MaTtpuuHi meTannonpoTeiHasn (MMPs) sBnsitloTb coboto rpyny epMeHTiB, siki 3afgieHi B naTtosoriyHe
pyWHyBaHHs 3'eQHyBanbHOI TKaHWHKM | 6asanbHux MembpaH. Lli eHgonentngasu, Wo MiCTATb LMHK, CKIagatoTbes i3
OeKinbkox nigrpyn depMeHTiB, WO BKMOYalTb KonareHasu, CTpOMeni3uHW i xxenaTuHasu. byno nokasaHo, Lo
cepen uux BuAiB xenatuHasu Hawbinblue 3afieHi B piCT i MOLMPEHHS 3MosikicHMX MyxnuH. Bigomo, wo piBeHb
eKcnpecii )enaTtuHasm NigBMLLYETLCA 3i 3MOSIKICHICTIO i WO XenaTuHasa Moxe pyviHyBaTy 6a3ansHy MembpaHy, Wwo
Befde A0 MeTacTasiB NyxnmHWU. HegasHo Oyno nokasaHo, Lo aHrioreHes, HeobXiAHWIA AN pOCTy COMIAHWX MYXIWH,
Mae€ XenaTuHa3HUM KOMMOHEHT Yy CBOIN nartororil. Binbl Toro, iCHye Aokas, SKUi npunyckae, Lo XenaTtuHasa
b6epe ydyacTb y po3puBi OnsilkM, acouiioBaHOi 3 aTepocknepo3oMm. |Huwi ctaHu, onocepeakoByBaHi MMPs,
npeacTaBnsAloTb cobo pecTeHo3, onocepenkoByBaHe MMP nopylueHHs ocTeoreHesy, 3anarbHi 3aXBOPHOBaHHS
LleHTpanbHOi HEPBOBOI CUCTEMU, CTAPIHHA LLUKIPW, PICT 3NOSAKICHOI MyXITMHW, OCTE0apTPUT, PEBMaTOIgHUA apTpuT,
CEeNTUYHMI apTpuT, BMpaska POriBKW, aHOManbHe 3arOEHHs paHW, KICTKOBE 3axBOPIOBAHHS, MPOTEiHYpis,
3aXBOPIOBAHHS aHEBPWU3MY aopTW, BTpPaTa NepepoaXeHOoro xpsiia nicns yWKomMKeHHs cyrnoba, gemieniHizyiove
3axBOPIOBAHHS HEPBOBOI CUCTEMM, LMPO3 MNeuiHKW, [MOMepyrsipHe 3axBOPIOBaHHA HUPOK, MepegyacHe
pyvHyBaHHs1 NogoBux OOOMOHOK, 3axXBOPKBaHHSA 3ananeHHs CTPaBOBapWibHOTO TPakTy, MepiogoHTarbHe
3aXBOPIOBaHHSA, MOB'A3aHe 3 BiKOM [ereHepadis >XOBTOi nnsiMu, AiabeTndHa peTuHonaris, nponicdepaTnBHa
BiTpEOpETMHONATIA, paHHA PETUHOMNATIS, OYHE 3anarneHHs, KepaToKOHYC, Sjogren's CUHAPOM, MioMisi, 3rOsiKiCHi
NyXInVHW OKa, aHrioreHes/peBackynsipu3auisi CyauH oKa i BiATOPrHeHHs1 poriBkoBoro iMnnaHTtaTta. Wo crocyetbcs
ocTaHHix ornsaais, aueuck: (1) Recent Advances in Matrix Metalloproteinase Ubhibitor Researcg, R.P. Beckett,
A.H. Davidson, A.H. Drummond, P. Huxley and M. Whittaker, Research Focus, Vol. 1, 16-26, (1996), (2) Curr.
Opin. Ther. Patents (1994) 4(1):7-16, (3) Curr. Medicinal Chem. (1995) 2:743-762, (4) Exp. Opin. Ther. Patents
(1995) 592):1087-110, (5) Exp. Opin. Ther. Patents (1995) 5(12):1287-1196.

TNF(cdbakTop Hekposa nyxnuHu)- a-nepetsoptoBanbHun depmeHT (TACE) katanisye ytBopeHHs TNF-o i3
nonepegHuka Ginka TNF-a, 3B'a3aHoro 3 membpaHot. TNF-a npegctaBnse coboto nepegsananbHUN LATOKIH,
AKUA, SK AyMaloTb, BUKOHYE CBOKO (DYHKLIO NPV PpeBMaTtoigHOMY apTpwTi, CENTUYHOMY LLOKY, BiATOPrHEHHI
iMnnaHTaTa, Kaxekcii, aHopekcil, 3ananeHHi, 3acTiiHOi cepLeBOi HeQOCTaTHOCTI, 3ananbHOMY 3axXBOPHOBaHHI
LeHTpanbHOI HEepBOBOI CUCTEMW, 3anaribHOMYy 3axBOPKOBaHHI CTPaBOBapWUMbHOrO  TPakTy, IHCYMMHOBOI
pesucteHTHOCTi i HIV-iHdekuii, kpim ©oro BnacHMx p[obpe OCBITNEHMX MNPOTUMYXITUHHMX BRACTUBOCTEN.
Hanpwvknag, BuBYeHHST aHTUTIN A0 TNF-a-aHTWTIN i TpaHCreHHMX TBapuH nokasano, LWo GroKyBaHHS YyTBOPEHHS
TNF-o npuayLuye po3sutok apTputy. [laHe cnocTepexeHHs HegaBHO Gyno NOLUMPEHO TakoX i Ha Niogen.

MepenbavaeTbes, WO HeBenvki Monekynu iHribitopis MMPs i TACE matoTb, i3 Uil npu4nHM, MOXUBICTb ANst
nikyBaHHSA psify XBOpPoOnmBMX cTaHiB. Xo4a OyB ifgeHTUdikoBaHWI i onvcannii y nitepaTypi pag iHriditopis MMP i
TACE, GinbLuicTe UMX MOMeKyn npeacTaBnsioTb cobOw nenTuaHi i nentugo-nofibHi cnonyku, siki, gk i Tpeba
ouikyBaTu, 6iogoCTyMNHI i MaloTb hapMaKOKIHETUYHI YTPYOHEHHS, 3BUYalHI AN TaKMX CMOMyK, WO 0BMeXyTb iX
KNiHiYHY edeKTMBHICTb. HM3bKOMONEKynsApHi, CunbHi, TpuBanoi gji, nepopanbHo GiogocTynHi iHriGiTopyn MMPs
i/abo TACE €, omke, gyxe GaxaHMmu AN NOTEHUIMHONO MOCTIMHOIO fliKkyBaHHA BULLE3ragaHux XBOpoOnmMBUX
CTaHiB.

OcTtaHHiM 4vacom 3'aBunuca fea nocunaHHs (MateHt CLUA 5455258 i €sponelicbka [NaTteHTHa 3asBka
606046), saki onucyloTb apuncynbdoHaMmigo-3aMmilleHi rigpokcamoBi  KACMOTW. Y  AaHWX [JOKyMeHTax
po3rnagaloTbes cnomyku, npointocTpoBaHi Ha npuknagi CGS 27023A. Y Hux npegcTaBneHi Tinbky iHriGiTopu
HenenTuAHOMAaTPUYHMX MeTanonpoTeiHas, onMcaHnx 4o AaHOro vacy.

s

- \/CONHOH

CGS 270234
Salah i3 cnieaBT., Liebigs Ann. Chem. 195, (1973) onucanu pfesiki MNOXigHi apunsamilieHux Tio- i
apunsamileHnx CynbOHINBHNUX aueTorigpoKkcamoBOi KMCNOTK 3aranbHoi cdopmynu | [ani cnonyku 6ynu
ogepxaHi Ansi BuB4eHHsi peakuii MaHHixa. 3rogom BoHM 6ynu npoTecToBaHi Ha ix yHriLMAHY aKTUBHICTb.
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Oeski cynbdoHkapboHoBi kucnotn onucadi B nateHTi CLUA 4933367. Byno nokasaHo, Wo Ui Cromyku
BUSIBMSKOTb FiNOrMiKeMiYHY aKTUBHICTb.

OaHunin  BuHaxig CTOCYETbCS  HOBMX, HW3bKOMOJMEKYNSAPHUX, HenenTtuaHuMX iHribIiTOpiB  MaTpUyHMX
meTanonpoteiHaz (MMPs) i TNF-o-nepetBoptoBanbHoro depmeHTy (TACE), npusHaveHux Ans nikyBaHHS
apTpuTy, MNYXAIMHHWX MeTacTasiB, TKaHWHHOI BWpaskM, aHOMallbHOTO 3arOEHHs paH, MepiogoHTarbHOro
3aXBOPOBaHHS, KICTKOBOrO 3aXBOPOBaHHS, AiabeTiB (iHcyniHoBa pe3ncTeHTHICTb) i HIV-iHdekuii.
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R' npeactaensie coGolo ankin, Lo MICTVITb 1-18 ByrneueBux aTtomiB, HeOOOB'A3KOBO 3aMilleHi ogHieto abo
[IBOMa rpynamu, He3anexHo BuGpaHumm 3 R;

ankeHin, wo mictute 3-18 ByrmeueBux aToMmiB i3 1 3 noaBinHUMK 3B'A3Kamn, HEOOOB'A3KOBO 3aMilLEHNMM
ofHielo abo ABOMA rpynamu, He3anexHo BuGpaHuMm 3 R>;

ankiHin, wo mictute 3-18 ByrneueBux aTomis, i3 1 -3 NOTpiiHMMKU 3B'A3kaMKn, HeOBOB'A3KOBO 3aMilLEeHUI
ofHielo abo ABOMA rpynamu, He3anexHo BuGpaHuMm 3 R>;

apwn, wWwo Mictutb 6- 10 BYrneLeBux aTomis, Heo6OBH3KOBO 3aMilWeHnn ogHieto abo ABoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

LMKnoarnkin, wo Mictutb 3-8 ByrneLesBux aTtomiB, HEOOOB'A3KOBO 3aMillleHni ofHielo abo ABoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

HacuyeHun abo HeHacuyeHun 5- 10 -UNEeHHUM MOHO- abo OGiUMKMIYHUIA reTepouukn, WO MICTUTb OAWH
retepoaTom, BM6paHVIVI i3 O, S a6o NR’, HeoBOB'S3KOBO 3aMilleHit OfJHiEl0 aBo ABOMA rpynamm, He3anexHo
BUGpaHuMK 3 R;

abo retepoapun-(CHz)o6, B IKOMY reTepoapunbHa rpyna € 5-6-4neHHoto 3 ogHum abo gBoma rerepoatomamu,
He3anexHo BubpaHumn 3 O S, i N, i HeoboB's3koBO MOXe OyTu 3amiweHa ofgHiero abo ABomMa rpynamu,
He3anexHo BuGpaHuMm 3 R>;

A npe,chTaBnﬂe coboto S- -SO- a6o -SO2-;
R? B3ATI 3 BYrIeUeBMM aToMOM, A0 SKOrO BOHM npuedHaHi, YTBOPIOKTb 5-7-UnieHHe reTepoumKiivyHe
KIJ'IbLI,e o MICTVITb 0, S a6o NR’, Heo60B's13k0BO 3 ofHieto abo gBoMa noAdBiNHMMM 3B'sI3KaMu;

R* npepcTaensie coboio BoaeHb

ankin, wo Mictutb 16 BYIneLeBnx atomiB, HeobOB'A3KOBO 3aMilleHnMn ofHiero abo ABomMa rpynamm,
He3anexHo BuGpaHuMm 3 R>;

ankeHin, wo mictnte 3-18 Byrneuesux aToMmis, i3 1 -3 noasinHUMK 3B'A3KaMKn, HeOOOB'A3KOBO 3aMilLEHNI
ofHielo abo IBOMA rpynamm, He3anexHo BuGpaHumm 3 R>;

ankiHin, wo mictute 3-18 ByrneuesBux aTomis, i3 1 -3 MOTPiHMMK 3B'A3kaMK, HeOBOB'A3KOBO 3aMilLEeHUI
ofHielo abo IBOMA rpynamm, He3anexHo BuGpaHumm 3 R>;

theHin abo HadhTUn, HeOBGOB'I3KOBO 3aMiLLiEHUil ofHiEl a6o JBOMA rpynami, He3anexHo BubpanHumiy 3 R’

Cs3-Cs Ll,VIKJ'IoaJ'IKIJ'I abo Giuvknoankin, HeobOB'A3KOBO 3aMilLeHWN ofdHieto abo ABoMa rpynamu, He3anexHo
BUGpaHuMK 3 R;

HacuyeHun abo HeHacuyeHun 5- 10 -4NIEHHUA MOHO- abo GILUMKMIYHUIA reTepoumkn, WO MICTUTb OAMH
retepoaToM, BuGpaHuii i3 O, S abo NR’, HeoBOB'SI3KOBO 3aMilLieHUii ofHiel0 aBGo JBOMA rpynamm, He3amnexHo
BVI6paHVIMVI 3R’

R® npencTaensie coboto H, C7-C11 apoin, Co-Cs ankaHoin, Co-Ciz ankin, Co-Ciz ankeHin, Co-C1z ankinin, F, Cl,
Br, I, CN, CHO, C4-Cs ankokcu, apunokcu, retepoapunokcu, Cs-Ce ankeHinokcu, Cs-Cs ankiHinokcu, Cq-Ce
ankokcuapun, C4-Cg ankokcuretepoapun, C4-Cg ankinamiHo-C1-Cs ankokcu, C1-C; ankinengiokcu, apunokcu-Cq-Cg
ankinamin, C1-Cs2 nepchopanKm S(0)n-C1-Cs ankin, S(O)q-apun, ge n /J,OpIBHIOS 0, 1 abo 2; OCOO C1-Cs anKm
OCOOapmn OCONR COOH COO C4-Cs arkin, COOapun, CONR®R®, CONHOH, NR°R®, SO.NR°R®,
NR® SOzapun, -NR® CONR R NHSO,CF3, SOzNHretepoapun, SOgNHCOapmn, CON- HSOZ-C1 Ce arnkin,
CONHSOzapun, SOgNHPCOapmn CONHSO2-C1-Cs-ankin, CONHSOzapun, NHz, OH, apun, retepoapun, Cs3-Cs
umknoankin; abo HacuveHun abo HeHacuyeHun 5- 10 -UNeHHUA MOHO- abo GiUMKNIYHWI reTepoLUKn, - OAWH
reTepoaToM, Lo MICTUTb, BuUBpaHuit i3 O, S abo NR’, B sikomy Ci-Cs ankin € miHiiiHuM abo posramyXeHuM,
retepoapun npeacraesnsie coboto  5-10-4neHHy MOHO- a60 GiLMKNMYHY reTepoapunbHylo rpyny, i3 1-3
reTepoaTomMamu, HesanexHo Bubpanumu 3 O, S abo NR’, a apun npencraensie co6oio deHin a6o HadTvn,
HeoboB'A3k0BO 3amilleHnit 1 abo 2-ma rpynamu, BVI6paHMMVI 3 rarnorexy, uiaHo, amiHo, HiTpo, C4-Cg ankin, C4-Cs
ankokcm, abo rigpokcu;

R® npenctaense cobow H, C4-Cqg ankin, HeoboB'a3koBo 3amiwleHnit Ha OH; Cs3-Cg ankeHin, Cs-Cs ankiHin,
CrCs nepdropankin, S(O),-CrCs ankin S(O), apun, ge n popieHioe 0,1 abo 2; abo COretepoapur, B SikOMy
rerepoapun npeacraense cobow  5-10-uneHHy MOHO- abo OiuukniyHy reTepoapunbHy rpyny, i3 1-3
reTepoaTomMamu, HesanexHo BuGpanumu 3 O, S abo NR’, a apun npencraensie co6oio deHin a6o HadTvn,
HeoboB'A3koBO 3amileHnn 1 abo 2-ma rpynamu, BM6paHVIMM 3 ranoreHy, uiaHo, amiHo, HiTpo, C4-Cg ankiny, C1-Cs
ankokcu, abo rigpokcu;

a R7 npenctaensie coboto C7-Cq1 apoin, Cp-Cs ankaHoin, Cq-Cq2 nepchopanKm S(O)n-C1-Ce-ankin, Sg %
apun, ge n gopisHioe 0, 1 abo 2; COO-Cy-Ce-ankin, COOapun, CONHR®, CONR®R®, CONHOH, SO.NR°N®,
SO,CF3, SO2NHretepospun, SO,NHCOapun, CONHSO-C+-Ce-apun, CONHSOzapmn, a6o reTepoapwr, e apun
npeacraensie coboto eHin abo HadThn, He0BOB'sI3KOBO 3amilLieHnin 1 abo 2-ma rpynamMmu, HesanexHo BubpaHumm
3 ranoreHy, LjiaHo, amiHo, HiTpo, C1-Ce ankiny, C+-Cs ankokcu, abo rigpokcu; a rerepoapwn npeacraesnsie coboro 5-
10-4neHHy MoHo- abo GiLMKNIYHKY reTepoapunbHy rpyny, wo Mae 1-3 retepoatomu, HesanexHo BmbpaHi 3 O, S
abo N-C+-Cs ankiny;

ankin, wo mictutb 1- 18 BYrneLeBnx atomiB, HeoOOB'A3KOBO 3aMillleHnin ofHieto abo ABoma rpynamm,
He3anexHo BuGpaH1Mm 3 R>;

ankeHin, wo Mictutb 3 18 ByrmeueBux aTomiB i3 1 -3 NogBiNHMMK 3B'A3kamu, HEOOOB'A3KOBO 3aMiLLEeHWI
ofHielo abo [IBOMA rpynamm, He3anexHo BuGpaHnmm 3 R>;

ankiuin, wo mictute 3-18 Byrneuesmx aTOMIB i3 1-3 NOTPiNHNMK 3B'A3KaMM, HEODOB'A3KOBO 3aMiLLleHUI OJHIEt0
abo ABOMA rpynamu, HesanexHo BuGpaHuMm 3 R®;

apvnarkin, wo mictute 7-16 ByrnewLeBnx atoMiB, B SKOMY apui HEOOOB'SA3KOBO 3aMiLLieHuin ogHieto abo asoma



rpynamu, HesanexHo BuGpaHumm 3 R>;

GideHinankin, wo mictnte 13-18 ByFJ'IELI,EBVIX aTomiB, B ikoMy bicbeHin HeobOB'A3KOBO 3aMilleHnin ofHieto abo
[IBOMa rpynamu, He3anexHo BuGpaHumm 3 R;

apwvnarnkeHin, wo mictutb 8-16 ByrneueBux aTtomiB, B SIKOMY apuri HeOOOB'I3KOBO 3aMilleHunin ogHieo abo
[IBOMa rpynamu, He3anexHo BuGpaHumm 3 R;

umknoankinankin abo Giyuknoankinankin, wo Mictute 4-12 Byrrneuesux aToMiB, B IKOMY LI,I/IKJ'IoaJ'IKIJ'IbHa abo
GiLmKroankinbHa rpyna HeoGoB'S3KOBO 3aMillieHa ofHiclo abo ABOMaA rpynamu, He3anexHo BuGpanumm 3 R>;

Hacn4eHun abo HeHacM4eHUn MOHO- abo BiLMKNIYHWI reTepoLMK, WO MICTUTb OOMH reTepoaToMm, BVI6paHMVI
i30, S a6o N-C1-Cs ankin, HeoboB'A3k0BO 3aM|u.|,eva| ofHieto abo ABoma rpynamm, HesanexHo BM6paHI/IMM 3R%;

R®R®N-C-Ce-ankokcuapun-Ci-Ce-anikin, ae R® i R® HesanexHo Bubpani i3 C+-Cs ankiny abo R® i R® pasom 3
a30TOM YTBOPATb 5-7-4neHHe HacuyeHe reTepoLuKIlivHe KinbLe, Wo HeOOOB'I3KOBO MiCTUTb aTOM KWUCHIO, B IKOMY
AaHa apunbHa rpyna npegcraense coboto deHin abo HadTun;

i noro cphapmaLeBTUYHE NPUAHATHI COni.

BinbLL nepeBaXxHOI CMOMYKOK AaHOro BUHaxody € rpyna crnonyk 3aranbHoi coopmynm (1a):

R 1
g OH
I

B ﬂKil7I

R' npeacrasnsie coGoto ankin, Lo MICTVITb 1-18 ByrneueBux aToMiB, HeOBOB'A3KOBO 3aMmilLieHWn ogHieto abo
[IBOMa rpynamu, He3anexHo BuGpaHumm 3 R>;

ankeHin, wo mictute 3-18 ByrneueBunx aTomis, i3 1 3 noaBinHMMKM 3B'A3kamu, HeEODBOB'AI3KOBO 3aMilLleHUIA
ofHielo abo ABOMA rpynamu, He3anexHo BuGpaHuMm 3 R>;

ankiHin, wo mictute 3-18 ByrneueBux aTomis, i3 1 -3 NOTpiiHMMKU 3B'A3kaMKn, HeOBOB'A3KOBO 3aMilLEeHUI
ofHielo abo ABOMA rpynamm, He3anexHo BuGpaHuMm 3 R>;

apwn, wWwo Mictutb 6- 10 BYrneLeBux aTomis, Heo6osﬂ3|<oao 3aMilWeHnn ogHieto abo ABoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

LMKroankin, wo MICTMTb 3-8 ByrneueBux aTtomiB, HeOOOB'A3KOBO 3aMilleHW ogHiero abo ABoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

HacuyeHuin abo HeHacu4eHWi MOHo- abo OGiuMKniYHMA 5-10 YNEHHWIA reTepouMKn, WO MICTUTb OAWH
retepoaTom, BM6paHVIVI i3 O, S a6o NR’, HeoBOB'S3KOBO 3aMilleHWit OfJHiEl0 aBo ABOMA rpynamm, He3anexHo
BUGpaHuMK 3 R;

abo retepoapun-(CHz)o.s, B sIKOMYy [fdaHa retepoapwnbHa rpyna € 5-6-uneHHoio 3 ogHum abo gsoma
rerepoaToMamu, HesarnexHo BVI6paHI/IMVI 3 0, Si N, moxe 6yTn HeobOB'A3kOBO 3amilleHa ogHieto abo gBoma
rpynamu, HesanexHo BuGpaHumm 3 R>;

A npe,chTaBnﬂe coboto -S-, -SO- a6o SO,-;
R? B3ATI 3 BYrIeUEBUM aToMOM, A0 SKOro BOHM npuedHaHi, YTBOPIOKTb 5-7-uUneHne retepoumknivyHe
Kinbue, Wwo MICTVITb 0, S abo N-R’, Lo HeobOB'A3KOBO Mae ogHe abo ABa NoaBiiHI 3B'A3KY;

R" npeacraense coboto BogeHb,

ankin, wo Mictutb 1- 6 BYyrneLeBnx aToMiB, HeoOOB'A3KOBO 3aMilweHwit ofHielo abo AgBoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

ankeHin, Wwo MicTuTb 3 18 ByrmeueBux atomis, i3 1 -3 noasinHUMK 3B'A3KaMKn, HeODOB'A3KOBO 3aMilLEeHNI
ofHielo abo IBOMa rpynamm, He3anexHo BuGpaHnmm 3 R>;

ankiHin, wo mictute 3-18 ByrneueBux aTomis, i3 1 -3 MOTPiIHMMK 3B'A3KaMK, HeOBOB'A3KOBO 3aMilLEeHUI
ofHielo abo IBOMA rpynamm, He3anexHo BuGpaHumm 3 R>;

theHin abo HachTUn, HeOBGOB'I3KOBO 3aMiLLieHUil ofHiEl aBo ABOMA rpynami, He3anexHo BubpanHumi 3 R’

Cs3-Cs Ll,VIKJ'IoaJ'IKIJ'I abo Giuvknoarnkin, HeobOB'A3KOBO 3aMilLeHW odHieto abo ABoMa rpynamu, He3anexHo
BVI6paHVIMVI 3R

R® npencTaensie coboio H, F, Cl, Br, I, CN, CHO, C7-C11 apoin, C,-Cs ankaHoin, Ci-Ciz ankin, C1-Ci2 ankeHin,
C,-Cq2 ankiHin, C4-Cs amnkokcu, apwnokcu, retepoapwunokch, Csz-Cs ankeHinokcn, Cs-Ce ankidinokcu, Cq-Cs
ankokcuapun, C4-Cg ankokcuretepoapun, Ci-Ce-ankinamiHo-C1-Cg ankokcu, Ci-Cp-ankineHgiokcu, apunokcu-Ci-
Cs ankinamin, C4-Cq2 nepchopanKm S(0)n-C1-Cs ankin, S(O)r-apun, ge n %OpIBH}OG 0, 1 abo 2 OCOO C1 Ce
anKm OCOOapmn OCONR COOH, COO-C4-Cs ankin, COOapun, CONR®R®, CONHOH, NR°R®, SO:NR°R®,
NR® SOzapun, NR®CONR® R NHSO,CF3, SO;NHretepoapwun, SOgNHCOapmn, CONHSOZ-C1 Ce ankin,
CONHSOzapun, SOgNHCOapmn CONHSO0,-C4-Cs ankin, CONHSO.apwn, NH,, OH, apun, retepoapun, Csz-Cs
umKnoankin; abo HacuyeHun abo HeHaCI/HeHVIVI 5-10-4neHHUA MOHO- abo BILMKNIYHMIA reTEPOLMKN, Lo MICTUTb
OfMH reTepoaTtoM, BuGpaHmii i3 O, S a6o NR'; B sikoMy reTepoapun npeactasnsie co6oto 5-10-UneHHy MOHo- abo
GILMKNIYHY reTepoapunbHy rpyny 3 1-3 reTepoaTomamy, HesanexHo Bubpanumm 3 O, S aGo NR’, a apun
npeacTasnse coboto deHin abo HagTUN, He0HOB'A3KOBO 3amilleHn 1 abo 2-ma rpynamMu, He3anexHo BVI6paHVIMM
3 ranoreHy, uiaHo, amiHo, HiTpo, C4-Cs ankiny, C4-Cg ankokcu, abo rigpokcu;

R® npenctaense coboto H, C4-Cqg ankin, Heobo'a3koBo 3amilieHun Ha OH; C3-Cg ankeHin, Cs-Cg ankinin, Cq-
Ce nepdropankin, S(O), ankin abo apwn, ge n gopisHioe 0, 1 abo 2; abo COreTepoapun; B AKOMY retepoapun
npegcrtasnsie coboto 5- 10 -4rieHHy MOHO- abo BiumMKniYHy reTepoapunbHy rpyny 3 1-3 retepoatomMamu, He3anexHo
BUGpaHy 3 O, S a6o NR’, a apun npeacrasnsie coboto deHin abo HadThn, He0GOB'I3KOBO 3aMmilLieHuit 1 aGo 2-ma
rpynamu, BUbpaHuMm 3 ranoreHy, LiaHo, amiHo, HiTpo, Cq-Cg ankiny, C4-Cs ankokcu abo rigpokcuy;

a R npepcTaensie coboto C7-C11 apoin, C,-Cs ankaHoirn, C1 Ci2 I'IepdC)TOg)aJ'IKIJ'I S(O)n-ankin, S(O)n-apmn aen
popiHioe 0, 1 abo 2; COOankin, COOapwun, CONHR CONR® R®, CONHOH, SO,NR® R SC,CF3,
SO2NHretepoapun, SO,NHCOapun, CONHSO.ankin, CONHSCzapmn retepoapun; B sikomy Ci- Ce arnkin e
niHivHMM  abo  posranyxeHum, reTepoapun npeactasnsge coboto 5-10- -uneHHy  MOHO- abo  BiuunkniyHy
reTepoapuribHy rpymy, i3 1-3 reTepoaTomamm, HesanexHo BuGpaHy 3 O, S a6o NR’, a apun npefcTaensie co6oio



deHin abo HadT1N, HEOOOB'A3KOBO 3amilieHnin 1 abo 2-ma rpynamu, BUOpaHUMK 3 ranoreHy, LiaHo, amiHo, HITpo,
C1-Cs ankiny, C+4-Ce ankokcu, abo rigpokcu;

ankin, wo mictute 1- 18 BYrfeLeBux atomiB, HeoOOB'A3KOBO 3aMilleHuin ofHieto abo ABoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

ankeHin, wo Mictutb 3 18 ByrmeueBux aTomiB i3 1 -3 noaBinHMMKU 3B'A3Kamu, HEODOB'A3KOBO 3aMilLEeHUI
ofHielo abo ABOMA rpynamm, He3anexHo BuGpaHumm 3 R>;

ankidin, wo Mictntb 3-18 Byrneuesnx atomis i3 1-3 n0Tpil71HV|MM 3B'A3KaMK, HEOOOB'sI3KOBO 3aMilLLEHUI OAHIED
abo ABOMa rpynamu, HesanexHo BubpanHumm 3 R®;

apwvnankin, wo Mictute 7-16 BYrneLesix aToMmiB, B IKOMY apui HeobOB'SI3KOBO 3aMilLleHni ogHieto abo ABoma
rpynamu, HesanexHo BuGpaHumm 3 R>;

GicbeHinankin, wo mictuts 13-18 ByrneueBMX aTomiB, B ikoMy bicbeHin HeobOB'A3KOBO 3aMiLleHnin ofHieto abo
[IBOMa rpynamu, He3anexHo BuGpaHumm 3 R;

apwvnarnkeHin, wo mictutb 8-16 BYrnelesnx aToMiB, B SIKOMYy apwun HeoOOB'S3KOBO 3aMillleHnii ogHieto abo
[IBOMa rpynamu, He3anexHo BuGpaHumm 3 R;

umknoankinankin aéo 6|uvu<noan|<|nan|<|n WO MiCTUTb 4-12 ByrreueBMX aToMiB, B AKOMY LI,I/IKJ'Ioaj'IKIJ'I abo
GiLMKroarkin HeoBGOB'A3KOBO 3aMilLieHNi ofHicko abo ABOMA rpynami, He3anekHo BubpanHMm 3 RY;

Hacn4yeHu 360 HeHacnyYeHNin MOHO- abo BILMKNIYHWMIA reTepoLWKI, WO MICTUTb OAMH reTepoaTomMm, Bm6pava1 i3
o,S a6o N-C1-Cs ankiny, Heo60B'I3k0BO 3aMILIJ,eHVIVI opHieto abo ABoMa- rpynamu, He3anexHo BVI6paHI/IMI/I 3R%;

R®R®N-C1-Ce-ankokcuapun-Ca-Ce-ankin, e - R® i R’ HezanexHo BubpaHi 3 C1-Cs ankiny abo R® i R? pasom 3
a30TOM YTBOPUTb 5-7-4YnieHHe HacuyeHe reTepoLmnKiiYHe KifbLe, Lo Heob0B'A3KOBO MiCTUTb aTOM KUCHIO, B IKOMY
AaHa apuibHa rpyna npegcraense coboro deHin abo HadTun;

i noro hapMaLeBTUYHO NPUAHATHY Ciflb.

HaibinbL nepeBaXHO rpynoro Cnomnyk € Cnonyku 3 HkveHaBedeHoto cdopmynoto (Ib);

3 o}
R4
R )
RVA, OH
b
B AKiN

R’ npegcrasnse coboto deHin, HadTMn, ankin, wo Mictute 1-18 Byrnmeuesux atomiB abo retepoapwr, Takui
SK nipuaun, TieHin, imigasonin abo dypaHin, Heobos'askoBo 3amiweHun Cq-Cg ankinom, Cq-Ce ankokcn, Ce-Cqo
apunokcy, retepoapunokcu, Cs-Ce ankeHinokcu, Cs-Cg ankiHinokcu, ranoreHom; abo S(O)q-Cq-Ce ankin C4-Cs
ankokcuapurnom abo C1-Cs ankokcureTepoapurom;

A [Mpepcraenae coboto -S-, -SO- abo -SO-;

R?i R, yaaTi 3 BYINELeB/M aTOMOM, A0 SKOTO BOHM npuegHaHi, yTBOpATb 5-7-4neHHe reTepouukiivHe KinbLe,
wo MICTVITb 0, S a6o NR, o HeobOoB'sA3KOBO Mae oAMH abo ABa NoABiliHI 3B'A3KY;

R* npepcTaensie co6oro BOAEHb,

ankin, wo mictute 1- 6 BYyrneLeBux aToMiB, HeoOOB'A3KOBO 3aMiweHuit ofHielo abo ABoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

ankeHin, wo Mictutb 3 18 ByrmeueBux aToMmiB i3 1 -3 noaBinHMMK 3B'A3kamu, HEOBOB'A3KOBO 3aMilLEeHUI
ofHielo abo IBOMa rpynamm, He3anexHo BuGpaHumm 3 R>;

ankiHin, wo mictute 3-18 Byrneuesmx aTOMIB i3 1-3 NOTPiVHMMM 3B'A3KaMKn, HEOOOB'A3KOBO 3aMiLLEHWIN OAHIEID
abo ABOMa rpynamu, HesanexHo BubpaHumm 3 R®;

theHin abo HadhTUn, HeOBOB'I3KOBO 3aMilLieHUil ofHiEl aBo JBOMA rpynami, HesanexHo BubpanHumi 3 R’

Cs-Cs Ll,VIKJ'IoaJ'IKIJ'I abo Giuvknoarnkin, HeobOB'A3KOBO 3aMilLeHWN ofdHieto abo ABOMa rpynamu, He3anexHo
BVI6paHVIMVI 3R

R npenctasnsie coboto H, C7-C11 apoin, C,-Ce ankaHoin, C4-Cq2 ankin, C»-Cq2 ankerin, C,-Cq2 ankinin, F, Cl,
Br, I, CN, CHO, C4-Cs ankokcu, apunokcu, retepoapunokcu, Cs-Cs ankeninokcn, Csz-Ce ankiHinokcn, Cq-Ce
aJ‘IKIJ‘IaMIHO-C1 Cs ankokcn, C1-C, ankinengiokcu, apunokeun-Cq-Ce ankinamid, C4-Cq2 nepchopanKm S(0O)n-C1-Cs
ankin, S(O),-apun, ge n ,qognBHroe 0, 1 abo 2; OCOO C+-Cs anKm OCOOapvm OCONR COOH, COO0 C+-Cs
ankin, COOapun, CONR R CONHOH, NR® R SO,NR® R NR® SOzapun -NR® SOzapmn NHSO,CF3,
SOzNHretepoapun, SOzNHCOapmn CONHSO2-Cy- Ce ankin, CONHSOgapmn SO;NHCOapun, CONHSO,-C+-Cs
ankin, CONHSOzapun, NHz, OH, apun, retepoapun, Csz-Cg umknoarnkin; HacudeHun abo HeHacmqumm 5-10-
UNEHHWI MOHO- 260 GILMKMIYHWI reTEPOLMKIT, LLIO MICTUTb OZMH reTepoaToM, BuGpaHuii is O, S a6o NR’, B sikomy
C1-Cg ankin € niHinHM abo posranyxeHvuM, retepoapun npeacrasnsie coboto 5-10- ~4rneHHy MOHO- abo 6|L|,V|Kn|qHy
reTepoapuribHy rpyny 3 1-3 reTepoaTomamu, HesanexHo BuGpaHuMm 3 O, S a6o NR’, a apun npefcTaensie co6oio
deHin abo HadTuN, HeobOB'A3KOBO 3amileHnii 1 abo 2-ma rpynamu, BUGpaHUMK 3 ranoreHy, LiaHo, amiHo, HIiTpo,
C1-Cs anklny, C+-Ce ankokcu; abo rigpokcy;

R® npenctaenge coboto H, C1-Cqg ankin, Heobos'azkoBo 3amileHnii Ha OH; Cs-Cg ankeHin, Cs-Cs ankinin, C+-
Cs nepdpropankin, S(O), ankin abo apwn, ae n gopisHioe 0,1 abo 2; abo COreTepoapun; B sikoMy retepoapun
npegcrtasnsie coboto 5- 10 -UrieHHy MOHO- abo BiumnkniYHy reTepoapunbHy rpyny 3 1-3 retepoatomMamu, HesanexHo
BUGpaHy 3 O, S a6o NR’, a apun npeacrasnsie coboto deHin abo HadThm, He0GOB'I3KOBO 3aMmilLieHuit 1 aGo 2-ma
rpynamu, BUbpaHuMm 3 ranoreHy, LiaHo, amiHo, HiTpo, Cq-Cg ankiny, C4-Cs ankokcu, abo rigpokcu;

a R7 npenctaensie coboto Cr-Cq1 apoin, C,-Cs ankaHoin, C1 Ci2 nepchopanKm S(O)n-ankin, S( 6) -apun, ge
n popieHioe 0, 1 abo 2; COOankin, COOapwn, CONHR CONR R CONHOH, SO,NR® R, SO,CFs3,
SOzNHretepoapun, SO,NHCOapun, CONHSOzankin, CONHSOzapmn, apun, abo reTepoapun; ge apwn
npeacraensie coboto eHin abo HadTMn, HeO6OB'sI3KOBO 3aMilLieHnin 1 abo 2-ma rpynamMmu, HesanexHo BubpaHumm
3 ranoreHy, LjiaHo, amiHo, HiTpo, C1-Ce ankiny, Cq-Cs ankokcu, abo rigpokcu; a rerepoapun npeacraensie coboro 5-
10-4neHHy MoHO- abo GiuukniyHy retepoapunbHy rpyny 3 1-3 rerepoaTtomamu, HesanexHo BubpaHy 3 O, S abo N-
C1-Cs ankiny;

ankin, wo mictute 1- 18 BYyrneLeBnx atomiB, HeoOOB'A3KOBO 3aMillleHuin ofHieto abo aBoma rpynamm,
He3anexHo BuGpaHuMm 3 R>;



ankeHin, wo mictute 3-18 Byrneuesux aTOMIB i3 1-3 noadBiNHUX 3B'A3KIB, HEOOOB'A3KOBO 3aMilLEHNIA OHIE0
abo ABOMa rpynamu, HesanexHo Bubpanmm 3 R’;

ankiHin, wo mictute 3-18 Byrneuesnx aTOMIB i3 1-3 NOTPINHMX 3B'A3KiB, HEOOOB'A3KOBO 3aMilLieHU ogHieto abo
[IBOMa rpynamu, He3anexHo BuGpaHumm 3 R;

apwvnankin, wo MICTVITb 7-16 ByrneueBux aTtomiB, HeOOOB'A3KOBO 3aMilleHni ogHielo abo gBoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

GidbeHinankin, wo MICTVITb 13-18 ByrneveBux aTomis, HeO6OB'I3KOBO 3aMilLleHnIi ogHieto abo gBoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

apuvnarnkeHin, wo MICTVITb 8-16 ByrneueBunx atomis, HEOOOB'A3KOBO 3aMillleHn ofHieto abo AgBoma rpynamu,
He3anexHo BuGpaHuMm 3 R>;

umknoankinankin abo 6|uvu<noan|<|nan|<|n Lo MICTMTb 4-12 ByrneueBux aTomis, HeOOOB'A3KOBO 3aMilLieHUIA
ofHielo abo ABOMA rpynamu, He3anexHo BuGpaHuMm 3 R>;

Hacu4eHun abo HeHacu4eHUn MoHO- abo 6ILI,VIKJ‘IHHMVI reTepouuk, Wo MIiCTUTb OOMH reTepoaTOM BM6paHMM
i30, S a60 NR-C1-C¢ ankin, Heo60B's13k0BO SaMILLI,eHVIVI ofHUM abo ABOMa rpynamu, He3anexHo Bu J.)aHI/IMVI 3R®:

R®R®N-C1-Ce-ankokcnapun-Ci-Ce-ankin, ae R® i R® HesanexHo BubpaHi i3 C+-Cs ankiny abo R® i R® pasom 3
a30TOM YTBOpPUTb 5-7-4YneHHe HacuyeHe reTepoLmKiivHe KinbLe, LWo Heob0B'A3KOBO MiCTUTb aTOM KUCHIO, B IKOMY
AaHa apuibHa rpyna npegcraense coboto deHin abo HadTun;

i noro hapMaueBTUYHO NPUAHATHI COni.

