,32).0( 34,3

8)]neHTaTteTpakoHTa-6(10),11(19),12(17),13,15,25(33),27(32),28,30,34(38)-nekaeH-7,9,35,37-
TETpaoH

T.nn.: 310°C (po3kn.)

Mpuknag 176

10,38-aumeTnn-7,10,20,28,38,41-

rekcaasaHoHauwmkno[39,2,2,2(4,7).0(8,12).0(13,21).0(14,19).0(27,35).0(29,34).0(36,4

0)JrenTateTpakoHTa-8(12),13(21),14(19),15,17,27(35),29(34),30,32,36(40)-nekaeH-9,11,37,39-
TETpaoH

T.nn.: 280°C (po3kn.)

Mpuknapg 177

13,46-aumeTnn-1,7,10,13,23,36,46,49-

OKTaasaHoHauwukno[47,2,2,2(7,10).0(11,15).0(16,24).0(17,22).0(35,43).0(37,42).0(44,

48)]neHTaneHTakoHTa-11(15),16(24),17(22),18,20,35(43),37(42),38,40,44(48)-nekaeH-12,14,45 47
TeTpaoH

T.nn.: >220°C

Mpuknag 178

4,31-gpumetun-1,4,14,21,31,34-

rekcaasaokrtaumkno[32,2,2,0(2,6).0(7,15).0(8,13).0(20,28).0(22,27).0(29,33)]
oKkTaTpua-koHTa-2(6),7(15),8(13),9,11,20(28),22(27),23,25,29(33)-aekaeH-3,5,309,32-TeTpaoH

T.nn.: >240°C (po3kn.)

Mpuknag 179

8,35-gumeTtnn-5,8,18,25,35,38-

rekcaasaHoHauwmkno[36,2,2,2(2,5).0(6,10).0(11,19).0(12,17).0(24,32).0(26,31).0(33,37)]teTparteTpak
0HTa-6(10),11(19),12(17).13,15,24(32),26(31),27,29,33(37)-nexkaeH-7,9,34,36-TeTpaoH

T.nn.: >240°C (po3kn.)

Mpuknag 180

(1-(2-pumeTtunamiHoeTnn)-1H-3-ingonin)(1H-3-ingonin)-1-meTaHoH

PosunHstoTe 0,5r Bic(ingon-3-in)metaHoH y 30mn aueTtoHy. lNicns gogasanHa 0,92r K.CO3 Ta 0,27r
2-gumeTunamiHo-1-xnopetaH-rigpoxnopuay 70rof HarpiBaloTb 3i 3BOPOTHUM XOMOAMMbHUKOM. ALIETOH
BigkaudyoTb i 4O ocagy gopatoTe 30mn Boau Ta 30Mn ouToBOro ectepy. Yepes 15xB nepemillyBaHHA
BigokpemniooTe opr. Pasy, a BoaHy dasy e ABivi cTpywyoTe 3 15mMn outoBoro ectepy. O6'egHaHi
opr. cdhasm BucywyoTs Hag NaSOs i po3umHHMK BigraHsoTb. OunweHHs BigOyBaeTbCs LUASAXOM
KoroHKoBoi xpomaTtorpadii (SiO2, EE/MeOH 10:1). Buxia: 0,14r (20%)

T.nn.: 180-182°C

AHanoriYyHMM YMHOM OOEPXKYIOTh:

Mpuknapg 181

(1-(2-mopdponiHoeTnn)-1H-3-ingonin) (1H-3-iHgonin)-1-meTaHoH

T.nn.: 192-194°C



Mpuknapg 182

Bic(1-(2-mopdoniHoeTun)-1H-3-iHgonin)-1-meTaHoH

T.nn.: 91-93°C

Mpuknapg 183

(1-(2-ninepugunHoetun)-1H-3-iHgonin)(1H-3-iHaonin)-1-meTaHoH

T.nn.: 223-225°C

Mpuknapg 184

Bic(1-(2-ninepnamHoeTnn)-1H-3-ingonin)-1-meTaHoH

T.nn.: 152-155°C

Mpuknapg 185

(1-(3-gumeTtunaminonponin)-1H-3-ingonin)(1H-3-iHgonin)-1-meTaHoH

T.nn.: 144-146°C

Mpuknapg 186

(1-(3-niponignHonponin)-1H-3-ingonin)(1H-3-ingonin)-1-meTaHoH

T.nn.: 148-152°C

Mpuknapg 187

(1-(2-pumeTtunamiHoeTnn)-1H-2-ingonin)(1H-2-ingonin)-1-meTaHoH

T.nn.: 147-150°C

Mpuknapg 188

(1-(2-mopdponiHoeTnn)-1H-2-ingonin) (1H-2-iHgonin)-1-meTaHoH

Bick

Mpuknapg 189

(1-(2-ninepugunHoetun)-1H-2-iHgonin)(1H-2-iHaonin)-1-meTaHoH

Bick

Mpuknag 190

(1-(2-niponignHoetun)-1H-2-iHgonin)(1H-2-iHgonin)-1-meTaHoH

Bick

Mpuknag 191

11,46-gumeTtun-21,36-6ic(2-(1-ninepuHawnHin)-etun)-8,11,21,36,46,49-

rekcaasaHoHauukno-[47,2,2,2(5,8).0(9,13).0(14,22).0(15,20).0(35,43).0(37,42).
0(44,48)IneHTaneHTa-koHTa-9(13),14(22),15(20),16,18,35(43),37(42),38,40,44(48)-nekaeH-10,12,45,47-
TeTpaoH

T.nn.: 125-130°C

Mpuknapg 192

3,3"-gumeTokcupurniokeun-1,8-(2,2'-6ic-ingonin)okraH

B atmocdepi azoty oo po3uuHy 1,15r (4,00mmonb)1,8-(2,2'-6ic-ingonin)oktany y 20mn abcon. THF
npu 0°C no kpannsix AofalTb OKcaninauxnopug i nepemilyoTb 2rog Npu KiMHaTHIM TemnepaTypi.
Bigpasy nicnsa yporo no kpannsax gogatoTs 20mn MeOH. Komnoauuito nepemilytoTs 40 HACTYMHOMO OHsI
npuv KiMHaTHi TemnepaTypi. [Ins ocTaTo4yHOro NpUroTyBaHHsa 40 komnoaudii gomiwyoTs 100mn 1IN HCI,
HenTpanisytoTe 2N NaOH i cymiw ekcTtparyiote EE (3x25mm). lMicna BucywyBaHHs Hag NaSO4
PO3YMHHUK BiAraHAOTb Y BaKyyMi.

T.nn.: >250°C (po3kn.)

Mpuknapg 193

3-(2-(4-(1H-2-ingonin)oyTun)-1H-3-iHgonin)-1-metun-2,5-niponignHaioH

B atmocdepi BogHo 24rog npuv KiMHaTHI TemnepaTypi nepemiwyioTs po3dnH 240mr (0,50mMmonb)
3-6pomo-4-(2-(4-(1H-2-ingonin)byTnn)-1H-3-ingonin)-1-meTtnn-2,5-gurigpo-1H-nipon-2,5-gioHy Ta 140mr
(0,25mmonb)  Pd(OH)2/C(20%) y 30mn MeOH. [ns ocTaToyHOro MpUroTyBaHHA KOMMO3WLO
inbTpytoTb, iNbTpaT cywaTb i O4YMLLIAOTb Ocaf LUMSIXOM KOJOHKOBOI  xpomatorpadii  (SiOx;
CH,CI,/EE95:5). lMpn BuCylyBaHHI 4MCTOI bpakuii NpodykT KpucTanisyloTb vepe3 gopgaBaHHA PE.
Buxig: 48,0mr (24%), nopoLLok 6GEXEBOro KomnbLopy