Hanbinbll nepeBakHi CNonyku OaHoro BMHaAxody, WO iHribyoTe maTpudHy MmeTanonpoteiHasdy i TACE,
npeacTaBnsoTb cob0oI0:

rinpokcuamig, 1-6eH3nn-4-(4-meTokcu-6eH3oncynbdoHin)-ninepuanH-4-kap6oHOBOI KUCMOTH,

rigpokcuamig, 4-(4-meTtokcu-6eH3oncynboHin)-1-(3-meTokcn-6eH3nn)-ninepnanH-4-kapboHOBOT KUCIOTH,

rigpokcuamig 1-(3,4-gnxnopbeHsunn)-4-(4-meTokcn-6eH3oncynbdoHin)-ninepmanH-4-kapboHOBOI KMCOTH,

rigpokcmamig, 4-(4-metokcu-6eH3oncynbdoHin)-1-(4-metunbeHsnn)-ninepnanH-4-kapboHOBOT KACTOTH,

rigpokcuamig, 4-(4-meTtokcu-6eH3oncynbdoHin)-1-HadTaniH-2-in-meTunninepuaunH-4-kapboHOBOI KUCMOTH,

rinpokcuamig, 1-6icpeHin-4-inmetun-4-(4-meTokcn-6eH3oncynbgoHin)-ninepuanH-4-kapboHOBOI KMCINOTH,

rigpokcuamig 4-(4-metokcn-6eH3oncynbdoHin)-1-(3-metun-6yT-2-eHin)ninepnanH-4-kapboHOBOI KMCMOTHK,

rigpokcuamig, 1-(4-6pomo-6eH3nn)-4-(4-meTokcn-6eH3oncynbdoHin)-ninepuanH-4-kapOboHOBOI KUCMOTH,

rigpokcmamig 4-(4-metokcn-6eH3oncynbgoHin)-1-(3-deHin-nponin)-ninepnanH-4-kap6oHOBOI KNCNOTH,

rigpokcuamig, 1-t1pet-6yTnn-4-(4-metokcun-6eH3oncynbdoHin)-ninepuanH-4-kapboHOBOT KUCTOTH,

rinpokcuamig, 1-6yTun-4-(4-metokcu-6eH3oncynsgoHin)-ninepuamnH-4-kapboHOBOI KUCTOTH,

rigpokcmamig, 1-umnknookTun-4-(4-metokcn-6eH3oncynboHin)-ninepuanH-4-kapboHoOBOT KMCNoTu,

rigpokcmamig 1-etun-4-(4-meTokcn-6eH3oncynboHin)-ninepuanH-4-kapboHOBOI KNCNOTH,

rigpokcmamig, 1-isonponin-4-(4-metokcu-6eH3oncynbgoHin)-ninepuannH-4-kapboHOBOT KMCNOTH,

rigpokcmamig, 1-metun-4-(4-metokcu-6eH3oncynbgoHin)-ninepuanH-4-kapboHOBOI KMCNOTH,

rigpokcuamig 1-6eH3nn-4-(4-6yTokcn-6eH3oncynbgoHin)-ninepnanH-4-kapOboHOBOI KUCMOTH,

rigpokcuamig, 1-(4-dpTopo-6eH3nn)-4-(4-meTokcn-6eH3oncynbdoHiN)-ninepuanH-4-kapOoHOBOI KUCMOTH,

rigpokcuamig, 1-(4-dpTopo-6eH3nn)-4-(4-6yTokcu-6eH3oncynbgoHin)-ninepmanH-4-kapboHOBOI kKMCNoTu,

rigpokcmamig, 4-(4-metokcu-6eH3oncynbdoHin)-1-(4-meTokcmbeHann)-ninepuanH-4-kapOoHOBOI KNCINOTH,

rigpokcmaming, 4-(4-meTtokcu-6eH3oncynbgoHin)-1-[2-(4-metokcundeHin)-eTun]-ninepmaunH-4-kapboHoBOT
KMCIoTH,

rigpokcuamig, 4-(4-metokcu-6eH3oncynedoHin)-1-(2-cdeHin-etun)-ninepuamnH-4-kapboHOBOT KUCNOTH,

rigpokcmamig 4-(4-n-6yTOKCK-6EH30MNCYNbdOHIN)-1-(4-MeTOKCU-0eH3un }-eTnn]-ninepnamH-4-kap6oHoBOT
KMCIoTH,

rigpokcuamig 4-
rigpokcuamig 4-

4-meTokcn-6eH3oncynbdoHin)-1-(3-deHoken-nponin)-ninepnanH-4-kapboHOBOI KNCMOTH,
4-n-6yToKCcK-6eH3oncynbdoHin)-1-(3-ceHokcr-nponin)-ninepmuanH-4-kapboHOBOT KMCMOTH,
rigpokcuamig, 4-(4-metokcu-6eH3oncynbdoHin)-1-(2-deHokecn-eTnn)-ninepuanH-4-kapOboHOBOI KMCNOTH,
rigpokcuamig, 4-(4-n-6yTokcr-6eH3oncynbgoHin)-1-(2-cheHokeu-eTun)-ninepnanH-4-kapboHOBOI KUCMOTH,
rigpokcmamig, 4-(4-meTokcun-6eH3oncynbgoHin)-1-[4-(2-ninepuauH- 1in-etokcn)-6eH3un]-ninepnamH-4-
kapboHOBOI KMCMOTH,

HeobxigHo maTtu Ha yBaai, Lo B13HadYeHHs cnonyk dopmyn |, If i Ib, konn R', R?, R®i R* micTsaThb acUMeTPUYHI
BYrneLi, OXONmMTb YCi MOXNMBI CTepeoi3oMepu i iX CyMilli, siki MaloTb 06rOBoprOBaHy HIDKYE aKTUBHICTb.
3oKkpemMa, BOHM OXOMMIOKTb paueMiyHi moaudikauii i Oyap-siki ONTWMYHI i30MepU, WO MakTb BULLEBKa3aHy
aKkTMBHiCTb. ONTMYHI i30Mepn MOXYTb OyTV ofepXKaHi B UMCTOMY BUIMsSAi 3a AOMOMOro CTaHAAPTHUX METOAMK
noginy. AKLWOo He 3a3Ha4yeHo iHakwe, TepMiH "ankin" cTocyeTbes MiHiMHOT abo posranyxeHoi ankinbHoi rpynu Cq-
Cs, apunbHa npeacTtaBnse coboto heHin abo HadTun. PapmaueBTUYHI NPUAHATHI coni NpeAcTaBnsloTe coboto
coni, ogepxaHi 3 hapmMauUeBTUYHO NPUAHATHUMU OPraHidyHUMM i HEOpraHiYHUMKM KUCROTaMu, TakMMmU SIK MOMOYHA,
NMMOHHA, OuUTOBa, BMHOKaM'dHa, OypLUTWMHOBA, ManeiHoBa, MaroHOBa, XJI0pUCTOBOAHEBa, GPOMMCTOBOAHEBA,
docopHa, a3oTHa, cipyaHa, MeTaHCyNb(OHOBA, i BiAOMi aHanoriyHi MPUNHATHI KUCNOTW.

BignosigHo 8o UbOro, y 4aHOMy BMHaxodi NponoHyeTbCA hapmMaLueBTUHHA KOMNO3NLIS, SKa BKIOYAE CNOMyKu
[aHOoro BUHaxoAy B crony4veHHi abo B acoujauii 3 hapmaLeBTUYHO NPUAHATHUM HOCieM. 30KpeMa, JaHW BUHaxIg
CTOCYETbCA (hapMaLEeBTUYHOT KOMMO3WLIT, siKa BKMOMae emEeKTUBHY KiMbKiCTb CMONyKM [AaHOro BUHAxXody i
hapmaLeBTUYHO MPUNHSATHUIA HOCIN.

CTBOpeHi KOMMo3uuii NnepeBaKHO afanToBaHi ANns nepoparnbHoro BeBedeHHs. OfHak, BOHUM MOXYTb OyTu
NMPUCTOCOBAHI ANS iHWMX PEXMMIB YBEOEHHS, Hanpvknag, Ansd napeHTepansHOro BBEAEHHS nauieHTam.

Onsa Toro, wob [ocArTM CTanocTi Npyu BBeAeHHI, kpalle, Wwob byab-ska KoMNo3uuis 4aHOro BUHaxody sBfsna
coboto hopmy oaMHMYHOT f03W. BignosigHi hopmMu ogMHUYHOT 403U BKNOYaOTh TabneTku, Kancynu, i NoOpoLLUKX B
nakeTax-cawe i dnakoHax. Taki hopmMn OAMHWUYHOI [03M MOXYTb MicTuTu Big 0,1 go 100mMr 6yab-Akoi cnomyku
AaHoro BuMHaxody. Cnonyku gaHoro BUHaxody MOXyTb OyTv BBeAeHi nepopanbHo B A03i, B iHTepBani Big 0,01 go
100mr Ha kr. Taka komno3uuis moxe 6yTn yBefeHa Big 1 4o 6 pasiB Ha AeHb, 3BMYaNHO - 1-4 pa3n Ha OeHb.

Komnoawuuii 3rigHO 3 BMHaxoAoM MOXYTb OYyTW MPUrOTOBMEHI 3i 3BMYAWHWMK EKCLUMMNIEHTaMK, TakuMm siK
HanoBHIOBaYi, Ae3iHTerpaTopu, siki 3B'A3yl0Tb areHTu, nabpukaHTW, CMakoBi areHTn i nodibHi. BoHn rotytoTbes
3BMYariHUM cnocobom. [laHnin BUHaXi[ TakoX CTOCYETbCA CMOCOBY OfepKaHHsA CMOMyK 3rigHO 3 BUHaXo40M.
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Cnoci6 3rigHo 3 BMHaxogom. Crnonyky 3rigHO 3 JaHUM BMHaxoOoM MOXYTb OyTW ofepaHi BignoBigHO [0
0OHOrO 3 OCHOBHUX CNOCO6IB AaHWX HIDKYE.

BignosigHy 3amilleHy noxigHy MepkanTaHy ankinowTb, BUKOPUCTOBYHOUM abo 3amiweHun (cxema 1), abo
He3amiweHnn (cxema 2) edip o-6pOMOLITOBOI KUCIIOTW B KUMMSMOMY aueToHi, BukopuctoBytoun KoCOs3 y KinbkocTi
OCHOBW, OfepxaHy TakMM YMHOM CynbdigHy NOXigHY okucroBanu M-xnopnepbeHsonHoto kucrototo B CHyClz abo
BuKopucToBytoum OKCOH y cymiwi meTaHon/Boga. CynbdoH, ogepaHui BuLLEeBKa3aHUM crnocobom dani moxe
6yt abo ankunboBaHWIN, BUKOPUCTOBYKOYM Pi3Hi ranoigHi ankinu, 3 ogepxaHHAM Ou3aMilleHnx noxigHux, abo BiH
Moxe OyTtw rigponidoBaHun, BukopucToBytoum NaOH/MeOH npu kimHaTHIn Temnepatypi. Oani, ogepxaHy
KapbOHOBY KMCINOTY NEepeTBOPIOOTE Yy MOXiAHY TFiAPOKCaMOBOI KUCMOTWU LUMISIXOM B3aEMOAT i3 CyMmiluLLo
okcanenxnopna/AMX (kaTanitnyHo). | rigpokcunamiH/TpueTunamin.

Cxema 1
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a. K2COs/AueToH/npu Temnepatypi KUMiHHS i3 3BOPOTHUM XOMOAMIbHUKOM;

b. M-xnopnepbeH3orHa kncnoTa

c. K2CO3/18-KpayH-6/R>Br/ALeToH/Npy TemnepaTypi KWMiHHS i3 3B0POTHUM XONOAUTEHIKOM
d. NaOH/MeOH/TTI ®/kimHaTHa Temnepatypa

€. (CDCl)2/CH2Clo/EtsN/NH20OH-HCI

Cxema 2
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a. K2COs/AueToH/npu Temnepatypi KUMiHHS i3 3BOPOTHUM XOMOAMITbHUKOM;
b. M-xnopnepbeH3oiHa kncnoTa
c. K2CO3/18-KpayH-6/R*Br/ALeToH/Npy TemnepaTypi KUMiHHS i3 3B0POTHUM XOMOAUTEHIKOM
d. R’Br/10 N NaOH/BzN(Et)s/CH,Clz/kiMHaTHa TemnepaTypa
. NaOH/MeOH/TT ®/kimHaTHa TemnepaTypa
(CDCl)2/CH2Cl2/EtsN/NH2OH-HCI

Ak BMKNageHo KopoTeHbko Ha Cxemi 3, cynbdigHa noxigHa Moxe OyTu Oo4aTKoBO arnkinboBaHa 3
BMKOPUCTaHHAM NiTin-6ic(Tpumetuncunin)amigy B TF® npu 0°C. JaHy ankinboBaHy abo MOHO3aMilLeHy CronyKy
rigponisysanu i nepeTBoptoBany B MOXiAHY rigpokcaMoBoi kncnotu. CynbdiHinbHI NOXigHi ogepXXyBanu LUNsSXoMm
OKWCNEHHS cynbdigHMX NOXiOHMX Mi4pOKCaMOBOI K1McnoTu 3a gonomoroto H>O; y metaHonbHomy (MeOH)™ po3ynHi,

bl )}



Cxema 3
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a. K2003/Au,eT0H/r|pV| TemnepaTypi KUMiHHS i3 3BOPOTHUM XONOAWNMBbHUKOM;

b. R’Br/HMDS(rekcametunancunasan)/Trd

c. NaOH/MeOH/TI ®/kimHaTHa TemnepaTypa

d. (CDCl)2/CH2Clo/EtsN/NH20OH-HCI

e. MeOH/H,02/kimHaTHa TemnepaTypa

BignosigHi rigpokcmamigun: 1-3amilieHHoi-4-(4-meTokcn-6eH30mcynbdoHin)-ninepuanH-4-kapboHOBOI KMCNOTH
Oynu ogepaHi, BUXO4a4M 3 fieTaHonamiHy i BignoBigHWX 3amilleHnx ankinbHoro abo apuneHoro ranoigis (Cxema
4). NoxigHi N-3amiwieHoro gieTaHonamiHy Oynv nepeTBoOpeHi B AMXIIOPCNONYKM 3 BUKOPUCTAHHAM TiOHINXIOpUAay.
BignosigHi guxnopuam pearyBanu 3 3amilleHMMU NOXiAHUMW eTUMNOBOro edipy CynbdOHINOLUTOBOI KUCNOTU B
npucyTHocTi K2CO3/18-KpayH-6 y kunnsdomy auetoHi. OgepkaHi TakmMm YMHOM eTunosi eddipy 1-3amileHHoi-4-(4-
MeToKcu-6eH30ncynbdoHiIn)-ninepnanH-4-kapboHOBOT KMCNOTKM Oyny NepeTBOpeHi B rigpokcuamia, sk 3a3HayeHo
Ha Cxemi 4. B anbTepHaTUBHOMY BMMAAKy Li Knacu Cronyk i iHWWX reTepoumknis Mornu GyTu ogepxaHi, K

3a3HayeHo Ha Cxemi 51 6.
Cxema 4
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a. K2CO3/RBr/AueTtoH/npu TeMnepatypi KUMiHHSA 3i 3BOPOTHUM XONOAUITbHUKOM;
b. SOCI>/CH:CI;
¢. A'SO,CH2COOEYK2CO4/18-KpayH-6/ALETOH/MPY TEMNEpaTypi KUMIHHSA 3i 3B0OPOTHUM XOMOAMLHIKOM
d. NaOH/TT ®/MeOH/kimHaTHa Temnepatypa
e. (CDCI)2/NH20OH-HCI/EtsN

Cxema 5
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a. R'Br/R'SH/CHCI*/npn TemnepaTypi KuniHHS 3i 3BOPOTHIUM XOMNOANLHIKOM;
b. OkcoH/MeOH;
c. (CDCI)2/NH2OH-HCI/EtsN



Cxema 6
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AnbTepHaTnBHO, Ha Cxemax 7-11 npuBegeHi cnocobu opepxaHHA Cronyk rigpoOKCaMOBOI KWUCIOTW 3
BUKOPUCTaHHSIM TBepAodasHoro Hocis (P).
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PeareHt  ymoBu: a) 2-ranoigHa kucnota (3,0ekB.); 1-rigpokcnbenatpunasonrigpat (HOBt, 6,0exs.); 1,3-
giizonponin-kap6ogiimig (DIG, 4,0eks.); DMF, 25°C; 2-16 roguH; b) Tion (5,0ekB.); nogug Hatpito (5,0eks.); 1,8-
Aiaza-6iumkno[5.4.0]yHgeu-7-eH (DBU, 3,0eks.); THF, 25°C; 12-16 roguH, c) 70%-uii TpeT-6yTnnrigpokcMnepokeua,
(40ekB.); 6eH3oncynbdoHoBa kucnota (2,0ekB.); DCM; 25°C; 12-24 roguHu, d.) mCPBA (5,0exs.); DCM; 25°C; 12-
24 roguHun, e) TFA:DCM (1:1); 25°C; 1 rogumHa.

4-0-meTunrigpokcunamiH-gpeHokcumeTun-cnisnoni(ctmpon-1%-ausiHinbexHson)-cmona rigpokcunamiHosa
cmona) Moxe 6yTu cymicHa 3 2-ranoigHOK KUCIOTOK 3 OOepXKaHHSAM rigpokcamaTedipHoi cmonu. [aHy peakuito
cnonyyeHHs 34iicHIOBanu B MpucyTHocTi kapbogiimigy, Takoro sk DIG (giisonponinkap6ogiimig), B iHepTHOMY
pO34MHHKKY, Takomy sk DMO, npu kiMHaTHIM Temnepatypi. [anoigHa rpyna moxe OyTu 3amilleHa Ha Tion B
npucyTHocTi ocHoBM, Takoi sk DBU (1,5-giasa-6iumkno[5.4.0lyHaeu-5-eH), B iHEpTHOMY PO34YMHHUKY, Takomy $iK
Tr®, npyn kiMHaTHIM Temnepatypi. Cynbdig Moxe OyTW OKUCIEHVWA A0 Cynb(OoKCMAy LWMSXOM B3aemogii 3
areHToM, Lo OKUCIIIOE, TakMM siK TPeT-0yTURrigpoKCMnepoKcua y NpPMUCYTHOCTI KUCMOTHOMO KaTtanizaTopa, Takoro sk
OeH3oncynboHoBa KWCMOTa, B iHEPTHOMY pPO34YMHHWUKY, TakoMy sk DXM, npu kiMHaTHin TemnepaTypi.
AnbTepHaTUBHO, AaHWN cynbdig Moxe ByTn oKMcneHui 4o CynbdOHY LUMSAXOM B3aEMOZji 3 areHTOM, Lo OKUCIIIOE,
TakuM $IK MeTaxrnoprnepoKcMbeH3oMHa KUCNoTa, B iHEPTHOMY PO34YMHHMKY, Takomy sk DXM, npu KimMHaTHIn
Temnepatypi. Cynbdig, cynbdokcug, abo cynboH Moxe OyTM 06pobneHui | KMCNOTOol, Takow SK
TpudTOpPOLTOBA KUCNOTA, i B IHEPTHOMY PO3YMHHUKY, TakoMmy gk DXM, 00 BMBINbHEHHS BifbHOI FigpoKCamMoBOl
KWUCOTW.

Ha Cxemi 8 nokasaHui cnoci® ogepxaHHs rigpoKCamOBKMX KUCMOT, WO MarTb ankoKcUrpynu, npuegHaHi o

apoMaTn4HoOro KiJ'IbLI,ﬂ.
Cxema 8
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PeareHt n YmoBu: a) 2-ranoigHa kucnota (3,0eks.); 1-rigpokcubenstpuaszonrigpat (HOBt, 6,0eks.); 1. 3-
giisonponin-kapbogiimia (DIG, 4,0ekB.); DM®, 25°C; 2-16 roguH. b) 4-cptopbensonTion (5,0ekB.); noama HaTpito
(5,0exB.); 1,8-giazabiumkno[5.4.0lyHgeu-7-eH (DBU, 3,0ekB.); TI'®; 25°C; 12-16 roguH, ¢) CnumpT (15,0eks.); noaua



HaTpito (15,0exB.); 80°C; 15 roguH, d) 70%-ui TpeT-6yTunrigpo-nepokcmg (40ekB.); 6eH3oncynbpoHoBa KMucnoTa
(2,0ekB); DXM; 25°C; 12-24 rogunHu, €) mCPBA (5,0ekB.); DXM; 25°C 12-24 roguHu, f) TOA:OXM (1:1); 25°C; 1
rogvHa.

FgpokcunamiHOBY CMONy MOXYTb CyMICTUTU 3 2-rafoigHOK KUCIMOTOW, a ramnoigHa rpyna morna 6yTtu
3amilleHa Ha pTopbeH3onTion, ik onMcaHo padiwe. [oTiM rpyny dTopy MOXHA 3aMiCTUTM Ha CNUPT Yy NPUCYTHOCTI
OCHOBW, TaKoi K HaTpirigpua, B iHEPTHOMY PO34MHHKKY, Takomy sk DM® npu Temnepatypi npubnusHo 80°C.
AnkokcnbeHsoncynbdaHinbHUn edip rigpoKcaMoBOi KUCNOTM Moxe ByTu noTiM okucneHunii abo fo BignoBigHOro
cynbgiHinbHOro, abo 4o cynbdoHINbLHOro edipy rigpokcaMmoBoi KUCMOTW, SIK ONCaHO paHille. BinbHi rigpokcamosi
KMCMOTW MOXYTb BYTV BMBIMbHEHI, K OMMCAHO paHiLue.

Ha Cxemi 9 nokasaHui cnoci® ogepxaHHs 2-6icapuncynbdaHin-, cynbdiHin-, i cynbdOHINrigpokcaMoBoi
KWCHOT.

Cxema 9
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PeareHtn i ymoBu: a) 2-ranoigHa kucrnota (3,0ekB.); 1-rigpokcubeHsoTpuasonrigpat (HOBt, 6,0exs.); 1,3-
giisonponin-kapbogiimig (DIC, 4,03ekB.); DM®, 25°C; 2-16 roguH. b) 4-6pombensonTion (5,0ekB.); nogug HaTpito
(5,0exB.); 1/8-giazabiuunkno[5.4.0lyHgeu-7-eH (DBU, 3,0ekB.); TI®; 25°C; 12-16 rogwH, c) 70%-ui TpeT-
6yTunrigponepokcng (40ekB.); 6eH3oncynbdoHoBa kucnota (2,0eks.); DM; 25°C; 12-24 rogmHn, d) mCPBA
(5,0exB.); DXM; 25°C; 12-24 rogunHu, e) ApunbopHa kucnota (2,0ekB.); TeTpakuc(tpudpenindgocdin)nanagini(0)
(0,1ekB.); 10%-uii BogHMM HaTpi kapboHaTt (10,0ekB.); DME (1,2-oumertokcueTaH, rmim); 80°C; 8 roguH, f)
TFA:DXM (1:1); 25°C; 1 rogumHa.

lopokcunamiHOBY CMOMy, MOXHAa CyMICTUTM 3 2-ranoigHOHK KUCIOTOW, a ranoigHa rpyna moxe 06yTtu
3amilleHa GpomOeH30MnTIoNoOM, K onMcaHo paHiwe. [loTiv GpomGeHsoncynbdaHinoBui edip rigpoKkcamoBoi
KMCMNOTU MOXHa OKUCIUTU abo BiANOBIAHUM Cynb@iHINBHUM, ab0 CynbdOHINBHUM edipoM rigpoKCaMOBOI KUCIOTH,
SIK onucaHo paHiwe. MoTim rpyny 6poMy MOXHa 3aMiCTUTU Ha apuibHY rpyny LUNSXOM B3aemogii 3 apunbopHoo
KMCIOTOK B MPWCYTHOCTI KaTamisatopa, Takoro sk TeTpakuc(TpudeHindocdin)nanagin(0), i ocHoBM, Takoi 5K
HaTpivikapboHaT, B iHEpPTHOMY PO34MHHUKY, Takomy sk DME (1,2-gumeTokcuertaH), npu TemnepaTtypi 6ina 80°C.
BinbHi rigpokcaMoBi KNCNOTU MOXYTb OyTW BUBINbHEHI, SIK ONMMCAHO paHille.

Ha Cxemi 10 nokasaHui cnoci® ogepxaHHs rigpoKCamMOBMX KUCMOT 3 amMiHorpynamu, nNpuegHaHuMu o
apoMaTMYHOrO KifbLs.

Cxema 10
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PeareHtn i ymoBu: a) 2-ranoigHa kucnota (3,0ekB.); 1-rigpokcubeHsoTpuasonrigpat (HOBt, 6,0exs.); 1,3-
giisonponin-kapbogiimia (DIC, 4,0eks.); DM®, 25°C; 2-16 roguH. b) 4-6pombensonTion (5,0ekB.); #oama HaTpito
(5,0ekB.); 1,8-giazabiynkno[5.4.0lyHgeu-7-eH (DBU, 3,0ekB.); TI®; 25°C; 12-16 roguH, c) AmiH (20,0ekB.); Tpuc
(ambensunigerauetoH) agunanagin(0) (0,2exB.); (S)-(-)-2,2'-6ic(andenindgocdiHo)-1,1-6iHadTnn-((S)-BINAP,
0,8ekB.); HaTpin-TpeT-0yToKeKA (18,0ekB.); piokcaH; 80°C, 8 roamH; d.) TFA:DXM (1:1); 25°C; 1 rognHa.

lNopokcunamiHoBa cMona MOXe CMonyyYuTvucs 3 2-ranoifiHol KMCMOTOW, a ranoigHa rpyna moxe 06yTtn
3amiwieHa OpombeH3onTioNnoM, sk onucaHo paHiwe. [oTim Lo rpyny Opomy MOXHa 3aMmiCTUTU Ha aMiH Y
NPUCYTHOCTI KaTanizaTopa, Takoro sk Tpuc(aubeHsunigeHaueToH)” aunanagin (0), i niraHgy, Takoro sk (S)-BINAP,
i OCHOBM, TaKoi SIK TPET-OYTOKCUAHATPIN, B IHEPTHOMY PO34YMHHKMKY, TaKOMY SIK AiokcaH npy TemnepaTtypi 6ina 80°C.
BinbHi rigpokcamoBi KUCNOTU MOXYTb OyTY BUBINbHEHI, SIK ONMCAHO paHille.

Ha Cxewmi 11 noka3saHui cnocib ogepaHHs rigpoKcaMoBUX KACHOT, O MatloTb CynbdOHaTHI rpyny, npueaHaHi
[0 apoMaTUYHOrO KifnbLS.
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NH, . 2
S R

§ ?
n=0,1,2 O-§-x

9
3 0-5~X

. X=C;-Cg arkin, apun 0

Pearentn i ymoBu: a) 2-ranoigHa kucrnota (3,0ekB.); 1-rigpokcubeHsoTpuasonrigpat (HOBt, 6,0exs.); 1,3-
giisonponin-kap6ogiimig (DIC, 4,0eks.); DM®, 25°C; 2-16 roguH. b) 4-rigpokcubersonTion (5,0exB.); noguna HaTpito
(5,0exB.); 1,8-gpia3abiumnkno[5.4.0lyHgeu-7-eH (DBU, 3,0eks.); TI'®; 25°C; 12-16 roguH, ¢) CynbdoHinxnopug
(5,0exB.); TpuetunamiH (2,0exks.); DXM; 25°C; 8 rogwH, d) 70%-un TpeT-6yTunrigponepokcug (40ekB.);
6eH3oncynbdoHoBa kucrnota (2,0eks.); DXM; 25°C; 12-24 roguHu, e) mCPBA (5,0ekB.); DXM; 25°C; 12-24
roguHu, f) TOA:DXM (1:1); 25°C; 1 roguHa.

lNopokcunamiHoBa cMona MOXe CMonyyYuTtvucs 3 2-ranoifHol KMCMOTOW, a ranoigHa rpyna moxe O6yTtn
3aMmilleHa rigpoKcnbeH3onTionoM, sik onucaHo padiwe. [igpokcubeHsoncynbdaHinbHniA edip rigpokcamoBoi
KMcnotn moxe OyTn noTim okucreHun abo OO BiAMOBIAHOrO CynbiHINbHOrO, abo CcynbgoHINLEHOro edipy
riZIPOKCaMOBOI KMCIOTK, SIK ONMCaHo paHiwe. [gpokcurpyna moxe OyTu NoOTiM CynbgoHinboBaHa B peakLii i3
CynbOHINXNOPUAOM Yy MPUCYTHOCTI OCHOBW, TaKOl SIK TPUETUNAaMiH, B iIHEPTHOMY PO3UYMHHUKY, Takomy sik DXM,
npuv KiIMHaTHIN TemnepaTypi. BinbHi rigpokcamoBi KUCMOTY MOXYTb OyTW BMBINbHEHI, K ONUCAHO paHiLLe.

HwxyeHaBegeHi Npuknagu inoCcTpyoTb, a He obMexyloTb 0b6'eM AaHoro BuMHaxogy. HPLC-unctoTa cnonyk,
ogepXaHux 3a [OoMoMOorow KOMOGIHOBaHWX MeToauK, nmojaHa y BWrnsdi obnacTi, BUpaxeHoi y BigcoTKax, npu
3adaHin goBxuHi xeuni (%@ Hm).

Mpuknag 1

N-rigpokcu-2-(4-meTokeu-deHincynedaHin)-2-metunn-3-deHin-nponioHamig

Jo posunHy 4-meTokcnbeHsonTiony, WO nepemiwyetbcs, (2,8r, 20mmonb) i GessogHoro K>COs (10r,
Hagnuwok) y 6essogHomy aueToHi (100mn), y KpyrnogoHHy konby gobasnanv etunosuin 2-6pom-nponioHat (3,6r,
20MMonb) | AaHy peakuiiHy CyMmill HarpiBany 4o TemnepaTypu KUMiHHS 3i 3BOPOTHUM XONOAUIbLHUKOM NpoTAromM 8
roguH npu peTtenbHOMY nepemiwyBaHHi. o 3akiH4eHHi, JaHy peakuito oxonomKkysanu, BiagineTpoByBanu coni
Kanito i gaHy peakuinHy Cymill koHueHTpyBanu. OaepxaHui 3anuLIoK ekcTparysanu XiopodopMom i npommsani
H20 i podunHom 0,5 N NaOH. OpraHiuHui wap Aani petenbHO NpomMmnBanu Bogoo, 36e3sogHoBanu Hag MgSOy,
iNbTpyBanu i KOHUEHTPyBanu, Wo Aae eTunosuin edip 2-(4-meTokcu-eHincynbdaHin)-nponioHoBOI KNCNOTH Y
BUIMSII SICHO-XOBTOrO Macna. Buxia 4,5r (94 %); MS; 241 (M+H)".

[o po3unHy etunosoro edipy 2-(4-meTokcu-deHincynedaHin)-nponioHoBoi kucnotn (2,44r, 10mmonb), Lo
nepemiwyetbes, y TT® (100mn) npu -4°C, nosinkHo Aobasnanu Gic(Tpumetuncunin)amig nitito (1M posuuH, 15mn,
15mMmonb). OgepxaHy XOBTOrapsyoro KOonbOpy PpeakuinHy CyMmill nepemillyBanu npu KiMHaTHin Temnepatypi
npotsarom 15 xBunuH, a notim i oxonomkysanu go 0°C, npu skux ii nepemiwysany NpoTAromMm O4aTKOBOI FOAUHM.
TemnepaTypy AaHoi cymiwi 3HoBy oxonomkyBanu o -40°C i no kpannsax gobaensinu 6eHsunGpomig (1,72r,
10mmonk) y TT®. JaHy peakuito HarpiBanu OO KiMHATHOI TemnepaTypu i nepemillyBany NpoTaroM Hodi nepeq
3YMUWHKOLO i KpMXKaHOI BOAOHD, ekcTparyBanu xrnopodopMoM i npommnsanu Bogdoto. OgepaHuin opraHivyHvn wap
36e3sogHioBanu Hag MgSOs4, dinbTpyBanu i KOHUEHTpyBanu i xpomaTtorpadysany Ha KOMNOHL i3 cunikarenem 3a
ponomoroto 10% eTun auetaTty:rekcaHy, Wo gae eTunoBuin edip 2-(4-meTokcudpeHin-cynbdaHin)-2-metun-3-
cbeHin-nponioHoBoi kncnoTn y Burnsai 6es6apsHoro macna. Buxia: 860mr, (26%); MS: 331 (M+H)".

Etunosun edip 2-(4-meTokcudeHincynbdanin)-2-meTtun-3-ceHin-nponioHosoi kucnotun (4,12r, 12mmonb)
po3unHanm B meTaHoni (50mn) i pobasnanm 10 N NaOH (20mn). Lo peakuitio 3anvwany nepemiwysatucs
MPOTAroM HOYi MpW KiMHaTHIN Temnepatypi. OgepxaHy peakuifiHy CyMmill KOHLEHTpyBanu, po3baBnsnm CyMmiLlLLo
1:1 rekcaH:gieTnnosuii edip i ekctparysanu 3 H>O. BogHui wap oxonomkysanu Nbodom i nigkucnosany go pH
3,0. MoTim U KMCnoTy ekcTparyBanu XxnopodopMoM, a opraHiyHui wap 36essogHioBanu Hag MgSOs,
dinbTpyBanu i KOHUeHTpyBanu, Wo gae 2-(4-meTokeu-deHincynbdaHin)-2-meTnn-3-eHinnponioHoBy KUCAOTY Y
BMIMS} Nerkonnaskoi Teepaoi peyosuHN. Buxia 580mr, 16%; MS: 303,2 (M+H)".

[o po3unHy 2-(4-meTokcudeHincynbdaHin)-2-metun-3-eHin-nponioHosoi kucnotu (0,5r, 1,65MMonsb), LWwo
nepewmiwyetbes, i DM® (2 kpanni) y CH2Clz (100mm1) npu 0°C KpanavHHUM cnocobom 4o6aBnsnm okcaninxnopug
(1,0r, 8mmonb). lMicna uporo goaaBaHHA ofepXaHy peakuiiHy CyMmill nepemillyBanu npu KiMHaTHIA Temneparypi
npotarom 1 rogmHu. OgHovacHo, B okpemin konbi B cymiwi TI® soaa (5:1, 30mn) npu 0°C npotarom 1 roguHu
nepemillyBanu cymiw rigpokcunaminrigpoxnopugy (2,0r, 29mmonb) i TpuetunamidHy (5mn, Hagnuwok). [lo
3aKiHYeHHi 1 rOAMHW, OKCamninxnopuaHy peakuifiHy CyMill KOHLEHTpyBanu, a ogepXxaHuin 6nigo-KoBTWI 3anmiiok
posunHanm y 10mn CHCl, i nosinbHO domuBanu o rigpokcunamiHy npu 0°C. [aHy peakuiiHy cymil
nepemillyBanM npu KiMHaTHI TemnepaTtypi NpoTaroM 24 rogvH i KoHueHTpyBanu. OpepXaHuid  3anuiiok
ekcTparyBanu xrnopodopMom i petenbHO npomuBanu Bogow. OpepxaHui NPOAYKT BUAINANM OYMLLEHHSIM 3a
J0MoMOrolo KOnoHKOBOT Xxpomatorpadii Ha cunikareni i entotoBanu eTunaLeTaTom.

Buginanu N-rigpokcu-2-(4-metokendeHincynbaHin)-2-metun-3-geHin-nponioHamia y Burnsagi 6e3dapsHoi



TBepAoi peyoBuHn. Tnn. 88°C; Buxia, 300Mr, 57%; MS: 318 (M+H)"; "H AMP (300MIy, CDCls): § 1,32 (c, 3H),
3,07 (g, J=11T"u, 1H), 3,23 (g, J=11T"u, 1H), 3,79 (c, 3H), 6,83-7,36 (m, 9H).

Mpuknapg 2

N-rigpokcu-2-(4-meTokcu-cheHincynbdaHin)-2-eHin-auetamia

EtvnoBun edgip 2-(4-meTokcudeHincynbgaHin)-geHinouToBoi  KACNOTU  OfepXyBanu  BignoBigHO 0
3aranbHoro cnocoby, sk BuknageHo B [puknagi 1. 3 BuxigHoi eTunosoro a-6pomdeHinauetary (7,18r,
31,4mmons) i 4-meTtokcutiodeHony (4,4r, 31,4mmonsa) 6yno BuaineHo 8,5r gaHoro MpoaykTy y BUMMSAAI SICHO-
»oBToro macna. Buxia 90%; MS: 303,1 (M+H)+.

ETunosun edip 2-(4-meTokcu-geHincynbdaHin)-2-eHinoLToBoi KUCNOTW OfepXKyBanu 3 BUXiAHOI €TUIIOBOrO
edipy 2-(4-meTokcudpeHincynbdaHin)-deHinourosoi kucnot (3,0r, 10Mmonb), po3ynHeHoro B MeTaHoni (50mn), i
10 N NaOH (20mn). OaHy ogepxaHy peakuinHy cymiw obpobnsnm Tak camo sk i B Mpuknagi 1. Buxig 1,9r, 70%.
TNerkonnaska TBepaa peyosuHa. MS: 273 (M+H)".

3 BuxigHoOi 2-(4-meTokcmn-eHincynbdanin)-deninoutosoi kucnotn (1,05r, 3,83mmonb) i metogy, SAkui
BuknageHun y Mpuknagi 1, suginanu 1,154mr N-rigpokeu-2-(4-meTokeun-goeHincynedaHin)-2-geHin-auetamigy y
BUrIsai 6e36apeHoi TBepAoi peyoBuHi. T.nn. 155°C; Buxia 14%; MS: 290 (M+H)"; 'H AMP (30 MIy, DMSO-de): &
3,72 (c, 3H), 4,68 (c, 1H), 6,86-7,44 (m, 9H).

Mpuknag 3

gpokcamia2-(4-metokcu-geHincynbdatin)-2,5-gumeTun-rekc-4-eHoBOi KUCMOTU

EtunoBun edip 2-(4-metokcu-ceHincynbdaHin)-2,5-gumeTnn-rekc-4-eHoBOI  KUCMOTU  OfepXyBanu  3a
metogom 3 [lpuknagy 1, gpyrmii naparpad. 3 BuxigHoi eTunoBoro edipy (4-meTokcu-geHincynbdiHin)-
nponioHoBoi kucnot (3,5r, 14,3mmons), i isonpeHinbpomigy (2,25r, 15mMmonb) 6yno BugineHo 2,2r aaHoro
npoaykT! y Burnsaai macna. Buxig 50%; MS: 310 (M+H)".

2-(4-meToKeu-beHincynbdaHin)-2,5-gumeTun-rekc-4-eHoBY KUCIOTY OAepXXyBanu 3 BUXiAHOI eTMNoBoro edipy
2-(4-meToKeu-beHincynbdaHin)-2,5-gumeTun-rekc-4-eHoBoi kncnotu (2,0r, 6,4MmMorns), po34YMHEHOro B MeTaHofi
(50mn), i 10 N NaOH (20mn). OgepxaHy peakuiiHy cymiw obpobnsanu, sk BuknageHo B [Mpuknagi 1. Buxig
cknagae 1,9r, 9% nerkonnaskoi Teepaoi pedosuHN. MS: 280 (M+H)".

3 BuxigHoi 2-(4-meTokcu-dbeHincynbdaHin)-2,5-gumetun-rekc-4-eHoBoi kucrotn (1,67r, 5,8mmonb) i 3a
mMeTodoMm, sk BuknageHo B lMpuknagi 1, 6yno BugineHo 1,5r rigpokcuamigy 2-(4-meTokcu-eHincynedaHin)-2,5-
avmMeTun-rekc-4-eHoBoi knucnotu y Burnsgi 6esbapsHoi TBepaoi pevoBuHu. T.nn. 89°C; Buxig 94%; MS: 296
(M+H)"; "H AMP (300Mru, CDCl): & 1,34 (c, 3H), 1,61 (c, 3H), 1,74 (c, 3H), 2,41-2,58 (m, 2H), 3,80 (c, 3H), 5,17
(T, J=7,5T'u, 1H), 6,86 (g, J=12,4T'y, 2H), 7,35 (g, J=12,4T'y, 2H).

Mpuknag 4

N-rigpokcu-2-(4-meTokeu-deHincynedaHin)-3-metnn-6ytupamisg

Etunosun edip 2-(4-metokcu-peHincynbdatin)-3-mMeTun-MacnsHoi KUCNOTW OAepXyBanu BignoBigHO A0
3aranbHoro cnocoby 3 MNpuknagy 1. 3 BuxigHoi eTunosoro 2-6pomo-3-metun-6ytaHoaty (20,9r, 100mMMonb) i 4-
meTokcnbensonTiony (14,0r, 100mmons), 6yno sugineHo 30r gaHoro npogykTy. Buxig 99%; AcHo-xoBTe macno;
MS: 271 (M+H)".

2-(4-meToKeu-doeHincynbdaHin)-3-MeTun-macnsHy KUCNoTy odepXyBanu 3 BMXiAHOI eTurnosoro edipy 2-(4-
MeTOoKCK-heHincynbdaHin)-3-metun-macnsaHoi kucnotm (5,8r, 21,6MMonb), po3dmHeHoro B meTaHoni (50mn), i 10
N NaOH (30mn).

OpepxaHy peakuinHy cymiw obpobnsnu, sk BuknageHo B MNpuknagi 1. Buxig 5,0r, 99%. Jlerkonnaeka TBepaa
peyoBuHa. (M+H)".

3 BuXigHoOI 2-(4-meTokcu-peHincynbdarin)-3-metTun-macnsaHoi kncnotu (4,39r, 18,3MmMonb) i 3a METOAMKOIO,
wo BuknageHa B MNpuknagi 1, y surnsgi 6e3bapsHoi TBepaoi pevoBuHW Buginsanu 1,5r N-rigpokcu-2-(4-meTokeu-
teHincynbdaHin)-3-metun-6ytupamigy. T.nn. 119°C; Buxig 33%; MS: 256 (M+H)*; "H SSMP (300MI1, DMSO-ds):
5 0,90-1,07 (m, 6H), 1,84-1,96 (m, 1H), 3,07 (a, J=8,8T', 'H), 3,75 (c, 3H), 6,88 (g, J=15I'u, 2H), 7,35 (g, J=15Iu,
2H).

Mpuknag 5

N-rigpokcu-2-(4-meTtokeu-6eHsoncynbdain)-2-meTun-3-geHin-nponioHamig

N-rigpokcu-2-(4-meTtokeu-deHincynedatin)-2-metnn-3-denin-nponioHamig (400mr, 1,26mmons) (ogepxaHui
y Mpuknagi 1) posunHanm B meTaHoni (100mn) i gobasnanu 30%-un H2O, (10mm). [OaHy peakuiviHy cymiw
nepemiwysanu npotsarom 48 roavH Npu KiMHaTHIA TeMnepaTypi, Yac, NPOTSAroM SKKOro peakLio oxonoaxysanu 4o
0°C i 3ynuHanu 3a gonomoroto po3unHy HacuyeHoro Na SOz (20mn). [aHa peakuinHa cymill pobunace MyTHOLO, ii
nepemillyBany nNpoTsaromMm 4-x roguH [0 KOHLEHTPYBaHHA Ha BoASAHIA GaHi kiMHaTHOI TemnepaTypu, po3baBnsinu
Bofoto, ekctparyBanu 3a gonomoroto CHCI3 i npomuBanu 3a gonomoroo HxOz. OpepkaHuii opraHidHuiA Lwiap
30e3BogHioBanM Hag MgSOy4, oinbTpyBanmu i KOHUEHTpyBanwu. HasaHy Cnonyky BWAIMAAM  KOMOHKOBOHO
xpomaTtorpadieto Ha cunikareni enotoBanu 75%-um eTunavueraTt:rekcaHoM.

TNerkonnaeka TBepaa peyoBuHa. Buxia: 220mr (52%); MS: 334/1 (M+H)*; "H AMP (300MIu, CDCls): & 1,11 (c,
2H), 1,22 (c, 3H), 3,84 (c, 3H), 7,00-7,61 (m, 9H).

Mpuknag 6

lgpokcuamig 2-(4-meToken-6eHsoncynbdiHin)-2,5-aMmeTnn-rekc-4-eHoBOi KNCNOTH

3 BuxigHoi rigpokcmamigy 2-(4-meTokcu-6eH3oncynbdaHin)-2,5-aumeTnn-rekc-4-eHoBoi  kucnotu  (900mr,
3,0mmons) (ogepxxaHoro B Mpuknagi 3) i 3a metogukoto, BuknageHow B lMpuknagi 5, y surnagi 6e3bapsBHoi
TBEPAOI PevoBUHU BUAINSANN rigpokcuamig 2-(4-metokcn-6eH3oncynbdiHin-2,5-gumeTnn-rekc-4-eHoBOi KUCMOTK.
Buxig: 104mr (10%); T.nn. 108°C; MS: 312 (M+H)"; "H AMP (300MIy, DMSO-dg): & 0,88 (c, 3H), 1,59 (C, 3H),
1,68 (c, 3H), 2,27-2,80 (m, 2H), 5,02 (T, J=7,5'u, 1H), 7,09 (g, J=9I"y, 2H), 7,39, (4, J=9u, 2H).

Mpuknag 7

N-rigpokcu-2-(4-meTokcn-6eH3oncynegiHin)-3-metun-6ytupamia

3 BuxigHoi 2-(4-meTbkcu-6eHsoncynbdaHrin)-3-metun-6ytupamigy (1r, 3,9vmons), wo ogepxanu B MNpuknagi
4, i 3a metogukoto 3 Mpuknagy 5, y Burnagi 6e3bapsHoi TBepaoi pevoBuHM Buainanu N-rigpokcu-2-(4-meTokcu-
GeHaoncynbiHin)-3-MeTun-6yTupamia. Buxig: 420mr (40%); T.nn. 163°C; MS: 272 (M+H)"; 'H AMP (300Mrwy,
DMSO-dg): 6 0,89-1,12 (m, 6H), 1,63-1,74 (m, 1H), 3,13 (g, J=7Tu, 1H), 3,83 (c, 3H), 6,94-7,65 (Mm, 4H).



Mpuknag 8

N-rigpokcu-2-(4-meTokcn-6eH3oncynbdiHin)-2-geHin-avetamis,

3 BuxigHoi N-rigpokcmn-2-(4-meTokcn-6eH3oncynedaHin)-2-eHin-auetamigy (240mr, 0,83mmonb), sKvn
opepxanu B lNMpuknagi 2, i 3a meTogukoto BUKnageHoto B lMpuknagi 5, y surnagi 6e36apsHOi TBEpOOI Pe4OBUHM
6yB BwugineHu N-ngpokcu-2-(4-meToken-6eHsoncynbdiHinm)-2-deHin-auetamia. Buxig: 100mr (40%); T.nn.
135°C; MS 304 (M+H)"; "H AMP (300MI, DMSO-ds): & 3,75 (c, 3H), 4,38 (c, 1H), 6,92-7,69 (M, 9H).

Mpuknag 9

N-rigpokcu-2-(4-meTokcn-6eH3oncynboHin)-2-geHin-nponioHamig,

Jo posumHy, WO nepemiwyetbes, i3 4-meTokeu-6ensontiony (2,8r, 20mmonb) i 6e3sogHoro K>COs 10r,
Hagnuwok) y 6e3sogHomMy aueToHi (100mn) y KpyrnoAoHHiv konbi BHocunu a-6pometunavetar (3,3r, 20mMmonb) i
JaHy peakLiiHy cyMill HarpiBanv npu Temneparypi KUNiHHA 3i 3BOPOTHUM XOSNOAUSTBHUKOM NPOTAroM 8 roguH npu
peTenbHOMY nepeMillyBaHHi. Mo 3akiH4eHHi, JaHy peakuiHy CyMmill 3anuani OXOno[XyBaTuUCs, KamninHi coni
BMAiNbTPOBYBaNM i ofepXaHy peakuiHy CyMmill KOoHueHTpyBanu. OpepXaHui 3anuwioK ekcTparysanmu
xrnopodopmoM i npommsanu 3a gonomoroto H2O i 0,5 N posunHy NaOH. OpraHiuyHui wap gogatkoBo peTenbHO
npommsanu Bogoto, 36e3sogHioBany Hag MgSOs, dinbTpyBanu i koHueHTpyBanu. ETunosun edip (4-metokcu-
deHincynbaHin)-ouToBOI KMCMOTWM BUAINANM y Burnagi 6nigo-xostoro mMacna. Buxig: 4,4r (100%); MS: 227
(M+H)".

Ho po3unHy 60%-o0i 3-xrnopnepokcubeHdonHoi kucrnotn (14,0r, 40Mmonb), WO NepeMmillyeTbes, Y
meTunexxnopugi (100mn) npm 0°C nosinbHO Ao6asnanu eTnnosuin edip (4-meTokeu-geHincynbdaHin)-oLToBoi
kmcrotun (4,4r, 20mmonb) y CH2Clz (15mn). [JaHa peakuiiHa cymiw pobunace MyTHO i 1i nepemiwyBanu npu
KiMHaTHIn TemnepaTtypi npotarom 6 roguH. [oTiM U0 peakuiHy cymiw po3basnsnu rekcaHom (300mnm) i
nepemiwysanu npotaroM 15 xBunuH. BigdinbTpoByBanM 4acTuHkM TBEpPAOi pPeYoBUHM i [0OaBNANU PO3YMH
Na>SO3 g0 ogepaHOro opraHiYHoro wapy, kv nepemillyBanu NpoTSAroM, WoHaMeHLe, 3-X roguH 4o Toro sk
AaHy cymiw ekctparyBanu 3a gonomoroto CHCIs i nmpomuBanu 3a pgonomorow H.O. OpraHiyHuin wap
36e3ogHioBanu Hag MgSO4, dinbTpyBanu i KOHUEHTpPyBanu i BUAINANW y Burmagi Macna 6e36apBHUI eTUNOBUIA
edip (4-meTokcn-heHincynbdoHin)-oLToBol kKnenotu. Buxia: 100%; MS: 259,1 (M+H)™.

o po3unHy, WO nepemiwyeTbes, 3 eTUNnoBoro edipy (4-meTokcu-ceHincynboHin)-ouToBoi kucrnotn (2,5r,
10mmonb), 6eHsunbpomigy (1,8r, 10mmonb) i 18-KpoH-6 (500mr) B auetoHi (250mn) gobasnsnu K,COs (10r,
HaANMLWOK) i JaHy CyMill KAN'STUNWM 3i 3BOPOTHUM XOMOAMUIbHWUKOM NpPOTAroM 24 roguwH. o 3akiH4eHHi, Lo
peakuiiHy cywmiw dinbTpyBanu, a OAdepXaHuW aueTOHOBWW Lwwap KoHueHTpyBanu. OpepXxaHui 3anuiiok
eKcTparyBanuM xropodopMoM, peTenbHO npomumBanu Bogdok, 36e3sogHioBanu Hag 6e3sogHum  MgSOs,
dinbTpyBanu i koHueHTpyBanu. OpepxaHuiii NPogyKT ouvwiany 3a AOMOMOrol CuriKarenbHOi KOMOHOKOBOT
xpomaTtorpadiiv, entotoBanu 30%-1m eTunavetaTTekcaHoM. EntonoBaHuin NpoaykT, eTnnosuii edpip 2-(4-mMeTokeu-
6eH3oncynbdoHin)-3-NponioHoBOT k1UcnoTn, By BUAINEHNA y BUIMAAi Nerkonnaskoi TBepAoi peyoBuHKU. Buxia:
3,0r, 86 %; Nerkonnaeka TBepAa peyoBuHa; MS: 349 (M+H)*.

o po3unHy eTnnoBoro edipy 2-(4-meTokcn-6eH3oncynedoHin)-3-nponioHoBoi kucnoTtu (348mr, 1Mmonb), Lo
nepemiwyetbcs, y metaHoni (25mn) gobasnsnm 10 N NaOH (10mn). Lo peakuiviHy cymiw nepemiysanu npu
KiMHaTHIn Temnepatypi npotaroMm 48 roauvH. Mo 3akiHYeHHi, JaHy peakuiiHy CyMill KOHLEHTpyBanu 1 obepexHo
HenTpanisyBanu possegeHoto HCl. OgepxaHuin 3anuwoK ekcTparyBanu XropodopMOoM, peTeribHO NMpoMmBanu
BOOOl, 30e3BogHOBanu i KoHueHTpyBanu. OpgepXaHvMu MpOAYKT OuMLany CurikarenbHOK KOFOHKOBOH
XpomaTorpadieo LWAXOM enioloBaHHA 3a [AOMOMOrolo etunauertatimMetaHony (95:5), wo gae 2-(4-meTokeu-
6eH30mcynbdoHin)-3-NponioHoBY KUCMOTY Yy BUrNsai 6e36apeHoro macna. Buxia: 250mr, 89%; MS: 321 (M+H)".

3 BuxigHoi 2-(4-meTokcmn-6eH3oncynbdoHin)-3-nponioHoBoi kucnotu (200mr, 0,625mMmonst) | 3a meToamKow,
BuknageHow B lMpuknagi 1, Buainanu y sBurnsgi kopuuHesoi TBepAoi pevounHn 150mr N-rigpokcn-2-(4-meToKcu-
6eH30NCyNMbtoHIN)-3-cheHin-nponioHamigy. Buxia: 71%; T.nn. 180°C; MS: 336 (M+H)"; "H AMP (300Mru, CDCla):
83,2 (m, 1H), 3,8 (c, 3H), 4,0-4,2 (m, 2H), 7,0-8,0 (m, 9H).

Mpuknag 10

Fgpokcnamig 2-(4-metoken-6eH30mcynbgoHiN)-rekcaHoBOT KUCNOTH

ETnnosun edip 2-(4-meTokcu-ceHincynbgaHin)-rekcaHoBoi KMCNOTU OAepXKyBanu BiAMNOBIAHO 4O 3aranbHOro
cnocoby, sikuin BuknageHun y lMpuknagi 1. 3 BuxigHoi eTunosoro 2-6pomorekcaHoaty (7r, 32mmons) i 4-
meTokcnbersonTiony (4,2r, 30mmonb), 6yno suagineHo 8,3r aaHoro npoAdykTy. Buxig 98%; AcHo-xoBTe macno; MS:
283 (M+H)".

3 BuxigHoi eTurnosoro edipy 2-(4-meTokcu-deHincynbdaHin)-rekcaHoBoi kucnotn (2,8r, 10mmonb) i 3a
MEeTOOMKO, sika BuknageHa B Mpuknagi 9, y Burnsai 6e36apeHOi TBEpAOi pevoBuHWU BUAINANKM 9,3r eTUNoBOoro
edipy 2-(4-meTokeu-deHincynbdoHin)-rekcaHoBoi kucnotu. Buxia: 95%; T.nn. 62°C; MS: 314 (M+H)*.

3 BuxigHoi eTunosoro edipy 2-(4-meToKcu-deHin-cynboHin)-rekcaHoBoi kucnotn (2r, 6,3mmonsi) 3a
MeTOoAMKOI0, fka BuknageHa B MNpuknagi 9, 6yno suaineHo 1,5r (83 %) 2-(4-meTokcu-eHincynbdoHin)-rekcaHoBoi
kucnoTu y surnsai 6esbapeHoi Teepaoi pevosuHu. T.nn. 116°C;MS:287(M+H)".

3 BuXigHOI 2-(4-meToKcn-6eH30mCynbdOHIN)-rekcaHoBOI KUCIOTH | 3a MeTOAMKOI, sika BuknageHa B Mpuknagi
1, y Bumnsai 6esbapBHOi TBepaoi peyoBuHM Oyno BuaineHo 700mr rigpokcuamigy — 2-94-meTokcu-
6eH30MCYNbAOHIN) -rekcaHoBol kucnoTu. Buxia: 60 %; T.nn. 130°C; MS: 302 (M+H)"; 'H AMP (300Mru, CDCls): &
0,786 (1, J=7,2l'y, 3H), 1,1-1,3 (m, 4H), 1,6-1,8 (m, 2H), 3,7 (m, 1H), 3,9 (c, 3H), 7,2 (g, J=11T'y, 2H), 7,8 (g,
J=11Iu, 2H), 9,3 (c, 1H), 10,9 (c, 1H).

Mpuknag 11

Fopokcnamig 2-(4-metoken-6eH30mncynbgoHin)-TeTpagekaHoBOi KUCNOTH

EtvnoBun edip 2-(4-meTokcu-deHincynbdaHin)-teTpagekaHoBoi  KACIOTW  OOEepPXKyBanu  BiAMOBIAHO A0
3aranbHoro crnocoby, Akui BuknageHun y lMpuknagi 1. 3 BuxigHux BignoBigHWX etun-2-6pomomipuctaty (5,0r,
14,9mMonb) i 4-meTokeuTtiodpeHony (1,9r, 13,4mmonb) 6yno BugineHo 5,0r gaHoro npoaykty. Buxig 98%; HAcHo-
xoBTe macrno; MS: 393 (M+H)".

3 BuxigHoi eTtunosoro edipy 2-(4-metokcu-cheHincynbdanin)-tTetpagekaHosoi knucnotu (3,9r, 10MmMonb) i 3a
MEeTOAMKo, WO BuknageHa B [Mpuknagi 9, y Burnsagi 6e36apsHOi TBephoi pevoBuHWM Oyno BugineHo 3,2r
etunosoro edipy 2-(4-meTokcu-6eH3oncynbgoHin)-TeTpagekaHoBoi kucrotn. Buxig: 76%; Macno; MS: 425



(M+H)".

3 BuxigHoi etunosoro edipy 2-(4-meTokcu-6eHsoncynbdoHin)-TeTtpagekaHoBoi kucnotu (2,5r, 5,9mmons) y
Burnsgi 6e3bapBHOi TBEPOOI PeHOBUHU 3a METOAMKO, fKa BuknageHa B [Npuknagi 9, 6yno sugineHo 2,0r (85%)
2-(4-meToKcu-6eH30MCcyNbgoHIN)-TeTpaaekaHosoi kucrnotu. T.nn. 82°C; MS: 397 (M+H)™.

3 BuXigHoOI 2-(4-meTokcn-6eH3oncynbdoHin)-TeTpagekaHoBoi kucnotu (1,14r, 2,9mMmons) i 3a METOAMKOIO, sika
BuknageHa B Mpuknagi 1, 6yno sugineHo 670Mr rigpokcmamigy 2-(4-meTokcu-6eH3oncynbgoHin)-TeTpagekaHoBoi
KMCMOTYW, TBEpAOi PEYOBUHM He 30BCIM 6inoro kombopy. Buxig: 57%; T.nn. 114°C; MS: 414 (M+H)"; 'H AMP
(300MI'y, DMSO-ds): 6 0,85 (1, J=7Tu, 3H), 1,16-1,27 (m, 20H), 1,66 (m, 2H), 3,62-3,70 (m, 1H), 3,87 (c, 3H), 7,12
(@, J=18I"y, 2H), 7,73 (g, J=15I"u, 2H).

Mpuknag 12

N-rigpokcu-2-(4-meTokeu-6eHsoncynboHin)-2-meTun-3-geHin-nponioHamig

o posuunHy, Wo nepemiwyeTbes, 3 eTunoBoro edipy 2-(4-metokcun-6eH3oncynboHin)-3-geHin-nponioHoBoi
kmucnotu (1,0r, 3mmons) (npuknag 9), metuniogmay (1mn, Hagnuwok) i 18-KpoH-6 (500mr) B aueToHi (250mn), 6ys
popaHui KoCO3 (10r, Hagnuwok) i AaHy peakuiiHy Cymill HarpiBanu npu TtemnepaTtypi KWMiHHS 3i 3BOPOTHUM
XONOAUNBHUKOM NPOTAroMm 24 roauH. o 3akiHYeHHi, U0 peakuinHy cymiwl ginbTpyBanu, a aueToHOBUM Liap
KOHUeHTpyBanu. OpgepaHuii  3anuLIoOK eKkcTparyBanu XnopodopMOM, PeTenbHO NpoMMBanNM  BOAOH,
36e3BogHioBanuM Hag 6e3sogHum MgSOs, dinbTpyBanm i KoHueHTpyBanu. OpgepXaHuWn NpodykT oyuLaniu
cunikareneBoo KOMOHKOBOK xpomMaTtorpadieto LsgXoM entooBaHHSA 1noro 3a gonomoro 30%-oro eTunauerar:
rekcaHy, wo pdae etunoBui edip 2-(4-meTokcnbeH3oncynbdOoHin)-2-MeTun-3-geHin-nponinoHoBOI KUCMOTN Y
Burnsagi 6esbapsHoro macna. Buxig 1,0r, 98%; MS 349 (M+H)+.

3 BuxigHoi etunosoro edipy 2-(4-meTokcu-6eH30ncynbqOHIN)-2-MeTUn-3-eHin-NponioHOBOI  KMCMOTK
(900mr, 2,7mmons), 3a meToaukol, sfka BuknageHa B [Npuknagi 9, 6yno BugineHo 8-50Mr (KinbkicHoO) 2-(4-
MeTOKCU-6eH30MCyNbdoHIN)-2-MeTnn-3-heHin-nponioHoBsoi kncnotu. besbapeHe macrno, MS 335 (M+H)".

3 BuxigHoi 2-(4-meTokcu-6eH3oncynbdoHin)-2-meTun-3-ceHin-nponioHoBoi kucnot (900mr, 2,7mMMons) i 3a
METOOMKOM, sika BuknageHa B MNpuknagi 1, 6yno sugineHo 450mr N-rigpokcu-2-(4-meTokeu-6eH3oncynegoHin)-2-
meTun-3-cbeHin-nponioHamiay y Burnsai kopudiHeBsoi TBepaoi peuosnHn. Buxia: 48%; T.nn. 58°C; MS: 350 (M+H)"
'H AMP (300Mru, CDCL3): § 1,4 (¢, 3H), 3,1 (a, J=9wu, 1H), 3,6 (A, J=9ry, 1H), 3,9 (¢, 3H), 6,8-7,8 (M, 9H).

Mpuknag 13

lgpokcnamig 2-(4-meTokeun-6eH3oncynbdoHin)-2,5-gumeTnn-rekc-4-eoHOBOI KMCNOTH

3 BuxigHoi etunoBsoro edipy 2-(4-metokcu-deHin-cynbdaHin)-nponioHosoi kucrotm (Mpuknag 1) (12r,
50mmonb) i 3a MeToamkoto, Wo BuknageHa B lMNpuknagi 9, 6yno BugineHo 12r etnnosoro edipy 2-(4-meTokcu-
cbeHincynbhoHIN)-NponioHoBOI KMCMOTK y BUrMAAI HaniBTeepaoi pedosuHN. Buxia 100%; MS: 256,1 (M+H)".

3a meToaukolo, fka BuknageHa B [Npuknagi 12, i3 BuxigHoi eTunosoro edipy 2-(4-meTokcn-6eH3nncynbdoHin)
NponioHOBOI KMUCMoTK i i3onpeHindpomigy (1,0r, 6mmonb) 6yB opepxaHuid etunoBuin edip 2-(4-meTokcu-
6eH3oncynbdoHin)-2,5-gumetun-rekc-4-eHosoi kucnotu(1r, 3,6mmonst). Buxig 1,0r, 81%; Be3bapsHe macno; MS:
341 (M+H)".

3 BuxigHoi eTnnosoro edipy 2-(4-meTokcun-6eHsoncynbdoHin) -2,5-gumetun-rekc-4-eHoBoi kucnotu (900wmr,
2,6mMmonsl) 3a MeToamkor, WO BuknageHa B [lpuknagi 9, 6yno BugineHo 800mr (96%) 2-(4-meTokcu-
6eH30MCcynbdOoHIN)-2,5-aMmeTun-rekc-4-eHosoi kucrnotu. MS:313-(M+H)™.

3 BuxigHoi 2-(4-meTokcu-6eH3oncynbdoHin)-2,5-aumeTnn-rekc-4-eHosoi  kucrnotu (1,0r, 3,2mmons) i 3a
MeToaoukol, sika BuknageHa B [puknagi 1, ©Oyno BugineHo 700mr rigpokcuamigy, 2-(4-mMeTokcu-
6eH3oncynbdoHin)-2,5-aMmeTnn-rekc-4-eHoOBOI KUCMOTW Yy BUMNSAI Nerkonnaskoi TBepAoi peyoBuHW. Buxia: 67%;
MS: 328 (M+H)*; 'H AMP (300MIu, CDCls): & 1,3 (¢, 3H), 1,5 (a, J=6,2I'y, 6H), 2,5-3,0 (M, 2H), 3,9 (c, 3H), 7,0 (A,
J=11Ty, 2H), 7,8 (g, J=11I"y, 2H).

Mpuknag 14

3-(bidenin-4-in)-N-rigpokcu-2-(4-meToken-6eH3oncynbdoHin)-2-meTun-nponioHamig,

3a wmetogukolo, ska BuknageHa B [puknagi 12, i3 BuxigHoi eTwnoBoro ediipy 2-(4-meTokcu-
6eH3oncynbdoHin)-nponioHoBoi  kucrotm (2,7r, 10mMmonb) i 4-(xmopmetun) 6Gideriny (2,51, 12vmonb) 6yB
opepxaHuni etunosun edip 3-(6ideHin-4-in)-2-(4-meTokcu-6eH30MCyNbAOHIN)-2-MeTUN-NPOMIOHOBOI  KMCMOTK.
Buxig 4,0r, 91%; be3bapsHe macno; MS: 438 (M+H)+.

3 BuxigHoi eTunosoro eqdipy 3-(6idpeHin-4-in)-2-(4-meTokcn-6eH30ncy b oHIN)-2-MeTUI-NPOoNioHOBOI KUCIOTK
3a MeToAukotl, sika BuknageHa B [llpuknagi 9, 6yno BugineHo 2,5r (89%) 3-(BideHin-4-in)-2-(4-meTokeu-
6eH3oncynbdoHin)-2-MeTUn-NponioHoBoI KMCNoTu y Burnagi 6esbapsHoi TBepaoi peyosuHu. T.nn. 161°C; MS:
411 (M+H)".

3 BuxigHoi 3-(6ideHin-4-in)-2-(4-meTokcn-6eH30ncynbdoHin)-2-MeTun-nponioHoBoi kucnotu (2,0r, 4,8mmons)
i 3@ meToaukolo, sika BuknageHa B [Npuknagi 1, 6yno sugineHo 1,2r 3-(6ideHin-4-in)-N-rigpokcu-2-(4-meTokcun-
6eH3oncynbdoHin)-2-metTun-nponioHamigy y surnsaai 6e3bapsHoi TBepaoi pevoBuHW. Buxig: 58%; T.nn. 177°C;
MS: 426 (M+H)" "H SSMP (300Mru, CDCl3): & 1,4 (¢, 3H), 3,2 (a, J=9ru, 1H), 3,7 (@, J=9u, 1H), 3,9 (c, 3H), 7,0-
7,8 (m, 13H), 9,7 (ywwmp, c, 1H).

Mpuknag 15

lopokcuamig 1-(4-meToken-6eHsoncynboHin)-2,5,9-tpumeTnngeka-4,8-4ieHoBOI KUCNOTH

3a wmeTogukolo, ska BuknageHa B [puknagi 12, i3 BuxigHoi eTunoBoro edipy 2-(4-mMeTokcu-
6eH3oncynbdoHin)-nponioHoBoi knucnotu (2,7r, 10mMmons) i repaHinépomigy (3,0r, 13mmonb) 6yB ogepxaHui
etunosun edip 2-(4-metokcn-6eH3oncynbdoHin)-2,5,9-Tpumetungeka-4,8-gieHosoi kucnotu. Buxig 4,0r, 98%;
BesbapsHe macno; MS: 409 (M+H)*.

3 BuxigHoi eTunosoro edipy 2-(4-meTokcu-6eHsoncynbdoHin)-2,5,9-Tpumetungeka-4,8-aieHoBOI  KMCNOTK
6yno BugineHo 2,8r (96%) 2-(4-meTokcu-6eHsoncynboHin)-2,5,9-TpumeTnngexka-4,8-gieHoBoOI  KMCNoTU  3a
MeToaMKO, SiKa BuKnaaeHa B Mpuknaai 9. MS: 379 (M+H)™.

3 BuxigHoi 2-(4-meTokcn-6eH3oncynbdoHin)-2,5,9-tpumetungeka-4,8-gieHoBoi kucnotu (2,0r, 5,2mmons) i 3a
METOAUKO, sika BuknageHa B Mpuknagi 1, 6yno suaineHo 1,8r rigpokcuamigy 2-(4-metokcu-6eH3oncynbgoHin)-
2,5,9-TpUMeTUnAEeKa-4,8-[iEHOBOI KUCNIOTU y BUrMsAi Ge3GapBHOro macra. Buxia: 88%; MS: 396 (M+H)* 'H AMP
(300MrI'y, CDCls): 6 1,4 (c, 3H), 1,6 (c, 3H), 1,65 (c, 3H), 1,7 (c, 3H), 2,0-3,1 (m, 6H), 3,9 (c, 3H), 5,5 (m, 2H), 6,98



(@, J=9,0ry, 2H), 7,7 (g, J=9,0l"u, 2H).

Mpuknap 16

3-uuknorekcun-N-rigpokcu-2-(4-meTokcm-6eH30ncynboHin)-2-MeTnn-nponioHamig

3a meToaukoto, fka BuknageHa B lMNpuknagi 12, 6ys ogepkaHnii eTunosun edip 3-umknorekcun-2-(4-meTokcu-
6eH30CcynbdOHIN)-2-MeTUM-MPOMIOHOBOI KACMNOTU 3 BUXIAHOI eTUNoBoro eqgipy 2-(4-meTtokcu-6eH3oncynboHin)-
NpPOoNiOHOBOI KMUCHoTK i Bpomo-meTunuumknorekcany (1,8r, 10mmonb). Buxig 3,5r, 95%; xoBTe macno; MS: 369
(M+H)".

3 BuxigHoi etunoBsoro egipy 3-umknorekcun-2-(4-meTokcun-6eH30MnCynbOHIN)-2-MeTUNNPONIOHOBOT KUCNOTH
6yno swuaineHo 2,5r (90%) 3-umknorekcun-2-(4-mMmeTokcn-6eH30ncynbdoHin)-2-MeTnNPonioHOBOI KUCOTU 3a
MeToaMKO, sika BuknaaeHa B Mpuknagi 9. T.nn. 116°C; MS: 341 (M+H)".

3 BuxigHoi 3-umknorekcun-2-(4-meTokcm-6eH3omncynbgoHin)-2-meTunnponioHosoi kucnotu (2,0r, 5,8mmons) i
3a MeToauKow, sika BuknageHa B [Mpuknagi 1, 6yno eugineHo 1,1r 3-umknorekcun-N-rigpokcu-2-(4-meTokcu-
6eH3oncynbdoHin)-2-meTun-nponioHamigy y Burmsiai 6esdapsHoi TBepgoi pevosuHmn. Buxig: 55%; T.nn. 58°C; MS:
356 (M+H)"; "H AMP (300Mru, CDCl3): & 1,4 (c, 3H), 2,3-1,0 (m, 13H), 3,9 (c, 3H), 7,0 (4, 8,8, 2H), 7,69 (A,
9,0y, 2H).

Mpuknag 17

N-rigpokcu-2-(4-meTokcn-6eH30ncynbdoHin)-2-MeTun-3-[4-(2-ninepynamnH-1-in-eTokcn)-eHin]-nponioHamiz

3a wmeToguKow, ska BuUKNageHa B npuknagi 12, OyB ogepxaHuin eTunoBui edip 2-(4-meTokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-ninepnamt- 1-in-eTokcu )-eHin]-nponioHoBoOi  KUCMOTM 3 BUXIQHOI €TMIOBOro
edipy 2-(4-meTokcu-6eHsoncynbdoHin)-nponioHoBoi kucnotn (2,7r, 10mMmonb) i 4-(2-ninepuamnH-1-in-eTokcm)-
6eH3nnxnopuay (2,9r, 10mmonb). Buxig 4,8r, 98%; KopuyHese macno; MS: 490 (M+S)+.

3 BuxigHoi etunosoro edipy 2-(4-meTokcu-6eH30mncynbdOoHIn)-2-meTun-3-[4-(2-ninepuamH-1-in-eTokcm)-
dheHin]-nponioHoBoi kucnotu (4,0r, 7,9Mmonb) 6yno suaineHo 3,5r (Buxia: 94%) 2-(4-meTokcu-6eH3oncynbdoHin)-
2-metun-3-[4-(2-ninepuamnH-1-in-eTokcm)-eHin]-nponioHoBoi  KMCcnoTu y Burnagi 6e3bapBHuX Kpuctanis 3a
METOOMKOM, sika BUKNnaaeHa B npuknagi 9. T.nn. 106°C; MS: 462,5 (M+H)+.

3 BuxigHoi  2-(4-meTokcu-6eH3oncynbdoHin)-2-metun-3-[4-(2-ninepnanH-1-in-eTokcn)-deHin]-nponioHoBoI
KACMOTU | 3a METOAMKOW, sika BuWKnageHa B npuknagi 1, 6y BugineHui 1r N-rigpokcu-2-(4-meTokeu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-ninepnamnt-1-in-etokeun)-peHin]-nponioHamigy y surnsai 6esbapsHoi TBepgoi
pedoBuHuU. Buxia: 1r, 48%; T.nn. 98°C; MS: 477 (M+H)+; "H amP (300Mry, CDCIs): 6 1,2 (c, 3H), 3,5-1,5 (m, 16H),
3,9 (c, 3H), 4,4 (m, 1H), 6,5-7,8 (m, 8H), 10,8 (ywwmp, c, 1H).

Mpuknag 18

lgpokcuamig 2-[4-(2-azenaH-1-in-eTokcn)-6eH3unn]-2-(4-meTokcn-6eH30ncynbdOHIN)-NponioHOBOI KUCIOTH

3a meTogukoto, sika BUKNageHa B npuknagi 12, 6yB ogepxaHuii etunosuii edip 2-[4-(2-a3enaH-1-in-eTokcu)-
6eH3un]-2-(4-meTokcn-6eH30mCcynbOHIN)-NPOoNioHOBOI  KUCNOTU 3 BUXIQHOI eTunoBoro edipy 2-(4-meTokcu-
6eH30mncynbdOoHIN)-NponioHoBOI KMCroTK i 1-[2-(4-xnopomeTtundeHokeun)etun]-asenany (3,03r, 10mmonb). Buxig
4,51, 90%; KopuuHeBe macno; MS: 504 (M+H)+.

3 BuxigHoi etunosoro edipy 2-[4-(2-a3enaH-1-in-eTokcu)-6eH3unn]-2-(4-meToken-6eH3oncynbgoHin)-
nponioHoBoi kucrotn Oyno BuaineHo 3,5r (Buxig: 94%) 2-[4-(2-a3enaH-1-in-eTokcum)-6eH3nn]-2-(4-meTokeu-
6eH30nCcynbgOHIN)-NPONIOHOBOI KUCMOTU Y BUMMAAI HaniBTBEPAOI PEYOBUHM 32 METOAMKOW, fKa BUKMNageHa B
npuknagi 9. MS: 476 (M+H)*.