T.nn.: 180-182°C

Mpuknapg 194

BunpoOyBaHHA 3 BUMiptOBaHHAM iHribyBaHHS 3anexHoro Big PDGF docdopuntioBaHHs TUPO3WHY
Ans Cronyk 3rigHoO 3 BUHaxXo4oM

KnituHm Swiss 3T3 KynbTuBytoTb NPOTAroM 1 TWxHA 3a cTaHaapTHUX ymoB (DMEM 3 rnytamiHom, 4r
rnoko3n, 10% FKS aHTmbioTukiB, 5-7,5% 002), i HanpukiHUi nepiogy KyNbTUBYBaHHS BOHWU SBMSOTH
co6010 CyLinbHWIA LWap i nepecTatoTb po3MHOXyBaTucs. Cepegosuiue 3amiHioloTe DMEM 6e3 cupoBatkm
i KNiTHW iHKYBYOTb NpoTarom 2rog npu 37°C 3i cnomykamy 3rigHO 3 BMHaxodoM abo y KOHTPOMbHMX
BUNpobyBaHHAX 3 DMSO (octatouHa koHueHTpauis 0,1-1%). [oTiM KMiTUHWM CTUMYINOTL Yepes
popasaHHs PDGF-BB o octaTouHOi KoHUeHTpauii 100Hr/Mn NnpoTarom 5xB Npuy KiMHaTHIN TeMnepartypi,
00 KOHTPONbHUX 3paskiB 34iNCHIOITb [0AaBaHHS BiAMOBIQHOMO pPO34YMHHMKA. [loTiM  34iMCHIOTb
[BOpa30Be NPOMUBAHHS KNiTUH NboasHuMm PBS Ta nisuc knitnH y nisucHomy 6ydepi, wo mictute Triton
X-100 (cknag Ta cnocib onucaHo y poboTi Selective platelet-derived growth factor receptor kinase
blockers reverse sis-transformation, M. Kovalenko, A. Gazit, A. Buhmer, C. Rorsman, L Runnstrand, C.
C.H. Heldin, J. Waltenberger, F.D. Buhmer, A. Levitzki (1994) Cancer Res. 54, 6106-6114). Jlizatn
LUEHTPU@YrylOTb |  BU3HA4YalTb KOHUEeHTpauito 6Ginka. 10Mkr ni3oBaHOro MpOTEiHYy HaHOCATb
6e3nocepeHbO Ha HIiTpouentonosHi membpaHu (oT-6moT-npucTpini abo BignoBiagHi GaraTonyHKoBI



NAaHLWeTH 3 HITPOLLENIONO3HUM AHOM).

BusaBneHHs docdopunioBaHHs TUPO3WHY 3AIACHIOITb CTaHAApPTHUMKM crnocobamu 3a OMNOMOro
aHTUTIN NpoTN OCOTUPO3MHY. HAK MNpaBUNO, MOHOKMOHANbHE aHTUTINO NPoTM (POCHOTUPOINHY
3B'A3y10Tb 3 nepokcnaasolo xpoHy (POD) i 3acTOCOBYHOTb BUABIEHHSI akTuBHOCTI POD 3a AOMOMOrot
XeMinoMiHecLeHLii. Bu3HayeHHs  kinbkocTi  BigOyBaeTbca abo 4epe3 rpagaudiiHuiin  aHania
3aCTOCOBYBaHMX AN BUABMEHHS MlOMiHecueHuii nniBok, abo 6esnocepegHbO 3a [AOMOMOro
noMiHoMeTpa. 3asBuyai pesynbTaToM CTUMYnAuii kniTuH 3a gonomoroto PDGF € 3-10-pasose

NOCUNEHHA CUrHany.