3 BuXxigHoi 2-[4-(2-a3enaH-1-in-etokcu)-6eH3nn]-2-(4-meTokem-6eHsoncynbdoHin)-nponioHoBoi kucnoTu (2,0r,
4,2mMonst) | 3a MeETOAMKOM, sika BUMKNazeHa B npuknagi 1, 6ys Buginenun 1r rigpokcuamigy 2-[4-(2-a3enan-1-in-
€TOKCK)-0eH3un]-2-  (4,-meTokcu-6eH30nCcynbdOHIN)-NPonioHOBOT  KMCMOTN  y  BUrnsgi  6e3bapBHoi  TBepaoi
pedoBuHU. Buxia: 1,8r, 87%; T.nn. 68°C; MS: 477 (M+H)+; 'H AmMP (300Mr'y, CDCls): 6 1,23 (c, 3H), 3,5-1,7 (m,
18H), 3,8 (c, 3H), 4,2 (m, 1H), 6,4-7,89 (m, 8H), 10,9 (ywwp, c, 1H).

Mpuknag 19

lopokcnamig 2-[4-(2-azenan-1-in-eTokcn)-6eH3nn]-2-(4-meTokcn-6eH30ncynboHin)-NeHTaHOBOI KMCINOTU

ETtvnosun edip 2-[4-(2-a3enaH-1-nn-etokcn)-6eH3nn]-2-(4-meTokcn-6eH30nCcyNbGOHIN)-NEeHTaHOBOI KUCMOTH
OyB oaepkaHwui BigMNOBIOHO [0 3aranbHOro Crnocody, SKMM BUKNMAgeHun y npuknagi 12. 3 BuxigHOI eTunosoro
edipy 2-(4-meTokcn-6eH3oncynbdoHin)-neHTaHoBoi kucnotu (3,5r, 11,7mmonb) i 1-[2-(4-xnopomeTun-heHoKeH)-
etun]-asenaHy (3,9r, 12,8Mmonk). Buxia 2,58r (42%); kopuuHese macno; MS: 532,4 (M+H)".

2-[4-(2-a3enaH-1-in-eTokcn)-6eH3unrn]-2-(4-meTokcr-0eH30mcynboHiN)-neHTaHoBa kucnoTta Oyna ogepxaHa 3
BUXiOHOT eTunoBoro ediipy 2-[4-(2-a3enaH-1-in-etokcn)-6eH3un]-2-(4-meTokcn-6eH30ncynbgoHin)-neHTaHoBOI
kucnotu (2r, 3,76mmonst), po3ynHeHoro B meTaHoni (300mn), i 10 N NaOH (15mn). OgepxaHy cymiw o6pobnsnu
TaK, SK BuKnageHo B npuknagi 1. Buxig 830mr (44%); kopuuHeBa TBepda pedoBuHa; T.nn. 55°C; MS: 504,4
(M+H)".

3 BuxigHoi  2-[4-(2-a3enaH-1-in-eTokcn)-6eH3un]-2-(4-meToken-6eH30nCyNIbdOHIN)-NEHTaHOBOI  KUCNOTH
(690wmr, 1,37MmonsA) | 32 METOAMKOLO, AKa BuKnageHa B npuknagi 1, 6yno sugineHo 1,240mr rigpokcuamigy 2-[4-(2-
asenaH-1-in-eTokcm)-6eH3nn]-2-(4-MeTokcu-6eH30MNCyNbGOHIN)-NEHTAaHOBOI  KACMOTU Y BUIMSIAI KOBTOI TBEPAOI
peyoBuHW. Buxig 34%; T.nn. 85°C; MS: 477 (M+H)+; H amp (300MrI'y, DMSO-ds): 8 0,71 (T, J=7,3I'y, 3H), 0,78-
1,77 (m, 16H), 3,04-3,46 (m, 4H), 3,87 (c, 3H), 4,26 (m, 2H), 6,87 (g, J=8,7T'u, 2H), 7,14 (m, 4H), 7,71 (g, J=9y,
2H), 9,07 (c, 1H), 10 (c, 1H).

Mpuknag 20

N-rigpokcu-2-(4-meTokcn-6eH3oncynegoHin)-2-metun-3-[4-(2-N,N-giisonponinamiHo-eTokcu)-geHin]-
nponioHamig

3a wmeToguKow, fka BUKNageHa B npuknagi 12, OyB ogepxaHuin eTunoBui edip 2-(4-meTokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-N,N-agiisonponinamiHo-eTokcn)-eHin]-nponioHoBoi  KUCNOTU 3 BUXIQHOT
etunoBoro edipy  2-(4-metokcu-6eH3oncynbgoHin)-nponioHoBoi  kucnotn  (5,4r, 20mmornb) i 4-(2-N,N-
piizonponinamiHo-eTokcn)-6eHsnnxnopuay (6,1r, 20mmons). Buxia 8,9r, 88%; YKosTe macno; MS: 506,5 (M+H)".

3 BuxigHoi eTtunosoro edipy 2-(4-meTokcu-6eH3oncynbdoHin)-2-metun-3-[4-(2-N,NM-giizonponinamiHo-
eTokcm)-dpeHin]-nponioHoBoi  kucrotn  (4,0r, 7,9vmmonb) 6yno BugineHo 3,5r (Buxig: 92%) 2-(4-meTokcu-
©eH3oncynbdoHin)-2-metun-4-[4-(2-N,N-giizonponinamiHo-e TOKCK)-heHin]-NnponioHoBOI  KMCAOTU Yy BUrMAgi



Be3bapBHMX KpUcTanis 3a METOAMKO, SKa BUKNadeHa B npuknaai 9. T.nn. 68°C; MS: 478,6 (M+H)".

3 BUXiOHOT 2-(4-meTokcu-6eH3oncynbdoHin)-2-metnn-3-[4-(2-N,N-giisonponinamiHo-eTokcu )-cbeHin]-
nponioHoBoi kucnotu (2,0r, 4,1Mmons) i 3@ MeToAuKol, sika BUKageHa B npuknagi 1, 6ys Buainennn 1r 2-(4-
MeTOKCVI-6eH3OJ'Ich'Ibd:)OHiJ'I)-2-MeTVIJ'I-3-[4-(2-N,N-,EI,ii30I‘Ip0I‘IiJ‘IaMiHO-eTOKCM)-(beHiJ‘I]-I‘IpOI‘IiOHaMiFy y Burmagi
6esbapeHoi Teepaoi pedoBuHW. Buxia: 1r, 49%; T.nn. 98°C (HCl-cinb); MS: 493 (M+H)"; 'H AMP (300Mrw,
CDCls): 6 1,2 (c, 3H), 1,3 (g, 6H), 1,4 (4, 6H), 3,5-1,5 (m, 6H), 3,9 (c, 3H), 4,4 (c, 2H), 6,5-7,8 (m, 8H), 10,8 (ywp,
c, 1H).

Mpuknag 21

N-rigpokcu-2-(4-meTokcn-6eH3oncynegoHin)-2-metun-3-[4-(2-N,N-gieTunamiHo-eTokcn)-heHin]-nponioHamiz

3a wMeToAuKol, WO BUKNageHa B npuknagi 12, 6yB opepxaHui eTunoBui edip 2-(4-MeTokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-N,N-gieTunamiHo-e Tokcu)-geHin]-nponioHoBOI KUCNOTU 3 BUXIQHOT €TMNOBOro
ecipy 2-(4-meTokcu-6eH3oncynbgoHin)-nponioHoBoi kucnotu (5,4r, 20mmons) i 4-(2-N,N-gieTunamiHo-eTokeu) -
OeHaunxnopuay (5,5r, 20mmonb). Buxig 8,5r, 89%; KopniHese macno; MS: 478,6 (M+H)+.

3 BuxigHoi eTunoBoro edipy 2-(4-meTokcu-6eH3oncynbdoHin)-2-metnn-3-[4-(2-N,N-gieTnnamiHo-eToken)-
heHin]-nponioHoBoi kncnotu (3,5r, 7,7Mmonb) 6yno sugineHo 3,0r (Buxia: 85%) 2-(4-meTokcu-6eH3oncynbdoHin)-
2-metun-3-[4-(2-N,N-gieTnnamiHo-e Tokcu)-dpeHin]-nponioHoBOI  KMCNoTu y Burnsdi 6e3bapBHUX KpucTanis 3a
METOOMKOI, sika BuKNaaeHa B npuknagi 9. T.nn. 96-98°C; MS: 450,5 (M+H)+.

3 BuxigHoi 2-(4-meTokcu-6eH3oncynboHin)-2-meTtun-3-[4-(2-N,N-gieTnnamiHo-eTokcm)-eHin]-nponioHoBOT
kncnotn (2,0r, 4,4mmons) i 3a METOAMKOW, sika BuKkNadeHa B npuknagi 1, 6ys BuaineHun 1r 2-(4-meTtokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-N,N-gietunamiHo-eTokcu)-dpeHin]-nponioHammgy  y  Burnagi  6esbapsHoi
TBEPAOi peyoBUHU. Buxia: 1r, 48%; T.nn. 56-59°C (HCI-cinb); MS: 465,5 (M+H)"; 'H AMP (300MIu, CDCl3): § 1,2
(T, 6H), 1,3 (c, 3H), 3,2-3,9 (m, 8H), 3,9 (c, 3H), 4,3 (c, 2H), 6,5-7,8 (m, 8H),8 (ywwmp, c, 1H).

Mpuknag 22

N-rigpokcu-2-(4-meTokcu-6eH3oncynboHin)-2-meTtun-3-[3-(2-ninepuanH- 1-in-eTokcm )-deHin]-nponioHamig,

3a wmeTogukol, WO BuknNageHa B npuknagdi 12, OyB opepxaHun etunoBun ediip  2-(4-mMeTokcu-
6eH3oncynbdoHin)-2-metun-3-[3-(2-ninepnamnt-1-in-eTokcu)-deHin]-nponioHoBoOi  KUCMOTU 3 BUXIAHOI €TUINOBOro
edipy 2-(4-meTokcu-6eHsoncynbdoHin)-nponioHoBoi  kucnotu (5,2r, 20mmonb) i 3-(2-ninepuanH-1-in-eTokcw)-
BeHaunxnopuay (6,0r, 20mMmonk). Buxia 8,2r, 83%; KopuiuHese macno; MS: 490 (M+H)™.

3 BuxigHOi eTunoBoro edipy 2-(4-mMeTpKcU-0eH30M-CynboHin)-2-metun-3-[3-(2-ninepmuauH-1-in-eTokcm)-
deHin]-nponioHosoi  kucrnotn  (6,0r, 12,2mmons) 6yno BugineHo 4,9r (Buxia: 79%) 2-(4-meTokcu-
6eH3oncynbgoHin)-2-meTtunn-3-[3-(2-ninepuanH-1-in-eTokcu)-heHin]-nponioHoBoi kMCNoTK y Burnagi 6e3bapeHUx
KpUCTaniB 3a METOAMKOIO, Sika BUKNadeHa B npuknagi 9. T.nn. 112°C; MS: 462,5 (M+H)".

3 BuxigHoi  2-(4-meTokcu-6eH3oncynbdoHin)-2-metun-3-[3-(2-ninepmuauH-1-in-eTokcm)-deHin]-nponioHoBoi
kucnotu (3,0r, 6,5mMmMonb) i 3a MeTogukol, sika BuknageHa B npuknagi 1, 6yno sugineHo 1,8r 2-(4-meTokcu-
6eH3oncynbgoHin)-2-meTtnn-3-[3-(2-ninepuanH-1-in-eTokcn)-cberin]-nponioHamigy y Burnsaai 6e36apeHoi TBepaoi
pedoBuHU. Buxia: 1,8r, 58%; T.nn. 74°C; MS: 477 (M+H)*; 'H AmMP (300Mry, CDClIs): & 1,25 (c, 3H), 1,6-1,8 (M,
6H), 2,5-3,7 (m, 8H), 3,9 (c, 3H), 4,4 (T, 2H), 6,7-7,8 (m, 8H), 10,8 (ywwmp, c, 1H).

Mpuknag 23

3-(4-{3-[4-(3-xnopo-deHin)-ninepasuH-1-in]-nponokcu}-ceHin)-N-rigpokcn-2-(4-meTokcn-6eH3oncynboHin)-2-
MeTun-nponioHamig

3a meToamkolo, sika BuUKNageHa B npuknagi 12, 6ys ogepxaHun etunosui edip 3-(4-{3-[4-(3-xnopo-deHin)-
ninepasuH-1-in]-nponokcu}-eHin)-2-(4-meTokcn-6eH30nCynbOHIN)-2-eTUN-NPoNioHOBOI ~ KACNOTU 3 BUXIZHOI
eTtunoBoro edipy 2-(4-meTokcu-6eH3oncynbdoHin)-2-MeTun-nponioHoBoi kucnotn (2,72r, 10mmone) i 1-[2-(4-
xropomeTun-deHokeun-etnn]-4-(3-xnopo-deHin)-ninepasunny (4,2r, 11mmons). Buxig 5,5r, 89%; KopuyHese macno;
MS: 616 (M+H)".

3 BuxigHoi etunosoro edipy 3-(4-{3-[4-(3-xnopo-deHin)-ninepasnH-1-in]-nponokcu}-deHin)-2-(4-meTokcu-
6eH3oncynbdoHin)-2-meTun-nponioHosoi kucnotun (4,0r, 6,5mMmonb) 6yno sugineHo 3,0r (Buxig: 78%) 3-(4-{3-[4-
(3-xnopo-eHin)-ninepasuH-1-in]-nponokcu}-ceHin)-2-(4-meTokcm-6eH30mcy b oHiN)-2-MeTUn-nponioHoBOI
KMcnoTun y Burnagi 6e3bapBHMX KpucTanie 3a METOAMKOLD, sika BuknageHa B npuknagi 9. T.nn. 196°C; MS: 588,1
(M+H)"

3 BuxigHoi 3-(4-{3-[4-(3-xnopo-deHin)-ninepasuH-1-in]-nponokcu}-ceHin-2-(4-meTokcu-6eH3oncy nbgoHin)-2-
MeTUI-NponioHoBoi kucrotu (3,0r, 5,1Mmonb) i 3a MmeTogukoto, sika BUKNageHa B npuknagi 1, 6yno sugineHo 1,8r
3-(4-{3-[4-(3-xnopo-deHin)-ninepasunH-1-in]-nponokcu}-geHin-2-(4-meTokcn-6eH30ncynboHin)-2-meTtunn-
nponioHamigy y Burns4i 6nigo-xoBToi TBepAoi pevosuHun. Buxig: 1,8r, 55%; T.nn. 122°C (HCl-cinb); MS: 640
(M+H)"; "H AMP (300Mr, CDCls): & 1,2 (c, 3H), 3,4-1,5 (M, 14H), 3,9 (c, 3H), 4,5 (M, 2H), 6,5-8,2 (m, 12H), 10,3
(ywwmp, c, 1H).

Mpuknapg 24

Fgpokcnamig 2-(4-meTokcn-6eH3oncynboHin)-5-metnn-2-[4-(2-mopdoniH-4-in-etokcu)-6eH3un]-rekc-4-
€HOBOI KNCMNOTH

[o po3umHy 3 eTunoBoro edipy, WO nepemilyeTecs, (4-meTokeu-6eH3oncynbdoHin)-ouToBoi kucnotu (5,16r,
20mmonb), isonpeHinépomigy (3,0r, 20mmonb) i 18-kpoH-6 (500mr) B aueToHi (250mn) 6yB goganun KsCOs (10r,
HaANMLOK) i Cymill HarpiBanu npy Temneparypi KAMiHHS 3i 3BOPOTHUM XONMOAUSIBHUKOM MpoTaroM 24 roguH. Mo
3aKiHYeHHi, U0 peakuinHy cymiw inbTpyBanu, a aueToHOBWI Lwap KoHueHTpyBanu. OpepXaHui 3anuiiok
eKcTparyBanuM xropodopMoM, peTenbHO npommBanu Bogdow, 36e3sogHioBanu Hag 6e3sogHum  MgSOs,
dinbTpyBanu i koHueHTpyBanu. OgepXaHuin NPOAYKT OuYULLAnu cumikareneBol KONOHKOBOK xpomaTtorpadieto,
enotoBann 30%-uM eTunauetat:rekcaHoMm. Y Burnsgi 6e3bapeHoro mMacna OyB BWAINEHUA NPOAYKT €TUMOBUN
edip 2-(4-meTokcu-6eH3oncynbdOoHIn)-5-meTun-rekc-4-eHoBoi kucnotu. Buxia: 3,0r, 93%.

3a MeToaMKOIo, L0 BUKNageHa B npuknagi 12, oaepkysanu eTnnosuii edip 2-(4-meTokcu-6eH3oncynbgoHin)-
5-meTtnn-2-[4-(2-mopdoniH-4-in-etokcn)-6eH3un]-rekc-4-eHoBoi  KUCMOTM 3  BUXiAHOI eTunosoro edipy 2-(4-
MeToKkcu-6eH3oncynbdoHin)-5-meTun-rekc-4-eHosoi  kucnot (3,26r, 10mMmonb) i 4-(2-mopdonin-1-in-eTokcu)-
6eHannxnopuay (3,0r, 11mmone). Buxig 4,5r, 82%; KopuyHese macno; MS: 546 (M+H)*.

3 BuxigHoi eTtunosoro edipy 2-(4-meTokcu-6eH30nCcynbMOoHIN)-5-meTnn-2-[4-(2-MmopdoniH-4-in-eToKCn )-



6eHaun)-rekc-4-eHoBoi  kucnotn  (3,0r, 5,5mmonb) 6yno BugineHo 2,1r (Buxig: 75%) 2-(4-meTokcu-
6eH3oncynbdoHin)-5-metun-2-[4-(2-mopdorniH-4-in-eTokcn)-6eH3unn]-rekc-4-eHoBOT KMCNoTn y BUrMSai
HanisTBEPO| PEUOBMHM 33 METOAMKOIO, sika BUKNadeHa B npuknagi 9. MS: 518,6 (M+H)".

3 BuxigHoi 2-(4-meTokcn-6eH3oncynbdoHin)-5-meTnn-2-[4-(2-mopdoniH-4-in-eToken )-6eH3unn]-rekc-4-eHoBOiI
kmucrotu (1,0r, 1,9MMornb) i 3a meTogumkolo, sika BUKNageHa B npuknagi 1, 6yno suaineHo 450Mr rigpokcuamigy 2-
(4-meTokcn-6eH30ncynbdoHin)-5-metnn-2-[4-(2-mopdoniH-4-in-eTokcn)-6eH3nn]-rekc-4-eHoBOI KUCNOTW Yy BUMsAAi
6nino-XoBTOI TBEPAOT PeyuoBUHN. Buxia: 450Mr, 45%;T.nn. 92 °C (HCl-cinb); MS: 640 (M+H)"; "H AMP (300Mrw,
CDCIs): 6 1,3 (g, 3H), 1,65 (g, 2H), 3,5-1,8 (m, 14H), 3,9 (c, 3H), 4,5 (m, 2H), 5,4 (m, 1H),6,5-7,9 (m, 8H), 11,5
(ywwmp, c, 1H).

Mpuknag 25

N-rigpokcu-2-(4-eTokcu-6eH3oncynbgoHin)-2-metun-3-[4-(2-N,N-gieTunamiHo-eToken)-goeHin]-nponioHamig

Jo posuvHy, wWo nepemiwyetbes, i3 4-rigpokcutiodeHony (12,6r, 100mmonb) i Tpuetunaminy (15,0,
150mMonb) y xnopodpopmi (400mMn) no kpamnsax gonueanu 2-6pomoetunnponioHat (18,2r, 100mmons). Oany
peakuinHy cymill KUN'aTUnM nNpu TemnepaTypi KUMiHHS 3i 3BOPOTHUM XOMOAWUINBbHUKOM MPOTAroM 1 roguHu i
oxonodKyBanu Ao KiMHaTHOI Temnepatypu. OxonomkeHy peakuiiHy CyMmill NpoMyBanu Bogoto, 36e3sogHioBany i
KOHUeHTpyBanu. Y Burnagi 6e3dapeHoro macna 6yB BuaineHui etmnoBun edip 2-(4-riapokcu-geHincynbgaHin)-
nponioHoBoi kucnotu. Buxia: 22,0r, 99%, MS: 227 (M+H)+.

[o po3umHy, WO nepemillyeTbes, 3 eTunoBoro edipy 2-(4-rigpokcu-eHincynbdanrin)-nponioHoBoI KMCNoTu
(11,3r, 50mmonb) i K2CO3 (50r, Hagnuwok) B aueToHi (300mn, Hagnuwok) 6ys AodaHWM eTUNNOANA | HarpiTUA Npu
TemnepaTtypi KUMiHHA 3i 3BOPOTHUM XONOAWUIBbHUKOM MpPOTAroM 8 roauH. o 3akiHYeHHi HarpiBaHHS peakuinHy
cyMmil dinbTpyBanu i KoHUeHTpyBanu. OgepkaHunin 3annLLOoK eKcTparysanu xropodopMomMm i peTenbHO NPoOMUBanm
Bogot0. Moro 36e3BogHUNM i ckoHLEHTpYBanu. Y Burnsai 6e36apBHoro Macna 6ys BUAINeHUi NpoayKT eTUNoBuin
edip 2-(4-eTokcu-heHincynbarin)-nponioHosoi kucnotu. Buxia: 12,0r, 98%; MS: 255 (M+H)™.

ETunosun egip 2- (4-etokcu-cpeHincynbdaHin)-nponioHoBOT KUCNOTU NepeTBoptoBany B eTunosun edip 2-(4-
€TOKCU-CDEHINCYNbOHIN)-NPOoNiOHOBOI KMCMOTH, SIK oNuUcaHo B npuknagi 9, naparpad 2.

3a MeTogukol, fka BuknageHa B npuknagi 12, OyB ogepxaHuin etunosun edip 2-(4-eTokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-N,N-gieTunamiHo-eTokcu)-eHin]-nponioHoOBOI KUCNOTU 3 BUXIZHOT €TUIOBOro
edipy 2-(4-eTokcn-6eH3bncynbdoHin)-nponioHoBoi kucnotn (3,5r, 12,2mmons) i (2-N,N-gieTunamiHo-eTokcm)-
6eHsunxnopuay (3,5r, 12,2mmons). Buxia 4,8r, 80%; KopnuHeBe macno; MS: 492,6 (M+H)*.

3 BuxigHoi eTunoBsoro edipy 2-(4-eTokcu-6eHsoncynbdoHin)-2-metnn-3-[4-(2-N,N-gieTnnamiHo-eTokewn)-
dheHin]-nponioHoBoi kucnotu (4,0r, 8,1mMmonb) 6yno suginero 3,2r (Buxia: 80%) 2-(4-eTokcu-6eHsoncynboHin)-
2-metun-3-[4-(2-N,N-gieTnnamiHo-eTokcu)-dbeHin]-nponioHoBOi  KACMOTU Yy BUIMSAI HamiBTBEpP4Ol PeYOBMHU 3a
METOAVKO, SKa BUKNaaeHa B npuknagi 9. MS: 464,5 (M+H)".

3 BuxigHoi  2-(4-eTokcu-6eHsoncynbdoHin)-2-meTtun-3-[4-(2-N,N-gieTunamiHo-e Tokcm)-deHin]-nponioHoBoT
kucnotn (2,0r, 4,3Mmons) i 3a METOOMKOW, sfka BUKNageHa B npuknagi 1 6yno sugineHo 1,2r 2-(4-eTokcu-
6eH3oncynbdoHin)-2-metnn-3-[4-(2-N,N-gieTnnamiHo-eTokcu)-eHin]-nponioHoBoI KUCNOTH Y BUrNsiAi 6e36apBHOI
nerkonnaBKoi TBepAoi peyoBuHN. Buxia: 1,2r, 57%; (HCI-cinb); MS: 640 (M+H)*; "H AMP (300MIy, CDCl3): 6 0,9
(T, 3H), 1,1 (7, 6H), 1,3 (c, 3H), 3,2-3,9 (m, 8H), 3,9 (c, 3H), 4,3 (c, 2H), 6,5-7,8 (m, 8H), 10,8 (ywwmp, c, 1H).

Mpuknag 26

lNgpokcnamig  (4E)-2-(4-meTokcn-6eH3oncynbdoHin)-5,9-aumetun-2-[4-(2-mopdoniH-4-in-eTokcmn)-6eH3nr)-
neka-4,8-0ieHoBOI KMCNoTn

[o po3umHy, Wo nepemillyeTbes, 3 eTunoBoro edipy (4-metokcu-6eHsoncynbdoHin)-ouToBoi kucnotu (5,16r,
20mmornb), repaHinépomigy (4,2r, 20mmonb) i 18-KpoH-6 (500mr) B auetoHi (250mr) gobasnsnu K>COs (10r,
HaZNULLIOK) | ofepXaHy CyMill HarpiBanu npu TemnepaTtypi KUMiHHA 3i 3BOPOTHUM XONOAWMbHUKOM NpoTsrom 24
roguH. o 3akiH4eHHi KMM'ATIHHA L0 peakuiiHy cymiw ¢inbTpyBanu, a il aueTOHOBMMN Lap KOHUEHTpyBanu.
OpepxaHuiA  3anuLLOK eKcTparyBanu XnopodopMOM, peTenbHO MpoMuBany Bogotk, 36e3sogHioBany Hag
6e3sogHM MgSO., dinbTpyBany i koHUeHTpyBanu. OaepXXaHuiA NPOAYKT OYMLLANN CuiikareneBolo KOMOHKOBO
xpomaTtorpadieto, entotoBanu 30%-um eTunaueTaTTekcaHom. [aHui npoaykT, eTtunosun edip 2-(4-meTokcu-
6eH3oncynbdoHin)-5,9-gumeTun-geka-4,8-g0ieHoBoI  KUCNOTK, BUAINANM y Burnagi 6esbdapeHoro macna. Buxia:
7,0r, 89%.

3a wmervogukolo, WO BuknageHa B npuknagi 12, 6yB opgepxaHuh eTunoBun edip 2-(4-meTokcu-
6eH3oncynbdoHin)-5,9-aumeTnn-2-[4-(2-mopdoniH-4-in-eTokcmn)-6eH3nn]-aeka-4,8-4ieHOBOI  KUCNOTW 3 BUXIOHOI
etunosoro edipy 2-(4-meTokcu-6eHsoncynboHin)-5,9-gumetun-2-[4-(2-mopdoniH-4-in-eTokcu)-6eH3un]-gexa-
4,8-pieHoBOi  kncnotn i 4-(2-mopdoniH-1-in-etokcm)-6eHsnnxnopugy (800mr, 2,5mmone). Buxia 1,2r, 76%;
KopuuHese macnio; MS: (M+H)".

3 BuxigHoi eTunosoro edipy 2-(4-metokcu-6eH3oncynedoHin)-5,9-aumeTnn-2-[4-(2-mopdoniH-4-in-eTokcu)-
6eH3un]-geka-4,8-gieHoBoi  kucnot 6yno BugineHo 1,5r (Buxig: 80%) 2-(4-metokcn-6eH3oncynbdoHin)-5,9-
anmeTun-2-[4-(2-mopdoniH-4-in-etokcn)-6eH3un]-gexka-4,8-0ieHOBOT KUCNOTK Y BUrNAAi HaniBTBEPA0i Pe4OBUHM 33
METOAMKOI, Sika BMKNadeHa B npuknaai 9. MS: 586,6 (M+H)".

3 BuxigHoi 2-(4-meTokcu-6eHsoncynbdoHin)-5,9-aumetnn-2-[4-(2-mopdoniH-4-in-etoken)-6eHsun]-gexka-4,8-
pieHosoi kucrotn (1,0r, 1,7MMonb) i 3a MeToaukol, sika BuknageHa B npuknagi 1, 6yno BuaineHo 550mr
rigpokcuamigy (4E)-2-(4-meTokcun-6eH3oncynbdoHin)-5,9-aumetnn-2-[4-(2-mopdoniH-4-in-eTokcn)-6eH3un]-gexa-
4,8-pieHoBoi kncnotu Gnigo-xoBTOi TBEpAoi pevoBuHW. Buxig: 550mr, 53%; T.nn. 61 °C (HCl-cinb); MS: 638
(M+H)".

Mpuknag 27

lpopokcnamia 2-[4-(2-pieTunamiHo-eToken)-6eH3nn]-2-(4-meTokeu-6eH30ncynboHin)-rekcaHoBOI KUCHOTH

Etunosun edbip 2-[4-(2-pieTnamiHo-eTokcu)-6eH3unn]-2-(4-meTokcn-6eH30ncynbgoHin)-rekcaHoBoi  KUCNoTu
OyB ofepaHui BignoBigHO O 3aranbHoro crnoco®y, sikMiA BUKNageHun y npuknagi 12. 3 BuxigHOI eTUINoBOro
edipy (4-meTokcn-6eH30ncynbdoHin)-rekcaHoBoi Kucrnotu (4r, 12,7mmons) i [2-(4-xnopomeTun-geHokem)-eTun]-
pietunaminy (3,38r, 14mmonb). Buxia 8,21r HeounLieHoi peuosuHm (100%); kopudHese Macno; MS: 520,4 (M+H)™.

2-[4-(2-pgieTnamiHo-eTokcH)-6eH3unn]-2-(4-meTokcn-0eH3oncynboHin)-rekcaHoBa kucnota byna ogepxaHa 3
BUXiOHOI eTunoBoro edipy 2-[4-(2-pieTunamiHo-eTokcu)-6eH3nn]-2-(4-meTokcu-6eH30ncynbdoHin)-rekcaHoBol



kucnotu (8r, 15,4mmonst), posdmHeHoro B MetaHoni (200mn) i 10N NaOH (30mn). OgepxaHy cymil o6pobnsanm sk
BMKnageHo B npuknagi 1. Buxig 3,88 HeounweHi pevoBuHn (51%); kopuuHese macno; MS: 492 (M+H)*

3 BuxigHoi 2-[4-(2-gieTmnamiHo-eToKcH)-6eH3un]-2-(4-meTokeun-6eH3oncynboHin)-rekcaHoBoi knucnotu (3,88r,
7,89Mmonb) | 3@ MeToAukol, sika BuknageHa B npuknagi 1, 6yno sugineHo 1,800mr rigpokcuamigy 2-[4-(2-
JieTunamiHo-eTokcn)-6eH3nn]-2-(4-mMeTokcu-6eH301CyNbOHIN)-reKCaHOBOI KACIOTU Y BUIMSAI )KOBTOTO MOPOLLIKY.
Buxig 20%; T.nn. 67°C; MS: 507,4 (M+H)*; "H SAMP (300Mru, DMSO-ds): & 0,75 (T, J=7,1T1, 3H), 1,05 (M, 2H),
1,23 (1, J=7,2l'y, 6H), 1,37-1,91 (m, 2H), 3,13 (m, 4H), 3,38-3,51 (m, 4H), 3,87 (c, 3H), 4,3 (1, J=4,8y, 2H), 6,88
(a, J=8,7T'y, 2H), 7,15 (m, 4H), 7,7 (g, J=9y, 2H), 9,07 (c, 1H), 10,1 (c, 1H).

Mpuknag 28

N-napokcu-2-(4-n-6yTokcu-6eH30ncynbdoHIn)-2-MeTun-3-[4-(2-ninepnanH-1-in-etokcn)-geHin]-nponioHamia

3a meToAukol, fKa BWKNageHa B npuknagi 12, 6yB opepxaHun etunosun edip 2-(4-n-byTokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-ninepnamx- 1-in-eTokcu )-eHin]-nponioHoBOi  KUCMOTM 3 BUXIQHOI €TMIOBOro
edipy 2-(4-n-6yTokcu-6eHsoncynbdoHin)-nponioHosoi  kucnotn (3,1r, 10mmonb). 3 eTtunosoro edipy 2-(4-
ripoKkcn-cheHincynbgaHin)-nponioHOBOI KUCNOTU i N-GyTUNOpomigy 3a METOAMKO, SKa BMKNageHa B npuknagi 27,
ogepxaHun 4-(2-ninepngun-1-in-etokcm)-6ensunxnopug (3,0r, 10,1mmons). Buxig 4,5r, 84%; KopuiHese macno;
MS: 532,7 (M+H)".

3 BuxigHoi eTunosoro edipy 2-(4-n-6yTokcu-6eHsoncynbdoHin)-2-meTun-3-[4-(2-ninepnanH-1-in-eToken)-
dheHin]-nponioHoBoI Kncnotn 6yno suaineHo 4,2r (Buxia: 88%) 2-(4-n-6yTokcn-6eH3oncynbdoHin)-2-metun-3-[4-
(2-ninepuauk-1-in-eTokcm)-ceHin]-NnponioHoBOI KMCNoTn y Burnsaai 6e3bapBHOi TBEPAOI PEHOBMHU, 338 METOAMKOM,
fka BUKnageHa B npuknagi 9. MS: 504,6 (M+H)™.

3 BuxigHoi 2-(4-n-6yTokcu-6eH3oncynbdoHin)-2-meTun-3-[4-(2-ninepnanH-1-in-eTokcn)-deHin]-nponioHoBoI
kucnotu (3,0r, 5,9vmonb) i 3a MeToaMKOW, sika BMKNageHa B npuknagi 1, 6yno sugineHo 1,3r 2-(4-n-6yTokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-ninepnamnt-1-in-etokeu)-peHin]-nponioHamigy y surnsai 6esbapsHoi TBepgoi
pedoBuHu. T.nn. 65°C, Buxig: 1,3r, 42% (HCl-cinb); MS: 478,5 (M+H)+; "H ampP (300Mru, CDCl3): 6 0,9 (T, 3H),
1,2 (c, 3H), 1,3-1,9 (m, 10H), 2,8-4,5 (m, 12H), 6,8-7,8 (m, 8H), 10,8 (ywwmp, c, 1H).

Mpuknag 29

N-rigpokcu-2-(4-meTokcu-6eHsoncynbdoHin)-2-meTtun-3-[3-(2-N,N-gieTnnamiHo-eTokcum)-deHin]-nponioHamig

3a wmeTogukol, slka BuKNageHa B npuknagi 12, O6yB ogepxaHun etunoBun edip  2-(4-meTokcu-
6eH3oncynbdoHin)-2-metnn-3-[3-(2-N,N-gieTunamiHo-eTokcu)-cpeHin]-nponioHoBa kucrnoTta 3 BUXIOHOI €TUIOBOrO
edipy 2-(4-meTokcu-6eHsoncynbdoHin)-nponioHoBoi kucnotu (5,0r, 18mmonb) i (2-N,N-gieTnnamiHo-eTokcw)-
6eHsunxnopuay (4,9r, 18mmons). Buxig 8,1r, 93%; KopuniHese macno; MS: 478,1 (M+H)+.

3 BuxigHOi eTunoBoro edipy 2-(4-meTokcn-6eH3oncynbdoHin) -2-metun-3-[3-(2-N,N-gieTmnamiHo-eTokcm)-
deHin]-nponioHoBoi kncnotu (8,1r, 16,9Mmonk) 6yno BMAineHo 3a MeTOAUKOLD, sika BUKNadeHa B npuknagi 9, 6,71
(Buxig: 88%) 2-(4-meTokcu-6eHsoncynbdoHin)-2-metun-3-[3-(2-N,N-gietunamiHo-eTokcu)-ceHin]-nponioHoBoi
KncnoTu y eurnsai 6esbapeHoto HanisTeepaoi peuosuHy. T.nn. 78-81; MS: 450,1 (M+H)".

3 BuxigHoi 2-(4-meTokcu-6eH3oncynboHin)-2-metun-3-[3-(2-N,N-gieTunamiHo-eTokcm)-deHin]-nponioHoBOT
kucnotn (6,7r, 15mMmonb) i 3a MeToaukow, sika BuknageHa B npuknagi 1, 6yB BuaineHun 2-(4-meTokcu-
6eH3oncynbdoHin)-2-metun-3-[3-(2-N,N-gietunamiHo-etoken)-beHin]-nponionamia  y  Burnagi  6e3bapsBHoi
nerkonnaekoi TBepfoi peyoBuHU. Buxia: 1,51, 21% (HCl-cinb); MS: 450,5 (M+H)"; "H SSMP (300MI, DMSO-dg): &
1,21 (1, 6H), 1,26 (c, 3H), 3,18-3,24 (m, 2H), 3,38 (m, 4H), 3,43-3,46 (m, 2H), 3,80 (c, 3H), 4,30 (c, 2H), 6,76-6,78
(g, 2H), 6,84-7,2 (m, 6H), 10,3 (ywwmp, c, 1H).

Mpuknag 30

N-rigpokcu-2-(4-meTtokeu-6eH3oncynboHin)-2-metun-3-[2-mopdoniH-1-in-eToken)-deHin]-nponioHamig,

3a MmeTogukolo, fka BuknageHa B npuknagi 12, 6yB opepxaHui eTunoBui edip 2-(4-meTokcu-
6eH3oncynbdoHin)-2-metun-3-[2-mopdoniH-1-in-eToKCK)-PeHin]-NponioHOBOI  KACIOTU 3  BUXIQHOI  €TUIIOBOrO
edipy 2-(4-meTokcu-6eH3oncynboHin)-nponiHoBoi  kncnotn (5,2r, 20mmonb) i 3-(2-mopddoniH-1-in-eTokcm)-
BeHaunxnopuay (6,0r, 20mmons). Buxia 9,1r, 93%; Kopuinese macno; MS 492 (M+H)".

3 BuxigHoi etunosoro edipy 2-(4-meTokcu-6eH3oncynboHin)-2-metun-3-[2-mopdoniH-1-in-eToken)-deHin]-
nponioHoBoi kucnotu (10,0r, 20,3mmons) 6yno sugineHo 8,0r (Buxia: 86%) 2-(4-meTokcu-6eH3oncynbdoHin)-2-
MeTun-3-[2-mopdoniH-1-in-eTokcn)-gdeHin]-nponioHoBOT KUCAOTK y BUrMAAi 6e3bapBHUX KpUCTaniB, 3a METOAMKOIO,
sKka BUKnageHa B npuknagi 9; MS: 464,4 (M+H)".

3 BUXiOHOT 2-(4-meTokcmn-6eH3oncynbdoHin)-2-metun-3-[2-mopdoniH-1-in-eToKcK )-peHin]-nponioHoBO
kncnotu (4,55r, 9,8Mmonb) i 3a MeToauKo, sika BUKNageHa B npuknagi 1, 6yno suaineHo 440mr 2-(4-meTokcu-
6eH3oncynbdoHin)-2-metun-3-[2-mopdoniH-1-in-eToken)-benin]-nponioHamigy y Burnsagi 6es3bapsHoi  TBepaoi
peyoBuHW. Buxig: 440mr, 9%; T.nn. 63°C; MS: 479,5 (M+H)+; "H ampP (300MIu, DMSO-ds): & 1,26 (c, 3H), 3,18-
3,8 (m, 12 H), 3,9 (c, 3H), 4,4 (m, 2H), 6,7-8,8 (m, 8H), 10,8 (yump, c, 1H).

Mpuknag 31

lNgpokcuamig — 6-(1,3-giokco-1,3-Airigpo-izoiHaon-2-in)-2-(4-meTokcn-6eH30MncynbdOoHin)-2-mMmeTun-rekcaHosa
Kucrnota

3a meTogukoto, fka BuknageHa B [Npuknagi 9, 6y ogepxaHui etunosui edip 6-(1,3-giokco-1,3-gurigpo-
i30iHA0N-2-in)-2-(4-MeTOKCM-6€eH30NCYNbGOHIN)-2-METUM-FEKCAHOBOI KUCIOTK 3 BMXiAHOI eTunosoro edgipy 2-(4-
MeToKkcu-6eH3oncynedoHin)-outoBoi kucrnotn (5,0r, 20mmonb) i 4-catanivigobpomobytany (5,66r, 20Mmonb).
Buxig 8,4r, 97%; Be3bapsHe macno; MS: 474 (M+H).

3 BuxigHoi etunosoro edipy 6-(1,3-giokco-1,3-aurigpo-isoiHgon-2-in)-2-(4-meTokcu-6eH3oncynbgoHin)-2-
METUI-rekcaHoBoi kucnoTu (8,4r, 17,7mMmMonk) 6yno BuaineHo 3a METOAMKO, sika BuknageHa B lMpuknagi 9, 6,95r
(88%) 6-(1,3-giokco-1,3-gurigpo-i3oiHaon-2-in)-2-(4-meTokcun-6eH30MnCynbdOHIN)-2-MeTUN-rekcaHoBoi  KUCIoTN Y
Burnsgi 6esbapsHoro macna. MS: 446 (M-H)".

3 BuxigHoi  6-(1,3-giokco-1,3-aurigpo-isoiHgon-2-in)-2-(4-meTokcm-6eH30nCynbdOoHIN)-2-MeTUn-reKCaHoBoI
KACMOTK i 32 MeToAuKow, sika BuknageHa B MNpwknagi 1, 6yno BuaineHo 1,1r rigpokcuamigy 6-(1,3-giokco-1,3-
ourigpo-izoiHgon-2-in)-2-(4-meTokcn-6eH30mcynboHiN)-2-MeTun-rekCaHoBOI KACMOTU Y BUIMSAi ICHO-KOPUYHEBOT
TBEPOOI pevoBuHU; Buxia: 46%; T.nn. 146-148°C; MS: 461,2 (M+H)+; '"H amp (300MI'y, DMSO-ds): 6 1,44 (c, 3H),
1,61-3,77 (m, 8H), 3,82 (c, 3H), 6,92-8,21 (m, 8H), 10,70 (ywwp, c, 1H), 11,20 (ywwp, c, 1H).



Mpuknap 32

3-[4-(2-pieTunamiHo-eToken)-deHin]-2-(4-dypan-2-in-6eH3oncynbdoHin)-N-rigpokcu-2-meTun-nponioHamig,

Oo posunHy, wWo nepemiwyeTtbes, i3 4-6pomo-TiodpeHony (19,0r, 100mmonb) i Tpuetunaminy (15,0,
150mmonb) y xnopodpopmi (400Mn) no kpannsx gobaenanu 2-6pomoetunnponioHat (18,2r, 100mmonb). Oany
peakuinHy cymiw HarpiBanu npu TemnepaTypi KUMiHHA 3i 3BOPOTHUM XOFNOAMMBHUMKOM MpoTArom 1roAd. i
oXxonoaXyBanu OO KiMHaTHOI Temnepatypu. Liio peakuiiHy cymiw npomMuBanu Bogow, 30e3BoAHIOBaNM i
KOHUeHTpyBanu. byB BugineHun etunoBuin edip 2-(4-6pomo-ceHincynbdaHin)-nponioHoBOI KUCNOTU Y BUMMSAAi
6e3bapsHoro macna. Buxig: 28,0r, 99%, MS: 290 (M+H).

ETunosun edip 2-(4-6pomo-deHincynbdaHin)-nponioHoBoi kncnotu 6yB nepeTBopeHuii B eTunosuii edip 2-
(4-6pomo-gheHincynbdOoHinN)-NPonioHOBOT KUCNOTKU 32 METOAMKOLO, Sika onucaHa B npukniagi 9, naparpad 2.

Cymiww 3 etunosoro edipy 2-(4-6pomo-deHincynboHin)-nponioHoBoi kucnotn (6,4r, 20mmonb), 2-
(TpubyTUn)cTaHin-dypaHy (7,5r, 21mmons) i (PhsP)sPd (500mr) HarpiBanv npu TemnepaTypi KMNiHHA 3i 3BOPOTHUM
XONOAUINBHUKOM Y AerasoBaHomy Tonyoni (250Mn) npotsirom 8 roauH. Mo 3akiH4YeHHi HarpiBaHHA AaHy peakuiliHy
cyMmiw inbTpyBanu 4Yepes Llenit i koHueHTpyBanu. BigdinbTpoBaHWM MPOAYKT oOuulianu 3a [AO0rNoMOro
cuniarenesoi KONIOHKOBOI xpoMaTtorpadii Wnsaxom entotoBaHHa 50%-mum eTunauertaTt:rekcaHom. be3bapsHe macno.
Buxia: 5,9r, 95%, MS: 309 (M+H)".

3a wmeToduKow, fKa BuknageHa B npuknagi 12, Oy ogepxaHuin eTtunoBui edip 2-(4-(2-dypaHin-
6eH3oncynbdoHin)-2-metun-3-[4-(2-N,N-gieTunamiHo-e Tokcu)-geHin]-nponioHoBOI KUCNOTU 3 BUXIQHOT €TMNOBOro
edipy 2-(4-(2-dpypaHin-6eHsoncynbdoHin)-nponioHoBoi kucnotu i 4-(2-N,N-gieTunamiHo-eTokcn)-6eH3un-xnopuay
(3,5r, 12,2mmons). Buxig 5,0r, 97%; KopuiHese macno; MS: 514,6 (M+H)*.

3 BuxigHoi eTunosoro edipy 2-(4-(2-cdypaHin-6eH3oncynbgoHin)-2-metnn-3-[4-(2-N,N-gieTnnamiHo-eTokenm)-
dheHin]-nponioHosoi knucnotu (5,1r, 10,0Mmmornk) 3a METOAMKOI, sika BUKadeHa B npuknagi 9, 6yno suginexHo 3,8r
(Buxig: 78%) 2-(4-(2-dbypaHin-6eHsoncynbdoHin)-2-metun-3-[4-(2-N,N-gieTunamiHo-eTokcu)-geHin]-nponioHoBoi
kucnotw. T.nn.: 58°C, MS: 486,5 (M+H)".

3 BUXigHOT 2-(4-(2-pypaHin-6eHzoncynbdoHin)-2-metun-3-[4-(2-N,N-gieTnnamiHo-eTokcm)-deHin]-
nponioHoBoi kucnotu (5,0r, 10,3Mmons) | 3a meTogukoto, Ska BMKNaaeHa B npuknagi 1, 6yno sugineHo 1,2r 2-(4-
(2-dpypaHin-6eHsoncynbdoHin)-2-metun-3-[4-(2-N,N-gieTnnamiHo-e Tokcm )-doeHin]-nponioHamigy y BUrNAAi
Ge3GapBHOI Nerkornnaekoi TBepAoi peyoBuHW. Buxia: 3,2r, 62% (HCl-cinb); MS: 502 (M+H)"; "H SSMP (300MIw,
CDCLs3): 8 1,23 (7, 6H), 1,4 (c, 2H), 2,8 (kB, 4H), 3,0 (7, 2H), 4,1 (1, 2H), 6,5-8,0 (M, 7H).

Mpuknag 33

N-rigpokcu-2-(4-meTokcn-6eH3oncynboHin)-2-[4-(2-mopdoniH-4-in-eTokcn)-6eH3nn]-0yTupamia

ETtnnosun edbip 2-(4-meTokcu-eHincynbgaHin)-macnsHoi  kucnotm OyB  ofepkaHui - BignoBigHO  Oo
3aranbHoro cnocoby, skuin BuknageHun y npuknagi 9. 3 suxigHoi etunosoro 2-6pombytupaty (10,71r, 55mMmons) i
4-meTtokcuTiodeHony (7r, 50mMonb) 6yno ogepxaHo 5,19r (40%) aaHoro NpoaykTy; npo3ope macno; MS: 255,2
(M+H)".

ETtnnosun edbip 2-(4-meTokcu-heHincynb@oHin)-macnsHoi  kucnotm OyB  ofepkaHui  BignoBigHO  Oo
3aranbHoro crnocofy, sKMn BuknageHu y npuknagi 9. 3 BuxigHoi eTunosoro edipy 2-(4-meToKcu-
ceHincynbtaHin)-macnsaHoi knenotm (5r, 20mMmonk). Buxia 5,74r (100%); nposope mMacno; MS: 287,1 (M+H)™.

3a meTogmkolo, WO BuUkNageHa B npuknagi 12, 6y ogepxaHun 2-(4-meTokcn-6eH3oncynbdoHin)-2-[4-(2-
MopOoniH-4-in-eTOKCK)-6eH3NN]-MacnsaHoi KUCMOTK 3 BUXIAHOI eTunoBoro edipy 2-(4-meTokcn-eHincynsgoHin)-
macnsHoi kucnotu (3,51, 12,2mmons) i 4-[2-(xnopomeTun-ceHokem)-eTun]-mopdoniny (2,34r, 6,7mmonb). Buxig
5,71, 100%; KopuuHeBe macno; MS: 506,4 (M+H)+.

3 BuxigHoi etunoBoro edipy 2-(4-meTokcu-6eH3oncynbgoHin)-2-[4-(2-mopdoniH-4-in-eTokcn)-6eH3nn]-
macnsHoi kucnotu (5,54r, 11Mmonb) 6yno suaineHo 2,9r (Buxig: 55%) 2-(4-meTokcn-6eHsoncynbdoHin)-2-[4-(2-
MopdooniH-4-in-eTokcn)-6eH3nn]-macnaHoi kucnotn y Burnsai 6e3d6apBHOi HaniBTBEPAOT PE4YOBMHN 338 METOAMKO,
sika BUKNajaeHa B npuknagi 9. MS: 478,3 (M+H)".

3 BuxigHoi 2-(4-meTokcu-6eH3oncynbgoHin)-2-[4-(2-mopdoniH-4-in-eTokcn)-6eH3nn]-macnsiHoi KUcnoTu i 3a
METOAMKOIO, SiKa BMKNageHa B npuknagi 1, 6yno sugineHo 510mr N-rigpokcu-2-(4-meTokeun-6eH3oncynbdoHin)-2-
[4-(2-mopdoniH-4-in-eTokcun)-6eH3nn]-6yTvpamigy y BWrnsgi KOpUYHEBOI TBepAoi peyoBuHW. Buxig 2%; T.nn.
51°C; MS: 461,2 (M+H)"; 'H AAMP (300MI1, DMSO-dg): & 0,90 (T, J=7,2I'u, 3H), 1,69-1,96 (M, 4H), 2,67 (T, 2H),
3,34 (m, 8H), 3,87 (c, 3H), 4,04 (m, 2H), 6,8 (A, J=8,7T'y, 2H), 7,14 (m, 4H), 7,73 (g, J=4,7Tu, 2H), 9,08 (c, 1H),
10,8 (c, 1H).

Mpuknap 34

N-rigpokcu-2-(4-meTokcn-6eH3oncynboHin)-2-[4-(2-ninepuauH-1-in-eTokcmn )-6eH3nn]-6ytupamia

3a wmervogukolo, WO BuknNageHa B npuknagi 12, ©6yB ogepxXaHwni eTunoBun edip 2-(4-meTokcu-
6eH3oncynbgoHin)-2-[4-(2-ninepnuauH-1-in-eTokcn)-6eH3nn]-mMmacnsHoi KUCNoTK 3 BUXIQHOT eTunoBoro edipy 2-(4-
MeToKcU-6eH30NCyNbOoHIN)-macnsaHoi  kucnotm i 1-[2-(4-xnopomeTun-deHoken)-etun]-ninepuamdy  (0,85r,
3,36mmonb). Buxia 1,07r, 62%); KopuuHeBe macno; MS: 504,4 (M+H)+.

3 BuxigHoi eTwunoBoro edipy 2-(4-meTokcu-6eH3oncynbdoHin)-2-[4-(2-ninepuamH-1-in-etokcm)-6eH3nn]-
macnsaHoi kucnotu (3,7r, 7,3mmons) 6yno sugineHo 2,2r (Buxig: 63%) 2-(4-meTokcu-6eH3oncynbdoHin)-2-[4-(2-
ninepuauH-1-in-eTokcun)-6eH3nn]-MacnsHoi kucnotu y Burnsaai 6e3tapBHoOi HaniBTBEpAOI Pe4OBUHM 3a METOAMKOM,
sKka BUKnageHa B npuknagi 9. MS: 476 (M+H)".

3 BuxigHoi 2-(4-meTokeu-6eHsoncynbdoHin)-2-[4-(2-ninepuanH-1-in-eToken)-6eH3nn]-macnsHoi Kucnotu i 3a
MEeTOAMKOW, sika BuknageHa B npuknagi 1, 6yno BugineHo 360mr 2-(4-meTokcu-6eH3oncynbdoHin)-2-[4-(2-
ninepmanH-1-in-etokcn)-6eH3nn]-6ytupamigy y Burmsgi KopuyHeBoi TBepAoi peyoBuHW. Buxig 16%; T.nn. 75°C;
MS: 491,3 (M+H)"; "H AMP (300MI, DMSO-de): & 0,90 (T, J=7,1T4, 3H), 1,36-1,96 (M, 4H), 2,4-2,63 (M, 14H),
3,87 (c, 3H), 4,01 (1, J=5,9I"y, 2H), 6,8 (g, J=8,5I'y, 2H), 7,11 (m, 4H), 7,71 (g, J=8,8I'y, 2H), 9,09 (c, 1H), 10,8 (c,
1H).

Mpuknapg 35

Fpopokcnamia 2-(4-metoken-6eH3oncynbgoHin)-2-[4-(2-mopdoniH-4-in-eTokcm )-6eH3nn]-neHTaHoBOI KUCIOTH

ETunosun edip 2-(4-meTokcu-6eH3oncynbgoHin)-2-[4-(2-mopdoniH-4-in-eTokcn)-6eH3nn]-neHTaHoBOI
kncnotn OyB opepxaHwuiA BiOMOBIOHO A0 3aranbHOro crnocoby, sikviA BukNageHwn y npuknagi 9. 3 BuxigHoi



etunosoro 2-6pomosanepiaTty (8,23r, 39,3Mmons) i 4-meTokeuTiodeHony (5r, 35,7mmonb) 6yno ogepxaHo 10,46r
aaHoro npoaykty (100%); nposope mMacno; MS: 269 (M+H)".

Etvnosun edip 2-(4-meTokcn-6eH30ncynboHin)-neHTaHoBOI K1cnotu OyB oaepkaHui BignoBigHO A0
3aranbHoro cnocoby, SKkui BuknageHun y npuknagi 9. 3 BuxigHoi eTunosoro edipy 2-(4-meTokcu-
6eH3oncynbdaHin)-neHTaHoBoi kucnotn (6,9r, 27,4mmons). Buxig 7,07r (86%); nposope macno; MS: 300,9
(M+H)".

3a MmeTogukol, fka BuknageHa B npuknagi 12, O6yB opepxaHui eTunosBui edip 2-(4-meTokcu-
6eH3oncynbdaHin)-neHTaHoBOI  KUCMOTU 3  BWUXIOHOT eTuroBoro  ediipy  2-(4-meTokcu-6eH3oncynbdoHin)-
neHtaHoBoi kucrotn (3,0r, 10,8mmonb) i 4-[2-(xnopomeTun-geHokcm)-eTun]-mopdoniny (3,45r, 11,9mmonb).
Buxig 3,08r, 62%; KopnyHeBe macno; MS: 520,4 (M+H)+.

3 BuxigHoi etunosoro edipy 2-(4-meTokcu-6eH30ncynbdoHIn)-2-[4-(2-mopdoniH-4-in-eToken)-6eH3unn]-
NeHTaHoBOI KucnoTu (2,73r, 5,27mmonb) Gyno BuaineHo 3a MeTOAMKOW, sika BMKNageHa B npuknagi 9, 1,45r
(Buxig: 56%) 2-(4-meTokcu-6eH3oncynboHin)-2-[4-(2-mopdoniH-4-in-eToKcn)-6eH3un]-neHTaHoBOI  KUCNOTHN Y
Burnsiai 6e36apBHOI HaniBTBepAoi peuosnHu. MS: 492,3 (M+H)".

3 BuxigHoi 2-(4-meTokcu-6eH3oncynbdoHin)-2-[4-(2-MopdoniH-4-in-eTokcun)-6eH3nn]-neHTaHoBOoi  KUCMOTK
(1,01r, 2,05mMmonb) i 3a mMeToguKolO, Ska BMKNageHa B npuknagi 1, 6yno sugineHo 190mr rigpokcuamigy 2-(4-
MeToKcU-6eH30ncynbdoHin)-2-[4-(2-mopdoniH-4-in-eTokcn)-6eH3nn]-neHTaHoBOI KUCMNOTU Yy BUMMsSAi KOPUYHEBO!
TBEpOoi peyoBuHu. Buxig 18%; T.nn. 101°C; MS: 507 ,4 (M+H)+; "H ampP (300Mrl'y, DMSO-ds): 6 0,71 (T, J=7TL,
3H), 1,58-1,82 (m, 4H), 3,12-3,98 (m, 12H), 3,87 (c, 3H), 4,35 (1, 2H), 6,89 (g, J=8,7T'y, 2H), 7,15 (m, 4H), 7,74 (g,
J=8,9Iy, 2H), 9,08 (c, 1H).

Mpuknag 36

lopokcnamin2-[4-(2-azenan-1-in-eTokcn)-6eH3unn]-2-(4-meTokcn-6eH30nCyNbGOHIN)-OKTAaHOBOT KUCIOTH

ETtunoBun edip 2-[4-(2-azenaH-1-in-eTokcn)-6eH3un]-2-(4-meTokcn-6eH30mncynbOoHIN)-oKTaHOBOI  KMCMOTH
6yB ogepxaHui BiANOBIAHO A0 3aranbHOro cnocoby, SKMn BUKNageHun y npuknagi 9. 3 BuxigHoi eTnnosoro edipy
2-6pomookTtaHoaty (11,8r, 47,3mmons) i 4-metokcuTiodbeHony (6r, 43mmons). Buxia: 7,24r (57%); nposope
macno; MS: 312,2 (M+H)". ETunosuii edip 2-(4-MeTokcu-6eH30mcynboHin)-oKTaHoBOI KNCMOTW ByB ofepXaHuit
BiANOBIQHO OO 3aranbHOro cnocoby, sk BuknageHun y npuknagi 9. 3 BuxigHoi metunosoro edipy 2-(4-meTokcu-
BeH3oncynbdaHin)-okTaHoBoi kucnoTu (4,0r, 13,6mMmonst). Buxig 3,71 (83%); nposope macro; MS: 343,3 (M+H)".

3a wMeToamKkol, fSKa BuKNageHa B npuknagi 12, i3 BuxigHoi eTunosoro edipy 2-(4-meToKkcu-
6eH3oncynbdoHin)-oktaHoBoi kucnotu (1,69r, 5,18mmone) i 1-[2-4-xnopomeTundeHoken)-etun]-asenany (1,73r,
6,0mMmonb) 6yB oaep>xaHun eTUIoBun edip 2-[4-(2-a3enaH-1-in-eTokcn)-6eH3un]-2-(4-meTokcm-
BeH30mCyNbOHIN)-0KTaHOBOI KncnoTu. Buxig 4,86r, 99%; KopuuHese macno; MS: 574,5 (M+H)".

3 BuxigHoi eTunosoro edipy 2-[4-(2-a3zenan-1-in-eTokcn)-6eH3nn]-2-(4-meTokcu-6eH30ncynbdOHIN)-oKTaHOBOT
kucnotu (4,8r, 8,37MMorb) 3a METOAMKOLD, Sika BUKINadeHa B npuknaai 9, 6yno sugineHo 1,55r (Buxia: 34%) 2-[4-
(2-azenaHn-1-in-eTokcn)oeH3un]-2-(4-MeTokcu-6eH30CyNbPOoHIN)-OKTAaHOBOI  kMCNoTu  y  Burnagi  6e3bapsHoi
HanisTBepaoi peuosnHu. MS: 551 (M+H)".

3 BuxigHOI 2-[4-(2-a3enaH-1-in-eTokcu)-6eH3nn]-2-(4-meTokcu-6eH30CyNbdOHIN)-OKTaHOBOI KACMOTU i 3a
METOOUKOI, fika BuKNnageHa B npuknagi 1, 6yno sugineHo 300Mmr rigpokciamigy 2-[4-(2-a3enaH-1-in-eTokcu)-
6eHann]-2-(4-MeToKCU-GEH30MCYbOHIN)-OKTaHOBOI kucroTu. Buxig 27%; T.in. 65°C; MS: 561,6 (M+H)"; 'H
AMP (300MI'y, DMSO-de): & 0,81 (1, J=6,6I'u, 3H), 1,08-1,82 (m, 14H), 3,13-3,51 (m, 12H), 3,87 (c, 3H), 4,33 (T,
2H), 6,88 (g, J=8,7l'y, 2H), 7,14 (m, 4H), 7,7 (g, J=9'y, 2H), 9,06 (c, 1H), 10,28 (c, 1H).

Mpuknag 37

lpopokcnamig 2-(4-metoken-6eH30rmcynbgaHin)-oKTaHoBOI KUCNOTH

ETtnnosun edip 2-(4-meTokcn-6eH3omncynbaHin)-okTaHoBOi  KMCNoTM OyB odepkaHuw BignoBigHO 40
3aranbHoro crnocoby, skui BuknageHun y npuknagi 9. 3 BuxigHoi eTunosoro-2-6pomooktaHoaty (11,8r,
47,3mmons) i 4-meTokcuTiodeHony (6r, 43mMmonst). Buxia: 7,24r (57%); nposope macno; MS: 311,2 (M+H)".

3 BuxigHoi etunosoro edipy 2-(4-metokcu-6eH3oncynbdaHin)-okraHoBoi kucrotn (3,1r, 10mMmornb) i 3a
MEeTOAMKOIO, Sika BuUKNageHa B npuknagi 9, 6yno sugineHo 2,55r (Buxig: 90%) 2-(4-meTokcu-6eH3oncynbdaHin)-
OKTaHOBOI KMCMOTY y BUrMsai 6e36apBHOi HaniBTeepaoi peyosuHN. MS: 283 (M+H)'.

3 BuxigHoi 2-(4-meTokcu-6eH3oncynbdaHin)-oktaHoBoi kucnotn (4,25r, 16mMMonb) i 3a MeTOAUKOM, sKa
BMKIageHa B npuknagi 1, 6yno Buginexo 3,64r rigpokcamigy 2-(4-meTtokcm-6eH30mncynbdaHin)-oKTaHOBOI KUCNOTH.
Buxig: 76%, T.nn. 90°C; MS: 298,2 (M+H)+.

Mpuknap 38

Fpopokcuamia 2-(4-dpTopo-deHincynsgaHin)-okTaHoBOI KUCIOTH

ETtnnosun edip 2-(4-dpTopo-ceHincynegaHin)-okTaHoBOi K1crnoTu OyB ofepxaHui BignoBigHO A0 3aranbHOoro
cnocoby, skui BuknageHun y npuknagi 9. 3 BuxigHoi etunosoro 2-6pomooktaHoaty (6,471, 24,7mmonsb) i 4-
cropoTiodeHony (3r, 23,4mmons). 6,31r (90%); nposope Macno; MS: 299 (M+H)".

3 BuxigHoi etunosoro edipy 2-(4-dTopo-heHincynbdaHin)-oktaHosoi kucnotu (3,1r, 10mmonb) i 3a
MEeTOAMKOI, sika BMKNageHa B npuknagi 9, 6yno sugineHo 2,89r (Buxia: 100%) 2-(4-dpTopo-deHincynbdaHisn)-
OKTaHOBOI KMCMNOTH y BUrNaAi 6e36apBHOT HaniBTBEPAOT PEYOBUHMU.

3 BuxigHoi 2-(4-dpTOpOo-theHincynbaHin)-okTaHoBoi kucnot (2,49r, 9,2mmons) i 3a MeToaMKol, sKa
BUKnageHa B npuknagi 1, 6yno sugineHo 2,72r rigpokcuamigy 2-(4-gpTopo-ceHincynbdaHin)-okTaHOBOI KUCTOTK.
Buxig: 99%, T.nn. 58°C; MS: 284 (M+H)+.

Mpuknag 39

Fppokcnamia 2-(1-metun-1H-imigason-2-incynbgaHin)-oKTaHOBOI KUCNOTH

Etunosun edip 2-(1-metnn-1H-imigason-2-incynbdaHin)-oktaHoBoi KMCroTM OyB ogepXaHui BignoBiaHO OO
3aranbHOro cnocoby, Ak BUknageHun y npuknagi 9. 3 BuxigHoi etunosoro 2-6pomookTtaHoaty (12,1r, 48mmonb)
i 1-meTun-2-mepkanToimigasony (5r, 43,8MMonb). Buxia: 12r (96%); nposope macno; MS: (M+H)".

3 BuxigHoi eTunosoro edipy 2-(1-metun-1H-imigason-2-incynsdatin)-okraHoBoi knucnotu (12r, 42,2mmons) i
3a METOAMKOW, sika BuKnageHa B npuknagi 9, 6yno euaineHo 10,2r (Buxig:95%) 2-(1-metun-1H-imigason-2-
incynbcaHin)-okTaHoBoi kucnoTu. T.nn. 95°C, MS: 257,1 (M+H)".

3 BuxigHoi 2-(1-metun-1H-imigaszon-2-incynegaHin)-oktaHosoi kucnotu (7,84r, 30,6mMmonb) i 3a METOAUKOLO,



sika BuKnageHa B npuknagi 1, 6yno BugineHo 2,77r rigpokcuamigy 2-(1-metun-1H-iMmigason-2-incynbdanin)-
OKTaHOBOI KMCMOTW y BUrMsai 6e3bapsHoi TBepaoi peyosuHN. Buxia: 33%, T.nn. 125°C; MS 272,2 (M+H)".

Mpuknap 40

N-rigpokcu-2-(4-meTokeu-6eHsoncynboHin)-3-HadTaniH-2-in-nponioHamig,

3a wmeToaukol, wWo BuknageHa B [puknagi 9, 6yB opepxaHun eTunoBun edip 2-(4-meTokcu-
6eH3oncynbdoHin)-outosoi kucnotu (5,0r, 20MMonb) i 2-6pomomeTunHadTaniv (4,4r, 20mmons). Buxig 7,2r,
91%; BesbapsHe Macno; MS: 399 (M+H)".

3 BuxigHoi eTunoBsoro edipy 2-(4-metokcn-6eH3oncynbdoHin)-3-HadTaniH-2-in-nponioHoBoi kucrnotn (3,7r,
9MMoOnb) | 3a MeToauKow, WO BuUKMageHa B npuknagi 9, 6yno BugineHo 23,3r (96%) 2-(4-meTokcu-
6eH3oncynbdoHin)-3-HadTaniH-2-in-nponioHOBOI KUCNOTHU.

3 BuMXigHOI 2-(4-MeToKcK-6eH30mcynbdoHin)-3-HadTaniH-2-in-nponioHoBoi  kncrnotn (2,2r, 5,9vmons) i 3a
METOAMKO, sika BUknageHa B MNpuknagi 1, 6yno sugineHo 820mr N-rigpokcu-2-(4-meTokeu-6eH3oncynegoHin)-3-
HadTaniH-2-in-nponioHamigy y BUrMsAi SICHO-KOPUYHEBOi TBepAoi peyoBuHN. Buxig: 36%; T.nn. 161-163°C; MS:
502 (M+H)*; "H AMP (300Mru, CDCls): 6 3,32 (g, J=7,0rw, 1H), 3,69 (g, J=7,0rw, 1H), 3,82 (c, 3H), 5,02 (c, 1H),
6,92-7,89 (m, 11H).

Mpuknag 41

lgpokcuamig N-rigpokcu-2-(4-meTokeu-deHinMmeTaHcynboHiIN)-2-meTun-3-eHinnponioHoBOI KUCNOTH

4-meTokcmnbeHaunmepkanTtaH (7,0r, 45mmonk), eTunosuin 2-6pomonponioHat (8,2r, 46Mmorb) i MOPOLLKOBUIA,
BMCYLUEHUI Y CyLIWnbHIN wadi, kaniikapboHaTt (10r, 72mmMons) y 150mMn aueToHy HarpiBanv npv Temneparypi
KUMIHHA 3i 3BOPOTHUM XOnoAunbHUKOM npoTtarom 18rog. HarpiTy cymiw oxonomkysanu, dinbTpyBanu i dinbTpaT
KOHUeHTpyBann. OpepxaHui 3anuwok normmHany 150mMn MeTuneHxmopugy, npomuBanu Bogow (150mn),
36e3BogHIoBanu Hag 6e3BogHVMM HaTpincynbdartom i BunaptoBanu 3 Buxogom 12r (99%); 6esbapsHa pignHa; MS
255,1 (M+H). [JaHnin npogyKT BUKOPUCTOBYBanu 6e3 nogarnbsLlioro OYMLLEHHS.

o kpwxaHoro (5°C) posdnHy etunosoro edipy 2-(4-meTokcn-cheHinmMeTaHCcynbgOoHIMN)-NponioHOBOI KMCMOTH
(5,7r, 21mmonb) y 100mn CH2Cl, nopuismun gobasnsnu (7,2r, 40MMorb) N-X1opoBeH30MHY KUCAOTY | Lo CyMill
Miwanu npotarom 1rog. Lo peakuito posbasnanu rekcaHom (500mn) i nepemiwysanu npu 25°C npotsarom 30
XBWIMWH NpuW KiMHaTHIN Temnepatypi. OgepxaHy cymiw dinbTpyBanu, a opraHiyHWn wap obpobnanu Hacu4eHum
BOOHMM HaTpinbicynbditom (200mn). Llel rekcaHoBWMIA pO3YMH, LLO MICTUTb 3a3Ha4YeHW NPOAYKT, MpoMuBanu
Bogaoto, 36e3soaHiosanm (NapS0,) i koHUeHTpyBanu. Buxia 5,5r (91%); 6e3bapsHe macno; MS 287,1 (M+H)".

3a wmeTogukol, sika BukiageHa B [puknagi 9, OyB opepxaHunm etunosun edip 2-(4-meTokcu-
deHinmeTaHcynbgoHiN)-2-meTnn-3-PeHin-nponioHoBOi KUCMOTM 3 BUXiAHOI eTunoBoro edipy 2-(4-meToKcu-
dheHinmeTaHcynbOoHIN)-NPonioHOBOIT KMCNOTK (2r, 7MMonb) | 6eHaunbpomigy (1,3r, 7,7mmonb). Buxig 3,0r, 100%;
Nerkonnaska Teepaa peyosuHa; MS: 377 (M+H)".

2-(4-meTokcu-heHinmeTaHcynboHIN)-2-meTun-3-deHin-nponioHosa kucrota Oyna ogepxaHa 3 BUXIQHOI
eTunoBoro edipy 2-(4-meTtokcu-deHinmeTaHcynbgoHin)-2-meTun-3-deHin-nponioHOBOI KMCMOTW, PO34YMHEHOTO B
meTaHoni (50mn) i 10 N NaOH (30mn). OgepxxaHy peakuinHy cymiw obpobnsanu, sk BuknageHo B lMpuknagi 9.
Buxia 930mr, 31%. BesbapsHa TBepaa peyosuHa, T.nn. 106-108°C; MS: 347 (M-H)".

3 BuXigHOI 2-(4-meToKCH-heHinmMeTaHcynbgoHin)-2-meTnn-3-geHin-nponioHoBoi kucnotn (2,7r, 7,0MMonb) i
3a METOOUKOW, fka BuKNagaeHa B npuknagi 1, 6yno BugineHo 266mr rigpokcmamigy N-rigpokcu-2-(4-meTokcu-
deHinmeTaHcynbgoHin)-2-meTun-3-cheHinnponioHOBOI KUCNOTU Yy BUIMAAI axpomMaTudHo Binoi TBepaoi pevoBUHY;
Buxig: 10%; T.nn. 58-59°C; MS: 364,2 (M+H)"; "H AMP (300MIu, DMSO-ds): & 1,28 (c, 3H), 2,84-2,88 (g, 1H),
3,81-3,86 (g, 1H), 4,59-4,63 (g, 1H), 4,69-4,74 (g, 1H), 6,94-6,98 (g, 2H), 7,29-7,33 (g, 4H), 9,24 (c, 1H), 10,88 (c,
1H).

Mpuknag 42

Figpokcuamig 5-metnn-2-(3-meTnun-6yT-2-eHin)-2-(Tonyon-4-cynbOoHin)-rekc-4-eHoBOI KUCOTU

Etunosun edip  5-metun-2-(3-metnn-6yT-2-eHin)-2-(tonyon-4-cynboHin)-rekc-4-eHoBoi  kucrnotn  Oys
OLepXXaHuii BiQMOBIAHO [0 3aranbHOro cnocoby, SikM BuknageHwun y npuknagi 9. 3 BuxigHoi eTunosoro o-(p-
TonyoncynbdoHin)auetaty (2,9r, 10,9Mmonb) i 4-6pomo-2-meTnnbyTeHy (3,42r, 23mmonst). Buxia 4,6r; aybunbHe
macno; MS 379,2 (M+H)".

5-metun-2-(3-metnn-6yT-2-eHin)-2-(tonyon-4-cynbdoHin)-rekc-4-eHoBa kucnota byna ogepaHa BignoBigHO
[0 3aranbHoro cnocoby, skui BuknageHun y npuknagi 9. 3 suxigHoi etunosoro edipy 5-metnn-2-(3-metnn-oyT-2-
€eHin)-2-(Tonyon-4-cynbdoHin)-rekc-4-eHoBoi kucnotu (4,5r, 11mmone), etaHony (15mn) i 10 N HaTpinrigpokeuay.

3 BuxigHoi 5-meTun-2-(3-metun-6yT-2-eHnn)-2-(Tonyon-4-cynbgoHin)-rekc-4-eHoBoi kucrotu (4,1r, 11mmornb)
i 3a mMeToauKolo, sika BuKnageHa B npuknagi 1, 6yno suaineno 1,07r rigpokcuamigy 5-metun-2-(3-metun-6yr-2-
eHin)-2-(Tonyon-4-cynboHin)-rekc-4-eHoBoi KMCnoTn y Burnagi 6e3bapeHoi TBepAoi pevoBuHu; Buxia: 30%; T.nn.
108-110°C; MS: 366,2 (M+H)"; "H AMP (300MIu, DMSO-ds): & 1,49 (c, 6H), 1,62 (c, 6H), 2,41 (c, 3H), 2,53-2,63
(m, 4H), 5,00-5,05 (1, 2H), 7,40-7,43 (8, 2H), 7,59-7,62 (g, 2H), 9,04 (c, 1H), 10,80 (c, 1H).

Mpuknag 43

lgpokcuamig, 2-meTnn-2-(2-meTun-cypaH-3-cynbdoHin)-3-deHin-nponioHoBOI KNCNoTH

Etunosun edip 2-metun-2-(2-metun-dypan-3-cynbdoHin)-3-eHin-nponioHoBoi KMCNoTK (ogepxaHuin i3 3-
MepkanTo-2-MeTundypaHy) 6yB oaepXaHui BiANOBIAHO 4O 3aranbHOro cnocody, KU BUKNageHun y npuknagi 9.
3 BuxigHoi etunosoro edipy 2-meTun-2-(2-meTtun-gypaH-3-cynbdoHin)-3-deHin-nponioHoBoi kucnotn (2,9r,
11,9mMmonb), 6eH3unbpomigy (2,22r, 13mmons) i kaninkapboHaty (10r) B aueToHi (75mn). Buxig (99%); ambpose
macno; MS 337,1 (M+H)".

2-metun-2-(2-metun-dypaH-3-cynbdoHin)-3-deHin-nponioHosa kucnota Oyna ofepkaHa BigNoBiAHO A0
3aranbHoro cnocoby, skuii BUknageHunn y npuknagi 9. 3 BuxigHoi etnnosoro edipy 2-meTtun-2-(2-metun-cypax-3-
cynbdoHin)-3-deHin-nponioHoBoi kucnotn (4,8r, 14,3mMmonsa), posuuHeHoro B eTaHoni (25vm) i 10 N
HaTpiiriapokcuay (10mn). Buxig 3,71 (84%), 6ina Teepaa pedosuHa, MS 307,4 (M+H)".

3 BuxigHoi 2-meTnn-2-(2-metun-cypaH-3-cynbdoHin)-3-deHin-nponioHoBoi kucnotu (3,58r, 12mmornsb) i 3a
METOAMKOI, Sika BuKNageHa B npuknagi 1, 6yno sugineHo 1,078r rigpokcmamigy 2-metun-2-(2-metun-gypaH-3-
CynbOHiIn)-3-deHin-NponioHOBOI KUCMOTW Y BUIMSAI XXOBTOrapsiyoi TBepaoi pevyoBuHW. Buxig: 29%; T.nn. 68-
70°C; MS: 324 (M+H)"; "H AMP (300MIu, DMSO-dg): & 1,27 (c, 3H), 2,81-2,86 (a, 1H), 3,33 (c, 3H), 3,61-3,66 (a,



1H), 6,66 (c, 1H), 7,19-7,25 (m, 5H), 7,76 (c, 1H), 9,09 (c, 1H), 10,81 (c, 1H).

Mpuknag 44

lgpokcuamig  2-metun-2-(2-metnn-dypan-3-cynbdoHin)-3-[4-(2-ninepnamnH- 1-in-eTokcu)-geHin]-nponioHoBol
KMCIoTK

ETunosun edip 2-metun-2-(2-metnn-dypan-3-cynbdoHin)-3-[4-(2-ninepnamnH- 1-in-eTokcun)-deHinl-
NpomnioHOBOI kucrnoTu ByB ofepxaHui BIANOBIGHO A0 3aranbHOro criocoby, Akui BuknageHwn y npuknagi 9. 3
BMXigHOI eTunosoro edipy 2-(2-metun-cypaH-3-cynbdoHin)-nponioHoBoi kucnotu (2,4r, 9,8mmonb) i 1-[2-(4-
xrnopomeTtundeHoken)-etunl-ninepugnHy (2,96r, 10,7mmonb); Buxig 2,4r (92%); ambpose macno; MS 464,2
(M+H)".