Cronykv crnodvaTKy [Bidi 3acTOCOBYyBanuM B OCTaTOMHIA KoHUeHTpauii 10mkr/mn. [Onsi akTMBHMX
CMonyK sk NOABIMHWM aHani3 34iMCHIoTb CTyniHY4acTe TUTpyBaHHA npu 30MkM, 10MkM, 3mkM, 1MkM,

0,3MkM Ta 0,1MkM. PesynbTaTv npeacTtaBneHo y Tabnuui 1.

Tabnuus 1

Mpuknag Cnonyka JC 50(mkM)

19 Bic-iHgon-2-inmeTtaH-1-oH 1

20 (5-meTtokemiHgon-2-in)-(ingon-2-in)meTtaH-1-oH 0,1-0,3

21 Bic(5-meTokcmiHgoN-2-in)-1-MeTaHoH 10-30

28 BeH3o[b]tiodeH-2-in(5-meTokcun-1H-2-ingonin)-1-meTaHoH 1

43 5-rigpokcu-1H-2-iHgonin(1H-2-ingonin)MetaHoH 0,1-0,3

45 1H-2-iHgonin[5-(2-mopdoniH-1-inetunokcu)-1H-2-iHgonin)MeTaHoH 1-3

48 1H-2-iHgonin[5-(2-gumeTnnamiHoeTunokcu)-1H-2-iHgonin)MeTaHoH 0,3-1

53 (2-(1H-2-ingoninkap6oHin)-1H-5-iHgonin)JeTaHoat 0,1-0,3

55 [2-(1H-2-ingoninkap6oHin)-1H-5-ingonin)]éyTaHoaT 1-3

56 [2-(1H-2-ingoninkap6oHin)-1H-5-igonin)]2-(N,N)-aumeTunamiHoeTaHoat 0,1

57 [2-(1H-2-ingoninkap6oHin)-1H-5-iHgonin)JnponaxHoat 0,3-1

58 [2-(1H-2-ingoninkap6oHin)-1H-5-iHgonin)]2-TiodeHineraHoar 0,3-1

Axichun aHanis BNNUBY Ha ocdopunioBaHHa TuposmHy PDGF-peuentopa Ta  KNiTUHHUX
cybcTpaTiB  34iicHIOTL  Yepe3  aHania nisatiB  KNiTMH  3a  JOMOMOrol  enektpodopesy Ha
noniakpunamigHoMmy reni Ta iMyHOONMOTWMHIY 3 aHTuTInaMmm npoTu (pocOTUPO3NHY CTaHAAPTHUMMU
cnocobamm.

Kpim Toro, cnonyku 3rigHO 3 BMHaxXo04OM AOCAIAXYIOTb iN Vitro 3 3acTOCYBaHHSAM MNa3maTUyHUX
membpaH kniTMH Swiss 3T3 Ta ouuweHoro PDGF-peuentopa 3 nepeeKkcnpecoBaHuX KIiTWH,
BUNPOOYIOTL B iHTaKTHMX KniTMHax A431 (i 4acTkoBO y nnasMaTU4HMX MembpaHax Swiss 3T3) Ha
MOXIMBE iHribyBaHHS TUPO3WHKiHA3n EGF-peuentopa i Ha iHribyBaHHA pekoMGiHAHTHOI Src-kiHasw.
PesynbTaTtn HaBeaeHo y Tabnui 2.

BunpobyBaHHsa cuHTesy OHK y knituHax Swiss 3T3, ki CTUMynOOTb 3 PisHUMU hakTopamu pocTy,
€ npuaatHUMK Ons XapakTtepu3auii cenekTMBHOI npoTunponidepaTuBHoi Adii iHribiTopiB peuentopis
TUPO3MHKiIHa3n. Cnomnyku [ocnigkytoTe Ha BnnvB Ha cuHTe3 OHK, akwn ctumynioetbcs PDGF-BB,
bFGF, FCS Ta noegHaHHa EGF Ta iHCcyniHy y umx knituHax. Lli ctumynsTopu maioTb npubnnsHo
OfHaKkoBY edheKTUBHICTb i akTuBI3ytoTb cuMHTEe3 [HK y kniTmHax 3 nonepegHb0 CTUMYNbOBaHUM Swiss
3T3 poctom y 5-20-pasiB. 3anexHicTb Big 403U Yy BIiAMNOBIOHMX AOCMiAaX, @ TaKoX OTpMMaHi 3HAYEeHHS
IC50 Tak camo npeacTaBneHo y Tabnuui 2.