2-metun-2-(2-metun-gypaH-3-cynbdoHin)-3-[4-(2-ninepngnH-1-in-eTokcm)-deHin]-nponioHoBa kucnota 6yna
ofepXXaHa BignoBigHO 00 3aranbHOro crnocody, KM BUKNageHun y npuknagi 1, i3 BuxigHoi etunosoro egipy 2-
mMeTun-2-(2-metun-ypan-3-cynbedoHin)-3-[4-(2-ninepuamt- 1-in-etokcu)-deHin]-nponioHosoi  kucnotm  (2,01r,
4,5Mmonb), po3unHeHoro B etaHoni (20mn) i 10 N Hatpivrigpokemay (10mn). OgepkaHy cymil obpobnsnn sk
BUKMageHo B npuknagdi 9. Buxig 2,03r; ambposi kpyuctanm T.nn. 66-68°C; MS 434 (M+H)".

3 BuXigHOi  2-meTun-2-(2-metun-gypaH-3-cynbdoHin)-3-[4-(2-ninepnanH-1-in-eTokem)-deHin]-nponioHoBoI
kmcrotun (2,03r, 6MMonb) | 3@ MeToauMKol, fka BuKnageHa B npuknagi 1, 6yno sugineHo 1,36r rigpokcuamigy 2-
MeTun-2-(2-meTun-gypaH-3-cynbgoHin)-3-[4-(2-ninepuamnH- 1-in-eTokcu )-cpeHin]-nponioHoBoi  KMCNOTW Yy BUrMsAi
TBEPAOI PEYOBMHM aMBPOBOrO Kombopy; Buxia: 32%; T.nn. 115-117°C; MS: 451,1 (M+H)"; 'H AMP (300Mru,
DMSO-de): & 1,15-1,22 (m, 2H), 1,75 (c, 3H), 1,78 (c, 3H), 2,98-3,03 (m, 2H), 3,42-3,47 (m, 2H), 3,5 (c, 3H), 6,65
(c, 1H), 6,87-6,90 (g, 2H), 7,12-7,17 (g, 2H), 10,35 (c, 1H), 10,60 (c, 1H), 11,70 (c, 1H).

Mpuknag 45
lgpokcuamig 2-meTtnn-3-[4-(2-ninepnanH-1-in-eToken)-enin-2-(TiodeH-2-cynbdoHin)-nponioHoBOI KNCNOTH
ETunosui edip 2-metnn-3-[4-(2-ninepuauH- 1-in-eTokcu)-deHin-2-(TiodeH-2-cynbdoHin)-nponioHoBol

kucnotn 6yB ogepaHui BigMOBIAHO [0 3aranbHOro crnocoby, SKMI BUKNAZEeHUn y npuknagi 9, i3 BuxigHoi
eTunoBoro edipy 2-TiocpeH-2-cynbdoHin)-nponioHOBOI KMCMNOTK (0gepKaHoro 3 2-mepkantoTiodeHy i eTunedipy
2-6pomonponioHoBoi  kucnotn) (4,4r, 17,7vmonb) i 1-[2-(4-xnopomeTundeHoken)-etunjninepnamny  (5,3r,
19,5mmonb); Buxig (96%); HaniBTBepaa pevosuHa; MS 466.

2-metun-3-[4-(2-ninepuamnt-1-in-etokcm)-derin-2-(tiodpeH-2-cynboHin)-nponioHoBa kucnoTta byna ogepxaHa
BiANOBIQHO A0 3aranbHOro cnocoby, iKW BUKNageHun y npuknagi 9, i3 BuxigHoi etunosoro edipy 2-metun-3-[4-
(2-ninepmauH-1-in-eToken)-peHT-2-(TiodpeH-2-cynbdoHin)-nponioHoBoi kucnotu (9,8r, 20MMonb), PO3YMHEHOTO B
etaHoni (20mn) i 10 N HaTpivrigpokeugy (20mn). OepxxaHy cymi 0bpobnanu sik BuknageHo B npuknagi 1. Buxig
4,51 (49%); 6ina TBepaa peyosuHa 3 T.nn. 170-172°C; MS 436,3 (M-H).

3 BuxigHoi 2-meTun-3-[4-(2-ninepnanH-1-in-eTokcn)-deHin-2-(TiodeH-2-cynbdOoHin)-nponioHOBOI  KACMOTK
(3,6r, 8,0mmonb) i 3a MeToauMKO, SiKa BUKNageHa B npuknagi 1, 6yno sugineHo 345wmr rigpokcmamigy 2-metun-3-
[4-(2-ninepnaunH-1-in-eTokcu)-eHin-2-(TiodheH-2-cynboHin)-nponioHOBOT KUCNOTW Yy BUIMSAI axpoMaTUyHO Ginoi
TBEpAOoi peyvoBuHu; Buxia: 10%; T.nn. 115-118°C; MS: 451,2 (M+H)+; "H amP (300MI'y, DMSO-ds): 8 1,29 (c, 3H),
1,66-1,78 (m, 6H), 2,81-2,86 (A, 1H), 2,96-3,99 (m, 4H), 3,39-3,47 (m, 2H), 3,51-3,59 (g, 1H), 4,32 (m, 2H), 6,72-
6,74 (g, 1H), 6,87-6,96 (g, 2H), 7,01-7,20 (m, 3H), 7,31-7,33 (m, 1H), 7,69-7,72 (m, 1H), 7,83- 7,84 (m, 1H), 8,07-
8,08 (g, 1H), 8,17 (ga, 1H), 9,0 (c, 1H), 10,0 (c, 1H), 10,78 (c, 1H).

Mpuknag 46

Fgpokcuamig 2-(oktaH-1-cynbdoHin)-3-[4-(2-ninepuamnH-in-eToKkcm)-eHin)nponioHoBOI KUCNOTH

Etunosun edip 2-(oktaH-1-cynbdoHin)-3-[4-(2-ninepnanH-in-eTokcun)-deHin]-nponioHoBoi  kncnotn  6ys
OLlepXaHuiA BiANOBIAHO [0 3aranbHOro cnocoby, KM BUKNaaeHun y npuknagi 9, i3 BuxigHoi eTunosoro eqipy 2-
(okTaH-1-cynbdoHin)-nponioHoBoi  kucnotn (5,0r, 18mmons) i 1-[2-(4-xnopomeTundeHokeu-eTun]-ninepnanHy
(5,6r, 19,7mmonb); Buxig 8,9r (96%); ambpose macno; MS 495.

2-(OkTaH-1-cynbgoHin)-3-[4-(2-ninepnamnH-in-eTokcu)-derin]-nponioHosa KucnoTa byna ofepxxaHa
BiANOBIQHO OO 3aranbHOro cnocoby, skui BUKNageHun y npuknagi 9, i3 BuxigHoi eTunosoro edipy 2-(oktaH-1-
cynbdoHin)-3-[4-(2-ninepnanH-in-eTokcn)-cpeHin]-nponioHoBoi-kmcnotu (8,9r, 18mmone), etaHony (25mn) i 10 N
HaTpivrigpokemay (25mn). Buxig 6,0r (72%).

3 BuxigHoi 2-(okTaH-1 -cynbdoHin)-3-[4-(2-ninepuanH-in-eTokcm)-deHin]-nponioHoBoi  kncnotn (3,6,
7,7MMOMb) | 3a MeTOAuKOW, sika BuknageHa B npuknagi 1, 6yno BugineHo 3,3r rigpokcmamigy 2-(oktaH-1-
CynboHin)-3-[4-(2-ninepnanH-in-eTokcu)-deHin]-nponioHoBOI KMCNOTN Y BUIMSAAI AyOUnbHOI TBEPOOi PevOBUHM;
Buxia: 89%; T.nn. 69-70°C; MS: 483,2 (M+H)"; 'H AMP (300MIu, DMSO-ds): 5 687 (T, 3H), 1,27-1,69 (M, 15H),
2,71-2,75 (g, 1H), 3,51 (c, 3H), 3,65-3,69 (4, 1H), 6,86-6,89 (g, 2H), 7,08-7,11 (4, 2H), 9,16 (c, 1H), 10,70 (c, 1H).

Mpuknag 47

lgpokcuamig 3-6icpenin-4-in-2-metun-2-(1 -MeTun-’ H-imigason-2-cynbgoHin)-nponioHoBOI KUCNOTH

ETnnosun edip 3-6icbeHin-4-in-2-MeTmn-2-(1-MeTmn-1H-iMinaaon-Z-cynbcbOHin)-nponiOHOBo'l' Kncnotn 6yB
ogepXXaHui BigMNoBIAHO A0 3aranbHOro cnocoby, skui BUKNageHun y npuknagi 9, i3 BuxigHoi eTunosoro edipy 2-
MeTI/IJ'I-(1-MeTI/IJ'I-1H-iMi,lJ,aSOﬂch'Ib(bOHiJ'I)-I'IpOI'IiOHOBO'I' Kucnotu (ogepxaHoro 3 (1-metun-2-meokanTtoiMmigasony i 2-
6pomoeTtunnponioHaty) (3,0r, 12,2mmonsi) i 4-xnopometunbicperiny (2,97r, 15mmonb). Buxig 5,9r (99%);
nerkonnaska Teepaa peyosuHa; MS 413 (M+H)".

3-6i(beHiJ'I-4-iJ'I-2-MeTVIJ'I-2-(1-MeTVIJ'I-1H-iMi,EI,aSOJ'I-Z-CyJ'Ibd)OHiJ'I)-I'IpOI'IiOHOBa kncnota Oyna  oaepxkaHa
BiANOBIQHO 40 3aranbHOro cnocoby, Sk BUKNageHun y npuknagi 9. 3 BuxigHoi etunosoro edipy 3-6ideHin-4-in-
2-meTnn-2-(1-meTun-'H-iminason-2-cynbhoHin)-nponioHoBoi kucnoTu (5,0r, 11,9MMonk), eTaHony (15mn) i 10 N
HaTpivrigpokemgy (10mn). Buxig 2,8r (61%); kopuyHeBa TBepaa peyosuHa 3 T.nn. 119-122°C; MS 385,2 (M+H).

3 BuxigHoi  3-GicheHin-4-in-2-meTun-2-(1-meTun-'H-iMinason-2-cynboHin)-NpomioHoBoi  kucnotn  (2,8r,
7,0mmMorb) | 3@ MeToAMKOLO, Ska BUKNadeHa B npuknagi 1, Oyno sugineHo 112wmr rigpokcuamigy 3-6idpeHin-4-in-2-
MeTVln-Z-(1-MeT|/|n-1H-iMi,qason-Z-cynb(bOHin?-nponiOHOBo'l' KMCNOTW Yy BUrMA4i TBEPOOT PEYOBUHN KOMNMbOPY TaHiHY;
Buxia: 4%; T.nn. 112°C; MS: 451,2 (M+H)"; 'H AMP (300MIu, DMSO-ds): 5 0,911 (c, 3H), 3,3 (c, 3H), 3,5 (a, TH),
6,8 (g, 1H), 6,9 (g, 1H), 7,18-7,66 (m, 5H), 7,30-7,33 (g, 2H), 7,55-7,58 (g, 2H).

Mpuknag 48

Fgpokcnamig 2-metnn-3-deHin-2-(TiodeH-2-cynbdoHin)-nponioHOBOI KMCMOTK



Etunosun edip 2-metun-3-deHin-2-(tiodpeH-2-cynbdoHin)-nponioHoBoI KUCNoTn 6yB ogepaHui BignoBigHO
[0 3aranbHoro crnocoby, kM BrYKNageHun y npuknagi 9, i3 BuxigHoi etunoBoro eqgipy 2-(tiodeH-2-cynbdoHin)-
nponioHoBoi knucnotu (3,0r, 12mmonk) i 6eH3unbpomigy (2,48r, 15mMmonb). Buxig 5,2r (%); TaHiHoBe macno; MS
339,1 (M+H).

2-meTun-3-deHin-2-(tiodeH-2-cynbdoHin)-nponioHoBa kucrnoTta Oyna ogepaHa BiANOBIQHO OO 3aranbHOro
cnocoby, k1A BUKNageHun y npuknagi 9, i3 BuxigHoi eTnnosoro edipy 2-metun-3-deHin-2-(TiodeH-2-cynbdoHirn)-
nponioHoBoi kucnotu (5,0r, 15mMmonk), etaHony (30mn) i 10 N HaTpin rigpokcugy (10mn). Buxig 5,6r MS 310,0
(M+H).

3 BuXigHoi 2-meTun-3-deHin-2-(tiodpeH-2-cynbdoHin)-nponioHoBoi kucnotu (5,0r, 16Mmonb) i 3a meTogukoto,
sika BuKnageHa B npuknagi 1, 6yno BuagineHo 1,8r rigpokcnamigy 2-metun-3-deHin-2-(TtiodpeH-2-cynbdoHin)-
MponioHoBOI K1cnoTy y Burnsai 6esbapeHoi Teepaoi pevosuHn; Buxia: 40%; T.nn. 116-117°C; MS: 451,2 (M+H)";
"H AMP (300Mru, DMSO-ds): & 1,29 (c, 3H), 3,33 (g, 1H), 3,69 (g, 'H), 7,18-7,30 (M, 5H), 7,74 (m, 1H), 9,13 (c,
H), 10,80 (c, "H).

Mpuknag 49

Fpopokcnamia 2-[8-(1-kapbokcu-eTaHcynbdOoHiN)-okTaH-1-cynbgoHin]-NponioHOBOIKUCITOTH

ETunosun ecip 2-[8-(1-kapbokcr-eTaHcynbdoHiN)-okTaH-1-cynboHin]-nponioHoBOI KNCnoTu 6yB oaepaHui
BiOMOBIAHO OO 3aranbHOro cnocoly, SKWA BUKNageHun y npuknagi 9, i3 BuxigHoi etunosoro edipy 2-[8-(1-
eToKcMKapboHin-eTnncynbdaHin)-okTnn-cynbdanin]-nponioHosoi  kucnotn  (10,2r, 26mmonb) | nepokcu-
MoHonepcynbdaTty HaTtpito (64r, 104mmons). Buxig 9,87r (86%); 6e36apsHa pianHa; MS 442,9 (M+H).

2-[8-(1-kapbokcu-eTaHcynbgoHiN)-okTaH-1-cynbdoHin]-nponioHoBa kucnota Gyna ogepXaHa BiANOBIAHO OO
3aranbHOro crnocoby, SKMM BuknageHwh y npuknagi 1. 3 BuxigHoi etunoBoro edipy 2-[8-(1-kapGokcu-
eTaHcynbOoHin)-okTaH-1-cynbdoHin]-nponioHosoi  kucrotn  (3,0r, 6,8mmonb), etaHony (15mm) i 10 N
HaTpiiriapokcuay (15mn). Buxig 2,71 (98%); 6ina Teepaa peyosuHa T.nn. 99-102°C; MS 387 (M+MHs)".

3 BuxigHoi 2-[8-(1-kapbokcr-eTaHcynboHIN)-0KTaH-1-cynbOHIN]-NponioHOBOI KUCMOTH | 3@ METOAMKO, SiKa
BMKnageHa B npuknagi 1, 6y BugineHun 641mr rigpokcuamigy 2-[8-(1-kapbokcu-eTaHCynbdOHin)-okTaH-1-
CyMbCOHIN]-NPOMIOHOBOT KUCAOTW Y BUFMSiAI Macna Korbopy ambpu; Buxig: 23%; MS: 434,0 (M+H)"; '"H AMP
(300MIL, DMSO-ds): 5 1,27-3,23 (m, 22H), 3,33 (M, 2H), 8,9 (c, 'H), 9,28 (c, 1H).

Mpuknag 50

lgpokcuamia  2-(4-6pomo-6eH3oncynbgoHin)-2-meTnn-3-[4-(2-ninepuanH-1-in-eTokcu)-ceHin]-nponioHoBoI
KMCnoTu

ETtnnosun edip 2-(4-6pomo-6eH3oncynbgoHin)-2-meTtnn-3-[4-(2-ninepuanH-1-in-eTokcu)-ceHin]-nponioHoBoI
kucnotn OyB ogepxaHui BiOMOBIAHO OO 3aranbHOro crnocoby, SKWMI BUKNageHun y npuknagi 9, i3 BuxigHoi
eTtunosoro a-(4-6pomodeHin-cynbdonin)auetaty (5,0r, 16mmonb) i 1-[2-(4-xnopomeTundeHokcn)-eTun]-
ninepuauHy (4,97r, 16mMmonb). Buxia 6,1r (71%); TaHiHose macro; MS 541,1 (M+H)".

2-(4-6pomo-6eH3oncynbdoHin)-2-metnn-3-[4-(2-ninepnamnH- 1-in-eTokcun)-cbeHin]-nponioHosa  kncrnota 6yna
ofepkaHa BignoBigHO 4O 3aranbHoro cnocoby, Skui BUKNaaeHuin y npuknagi 9, i3 BuxigHoi etunosoro edipy 2-(4-
H6pomo-6eH3oncynbdoHin)-2-meTnn-3-[4-(2-ninepnanH-1-in-eToken)-deHin]-nponioHosoi kncnotu (6,5r, 20MMornb),
etaHony (30mn) i 10 N HaTpin-rigpokcmay (15mn). Buxig 6,3r (100%); xxoBTa TBepaa peyosuHa 3 T.nn. 125-127°C;
MS 512,5 (M+H)".

3  BuxigHoi  2-(4-6pomo-6eH3oncynbdoHin)-2-metun-3-[4-(2-ninepmaunH-1-in-eTokcm)-ceHin]-nponioHoBoi
KACMOTWU | 3a METOAMKOW, sika BuknageHa B npuknagi 1, 6yno sugineHo 1,07r rigpokcuamigy 2-(4-6pomo-
6eH3oncynbgoHin)-2-meTnn-3-[4-(2-ninepuanH-1-in-eTokcu)-heHin]-nponioHoBOI  KUCNOTU Yy BUIMSAI  KOBTOI
TBEPAOI peuoBnHY; Buxia: 17%; MS: 525,4 (M+H)".

Mpuknag 51

3-(4-6pomo-deHin)-N-rigpokcu-2-(4-meTokcu-6eH3oncynbMOoHin)-2-meTun-nponioHamig,

3a metogukolo, sika BuknageHa B [lpuknagi 9, 6yB ogepxaHun etunosun edip 3-(4-6pomo-deHin)-N-
rifpokcun-2-(4-meTokcn-6eH30ncynbgOoHIN)-2-MeTUN-NPoNiOHOBOI  KACIOTM 3 BUXiAHOI eTunoBoro edipy 2-(4-
MeToKcK-6eH30ncynboHin)-nponioHosoi  kncnotu (3,0r, 11mmonb) i 4-6pombGeHaunbpomigy (3,0r, 12mmons).
Buxig 4,67r, 96%; besbapeHe macno; MS: 441 (M+H)+.

3-(4-6pomo-heHin)-2-(4-meTokcn-6eH3oncynboHin)-2-meTun-nponioHoBa  kucnota Oyna ogepxaHa 3
BMXigHoi eTunosoro edipy 3-(4-6pomo-gdeHin)-2-(4-meTokcn-6eH30mCynbgOoHIN)-2-MeTUn-nNponioHOBOI  KMCNOTH
(4,0r, 9,0MmMmonb), po3ynHeHoro B MeTaHoni (50mn) i 10 N NaOH (30mn). OgepkaHy peakuinHy cymiw obpobnsnu
Ak suknageHi B Mpuknagi 9. Buxig 3,0r, 78%. Jerkonnaeka Teepaa peyosuHa. MS: 413 (M+H)™.

3 BuxigHoi  3-(4-6pomo-beHin)-2-(4-meTokcu-6eH30MCynbGOHIN)-2-MeTUN-NponioHoBOi  knucnotn — (2,7r,
6,5Mmonb) | 3a MeToaumKolo, SKa BUKNageHa B npuknagi 1, 6yno suaineHo 2,26r 3-(4-6pomo-deHin)-N-rigpokcu-2-
(4-meTokcn-6eH3oncynboHin)-2-meTun-nponioHamigy y BUrMsaAi axpomatuyHo 6inoi TBepgoi pevoBuHK; Buxia:
81%; T.nn. 86-88°C; MS: 429,8 (M+H)*; 'H SAMP (300Mrw, CDCls): & 1,42 (c, 3H), 1,77 (ywwp, ¢, 1H), 3,26 (a,
J=7,0ru, 1H), 3,68 (g, J=7,0ru, 1H), 3,85 (c, 3H), 7,01-7,76 (m, 8H), 9.71-9,88 (ywwmp, c, 1H).

Mpuknag 52

N-rigpokcu-2-(4-meTtokeu-6eHsoncynboHin)-2-metun-3-HadtaniH-2-in-nponioHamig

3a wmeToaukol, sfka BuknageHa B [puknagi 9, 6yB ogepxaHun eTunosuin edip 2-(4-meTokcu-
6eH3oncynbdoHin)-2-metun-3-HadTaniH-2-in-NponioHOBOI  KMCMOTKM 3 BUXIQHOI eTunosoro edipy 2-(4-meTokcu-
6eH30ncynbdOoHIN)-NPonioHOBOT KNCMOTK i 2-6pomomeTunHadTaniny (4,4r, 20mmone). Buxig 8,0r, 97%; be3bapsHi
kpucTanm, T.nn. 182-184°C; MS: 413 (M+H)".

3 BuxigHoOi eTunosoro eqipy 2-(4-meTokcn-6eH30mncynbdoHin)-2-meTnn-3-HadTaniH-2-in-nponioHoBoi
KmcnoTu (4,6r, 11MMonb) 3a MeToaumKol, sika BuknageHa B MNpuknagi 9, 6yno sugineHo 4,2r (98%) 2-(4-meTokcu-
6eH3oncynbdoHin)-2-meTun-3-HadTaniH-2-in-nponioHoBOI K1cnotn y Burnagi 6e3bapsHux kpuctanis. T.nn. 144-
146°C; MS: 384,9 (M+H)".

3 BuxigHoi 2-(4-meTokcu-6eH3oncynboHin)-2-metun-3-HadTaniH-2-in-nponioHoBoi KNcnoTu (2,4r, 6,2mmons)
i 3a meTogukoto, sika BuknageHa B MNpuknagi 1, 6yno sugineHo 1,6r N-rigpokcu-2-(4-meTokcu-6eH3oncynegoHin)-
2-meTun-3-HadTaniH-2-in-nponioHamigy y Burnagi axpomaTtndHo 6inoi TBepgoi pedosuHu; Buxia: 64%; T.nn. 185-
187°C; MS: 400,2 "H AMP (300MIy, CDCls): & 1,56 (c, 3H), 3,28 (1, J=8,0rw, 1H), 3,81 (g, J=8wu, 1H), 3,93 (c,



3H), 4,88 (ywwp, c, 1H), 7,02-7,92 (m, 11H).

Mpuknap 53

N-rigpokcu-2-(4-meTokeu-6eHsoncynboHin)-3-metun-oyTmpamis

ETtunosun edip 2-(4-metokcu-6eH3oncynbdoHin)-3-metun-dytupamigy Oyna opepkaHa BignosigHO Ao
3aranbHoro cnocoby, sikun BuknageHun y MNpuknagi 1. 3 BuxigHoi etunosoro 2-6pomo-N-meTun-6ytaHoaty (20,9r,
100mmonb) i 4-meTokcn-6eH3onTiony (14,0r, 100mmonb) 6yno BugineHo 30r etunosoro edipy 2-(4-MeTokcu-
tbeHincynbaHin)-3-meTun-macnsaHoi knenotu. Buxig 99%; AcHo-xosTe Macno; MS: 269 (M+H)".

3 BuxigHoi eTnnosoro edipy 2-(4-metokcu-eHincynbdarin)-3-metun-macnsaHoi kucnotum (2,68r, 10mmonb) i
3a MeToauKolo, fka BuknageHa B lNMpuknagi 9 ana okucneHHs, 6yno BuaineHo 3r eTunosoro edipy 2-(4-meTokcu-
deHincynbdaHin)-3-meTnn-macnsaHoi kucnotn y surnsagi 6esbapsHoi TBepgoi pedosuHn. Buxig: 99%; T.nn. 53°C;
MS: 273 (M+H)".

3 BuxigHoi eTunosoro edipy 2-(4-meTokcu-ceHincynbdatin)-3-metun-macnsaHoi kucnot (3,0r, 10mmonsb) 3a
MEeTOAMKO, sika BuKnagdeHa B Mpuknagi 9, 6yno sugineHo 2,71 (96%) 2-(4-metokcu-cbeHincynbdain)-3-meTun-
MacnsHoi kKucnoTu y eurnaai 6esbapeHoi Teepaoi peuosnHn. T.nn. 96°C; MS: 273 (M+H)™.

3 BuXigHoOI 2-(4-meToKcu-deHincynbgaHin)-3-meTun-macnsaHoi kucnotu (2,0r, 7,34mmons) i 3a MeToguKoro,
saka BuknageHa B [lpuknagi 9, 6yno BuaineHo 590Mr N-rigpokcn-2-(4-meTokcn-6eH30mncynbgoHin)-3-meTnn-
GyTvpaminy y BUrmsAi 6e3bapsHOi Tepaoi peuoBuHW. T.nn. 220°C; Buxin 28%; MS: 288 (M+H)"; 'H AMP
(300MrL, DMSO-de): & 0,88 (a1, J=6,7T"u, 3H), 1,07 (a, J=6,7Iw, 3H), 2,09-2,20 (ywwp, c, 1H), 3,53 (a, J=9, 'H),
7,12-7,17 (m, 2H), 7,74-7,79 (m, 2H).

Mpuknag 54

lpopokcnamia 1 -(4-meTokcr-6eH30CyNbdOHIN)-LUKNONEHTaHKapOOHOBOI K1MCNOTU

3a wMeToaukolw, ska BuknageHa B [puknagi 9, OyB ogepxaHunm etunosun edip 1-(4-meTokcu-
©eH30nCynbMOoHIN)-LMKNoNeHTaHKkapboHoBOT  KMCNOTM 3 BUXigHOI  eTunoBoro  eduipy  2-(4-meTokcu-
6eH3oncynbdoHin)-ouToBoi kucnotu i 1,4-aubpombyTany (2,41, 7,6mmonb). Buxig 2,4r, 78%; besbapsHa TBepaa
peyosuHa, T.nn. 86-88°C; MS: 313 (M+H)".

1-(4-meToKkcu-6eH30ncynbdOHIN)-UMKNoneHTaHkapOoHoBa kucnota Gyna ogepxaHa 3 BUXIAHOI €TUIOBOro
edipy 1-(4-meToKkcu-6eH30MnCynbdOHIN)-LMKoneHTaHkapboHoBoi  kucnotn (2,2r, 7,0MMonb), PO34YMHEHOro B
meTaHoni (50mn) i 10 N NaOH (30mn). OpepxaHy peakuinHy cymiw obpobnsnu, sk BuknageHo B Mpuknagi 9.
Buxig 1,66r, 83%. besbapsHa TBepaa peyosuHa; T.nn. 112-115°C; MS: 285 (M+H)".

3 BuxigHoi 1-(4-meTokcu-6eH30MCyNbdOHIN)-LMKIoneHTaHkapboHoBoi  kucrotn (442wvr, 1,5vMmMonb) i 3a
MeTOAMKOI, sika BuknageHa B MNpuknagi 1, 6yno sugineHo 410mr rigpokcunamigy 1-(4-meTtokcn-6eH3oncynbdoHin)-
uMKIoneHTaHkapboHOBOI knucrnoTu y Burnsaai 6esdapsHoi TBepaoi pevoBuHn 3 T.nn. 89-91°C; Buxig 88%; MS:
400,2 "H AMP (300MrIu, CDCls): & 1,65-1,82 (M, 4H), 2,17-2,42 (m, 4H), 3,87 (c, 3H), 7,0 (a, J=8lu, 2H), 7,7
(ywwmp, c, 1H), 7,72 (g, J=8ly, 2H), 9,73 (ywwmp, c, 1H).

Mpuknag 55

3-(2-6pomo-dheHin)-N-rigpokcu-2-(4-meTokeu-6eH3oncynbgoHin)-2-meTun-nponioHamig

3a metogukoto, sika BuknageHa B lMpuknagi 9, 6yB ogepxaHuin eTnnoBuii edip 3-(2-6pomo-deHin)-2-(4-
METOKCU-OEH30/CYNbOHIN)-2-METUN-NPONIOHOBOI  KACNOTM 3 BUXiAHOI eTunoBoro edipy 2-(4-meTokcu-
6eH3oncynbdoHin)-nponioHoBoi knucnotu (2,0r, 7,3mmons) i 2-(6pomo)beHannbpomigy (2,0r, 8mmons). Buxig 3,1r,
87%; besbapsHe mMacno; MS: 441 (M+H)".

3-(2-6pomo-heHin)-2-(4-meTokcn-6eH3oncynboHin)-2-meTnn-nponioHoBa  knucnota Oyna ogepxaHa 3
BMXigHOI eTunosoro edipy 3-(2-6pomo-deHin)-2-(4-meTokcn-6eH30mCynbdOoHiN)-2-MeTUn-NponioHOBOI  KUCNOTH
(3,0r, 68MMonb), posunHeHoro B metaHoni (50mn) i 10 N NaOH (30mn). OgepxkaHy peakuiiiHy cymil obpobnsnu
sk suknageHo B Mpuknagi 9. Buxig 1,7r, 63%. Bockonoai6Ha Teepaa pedosnHa; MS: 414 (M+H)".

3 BuxigHoi  3-(2-6pomo-cbeHin)-2-(4-meTokcu-6eH30nCcynbdOHIN)-2-MeTUn-NponioHoBoi  kucrotn  (470wmr,
1,1Mmonb) | 3a MeToamKolo, ska BuknageHa B Mpuknagi 9, 6yno sugineHo 380mr 3-(2-6pomo-deHin)-N-rigpokcu-2-
(4-meToKCK-6eH30MCyNbdOHIN)-2-MeTUN-MPONIOHOBOI KMCMOTK Yy BUrMaAi 6e36apBHOi TBepAoi pedoBuHW. T.nn. 93-
96°C; Buxin 77%; MS: 400,2 "H AMP (300Mru, CDCls): & 1,3 (¢, 3H), 3,32 (g, J=7,0ru, 1H), 3,69 (a, J=7,0ru,
1H), 3,82 (c, 3H), 6,92-7,89 (m, 8H).

Mpuknag 56

lopokcnamia2-(4-metoken-6eH3oncynbgoHin)-2-meTun-5-geHin-neHT-4-eHoBOT KUCIOTH

3a wmeToaukol, ska BuknageHa B [puknagi 9, OyB opepxaHun etunosun edip 2-(4-meTokcu-
6eH30ncynbgoHIN)-2-MeTun-5-peHin-neHT-4-eHOBOI  KUCNOTM 3  BUXIQHOI eTunoBoro edipy 2-(4-meTokcu-
6eH30mncynbdOoHIN)-NPonioHOBOI KMCMOTW | unHa-minbpomigy (2,1r, 11mmonsb). Buxig 3,51r, 82%; BesbapsHe
macno; MS: 389 (M+H)".

2-(4-meToKcu-6eH3oncynbgoHin)-2-MeTun-5-geHin-neHT-4-eHoBa kucnota Oyna ogepxaHa 3 BUXIQHOI
eTtunoBoro eqipy 2-(4-meTtokcn-6eH3oncynbdoHin)-2-metun-5-enin-neHT-4-eHosoi kucnotn (3,0r, 11Mmonsb),
po34ynHeHoro B meTaHoni (50mn) i 10 N NaOH (30mn). OgepxaHy peakuiiHy cymill obpobnsnu sik BMKNageHo B
Mpuknagi 9. Buxia 1,9r, 68%; xoBTyBaTe macno; MS: 361 (M+R)+.

3 BUXigHOI 2-(4-MeToKCK-6eH30mnCyNboHiN)-2-MeTnn-5-deHin-neHT-4-eHoBoi kucnotn (440mr, 1,2mmons) i 3a
MEeTOAMKOI, sika BUknageHa B MNpuknagi 1, 6yno suaineHo 420mr rigpokcunamigy 2-(4-meTokcu-6eH3oncynbdoHin)-
2-meTun-5-eHin-neHT-4-eHoBOI KUCMOTW Y BUMNSAAI 6e36apBHOI TBepaoi pevoBuHU. T.nn. 162-164°C; Buxig 92%;
MS: 376 "H SAMP (300MIy CDCls): 6 1,41 (c, 3H), 3,0-3,16 (m, 1H), 3,30 (g, J=11Iw, 2H), 3,92 (c, 3H), 5,9-6,1 (m,
1H), 6,53 (g, J=11I"u, 1H), 7,1-7,72 (m, 9 H), 9,12 (ywwp, c, 1H).

Mpuknag 57

lgpokcnamig 2-(4-meToken-6eH3oncynboHin)-5-deHin-2-(3-deHin-nponin)-neHTaHoBoi KUCNoTH

3a wmeToamko, ska BuknageHa B [lpuknagi 9, OyB ogepxaHunm etunosun edip 2-(4-meTokcu-
6eH3oncynbdoHin)-5-geHin-2-(3-geHin-nponin)-neHTaHoBOI KNCNOTU 3 BUXiAHOI eTunosoro edipy 2-(4-meTokcu-
6eH3oncynbdoHin)-outosoi kucnotu (4,0r, 15,8Mmonb) i 3-6pomonponinbensony (6,4r, 32mmons). Buxig 3,7r,
47%; BesbapeHe macno; MS: 495 (M+H)".

2-(4-meToKcn-6eH3oncynbdoHin)-5-deHin-2-(3-deHin-nponin)-neHTaHoBa kucnoTa 6yna ogepxaHa 3 BUXigHOT
etunosoro edipy 2-(4-metokcn-6eH3oncynedoHin)-5-deHin-2-(3-denin-nponin)-neHtaHosoi  kucnotn  (2,0r,



4mmons), posunHeHoro B metaHoni (50mn) i 10 N NaOH (30mn). OgepxaHy peakuiiHy cymiwl obpobnanu sk
BuknageHo B Mpuknaai 9. Buxia 1,18r, 63%. BockonoaiGHa Teepaa peyosmHa; MS: 449,2 (M+H-H,0)".

3 BuxigHoi  2-(4-meTokcu-6eH3oncynbdoHin)-5-denin-2-(3-deHin-nponin)-neHTaHoBoi  kucnotn  (600mr,
1,2mMMons) | 3a MeToaumKow, sika BuknageHa B lMpuknagi 1, 6yno BuaineHo 420mr rigpokcuamigy 2-(4-meTokcu-
6eH3oncynbdoHin)-5-deHin-2-(3-deHin-nponin)-neHTaHoBoi kKMCNoTK y BUMsai 6e3bapBHOi TBEpAOi PEYOBUHW.
T.nn. 118-120°C; Buxig 68%; MS: 482 "H AMP (300Mr 1, CDCls): & 1,52-1,68 (M, 2H), 1,74-1,92 (m, 2H), 1,98-2,20
(m, 4H), 2,58-2,72 (m, 4H), 3,86 (c, 3H), 6,93 (g, J=11I"y, 2H), 7,02-7,63 (m, 10 H), 7,81 (g, J=11I"y, 2H).

Mpuknag 58

Fopokcnamia 2-annun-2-(4-meTokcn-6eH30ncynbgOHIN)-NeHT-4-eHOBOI KUCMOTH

3a metoaukolo, sika BuknageHa B [puknagi 9, 6yB ogepxaHuin etunosui edip 2-anin-2-(4-meTokcu-
©eH30mncynboHIN)-NeHT-4-eHOBOT KUCNOTK 3 BUXIAHOT €TUNOBOro eqipy 2-(4-meTokcn-6eH30mncynboHin)-oLToBoi
kucnotu (3,0r, 11,6mmonb) i aninbpomigy (4mn, Hagnuwok). Buxig 3,6r, 92%; >KosTe macno; MS: 338 (M+H)+.

2-anin-2-(4-meTokcn-6eH3oncynboHin)-neHT-4-eHoBa Kncnota byna ogepxaHa 3 BUXigHOI eTunosoro edipy
2-anin-2-(4-metokcn-6eH30mncynbgoHin)-neHT-4-eHoBoi  kucnotn (2,3r, 6,5MMonb), PO3YMHEHOrO B METaHOfI
(50mn) i 10 N NaOH (30mn). OgepxaHy peakuinHy cymiw obpobnsnu sk BuknageHo B MNpuknagi 9. Buxig 1,76r,
87%; xoBTysaTe mMacro; MS: 311 (M+H)".

3 BuxigHoi 2-anin-2-(4-metokcn-6eH3oncynbdoHin)-neHT-4-eHoBoi kucnotu (1,5r, 4,8mMmone) i 3a MeToguKoHo,
sika BuknageHa B MNpuknagi 1, 6yno sugineHo 1,5r rigpokcuamigy 2-anin-2-(4-meTokcu- GeHsoncynbchHln) -NeHT-4-
€HOBOI KMCMOTW y BUrMsAi 6e3GapBHOi TRepaoi pedoBuHn. T.nn. 114-116°C; Buxig 99%; MS: 326 'H AMP
(300MrIy, CDCl3): & 1,62 (c, 1H), 2,70-2,80 (m, 4H), 3,9 (c, 3H), 5,16-5,27 (m, 4H), 5,81-5,94 (m, 2H), 7,12 (g,
J=8I"y, 2H).

Mpuknag 59

lopokcnamia 2-(4-meTokcn-6eH30mcynboHin)-2-nponin-neHTaHoBol KUCOTH

lgpokcuamig 2-anin-2-(4-metokcn-6eH3oncynbdoHin)-neHT-4-eHoBoi kucnotu (326mr, 1,0mmonb) (Npuknag
26) 6yB po3unHeHun y metaHoni (50mn) i rigpoBaHui Hag 10% Pd/C (100mr) npu KiMHaTHI Temnepatypi, npu
TMcKy 49psi npoTtarom 4-x roauH. Mo 3akiHYeHHi TigpyBaHHS, OaHa peakuiiHa cymilw 6yna BiadinbTpoBaHa, a
meTaHon BigaaneHun. OgepxxaHa TBepAa peyoBMHa Oyna kpucTanizoBaHa 3 meTaHony. Buxig: 250mr, 75%; MS:
326 "H AMP (300Mry, CDCls): & 0,92 (T, J=4,0Iw, 6H), 1,27-1,59 (M, 4H), 1,78-2,02 (m, 4H), 3,86 (c, 3H), 6,04
(ywwmp, c, 1H), 6,97 (g, J=9'y, 2H), 7,76 (g, J=9y, 2H).

Mpuknap 60

2-6eH3nn-N-rigpokcmn-2-(4-meTokcn-6eH3oncynbdoHin)-3-denin-nponioHamig,

3a wmeTogukol, ska BukiageHa B [puknagi 9, OyB opepxaHunm etunosun edip 2-(4-meTokcu-
6eH3oncynbdoHin)-3-cheHin-nponioHoBOI KMCNOTU 3 BUXIAHOT eTunoBoro edipy 2-(4-meTokcu-6eH3oncynbqoHin)-
ouToBoi kucrnotu (1,0r, 3,8mMmonb) i 6eH3un-6pomigy (4mn, Hagnuwok). Buxig 1,2r, 72%; Xoete macno; MS: 439
(M+H)".

2-6eH3nn-2-(4-meToken-6eH3oncynedoHin)-3-deHin-nponioHoBa kucrota byna ogepxaHa 3 eTnnoBoro edipy
2-6eH3nn-2-(4-meTokeu-6eHsoncynbdoHin)-3-derin-nponioHosoi  kucrnotn (1,0r, 2,2MMOMb), PO3YMHEHOTO B
meTaHoni (50mn) i 10 N NaOH (30mn). OpgepxaHy peakuiiHy cymill obpobnsanu sk BuknageHo B [Mpuknagi 9.
Buxia: 580mr, 62%; BockonogibHa TBepaa peyosuHa; MS: 409 (M-H)'.

3 BuxigHoi 2-6eH3nn-2-(4-meTokcn-6eH3oncynbdoHin)-3-deHin-nponioHosoi kucnotn 9410mr, 1Mmonb; i 3a
MeToaoukol, ska BuknageHa B [Mpuknagi 1, Oyno BugineHo 225vr 2-6eH3un-N-rigpokcu-2-(4- MeTOKCM-
6eH3oncynbdoHin)-3-ceHin-nponioHamigy y BUrnsAi BockonoAibHoi TBepaoi pedoBuHW. Buxig 52%; MS: 426 'H
AMP (300MI'y, CDCls): 6 3,25 (g, J=14I'yu, 2H), 3,52 (g, J=14T'u, 2H), 3,9 (c, 3H), 6,93 (g, J=8I'y, 2H), 7,02-7,26
(m, 9H), 7,61 (g, J=8I'u, 2H), 7,87 (g, J=4Tu, 1H), 9,58 (ywwup.c, 1H).

Mpuknag 61

N-rigpokcu-2-(4-meTtokeu-6eH3oncynboHin)-2-metun-3-nipuguH-3-in-nponioHamig,

[o po3unHy, WO nepemillyeTbes, 3 eTunoBoro edipy 2-(4-meTtokcn-6eH30ncynbdoHIN)NponioHOBOI KUCMOTH
(2,7r, 10mmonb), 3-nikominxnopug-rigpoxnopugy (3,2r, 20mmonb), i TpuetunamoHivxmopugy (1r) vy
meTuneHxnopugi (400mn), 6yno gogaHo 10 N NaOH (30mn). OgepxxaHy peakuilo NpogoBXyBanu BUTPUMyBaTh
npu KiMHaTHIn TemnepaTypi NpoTsarom 48 rogunH. o 3akiHYeHHi BUTPUMYBaHHS, BiJOKPEMITIOBaNN opraHivyHumn Lwap
i peTenbHO nNpoMuBanM KHoro BoAow. BiggineHun opraHiyHUA wap 36e3BogHoBanK, QinbTpyBanu i
KOHUeHTpyBanu. OpgepXaHuil HEeOoYULLEHUI NPOAYKT ouyuanyM 3a [JAOMNOMOrOK  curikareneBoi  KOMOHKOBOI
xpomaTorpadii. KonoHky entotoBanu 3a gornomoroto 50%-ro etunauerar:rekcany. Etunosui edip 2-(4-meTtokcu-
6eH3oncynbdoHin)-2-meTun-3-nipuanH-3-in-nponioHoBoi KUCNoTn ByB BUAINEHWI Y BUIMSAI KOPUYHEBOrO Macna.
Buxig 3,0r, 82%; KopuyHeBe macrno; MS: 364 (M+H)+.

3 BuxigHoi eTnnoBoro eqgipy 2-(4-meTokcu-6eH30mncynbgOoHIN)-2-meTun-3-nipuanH-3-in-nponioHOBOI KNCNOTH
(2,5r, 6,8mmonb) 3a metogukow, sdka BuknageHa B [Mpuknagi 9, 6yno sugineHo 1,8r (79%) 2-(4-meTokcu-
6eH3oncynbdoHin)-2-meTun-3-nipuanH-3-in-nponioHoBoi KUCNOTK y BUrMsgi 6e3bapeHoi TBepaoi peyoBuHW. T.nn.
58°C; MS: 336 (M+H)".

3 BuxigHoI 2-(4-meTokcu-6eH3oncynbdoHIn)-2-metnn-3-nipnaunH-3-in-nponioHosoi kncnotn (410mMr, 1Mmonb) i
3a METOAVMKO, sika BuknageHa B Mpuknagi 1, 6yno suaineHo 225vr N-rigpokcu-2-(4-meTokcu- 6eH30ncynbcb0H|n)
2-metun-3-nipnauH-3-T-nponioHamigy y BuUrnsagi 6e36apBHO| TBEPOOI peHOBI/IHI/I 52%; T.nn. 98°C; MS: 351
AMP (300Mru, CDCl3): 6 1,4 (c, 3H), 3,1 (a, J=9,0, 'H), 3,65 (a, J=9,1, 'H), 3,9 (c, 3H), 7-8,5 (M, 8H).

Mpuknag 62

lgpokcuamig, 2-(4-meToken-6eH30ncynbOoHin)-2-nipuanH-3-in MeTUN-geKkaHoBoI KUCNOTH

3 BuxigHoi eTunoBoro edipy 2-(4-meTokcu-6eH3oncynboHin)-outoBoi kucnotn (7,5r, 29vmonb) i 1-
6pomookTaHy (6,7r, 35mMmorb) i 3a MeToauMKo, Ska BuKnageHa B MNpuknagi 9, 6yno BuaineHo 8r MOHOOKTUIOBOI
cnonyku, etunosoro edipy 2-(4-metokcu-6eH3oncynedoHin)-gekaHosoi kucnotu. Buxig: 8,0r 74%; MS: 370
(M+H)".

3a wmeToguKkow, ska BUKMageHa B npuknagi 29, OyB ogepxaHuin eTunoBui edip 2-(4-meTokcu-
6eH3oncynbdOoHIN)-2-nipuanH-3-iNnMeTun-4ekaHoBoi  KMCMOTU 3 BMXIAHOI  eTunosoro  edipy 2-(4-meTokcu-
6eH3oncynbdoHin)-gekaHoBoi kucnotu (8,0r, 21,6mmons) i 3-nikoninxnopua-rigpoxnopug (4,1r, 25mmons). Buxig



6,51, 68%; KopnyHese macno; MS: (M+H)+.

3 BuxigHoi eTunoBoro edipy 2-(4-meTokcu-6eH3oncynbOoHInN)-2-NipuanH-3-inMeTun-gekaHoBoi kucnotu (5,0r,
11mmonb), 3a MeTogukow, ska BuknageHa B [Mpuknagi 9, 6yno BugineHo 4,5r (91 %) 2-(4-meTokcu-
BeH30MCyNbdoHIN)-2-NipuanH-3-inmeTnn-gexkaHosoi kucnotu. T.nn. 159°C; MS: 434 (M+H)".

3 BuxigHoi 2-(4-meTokcn-6eH3oncynbdoHin)-2-nipuanH-3-inmMeTnn-gekaHoBoi kucnotu (2,5r, 5,7Mmonsb) i 3a
METOAMKO, sika BUKNageHa B MNpuknagai 1, 6yno euaineHo 1,4r rigpokcnamigy. 2-(4-meTokcu-6eH3oncynbdoHin)-
2-NipUAVH-3-iNMEeTUN-aekaHoBOI KUCNOTY y BUIMsA 6e3bapBHOi TRepaoi peuoBuHN. 50%; T.nn. 62°C; MS: 448 'H
AMP (300Mr 1, CDCl3): & 0,86 (T, 6,9Tw, 3H), 1,25-2,17 (M, 14 H), 3,3 (g, J=14y, 'H), 3,5 (a, J=14ru, "H), 3,9 (c,
3H), 6,8-8,6 (m, 8H).

Mpuknag 63

lgpokcuamig 2-(4-meToken-6eH3oncynboHin)-5-meTnn-2-nipnanH-3-inMeTun-rekc-4-eHoBoi KUCNOoTH

3a wmeToaukolw, sKka BuknageHa B [lpuknagi 9, OyB ogepxaHunm etunosun edip 2-(4-meTokcu-
6eH3oncynbgoHin)-5-meTun-rekc-4-eHoBOI  KACNoTM 3 BWUXigHOI  eTunoBoro  edipy  2-(4-meTokcu-
6eH3oncynbdoHin)-outosoi kucnotn (6,0r, 23mmonsk) i isonpeHinbpomigy (3,0r, 20mmonb). Buxig 6,52r, 86%;
BeabapeHe Macno; MS: (M+H)".

3a wmetogukowo, fka BuknageHa B [lpuknagi 29, 6yB ogepxaHwi etunosuin edip 2-(4-meTokcu-
6eH3omncynbdoHiN)-5-meTnn-2-nipnavH-3-inMeTnn-rekc-4-eHoBOi  KMCMOTM 3 BUXiQHOI eTunosoro edipy 2-(4-
MeTOoKcU-6eH30mncynbdoHin)-5-meTnn-rekc-4-eHoBoi kucnotun (4,0r, 12,2mmonb) i 3-nikoninxnopua-rigpoxnopuagy
(2,1r, 13mmonb). Buxig 4,14r, 81%; KopniHese Macno;M8:418(M+H)+.

2-(4-meToKCcK-6eH30ncynbdoHIN)-5-MeTun-2-nipuguH-3-inmeTun-rekc-4-eHoea kucnota 6yna opgepxaHa 3
BMXigHOI  eTunoBoro  edipy  2-(4-meTokcu-6eH3oncynbdoHin)-5-meTnn-2-nipnanH-3-inmeTun-rekc-4-eHoBoi
kmucrnotun (4,0r, 9,5Mmonb), posynHeHoro B MetaHoni (50mn) i 10 N NaOH (30mn). OgepxaHy peakuiviHy CymiLl
obpobnsnu sk BuknageHo B lMNMpuknaai 9. Buxig 3,2r, 87%; TBepaa pevoBuHa Konbopy CRoHaYoi kicTku; T.nn. 117-
119°C; MS: 390 (M+H)".

3 BuxigHoi 2-(4-meTokcn-6eH3omncynbdoHin)-5-meTnn-2-nipuanH-3-inmeTun-rekc-4-eHoBoi  kucnotn  (2,1r,
5,4vmornb) i 3a meTogmkowo, sika BuknageHa B [Npuknagi 1, 6yno BugineHo 1,82r rigpokcuamigy 2-(4-meTokcu-
6eH3oncynbdoHin)-5-metun-2-nipnamH-3-inmeTunn-rekc-4-eHoBoi  kucrotn y Burnagi  6esbapsHoi  TBepaoil
pedoBuHU. Buxig: 82%; T.nn. 89-92°C; MS: 405 '"H AmP (300MrI'y, CDCls): 6 1,63 (c, 3H), 1,76 (c, 3H), 2,62-2,78
(m, 2H), 3,3 (g, J=4,0ly, 1H), 3,63 (g, J=4,0l"y, 1H), 3,82 (c, 3H), 5,26 (m, 1H), 7,12-7,88 (m, 6H), 8,27-8,33 (m,
2H).

Mpuknap 64

2-6eH3un-4-giisonponinamiHo-N-rigpokcu-2-(4-meTokcn-6eH3oncynbgoHIn)-6yTnpamis

3a meToaukol, sika onucaHa B lMpuknagi 29, 6ys ogepxaHun eTunosui edip 2-6eH3nn-4-giisonponinamiHo-2-
(4-meTokcn-6eH30mncynbgoHIN)-MacnsHOT KUCNOTU 3 BUXIOHOI eTunoBoro edipy 2-(4-metokcu-6eH3oncynbgoHin)-
3-beHin-nponioHosoi kucnotn (Mpuknag 9) i 2-giizonponinamiHoeTunxnopua-rigpoxnopugy (4,0r, 20mMmons).
Buxig 3,2r, 79%; TBepaa pevoBmHa Konbopy CroHs4oi kicTku, T.nn. 89-91°C; MS: 476,4 (M+H)+.

3 BuxigHOi etunoBoro edipy 2-6eH3un-4-giisonponinamiHo-2-(4-mMeTokcn-6eH301CyNbGOHIN)-MacnsHoi
kvcnotu (3,53r, 7,5MMonb) 3a MeToauKow, ska BuknageHa B Mpuknagi 9, 6yno suaineHo 2,8r (86%) etunosuii
edip 2-6eH3un-4-giizonponinamiHo-2-(4-meTokcn-6eH3oncynedoHin)-macnaHoi knucnotu. T.nn. 136-138°C; MS:
448,5 (M+H)".

3 BuxigHoi eTunosun edip 2-6eH3un-4-gjiisonponinamiHo-2-(4-mMmeTokcu-6eH30MCynbgOHIN)-MacnsHOI KUCIoTK
(1,85r, 4,1mMmMonb) i 3a MeToOMKow, sika BuknageHa B [lpuknagi 1, 6yno BwugineHo 1,3r 2-6eH3nn-4-
giizonponinamiHo-N-rigpokcu-2-(4-meTokcn-6eH3oncynboHin)-0yTupamigy y BUrnagi nerkonnaskoi BOCKONoAibHOT
TBEpAOi peyoBuHU; Buxig: 68%; MS: 463,3 "H amp (300Mry, CDClIs): & 0,98 (g, J=11Iu, 6H), 1,16 (g, J=11I"y,
6H), 1,92 (m, 2H), 2,46 (m, 2H), 2,71 (m, 2H), 3,18 (m, 1H), 3,48 (m, 1H), 3,86 (c, 3H), 6,98 (g, J=8I'y, 2H), 7,18-
7,22 (m, 5H), 7,92 (g, J=8lu, 2H), 8,12 (c, 1H).

Mpuknag 65

3-uuknorekcun-N-rigpokcu-2-(4-meTokcn-6eH30ncynboHin)-2-nipnguH-3-inmeTnn-nponioHamig

3a meTtoaukoto, fka BukiageHa B Mpuknagi 9, 6yB ogepxaHun etunosuin edip 3-uuknorekcun-2-(4-meTokcu-
6eH3oncynbdoHin)-2-NipuanH-3-inMeTun-nponioHoBoi  KACNOTKM 3 BUXigHOI  eTunosoro  edipy  2-(4-
MeTokcnbeH3oncynbdoHin)-outooi kucrotn (4,0r, 15mmonb) i 1-6pomomertunuumknorekcany (2,7r, 15mmonb).
Buxig 5,0r, 94%; be3bapsHe macno; MS: 355 (M+H)+.

3a meToaukoto, fka BuknageHa B lMNpvknagi 29, 6ys ogepkaHnii eTunosun edip 3-umknorekcun-2-(4-meTokcu-
6eH3oncynbdoHin)-2-nipuanH-3-inMeTnn-nNponioHoBOI KUCMOTU 3 BUXIQHOI eTunoBoro edipy 3-uuknorekcun-2-(4-
MeToKcu-6eH3oncynbdoHin)-nponioHoBoi kucnotn (1,5r, 4,2mmone) i 3-nikoninxnopugy (1,0r, 6mmons). Buxig
1,0r, 38%; be3bapsHe macno; MS: 446 (M+H)+.

3 BuxigHoi eTunoBoro edipy  3-uUMKIorekcun-2-(4-metokcu-6eH3oncynedoHin)-2-nipnguH-3-inmetnn-
nponioHoBoi kucnotu (1,3r, 2,9Mmonb) 3a MeToAMKo, sika BuknageHa B MNpuknagi 9, 6yno suaineHo 1,0r (83%) 3-
umkrnorekcun-2-(4-metokcu-6eH3oncynboHin)-2-nipuanH-3-inMeTun-nponioHosoi kucnotu. T.nn. 92°C; MS: 417,5
(M+H)".

3 BuxigHoi 3-uuknorekcun-2-(4-meTtokcu-6eH3oncynboHin)-2-nipuauH-3-inMetun-nponioHosoi kucnotu (1,0r,
2,4mmorb) | 3a MeToAMKOMD, sika BuUknageHa B MNpuknagai 1, 6yno sugineHo 80mr 3-uyuknorekcun-N-rigpokcn-2-(4-
MeTOKCU-6eH30ncynbdoHin)-2-nipuamH-3-inmeTnn-nponioHamigy y Burnagi 6e36apBHOI XIIOpUCTOBOAHEBOI COfi;
Buxig: 71%; T.nn. 57-60°C; MS: 433 "H AMP (300Mru, CDCls): & 0,8-2,08 (m, 13H), 3,3 (4, J=14Iu, 1H), 3,7 (A,
J=14Tu, 1H), 3,9 (c, 3H), 7,0-8,5 (m, 8H).

Mpuknag 66

lgpokcuamig 2-(4-meToken-6eH3oncynboHin)-4-meTun-2-nipnanH-3-inMeTun-neHTaHoBoiI KUCNOTH

3a wMeToaukolw, sKka BuknageHa B [lpuknagi 9, OyB ogepxaHunm etunosun edip 2-(4-meTokcu-
©eH30nCcynboHIN)-4-MeTUN-NEHTAaHOBO| KUCINOTK 3 BUXiAHOI eTurnoBoro edipy 2-(4-meTokcn-6eH30ncynbgoHInN)-
outoBoi kucnotv (5,0r, 20mmonk) i 1-6pomo-2-meTunnponaHy (2,6r, 20mmonb). Buxig 6,0r, 95%; BesbapsHe
macno; MS: 315 (M+H)".

3a wmetogukowo, ska BuknageHa B [lpuknagi 29, OyB ogepxaHwi eTunoBuin edip 2-(4-meToKcu-



6eH3oncynbdoHin)-4-MeTun-2-nipuamH-3-iNMeTUn-NeHTaHoBOI  KUCMOTM 3  BUXiAHOI  eTunoBoro  edipy  2-(4-
MeToKcK-6eH30nCyNbOoHIN)-4-meTun-neHTaHoBoi kucnotu (3,1r, 10mmonk) i 3-nikoninxnopua-rigpoxnopugy (1,8r,
11mmonek). Buxia 3,0r, 75%; BesbapeHe macno; MS: 406 (M+H)+.

3 BuxigHoi etunosoro edipy 2-(4-meTokcn-6eH3oncynbdoHiN)-4-MeTnn-2-nipuanH-3-inMeTun-neHTaHoBoI
kncnotn (1,2r, 2,9Mmornb) 3a MeToaMKow, sika BuknageHa B [Mpuknagi 9, 6yno sugineHo 1,0r 2-(4-meTokcu-
6eH3oncynbdoHin)-4-MeTun-2-nipuanH-3-iNMeTUn-neHTaHoBoi KMCNoTu y Burnagi 6e3bapBHux kpuctanis. T.nn.
188-186°C; MS: 378 (M+H)*.

3 BuxigHoi  2-(4-meTokcu-6eH30nCynNboHIn)-4-MeTUn-2-nipuanH-3-iNnMeTun-neHTaHoBoi  KACNotTM i 3a
METOAMKOI0, sika BuknageHa B lNMpuknagi 1, 6yno BuaineHo 180mr rigpokcuaminy 2-(4-meTokcu-6eH3oncynbdoHin)-
4-meTnn-2-nipuanH-3-iNnMeTun-neHTaHoBoi KNCNoTu y Burnsdi 6e3bapeHoi TBepaoi peyvoBuHu; Buxig: 21%; T.nn.
78°C; MS: 393,4 'H AMP (300Mru, CDCls): & 0,65 (a, 6,3, 3H), 0,89 (g, J=6,2w, 3H), 1,7 (M, 1H), 2,06 (M, 2H),
3,85 (c, 3H), 6,8-8,5 (m, 10H).

Mpuknap 67

N-rigpokcu-2-(4-meTokeu-6eH3oncynboHin)-2-meTun-3-xiHoniH-6-in-nponioHamig

3a wmetogukolo, fka BuknageHa B [lpuknagi 29, 6yB ogepxaHwi etunosuin edip 2-(4-meTokcu-
6eH3oncynbdoHiN)-2-meTnn-3-XiHoMiH-6-in-NponioHOBOT  KMCNOTK 3 BMXiAHOI eTunosoro edipy 2-(4-meTokcu-
6eH3oncynbdoHin)-nponioHoBoi kucnotn 95,2r, 20mmonb) i 7-6pomomeTunxiHoniHy (4,4r, 20mmone). Buxig 4,5r,
54%; Bnigo-xoeTa Teepaa peyosuHa; T.nn. 86°C; MS: 414 (M+H)".

3 BuxigHoi eTunosoro edipy 2-(4-meTokcu-6eH30CyNbOHIN)-2-MeTun-3-XiHOoMiIH-6-iN-NPoNioHOBOI KMCOTK
3a Metogukol, fka BuknageHa B [lMpuknagi 9, 6yno sugineHo 2,5r (90%) 2-(4-meTokcu-6eH3oncynboHin)-2-
MeTVn-3-XiHoniH-6-in-NponioHoBoI KMCMoTW y BUrNAai 6e36apsHux kpuctanis. T.nn. 106-108°C; MS: 386,4 (M+H)".

3 BuxigHoi 2-(4-meTokcu-6eH3oncynbdoHin)-2-meTun-3-xiHoniH-6-in-nponioHoBoi kucnotu (2,0r, 5,2mMmons) i
3a MeToauko, sika BukrageHa B MNpwuknaai 1, 6yno sugineHo 1,2r N-rigpokcu-2-(4-meTokcn-6eH3oncynbgoHin)-2-
mMeTun-3-xiHoniH-6-in-nponioHamigy y Burnagi 6e3b6apsHoi TBepdoi peyoBuHW; Buxig: 57%; T.nn. 206°C; MS:
401,4 (M+H)*; "H AMP (300Mr, CDCl3): & 1,4 (c, 3H), 3,19 (m, 1H), 3,8-4,0 (m, 4H), 7,1-8,95 (m, 12H).

Mpuknap 68

lgpokcnamig 2-(4-meTokeu-6eH3nncynbdoHin)-6-gpeHokeu-2-nipnanH-3-inMeTnn-rekcaHoBOi KUCIOTK

3a wmeToamkow, sika BuknageHa B [llpuknagi 9, 6yB opepxaHui etunoBui edip 2-(4-meTokcu-
6eH3nncynbdoHin)-6-cheHoKcK-rekcaHoBoi Kncnotu (2,5r, 10mmonb) i3 BUxigHoOi eTunosoro edipy 2-(4-meTokcu-
6eH3oncynbdoHiN)-ouToBOI Kncnotu i 1-6pomo-4-cpeHokcnbyTany (2,2r, 10mmons). Buxig 3,8r, 93%; besbapsHe
macno; MS: 407 (M+H)".

3a wmeToamkow, sika BuknageHa B [llpuknagi 9, OyB ogepxaHui etunosBui edip 2-(4-meTokcu-
6eH3nncynbdoHin)-6-theHoKCK-2-NipnanH-3-iNnMeTun-rekCaHoBoi  KUCMoTM 3 BUXiQHOI eTunoBoro edipy 2-(4-
MeTOKCK-6eH3nncynbdoHin)-6-dpeHokeu-rekcaHoBoi kucnotu i 3-nikoninxnopugy (1,8r, 11mmonb). Buxig 3,5r,
71%; BesbapsHe macno; MS: 498 (M+H)".

3 BuxigHoi eTunosoro edipy 2-(4-meTokcu-6eH3uncynbdoHin) -6-peHokeu-2-nipnanH-3-inMeTun-rekcaHoBol
kucnotu (3,0 r, 6,0 Mmmonb) 3a MeToaMKO, sika BuknageHa B Mpuknagi 9, 6yno suaineHo 2,8 r (Buxia: KinbkicHo)
2-(4-meTokeu-6eH3nncynbdoHin)-6-dheHoken-2-nipnanH-3-inMeTnn-rekCaHoBoi  KMcrnotu y Burmsagi 6e3bapBHMx
kpucTanis. T.nn. 148-151 °C; MS: 470,5 (M+H)".

3 BuxigHoi 2-(4-meTokcu-6eH3nncynbdoHin)-6-deHokecn-2-nipuanH-3-inMeTun-rekcaHosoi  kucnotu  (2,0r,
4,3mmonb) i 3a mMeToaumkolo, sika BuknageHa B [Mpuknagi 1, 6yno supgineHo 1,5r rigpokcuamigy 2-(4-meTokcu-
6eH3nncynbdoHin)-6-cheHoKcK-2-NipuanH-3-inMeTun-rekcaHoBoi  kncnotu; Buxig: 72%; T.nn. 68°C; MS: 485,5
(M+H)"; "H sIMP (300Mr1, CDCls): & 1,5-2,5 (M, 8H), 3,4 (yump.c, 2H), 3,8 (c, 3H), 6,8-8,7 (M, 13H).

Mpuknag 69

Igpokcnamig2-(4-meTokcn-6eH3oncynbgoHin)-5-meTnn-2-nipuanH-3-inMeTun-rekcaHoBoi KUCNOTH

3a wmeToaukol, ska BuknageHa B [puknagi 9, OyB opepxaHun etunosun edip 2-(4-meTokcu-
6eH30ncynbdOoHin)-5-rekcaHoBOI KUCNOTK 3 BUXIAHOT €TUNoBoro edipy 2-(4-meTokcu-6eH30mCynbgoHiN)-oLTOBOI
kucnotu (10,0r, 39mmonb) i 1-6pomo-3-meTnndytany (6,0r, 40mmonk). Buxig 8,5r, 62%); BesbapsHe macno; MS:
329 (M+H)".

3a wmeToaukol, ska BuknageHa B [puknagi 9, OyB opepxaHun etunosun edip 2-(4-meTokcu-
6eH30ncynbdoHin)-5-MeTun-2-nipuanH-3-inMeTUn-rekcaHoBoI KUCIOTW 3 BUXIQHOI €TMNoBoro edipy 2-(4-meTokcu-
6eH3oncynbdoHin)-5-rekcaHoBoi kucnotu (6,0r, 18mmonb) i nikoninxnopug-rigpoxnopuay (4,1r, 25mMmonb). Buxig
4,51, 60%; KopuuHese macrno; MS: 420 (M+H)+.

3 BuxigHoi eTunosoro edipy 2-(4-meTokcu-6eH30MncynbdOoHin)-5-meTnn-2-nipnanH-3-inMeTnn-rekcaHoBoi
KACNOTM 3a MeToauKow, ska BuknageHa B [puknagi 9, 6yno BugineHo 2,6r (92%) 2-(4-meTokcu-
6eH3oncynbdoHin)-5-MeTun-2-nipuanH-3-inMeTun-rekcaHoBoi KUCMoTh y Burnsdi 6e3bapBHOI TBEpAOi PEYOBUHM.
T.nn. 173°C; MS: 392 (M+H)".

3 BuxigHOi  2-(4-meToKcu-6eH30mcynbdoHin)-5-meTnn-2-nipuamH-3-inmetun-rekcaHosoi  kucrnotn  (1,0r,
2,5vMmonb) | 3a meToaumkoto, sika BuknageHa B MNpuknagi 1, 6yno suaineHo 800mr rigpokcmamigy 2-(4-meTokcu-
6eH3omncynbdoHiN)-5-meTun-2-nipnanH-3-inMeTnn-rekcaHoBoi KMcnoTu y Burnagi 6e36apsHoi TBepAOi pevoBUHU.
lgpoxnopua 6yB ogepXXaHWiA LUNSXOM MNPOMYCKaHHA ra3onogibHOro XropucToro BOAHIO Yepe3 MeTaHOMbHUN
PO3UMH Tigpokcuamiay. Buxia: 72%; T.nn. 62°C (HCl-cinb); MS: 408 (M+H)"; "H AMP (300MrIy, CDCls): 6 0,76 (m,
6H), 1,2-2,0 (m, 5H), 3,5 (ywwp.kB, 2H), 7,1-8,8 (m, 8H), 11,1 (ywwmp.c, 1H).

Mpuknag 70

lgpokcuamig, 2-(4-meTokeun-6eH30mncynbOoHin)-2-nipuanH-3-inMeTun-rekcaHoBoi KUCNOoTH

Tpet-6yTnnosuii edip (4-meTokcu-geHINcynbgaHin)-ouToBoi Knucnotu OyB ofepxaHui BignoBigHO [0
3aranbHoro crnocoby, skui BuknageHunn y Mpuknagi 1. 3 BuxigHux BignosigHnx 1-6pomo-TpeT-6ytnnaueraty (5,3r,
27vmmonb) i 4-meTokenbersonTiony (3,71, 27mmonb) 6yno BuaineHo 6,4r gaHoro npoaykTy. Buxig 98%; AcHo-
oBTe Macro; MS: 255 (M+H)".

Tpet-6yTnnoeuii edip (4-meTokcu-gOeHINCynNbgaHin)-oUToBoi KMCnoTu OyB oaepXaHui BigMoBiZHO [0
3aranbHoro crnocoby, skun BuknageHuni y [puknagi 9. 3 BuxigHoi TpeT-byTunosoro edipy (4-meTokcu-
deHincynbdanin)-outoBoi kucnotn (5,0r, 20mmonb) i 57%-Huin  3-xnoponepokcubeHsonHoi kucnotn (12,0r,



40mmons) 6yno euaineHo 5,3r gaHoro npoaykTy. Buxin 92%; BockonoaibHa Teepaa pevosuHa; MS: 287,1 (M+H)".

TpeT-6yTunosun edip 2-(4-metokcn-6eH3oncynbdoHin)-nipuanH-3-innponioHoBoi kncnotu ByB ogepXaHui
BiONOBIiAHO OO0 MeToauku, Wo BuknageHa B [puknagi 9. 3 BuxigHoi Tper-b6yTunosoro edipy (4-meTokcu-
deHincynbdanin)-outoBoi kucnotu (20,0r, 70,0mmonb) i 3-nikoninxnopuay (7,28r, 44,4mMmonb) 3a SOMOMOrO0
cunikarenesoi xpomatorpadii (50%-ui etunauetar:rekcad) 6yno sugineHo 10,5r gaHoro npogykty. Buxig 63%;
6ina Teepaa peyosuHa; T.nn. 93-94°C; MS: 378,0 (M+H)".

TpeTt-6ytnnosun edip 2-(4-metokcu-6eH3oncynbdoHiN)-2-nipuanH-3-inMeTun-rekcaHoBoi  kucnotn  6yB
ogepXaHui BigNoBiAHO A0 METoAMKM, sika BuknageHa B [MNpuknagi 9. 3 BuxigHoi TpeT-OyTunosoro edipy 2-(4-
MeTOKcU-6eH3omncynbdoHin)-nipuguH-3-innponioHosBoi  kucnotn  (2,0r, 5,3mmone) i n-6ytunbpomigy (0,73r,
5,3MMonb) 6yro suaineHo 1,20r aaHoro npoaykTy. Buxia 52%; xosTysaTta cmona; MS: 434,3 (M+H)".

Cymiw i3 TpeT-6yTnnosoro edipy 2-(4-mMmeTokcn-6eH30ncynbOHIM)-2-NipuanH-3-iNMeTUI-rekcaHoBOi KNCNOTH
(1,1r, 2,5mMmonb) y metunenxnopua/TFA (1:1) 6yB nepemiwiaHuii npy KiMHaTHin TeMnepaTypi NPOTAroM NpubnusHo
2-x roguH. MMoTiM p[daHi pPO3YMHHUKK BunaptoBanu, a 2-(4-metokcn-6eH3oncynbdoHin)-2-nipnauH-3-inmeTnn-
rekCaHoBYy KMCIOTY O4MLLanu LWsSXoMm curikarenesoi xpomartorpadii (30%-un metaHon/meTtuneHxnopug). Buxig
0,90r, 94%; 6ina Teepaa peuosuHa; T.nn. 70°C; MS: 376,1 (M+H)".

lgpokcuamig 2-(4-meTtokeun-6eH3oncynbdOoHin)-2-nipuanH-3-inMeTun-rekcaHoBoi KMCNoTn 6yB odepxaHui y
BiAMOBIQHOCTI 3i cnocobom, sikvn Buknagenun y [lMpuknagi 1. 3 BuxigHOT 2-(4-meTokcu-6eH30mncynbOoHin)-2-
nipngnH-3-inmetun-rekcaHosoi kucnotu (0,31r, 0,81Mmons) i rigpokcunaminrigpoxnopugy (0,70r, 10mMmonb) 6yno
suaineHo 0,13r gaHoro npoaykTy. Buxin 37%; 6niga xoeTysata Teepaa peyosuHa; T.nn. 65°C; MS: 392,9 (M+H)";
"H AMP (300Mr, DMSO-dg): & 0,80 (T, J=7,2y, 3H), 1,10-1,25 (m, 2H), 1,25-1,50 (M, 2H), 1,70-2,00 (m, 2H),
3,53 (g, J=14,4T'u, 1H), 3,62 (g, J=14,4Tu, 1H), 3,88 (c, 3H), 7,15 (g, J=8,9I'u, 2H), 7,71 (g, J=8,9I'y, 2H), 7,90-
8,00 (M, 1H), 8,40-8,45 (m, 1H), 8,70-8,85 (M, 2H), 11,0 (ywmp.c, 1H), IK (KBr, cm™'): 3064m, 2958¢, 1671m.

Mpuknag 71

ligpokcuamig 2-(4-metoken-6eH3oncynbgoHin)-2-okT-2-iHin-aeu-4-iHoBoi KMcnoTu

HaseaHa cnonyka G6yna ogepxxaHa BignMoBiAHO A0 METOAMKU, SKa BUKNageHa B npuknagi 9. I3 BuxigHoi TpeT-
6yTnnosoro edipy 2-(4-metokcu-6eH3oncynbdoHin)-ouTosoi kucnotu (2,86r, 10mMmonb) i 1-6poMo-2-OKTUHY
(3,80r, 20mMmonb) 6yno euaineHo 4,4r aaHoro npoaykTy. Buxia 100%; xoBTyBaTa cMona; MS: 446,9 (M+H)™.

2-(4-meTokcn-6eH3oncynboHin)-2-okT-2-iHin-geu-4-iHoea kucnota Oyna ofepkaHa Yy BignoBigHoOCTI  3i
cnocobom, ik BUknageHun y npuknagi 70. 3 suxigHoi TpeT-6yTmnosoro edipy 2-(4-meTokcu-6eH3oncynbgoHin)-
2-0KT-2-iHin-geu-4-iHosoi kucnotn (4,40r, 10,0mmonb) 6yno BuaineHo 2,0r gaHoro npogykty. Buxig 49%; Gina
TBepAa peyosuHa; T.nn. 61°C; MS: 345,1 (M-H)".

lgpokcuamig  2-(4-metokcu-6eH30ncynboHin)-2-okT-2-iHin-geu-4-iHoBoi  kucnotm OyB  ogepXaHum y
BiQMOBIAHOCTI 3i cnocobom, Skuii BUKNageHun y npuknagi 1. 3 BuxigHoi 2-(4-meTokcn-6eH3oncynbgoHin)-2-okT-2-
iHin-geu-4-iHosoi kucnotu (0,36r, 0,81mmonb) i rigpokcunamiHrigpoxnopugy (0,70r, 10MMonb) 6yno BugineHo
0,251 faHoro mpoaykTy. Buxin 62%; 6ina Teepaa pevosuHa; T.nn. 83-84°C; 462,0 (M+H)"; 'H AMP (300Mrwu,
DMSO-dg): & 0,82-0,90 (m, 6H), 1,15-1,45 (m, 12 H), 1,90-2,05 (m, 4H), 2,86 (ywwp.a, J=17,0ry, 2H), 3,00
(ywwp.g, J=17,0ly, 2H), 3,87 (c, 3H), 7,15 (g, J=10,0ly, 1H), 7,71 (4, J=10,0ly, 1H), 9,20 (ywwup.c, 1H), 10,90
(ywwmp.c, 1H), IK (KBr, CM'1): 3344 m, 3208m, 2930Mm, 2870M, 1677¢, 1592c;

AHnan. O6uucneHo ansa CasHssNOsS:

C, 65,05, H, 7,64; N, 3,03

BusiBneHo: C, 65,26; H, 7,68; N, 2,90.

Mpuknag 72

lopokcnamig 2-(4-metoken-6eH3oncynbgoHin)-2-6yT-2-iHin-rekc-4 HHOBOI KUCMOTH

TpeT-6yTunoBu edip 2-(4-meTokcu-6eH3oncynbgOoHin)-2-0yT-2-iHin-rekc-4-iHoBoI KMCcnoTn OyB opepaHui
BignNoBigHO OO MeToauKW, sika BuknageHa B [lpuknagi 9. 3 BuxigHoi TpeT-6yTmnosoro edipy 2-(4-meTokcu-
6eH3oncynbdoHin)-ouToBoi KMcnoTtu (2,86r, 10mmonb) i 1-6pomo-2-6yTaHy (2,68r, 20mMmonb) 6yno suaineHo 3,50r
AaHoro npoaykTy. Buxin 90%; 6ina Teepaa pedyosmHa; T.nn. 85-87°C; MS: 391,0 (M+H)".

2-(4-meToKkcu-6eH3oncynbgoHin)-2-0yT-2-iHin-rekc-4-iHoBa  kucnota Oyna opepxaHa — BignoBigHO 0o
METOAMKM, SiKa BuknageHa B npuknagi 70. 3 BuxigHoi TpeT-6yTnnosoro eqdipy 2-(4-meTokcu-6eH30mncynbgOoHin)-2-
OyT-2-iHin-rexc-4-iHosoi kucrotn (3,0r, 7,7mMMonb) BugineHo 2,5r gaHoro npoaykTty. Buxig 97%; 6Gina TBepga
peyoBuHa; T.nn. 141-143°C; MS: 333,1 (M-H)".

lopokcnamia  2-(4-meTokcu-6eH30MNCyNbdOHIN)-2-0yT-2-iHin-rekc-4-iHoBoi  kMcnotm OyB  ogepxaHunm y
BiANOBIAHOCTI 3i cnocobom, Akui BuknageHun y npuknagi 1. 3 BuxigHoi 2-(4-meTokcn-6eH3oncynedoHin)-2-6yT-2-
iHin-rekc-4-iHoBoi kucnotn (0,27r, 0,81mmonb) i rigpokcunamiHrigpoxnopugy (0,70r, 10mmonb) 6yno BugineHo
0,23r faHoro npomykTy. Buxia 89%; 6ina Teepma peuosuHa; T.nn. 135-137°C; MS: 462,0 (M+H)"; 'H AMP
(300Ml'y, DMSO-dg): 6 1,67 (c, 6H), 2,70-3,10 (m, 4H), 3,88 (c, 3H), 7,15 (g, J=10,0l"y, 2H), 7,71 (g, J=10,0ly,
2H), 9,20 (ywwup.c, 1H), 10,90 (ywwmp.c, 1H); IK (KBr, CM'1): 3301c, 3161m, 2922m, 1640m, 1595¢, 1500Mm.