Kpim Toro, cnonyku gOCnigpKyoTb Ha MOXITMBY NPOTUTPaAHCEOPMYBarbHY Aito Npy 3aCTOCYBaHHI Sis-
TpaHcopmoBaHux knitTH NIH3T3. Y uux knitTuHax 3aBasdku ekcnipecii PDGF-BB Ta nocTinHin
akTuBisauji eHporeHHnx PDGF-peuentopis nigTpUMyeTbCA  TpaHCOPMOBaHUA  DEHOTUN,  AKWN
BM3HAYa€eTbCs HEMPaBWUIbHUMMW HallapyBaHHSAMU Ta YTBOPEHHSIM KOJOHiN B arapi. OTpMMaHi 3Ha4YeHHs
1C50 Tak camo npeacTaeneHo y Tabnuui 2.

BignosigHo, BnnuB Ha PDGF-peuenTopHy kiHazy 3 6GOKy CMOMyk BM3HA4alTb LUMASXOM Takux
BUNPOOYBaHb:

- ABTodhocopuntoBaHHa PDGF-peLentopa B iHTaKTHUX KNiTuHax Swiss 3T3.

- ABTOodhocopunioBaHHs PDGF-peuenTtopa y BigokpemneHnx MembpaHax ibpobnactiB Swiss
3T3i

- ABTodhbochopunioBaHHs PDGF-peLienTopa B OYMLLEHMX PELLENTOPHUX NpenapaTax.

Hiskoro BnNnMBYy He crocTepirany npu aHanoriyHMx BUNPobyBaHHAX 3  peLenTOpHO
TUPO3MHKIHA3010 ANs enigepmManbHOro haktopa pocTy, a TakoX 3 LMTO30fbHOK TUPO3WHKiIHA30 Src Ao
KOHUeHTpauii 30MKM. TakMM 4YMHOM, Li CNonyku BUSBNATb cneuudivHicTe Ao iHribyBaHHs PDGF-
peLenTopHOi TUPO3MHKIHA3M NO BiAHOLUEHHIO A0 iHWNX TUPO3UHKIHA3.

Tabnuus 2
BunpobyBaHHs I IC 50(mkM)
Mpuknag 19 Mpuknag 20 | lMpuknag 21
PocdopuntoBaHHss PDGFR in vivo 1 0,1-0,3 10-30
(KnitnHn Swiss 3T3)




doccopuntoBaHHs PDGFR in vitro 0,3-1 <0,03 He BU3H.
(MembpaHa Swiss 3T3)
doccopuntoBanHHs PDGFR in vitro (ounweH. PDGF-peuenTop) 0,1-0,3 He BU3H. He BU3H.
docdopuntoBaHHs EGFR in vivo (KnituHn A 431) >10 >10 He BU3H.
docdopuntoBaHHs src-kiHasw in vivo (KnituHu src-NIH) >30 >30 He BU3H.
PeBepcis TpaHcdopmoBaHoi Mopdonorii KniTuH sis-3T3 +++ He BU3H. He BU3H.
cuHTe3 OHK (KnituHn Swiss | PDGF-cTUMYnboBaHi 3-10 He BU3H. He BU3H.
3T3) FGF-cTumynboBaHi 3-10 He BU3H. He BU3H.
EGF/iHcyniH-ctumynboBaHi 10% >30 He BU3H. He BU3H,
FCS >30 He BU3H. He BU3H.
YTBOpEHHS KONOHIN (kNiTWH sis-3T3) 3-10 He BU3H. He BU3H.