Mpuknag 73

Fopokcnamia 2-(4-metoken-6eH3oncynbgoHin)-2-npon-2-iHin-neHT-4-iHoBoi KUCNOTH

TpeT-6yTnoBuii edip 2-(4-meTokcn-6eH30nCcynbgOHIN)-2-Npon-2-iHin-neHT-4-iHOBOI kMcnoTn OyB oaepXKaHui
BiONOBIAHO OO MeToauKM, Wo BuknageHa B [Mpuknagi 9. 3 BuxigHoi TpeT-6GyTunosoro edipy 2-(4-mMeTokcu-
6eH3oncynbdoHin)-outosoi kncnotu (2,0r, 7,0Mmone) i nponaprinépomigy (1,77r, 15mmone) 6yno sugineHo 1,90r
AaHoro npoaykTy. Buxin 75%; 6ina Teepaa peyosmHa; T.nn. 113-115°C; MS: 362,1 (M+H)".

2-(4-meTokcu-6eH3oncynbgoHin)-2-npon-2-iHin-neHT-4-iHoBa kncnota 6Oyna opepxaHa BignoBigHO [0
MeTOAMKM, Aka BuknageHa B MNpuknagi 70. 3 BuxigHoi TpeT-6yTunosoro edipy 2-(4-meTokcu-6eH3oncynboHin)-2-
npon-2-iHin-neHT-4-iHoBoi kucnotn (1,70r, 4,7mMonb) 6yno BuaineHo 1,30r gaHoro npogykty. Buxig 90%; 6ina
TBEpaa pevosuHa; T.nn. 156°C; MS: 305,1 (M+H)".

lMopokcnamia  2-(4-meTokcn-6eH3oncynbdoHIN)-2-Npon-2-iHin-neHT-4-iHoBoi  kMcrnoTn OyB  odepXaHun y
BiQNOBIAHOCTI 3i cnocobom, sikui BuknageHun y MNpuknaai 1. 3 BuxigHoi 2-(4-metokcn-6eH3oncynbgoHin)-2-npon-
2-iHin-neHT-4-iHoBoi kucnotwn (0,25r, 0,81mmonb) i rigpokcunaminrigpoxnopugy (0,70r, 10Mmonk) 6yno BuAineHo
0,22r paHoro npoaykTy. Buxig 85%; 6ina TBepaa pevoBuHa; T.n. 156°C; MS: 321,9 (M+H)"; 'H AMP (300Mrwu,
DMSO-deg): 8 2,00-2,13 (m, 2H), 3,00-3,30 (m, 4H), 3,90 (c, 3H), 7,01 (g, J=9,0r'y, 2H), 7,82 (g, J=9,0l"y, 2H), 8,76



(ywwmp.c, 1H), 10,65 (ywmp.c, 1H); IK (KBr, CM'1): 3392c, 3293c, 3271m, 2955m, 1650c, 1594c.

Anan. O6uucneHo ansa C1sH1sNOsS:

C, 56,07; H, 4,70; N, 4,36.

BusiBneHo: C, 55,65; H, 4,67; N, 4,10.

Mpuknag 74

gpokcuamig2-(4-meTokcn-6eH3oncynboHin)-2-nipuauH-3-inmeTun-geu-4-iHoBOi KNCNOTU

HasBaHy cnonyky ofepXyBanu BiANOBIAHO OO METOAMKM, sika BuknageHa B [Mpuknagi 38. 3 BuxigHoi TpeT-
6yTunosoro edipy 2-(4-meTtokcu-6eHsoncynbdoHin)-nipnavH-3-innponioHosoi kucnotn (2,20r, 5,8mmonb) i 1-
6pomo-2-okTuHy (1,14r, 6mmonb) 6yno BuaineHo 2,60r gaHoro npoaykTy. Buxig 92%; >xoBTyBata cmona; MS:
486,0 (M+H)".

Cywmiw TpeT-6yTunosoro edipy 2-(4-meTokcu-6eH30m-CynbdoHin)-2-nipuanH-3-inmeTun-geu-4-iHoBoi KMCNoTH
(2,60r, 5,35mmonb) y meTuneHxnopua/TFA (1:1) nepemilyBanu npy KiMHaTHIN TemnepaTypi NpoTArom NpubnmsHo
2-x rogvH. (MocunaHHsa Ha npuknag 70). MoTiM po34MHHUKK BUnapioBany i 2-(4-meTokcu-6eH3oncynboHin)-2-
nipnanH-3-inMeTun-geu-4-iHoBy ~ KMCNOTY  ouvWwanu  LWNsSxoMm  cunikarenesoi  xpomaTtorpadii  (~30%-uw
MeTaHon/meTuneHxnopug). Buxia: 2,0r, 87%; bina TBepaa pedosuHa; T.nn. 146°C; MS: 428,1 (M-H)".

lgpokcuamig 2-(4-metokcn-6eH3oncynbgoHin)-2-nipngnH-3-inmeTnn-geu-4-iHoBoi KUcnotn 6yB opepxaHui
BiONOBIAHO 4O MeTOOUKM, sika BuknageHa y Mpuknagi 1. 3 BuxigHoi 2-(4-meTokeu-6eH3oncynegoHin)-2-nipuamH-3-
inmeTun-geu-4-iHosoi  kucnotun (0,71r, 1,62mMmonsa) i rigpokcunaminrigpoxmopugy (1,39r, 20mmonb), 6yno
BuaineHo 0,48r aaHoro npoaykTy. Buxia 67%; He 30Bcim 6ina TBepaa peuvosumHa; T.nn. 65°C; MS: 321,9 (M+H)";
"H AMP (300Mru, DMSO-de): & 0,84 (T, J=6,8I"w, 3H), 1,10-1,40 (m, 6H), 1,85-2,00 (m, 2H), 2 (1, J=17,9, 1H),
2,90 (g, J=17,9T"u, 1H), 3,50 (g, J=13,7T'u, 1H), 3,74 (g, J=13,7T'y, 1H), 3,89 (c, 3H), 7,19 (g, J=9,0I'y, 2H) 7,76
(3, J=9,0ru, 2H), 7,85-7,89 (m, 1H), 8,37-8,40 (M, 1H), 8,70-8,80 (m, 2H), 11,0 (ywmp.c, 1H), IK (KBr, cm™): 3157m,
3095m, 2932c¢, 2858Mm, 1671m, 1593c.

Anan. O6uucneHo ansa CasHasN2JsS-HCI-0,9-H20:

C, 55,56; H, 6,24; N, 5,63.

Busineno: C, 55,84; H, 6,19; N, 5,59.

Mpuknag 75

lgpokcnamig 2-(4-meToken-6eH3oncynbgoHin)-2-nipuamH-3-inMeTun-neHT-4-iHoBOI KUCMOTH

Tpet-6yTunosun edip 2-(4-meTokcu-6eH30ncynbMOHIN)-2-NipuanH-3-inMeTun-neHT-4-iHoBoi  kMcrotn 6yB
ofepXXaHui BignoBiAHO A0 METOAMKM, sika BMKMadeHa B npuknagi 38. 3 BuxigHoi TpeT-6yTnnosoro edipy 2-(4-
MeToKcK-6eH3oncynboHin)-nipuamH-3-innponioHosoi  kucnotn (3,77r, 10mMmonb) i nponaprinbpomigy (1,74r,
13mmonb), 6yno BuainerHo 2,50r gaHoro npoaykty. Buxig 60%; >xoBTyBaTa TBepaa peyosuHa; T.nn. 132-133°C;
MS: 416,0 (M+H)".

2-(4-meTokcu-6eH3oncynbgoHin)-2-nipugnH-3-inMeTun-neHT-4-iHoBa kncnota byna ogepxaHa BignoBigHO OO
MeToaMKK, dka onucaHa B lNpuknagi 70. 3 BuxigHoi TpeT-6yTnnosoro edipy 2-(4-meTokcun-6eH3oncynbqoHin)-2-
nipnanH-3-inMeTun-nexHT-4-iHoBoi kucnotn (2,0r, 4,8mMMonb) Gyno BugineHo 1,2r gaHoro npoaykTty. Buxig 69%;
6ina Teepaa pedosuHa; T.nn. 119-121°C; MS: 398,1 (M-H)".

lgpokcnamig 2-(4-meTokcn-6eH3oncynbgoHin)-2-nipnanH-3-inMeTun-neHT-4-iHOBOI KMCNOTK GyB ogepXxaHuii
y BignoBigHocTi 3i cnocobom, sikun BuknageHun y Mpuknagi 1. 3 BuxigHoi 2-(4-meTokcn-6eH3oncynbgoHin)-2-
nipnauH-3-inmetTun-nexHT-4-iHosoi kucrotn (0,29r, 0,81mmonsb) i rigpokcunamiHrigpo-xnopugy (0,70r, 10mMmonb)
6yno BugineHo 0,065r aaHoro npoaykty. Buxig 25%; He 3oBcim 6ina TBepaa peyoswuHa; T.nn. 70°C; MS: 375,0
(M+H)"; "H AMP (300MIu, DMSO-dg): & 1,19 (ywwup.c, 1H), 2,90-3,00 (m, 2H), 3,55 (a, J=13,8Mu, 1H), 3,67 (A,
J=13,8I'y, 1H), 3,89 (c,) 7,18 (g, J=9,0I'u, 2H) 7,75 (g, J=9,0ru, 2H), 7,80-7,89 (m, 1H), 8,35-8,40 (m, 1H), 8,70-
8,80 (M, 2H), 11,1 (ywwp.c, 1H); IK (KBr, cm™): 3168m, 3095¢, 1670M, 1593c.

Mpuknag 76

Fgpokcuamig 2-(4-dTopo-6eH30mncynbdoHin)-2-nipuanH-3-inMeTmun-rekc-4-iHoBOiI KUCNOTH

TpeT-6yTunosu edgip 2-(4-pTopo-6eH3oncynbdoHin)-ouToBoi KMcrnoTn OyB oaepXaHui BiANOBIAHO OO
MeToAMKM, sika BuknageHa B [puknagi 1. 3 BuxigHoi, 4-dTopTiodeHony (30,0r, 230mmonb) i TpeT-
6yTunbpomauetaty (45,67r, 230mmonb) 6yno BuaineHo 53,4r gaHoro npodykTy. Buxig 100%; 6nigo-xoBTyBaTe
macno; MS: 243,1 (M+H)".

TpeT-6yTunosui edgip 2-(4-ptopo-6eH3oncynbgoHin)-ouToBoi KMcroTn OyB oaepXaHui BiANOBIAHO OO
3aranbHoro crnocoby, skui BuknageHun y [Mpuknagi 9. 3 BuxigHoi TpeT-6yTmnosoro edpipy 2-(4-dptopo-
6eH3oncynbdoHin)-outosoi knucnotu (48,4r, 200mmonb) i 3-xnopnepokcnbeHsdonHoi kucnotn (121,3r, (57%),
400mmonb) 6yno euaineHo 48,0r aaHoro npoaykTy. Buxia 88%; 6nigo-xosTysaTte macno; MS: 275,1 (M+H)".

HasBaHa cnonyka 6yna ogep)xaHa BinoBiAHO 40 METOOUKM, sika BuknageHa B MNpuknagi 70. 3 BuxigHoi TpeT-
6yTunosoro edipy 2-(4-dpTopo-6eH3oncynbdoHin)-2-nipuanH-3-inmetun-rekc-4-iHosoi kucnotu (1,83r, 5,0mmonb)
i 1-6pomo-2-6ytany (0,67r, 5,0mmonb) 6yno BugineHo 2,18r gaHoro npoaykty. Buxig 100%; xoBTyBaTa cmona;
MS: 419,2 (M+H)".

2-(4-bTOpOo-6eH30MCyNbtOoHIN)-2-NipnanH-3-inMeTun-rekc-4-iHoBa kucrnota 6yna ogepxaHa y BignoBigHOCTI 3i
cnocobom, skun BuknageHun y Mpuknagi 38. 3 BuxigHoi TpeT-6yTmnosoro edipy 2-(4-dTopo-6eH3oncynbLdoHin)-
2-nipnaunH-3-inmeTun-rekc-4-iHoBoi kucnotu (2,1r, 5,0mmonk), 6yno suginexHo 1,20r gaHoro npogdykTy. Buxig 67%;
He 30Bcim bina TBepaa pevosuHa; T.nn. 150°C; MS: 360,2 (M-H)".

lgpokcnamig 2-(4-cbTopo-6eH3oncynbdOoHIN)-2-nipuanH-3-inMeTun-rekc-4-iHoBoi Kncnotu OyB ogepxaHun y
BignoBigHOCTI 3i cnocobom, skui Buknagenun y lMpuknagi 1. 3 BuxigHoi 2-(4-dTopo-6eH30ncynboHin)-2-
nipnanH-3-inmetun-rekc-4-iHoeoi kucnotn (0,29r, 0,81mmonsb) i rigpokcunamiHrigpoxnopugy (0,70r, 10MMOnb)
6yno suaineHo 0,15r gaHoro npoaykTy. Buxin 45%; Teepaa 6ina pedyosuHa; T.nn. 190°C; MS: 377,2 (M+H)";
AMP (300MI'y, DMSO-deg): 6 1,60 (c, 3H), 2,70-3,00 (m, 2H), 3,53 (g, J=13,8I'y, 1H), 3,74 (g, J=13,8I'y, 1H) 7, 50-
7,58 (M, 2H), 7,80-7,95 (m, 3H), 8,35-8,40 (m, 1H), 8,74-8,79 (M, 2H), 11,1 (ywwup.c, 1H), IK (KBr, cm™): 3154m,
3105c¢, 3068c, 2875m, 1630w, 1590c;

AHan. O6uucneHo ans C1gH17FN204S-HCI-0,5H,0:

C, 51,24; H, 4,54; N,6,64.

Buseneno: C, 51,21; H, 4,35; N, 6,46.



Mpuknag 77

Fgpokcuamig 2-(4-dpTopo-6eH3oncynbdoHin)-2-nipnanH-3-inmeTun-geu-4-iHoBOi KUCNOTU

HaseaHa cnonyka 6yna ogepxaHa 3a MeTogukoto, ska BuknageHa B Mpuknagi 9. 3 BuxigHoi TpeT-6yTunosoro
edipy 2-(4-dpTopo-6eH3oncynbdoHin)-3-nipnanH-3-innponioHosoi kucnotu (1,83r, 5,0mmonb) i 1-6poMo-2-0oKTUHY
(0,95r, 5,0Mmonb) 6yno BuaineHo 1,80r aaHoro npoaykTy. Buxin 56%; xoeTysaTta cmona; MS: 474,3 (M+H)".

2-(4-bTOpo-6eH30MncynbtoHIN)-2-nNipnanH-3-inMeTun-geu-4-iHosa kucnota 6yna ogepxaHa y BiAnoBigHOCTI 3i
cnocobom, skun BuknageHun y Mpuknagi 70. 3 BuxigHoi TpeT-6yTmnosoro edipy 2-(4-dTopo-6eH3oncynbdoHin)-
2-nipnaunH-3-inmetun-geu-4-iHosoi kucnotwu (1,80r, 3,8Mmonb) 6yno BuaineHo 1,40r gaHoro npogykTy. Buxig 88%;
He 30BcCim Gina TBepaa pevosuHa; T.nn. 123-124°C; MS: 416,3 (M-H)".

lgpokcuamig 2-(4-dTopo-6eH3oncynbdoHIn)-2-nipnanH-3-inMeTun-geu-4-iHoBoi KUCNOTK OyB odepxaHui y
BignoBigHOCTI 3i cnocobom, skui Buknagenun y lMpuknagi 1. 3 BuxigHoi 2-(4-dTopo-6eH3oncynboHin)-2-
nipnanH-3-inmetTun-geu-4-iHosoi kucnotn (0,67r, 1,62mmonb) i rigpokcunamiHrigpoxnopugy (1,39r, 20mmonb)
6yno euaineHo 0,22r gaHoro NpoaykTy. Buxia 29%; 6ina Teepaa pedvosuHa; T.nn. 180-182°C; MS: 433,2 (M+H)";
"H AMP (300Mru, DMSO-ds): & 0,84 (T, J=6,8I"L, 3H), 1,20-1,40 (m, 6H), 1,90-2,05 (M, 2H), 2,75 (g, J=19,9Tu,
1H), 2,94 (g, J=19,9"y, 1H), 3,54 (g, J=13,7T"y, 1H), 3,75 (g, J=13,7l"y, 1H), 7,40-7,60 (m, 2H), 7,70-8,00 (m, 3H),
8,30-8,40 (m, 1H), 8,70-8,80 (m, 2H), 11,1 (ywmp.c, 1H); IK (KBr, cm™): 3154m, 2105¢, 3067m, 2957¢, 2933,
2873wm, 1690c, 1631m.

AHan. ObuuncneHo ansa C22H25FN204S-HCI:

C, 56,34; H, 5,59; N, 5,97.

Busisneno: C, 56,18; H, 5,54; N, 5,76.

Mpuknag 78

lpopokcunamia 2-(4-cpTopo-6eH3oncynbdoHin)-2-6yT-2-iHin-rekc-4-iHoBOI KACNOTH

TpeT-6yTunosun edip 2-(4-pTopo-6eH30ncynbdoHin)-2-6yT-2-iHin-rekc-4-iHoBoi KMCnoTn OyB opepXaHui
BiANOBIgHO OO0 MeToamku, ska BuknageHa B [Mpwknagi 9. 3 BuxigHoi TpeT-OyTunosoro edipy 2-(4-cptopo-
6eH3oncynbdoHin)-ouToBoi kucnotn (4,87r, 20Mmons) i 1-6pomo-2 6yTtaHy (5,36r, 40mmonb) 6yno BugineHo 6,0r
AaHoro npoaykTy. Buxig 77%; 6ina Teepaa peyosuHa, T.nn. 85°C; MS: 379,1 (M+H)™.

2-(4-dpTopo-6eH3oncynbgoHin)-2-0yT-2-iHin-rekc-4-iHoBa kucrnota Gyna ogepXxaHa BigMoOBIAHO 4O METOOUKM,
sika BuMKnageHa B lNpuknagi 70 i3 BuxigHoi TpeT-6yTunoBoro edipy 2-(4-dptopo-6eH3oncynbgoHin)-2-6yT-2-iHin-
rekc-4-iHosoi kucnotu (3,50r, 8,47mmMonb) 6yno BuaineHo 2,35r gaHoro npoaykty. Buxig 79%; 6ina TBepaa
pedoBuHa; T.nn. 129-131°C; MS: 642,8 (2M-H)".

lgpokcnamia  2-(4-dpTopo-6eH3oncynboHin)-2-6yT-2-iHin-rekc-4-iHoBoi  kMcnotu OyB  ofepxaHui y
BignoBigHOCTI 3i cnocobom, siknii BuknageHui y Mpuknagi 1. 3 BuxigHoi 2-(4-dpTopo-6eH3oncynbgoHin)-2-6yT-2-
iHin-rekc-4-iHoBoI KMcnoTu i rigpokcunaminrigpoxnopugy (0,70r, 10mMmone) 6yno BugineHo 0,21r gaHOro NpoaykTy.
Buxig 77%; 6ina TBepga pedoBuHa; T.nn. 161-163°C; MS: 338,1 (M+H)+, "H AmP (300MIy, DMSO-de); 6 1,67 (c,
6H), 2,80-3,10 (m, 4H), 7,51 (ag, J=9,0, 9,0ry, 2H), 7,87 (m, 2H), 9,26 (ywwp.c, 1H), 10,95 (ywmp.c, 1H); IK (KBr,
CM'1): 3336¢, 3245m, 1681c, 1589Mm, 1493wMm;

Anan. O6uucneHo ansa C1H16FNO4S:

C, 56,96; H, 4,78; N,4,15.

BusiBneno: C, 56,59; H, 4,75; N, 4,04.

Mpuknag 79

Fgpokcuamig 2-(4-meToken-6eH30ncynbdoHin)-5-metnn-2-(3-meTun-0yT-2-eHin)-rekc-4-eHOBOI KMCMOTH

3a wmeToaukow, sika BuknageHa B [lpuknagi 9 OyB opepxanui etunoBun edip 2-(4-MeTokcu-
6eH3oncynbdoHin)-5-metun-2-(3-metnn-6yT-2-eHin)-rekc-4-eHoBOI  KMCMOTW 3 BUXiQHOI eTunoBoro edipy 2-(4-
MeToKcu-6eH3oncynboHin)-ouToBoi kucnotn (5,0r, 20mmornb) i isonpeHinbpomigy (6,0r, 40mmons). Buxig 7,0r,
88%; BesbapsHe macno; MS: 395 (M+H)".

3 BuxigHoi eTnnosoro eqdipy 2-(4-meTokcu-6eH3oncynbgoHin)-5-metun-2-(3-metun-6yT-2-eHin)-rekc-4-eHoBoi
kucnotu (3,51, 9Mmonb) 3a MeToaukoto, fka BuknageHa B lNMpuknagi 9, 6yno suaineHo 3,3r (97%) 2-(4-meTokcu-
6eH3oncynbdoHin)-5-metun-2-(3-metnn-byT-2-eHin)-rekc-4-eHoBOI KMCNOTK Yy BUrnsadi 6esbapsHoro macna. MS:
365 (M-H)".

3 BuxigHoi 2-(4-meTokcu-6eH3oncynbdoHin)-5-metnn-2-(3-metnn-byT-2-eHin)-rekc-4-eHoBoi  kucnotn (2,6r,
7,0MMonb) i 3a MeToauKow, sika BuknageHa B [Mpuknagi 1, 6yno sugineHo 1,36r rigpokcnamigy 2-(4-meTokcu-
6eH3oncynbdoHin)-5-metun-2-(3-metnn-byT-2-eHin)-rekc-4-eHoBOI  KMCMOTW Yy BuUrnsAdi  6e3bapBHoOi  TBepdoOi
peyoBuHU. Buxia: 67%; T.nn. 93-96°C; MS: 383 (M+H)+; H AmMP (300MI'y, CDCls): 6 1,68 (c, 6H), 2,72 (m, 4H),
3,82 (c, 3H), 5,12 (m, 2H), 6,92 (g, J=8I"u, 2H), 7,33 (ywwup.c, 1H), 7,72 (g, J=8Iy, 2H), 9,71 (ywwmp.c, 1H).

Mpuknag 80

Fopokcnamia 2-(4-metokcn-6eH30mcynbgoHin)-renTaHoBoI KUCNOTH

Etunosun edip 2-(4-metokcn-6eH3oncynbdoHin)-rentaHoBoi kucnotn (13,8r, 98%) 6y ogepxaHun,
BiANOBIAHO A0 3aranbHOro cnocoly, KM BUKNageHun y npuknagi 1, i3 BuxigHoi etunosoro 2-6pomMorentaHoaTy
(11r, 47Mmonb) i 4-meTokcuTiocbeHony (6r, 42,8MMmonb), y BUrNAA| xoBToro Macna; MS: 297,2 (M+H)™.

2-(4-meTokcu-6eH3oncynboHin)-rentaHoBa kucnota Oyna ogepxaHa 3 etunoBoro edipy 2-(4-meTokcu-
6eH3oncynbdoHiIN)-rentTaHoBoi KUCnoTu (4r, 13,5MMonb), po3unHeHoro B MetaHoni (300mn) i 10 N NaOH 925mn.
OpepxaHy peakuiriHy cymiw obpobnanu sk BuknageHo B npuknagi 1. Buxig 3r (83%), xosTe macno. MS: 267,1
(M-H)".

3 BuXigHoiI 2-(4-meTokcn-6eH3oncynedoHin)-rentaHoBoi kncnotn (2,49r, 9,32mMmons) i 3a MeToAuKolo, sika
BMKNageHa B npuknagi 1, 6yno sugineHo 1,83r, rigpokcuamigy 2-(4-meTokcu-6eH3oncynbqOoHin)-renTaHoBoI
KUCMOTW y BUMSAI He 30BCiM 6inoi TBepaoi peuoBuHM. T.nn. 90-95°C; Buxig 70%; MS: 284,0 (M+H)"; 'H AMP
(300MI'y, DMSO-dg): 4 0,626 (1, J=6,9'y, 3H), 1,135-1,76 (m, 8H), 3,35 (m, 1H), 3,82 (c, 3H), 6,91-7,49 (m, 4H).

Mpuknag 81

lopokcuamig (49A)2R*-(4-meTokeu-peHun-S*-cynbdiHin)-rentaHoBoi kucnotu i lgpokcunamig (49B)2S*-(4-
MeToKcu-heHnn-R*-cynbgiHin)-rentaHoBoi KUCNOTH

3 BuxigHOI rigpokcuamigy 2-(4-meTokcu-heHincynbdiHin)-rentaHoBoi kucnotv (1,69r, 6mmonb) i 3a
METOOMKOK, siKa BWKNageHa B nNpuknagi 5, Ha cwunikarenesil KOMOHUi 3 BUKOPUCTaHHSAM  75%-ro



eTnnauetaT:rekcaHy Oynu posgineHi [OBa cTepeoi3omepu rigpokcuamigy 2-(4-meTokcu-goeHincynbgiHin)-
rentaHoBoi Kucnotn. MeHw nonsdpHWn i3omep rigpokcuamig 2R*-(4-meTokcu-geHun-S*-cynbdiHin)-rentaHoBoi
KMCROTY GyB BUAINEHWIT y BUrMsAi Ginoro nopoluky. Buxia: 390mr (22%); T.nn. 115°C; MS: 300,0 (M+H); 'H AMP
(300MI'y, DMSO-dg): 0,828 (T, J=6,2I'y, 3H), 1,18-1,23 (m, 6H), 1,73-1,99 (M, 2H), 3,11-3,15 (m, 1H), 3,82 (c, 3H),
7,09-7,61 (m, 4H). Binbw nonspHuiA i3omep rigpokcuamig 2S*-(4-meTokcu-deHin-R*-cynbdiHin)-rentaHoBoi
KucnoTn 6ys BUAINEHWit y Burnsai cipoi Teepaoi pedosmHu. Buxia: 200mr (11%); T.nn. 112°C; MS: 300,0 (M+H)";
'H AMP (300Mr 1, DMSO-dg): & 0,754 (T, J=6,9I"w, 3H), 1,014-1,121 (m, 6H), 1,58-1,89 (M, 2H), 3,10-3,15 (m, 1H),
3,834 (c, 3H), 7,13-7,65 (m, 4H).

Mpuknag 82

2-(4-meTokcu-6eH3oncynedoHin)-2-metun-3-[4-(2-mopdoniH-4-in-eTokcu)-eHin]-nponioHoBoro
rigpokcuamig-rigpoxnopuay.

3a wmeToguKkow, ska BuWKNageHa B npuknagi 12, OyB opepxaHuin eTunoBui edip 2-(4-mMeTokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-mopdoniH-4-in-eTokcn)-peHin]-nponioHoBOI  KUCMOTM 3 BUXiAHOI €TMIOBOro
edipy  2-(4-meTokcn-6eH3nncynboHin)-nponioHoBoi  KMcnotn i 4-(mMopdponiH-1-in-eTokcn)-6eH3unxnopua-
rigpoxnopunay (2,9r, 10Mmonk). Buxia 4,8r, 98%; Kopuunese macno; MS: 492 (M+H)".

3 BuxigHoi etunosoro edipy 2-(4-meTokcn-6eH3oncynbdoHin)-2-meTnn-3-[4-(2-mopdoniH-4-in-eToKCn)-
dheHin]-nponioHoBoi kucnotu (4,0r, 8,1MMonsa) 3a METOAMKOIO, sika BUKNageHa B npuknagi 9, 6yno sugineHo 3,2r
(Buxig:  84%)  2-(4-meTokcu-6eH3oncynboHin)-2-meTun-3-[4-(2-mopdoniH-4-in-eTokcu)-geHin]-nponioHoBoi
kucnotn. T.nn. 171°C; MS: 464 (M+H)".

3 BuxigHoi  2-(4-meTokcn-6eH3oncynbdoHin)-2-meTnn-3-[4-(2-mopdoniH-4-in-eTokcn)-eHin]-nponioHoBoI
kucnotun (4,0r, 8,6mMmonb) i 3a MeToguKol, sika BUKNageHa B npuknagi 1, 6yno sugineHo 2,5r 2-(4-meTokcu-
6eH3oncynbdoHin)-2-metun-3-[4-(2-mopdoniH-4-in-eToken)-beHin]-nponioHoBoro  rigpokcuamigy y — BUMMSAi
6e36apBHOI TBEPAOI PeyOoBMHW. XMOPUCTOBOAHEBA Cinb Oyna odepaHa LUNSXOM B3aeMOogii BiflbHOi OCHOBM 3
MeTaHOMbHUM xropuctuM BogHem npu 0°C. Buxig: 2,5r, 60%; T.nn. 98°C; MS: 479 (M+H)+; H AmP (300MTIu,
CDCls) 1,36 (c, 3H), 3,8-12,6 (m, 16H), 3,9 (c, 3H), 4,1-4,3 (m, 1H), 6,6 (g, J=8I'y, 2H), 6,96 (g, J=9I"u, 2H), 7,1 (g,
8lu, 2H), 7,84 (g, 9y, 2H), 10,8 (ywwp.c, 1H).

Mpuknag 83

Figpokcnamig 1-6eH3un-4-(4-metokcn-6eH3oncynbgoHin)-ninepuanH-4-kapboHOBOI KMCNOTU

[o posunHy 4-meTokcubeHsonTiony, LWo nepemiwyetbcs, (2,8r, 20mmonb) i 6e3sogHoro K.COs (10r,
Hagnuwok) y 6e3BogHomy aueToHi (100mn) y KpyrnogoHHin konbi 6yB gogaHunm o-6pomoetunaudertat (3,3r,
20MmMorb) i AaHy peakuinHy CyMill HarpiBanv Npu TemnepaTypi KUMiHHSA 3i 3BOPOTHUM XONOANIIbHUKOM NPOTSAroM 8
roouH i petenbHOMYy nepemiwlyBaHHi. M0 3akiHYeHHi, AaHy peakuiHy CcyMmill 3anuwiany OCTyDKyBaTuca npu
KIMHaTHIn TemneparTypi, BiAdINbTPOBYBanM comi Kamito i gaHy peakuiHy CyMilli KOHUEHTpyBanu. 3anuLiok
ekcTparysanu xnopocpopmom i npommeanu sogoto i 0,5 N posunHom NaOH. OpgepxkaHuin opraHiyHuin wap gani
peTenbHO npomusanu Bogoto, 36e3sogHioBann Hag MgSO., dinbTpyBanu i KoHUeHTpyBanu. ETunosun edip (4-
MeTOKCU-(heHincynbdaHin)-ouToBoi kucnot 6ys BugineHunn y surnsai 6nigo-xoetoro macna. Buxia: 4,4r (100%);
MS: 227 (M+H)".

o posuuHy, Wwo nepemiwyeTtbes, 60%-mn 3-xnoponepokcnbersoriHoi kucnotu (14,0r, 40MMornb) y MeTUNeH-
xropugi 9100mn) npu 0°C noinbHO AobaBnanu etunosuin edip (4-meTokeu-deHincynbgaHin)-ouToBoiI KMCIOoTK
(4,4r, 20mmonb) y CHoCly (15mn). OaHy peakuinHy cymill pobwnm MyTHOW | MmepemiwyBanu npu KiMHaTHIN
Temnepatypi npotarom 6 roguH. MoTim U0 peakuinHy cymiw po3basnanu rekcaHoM (300mn) i nepemiwyBanm
npotarom 15 xBunuH. OgepxaHi TBepai YacTkv BiAdiNbTPOBYBanuM, a Ao opraHivyHoro wapy gobasnsanu NaxSOs,
SKUA nepemillyBany, LOHaWMeHLWe, 3 roavHU nepen eKkcTpakuieto AaHoi cymiwi 3a gonomorotd CHCI3 i
npomvBaHHAM 3a gonomoroto HpO. [aHunm opraHiyHunm wap 36e3sogHioBanyu Hag MgSOs, dinbTpyBanm i
KOHUeHTpyBanu, a 6e3bapBHui eTnnoBui edip (4-mMeTokcu-heHincynbgaHin)-ouToBoi KUCNOTN ByB BUAINEHUA Y
Burnagi macna. Buxig: 100%; MS: 259,1 (M+H)+.

[o po3unHy, Lo nepemillyeTbCsl, ¥ KPYrnodoHHin konbi 3 gietaHonamiHy (10,5r, 100mmornb) i 6e3BogHOro
KoCO3 (30r, Hapgnuwok) y 6GesBogHoMy aueToHi (250mn), pobasnsnu 6eHannbpomig (17,2r, 100MMonb) i
oflepXKaHy peakLuiiHy CyMmill Harpisanu npy TemnepaTypi KUMiHHS 3i 3BOPOTHUM XONOAUIbHUKOM NPOTAromM 8 roauH
npy peTenbHOMYy nepemiwyBaHHi. [1o 3akiHYeHHi, AaHy peakuidHy CyMmill 3anuwianu OocTymKyBaTucs,
BiAdiNbTpOBYBaNu Kaniesi coni, i AaHy peakuifHy CyMill KOHLEHTpyBanu. 3anuwokK ekcTparysanum XfiopodopMoMm i
npomuBanu 3a gonomorow HyO. [ani opraHiyHui Lwap peTenbHO MpoMMBanu BOAO, 30e3BOAHIOBaNU Hapg
MgSOQs, dinbTpyBamm i koHUueHTpyBanu. beabapsHe macno. Buxig: 19,0r, 97%; MS: 196 (M+H).

N-BeHsnngietaHonamiH (9,75r, 50Mmonb) OyB PO3YMHEHMI Y HacUYeHin METaHONOM XIIOPUCTOBOAHEBIN
KMCNOTi i KOHLEHTpPOBaHWM [0 cyxoro cTaHy. OgepXaHum y Takui cnocib rigpoxnopug OyB pO3YMHEHWUA Yy
meTuneHxnopugi (300mn), no kpannsax 6ys AogaHui TioHinxnopua (20r, HAAMULLIOK) | NepeMillaHniA Npu KIMHaTHIN
Temnepatypi npoTtarom 1roA. o 3akiH4eHHI nepemillyBaHHS, peakLiinHy CyMill KOHLEHTpYBanu 4o CyXOro CTaHy 1
ofepxaHui npoadykt  bic-(2-xnopo-etun)-6eH3nnamin-rigpoxnopua  O6yB  BUKOpPUCTaAHWIA ANS  noganbLiol
TpaHcdopmalii 3a gonomoroto 6yab-akoro oumweHHs. Buxig: 13,0r, 97%; T.nn. MS: 232 (M+H).

[o po3uunHy, Lo NepemillyeTbCs, Y KPYrnodoHHin konbi 3 Gic-(2-xnopo-eTnn)-6eH3unamiH-rigpoxnopuay (6,6r,
24, 7mmonb), 18-KpoH-6 (500mr), i 6e3sogHoro KoCOs (30r, Hagnuwok) y 6e3sogHoMy aueToHi (250mn), 6ys
popgaHui etunosun edip (4-meTokeu-deHincynbdoHin)-ouToBoi KMcnotn (6,12r, 24mMmonb) i gaHy peakuiiHy
CyMiLLl HarpiBanu npu Temneparypi KUNiHHA 3i 3BOPOTHUM XOSOAMUITbHUKOM MPOTAroM 16 roauH npu peTtensHoMy
nepemMiwyBaHHi. Mo 3akiH4eHHi HarpiBaHHs, OaHy peakuinHy Ccymill 3anuanyi OCTYKyBaTuUCs, COfi Kanito
BiAMiNbTPOBYBan®, a AaHy peakuiHy CyMill KOHUeHTpyBanu. 3anuwok ekcTparyBanmu XiopodgopMoMm i
npommBanu 3a pgonomoroto HoO. TloTiM ogepXaHW OpraHiyHWM LWap peTenbHO MpoMuBanM BOAOM,
36e3BogHioBanu Hag MgSOs, dinbTpyBanu i koHueHTpyBanu. OgepaHy TeMHO-KOPUYHEBY peakuiiiHy CyMilu
ouyuLlany 3a onoMoro cunikareneBoi xpoMaTorpadii wnsixom entouii 30%-ro eTunaueTar:rekcaHy i Buainsnm
OYMLLEHUI NPOAYKT eTunoBui edip 4-(4-meTokcn-6eH3oncynbgoHin)-1-6eHaun-ninepuanH-4-kapboHOBOI KUCIOTH
y BUMMsAi kKopudHeBoro macna. Buxig: 6,0r, 60%; MS: 418 (M+H).

Etunosun edip  4-(4-metokcn-6eH3oncynbdoHin)-1-6eH3un-ninepuanH-4-kapboHosoi  kucnotm  (5,0r,
11,9MMmonb) 6yB po3unHeHnii y MeOH/THF (1:1, 200mn) i nepemiluaHui npy KiMHaTHin TemnepaTtypi NpoTarom 72-



X roguH. [lo 3akiH4YeHHi nepemillyBaHHS, peakuiHy CyMill KOHUEHTpyBanu, a ofdepXaHun npoaykT
HenTpanidyBanu 3a gonomoroto koHy. HCI wnsxom po3unHeHHs i y Bogi (200mn). lMicna HenTpanisavii peakuinHy
CYMiLLl KOHLEHTPYBanu Ao cyxoro ctaHy. [lo ogepxaHoi TBepAoi pe4oBuHM Aobasnsanm kpwkady sogdy (100mn) i
dinbTpyBanu. OgepxaHuin Npoaykt 4-(4-metokcn-6eH3oncynbgoHin)-1-6eH3nn-ninepuant-4-kapboHoBa kucnoTa
cywmnu npu 50°C i BMKkopucToBYBany Ha nogdanbluin cTagii Ans ounwieHHsi. besbapsBHa TBepaa pevosuHa. Buxia:
3,2r, 69%; MS: 390 (M+H).

Oo posunHy, wo nepemiwyetbecs, 4-(4-meTokeu-6eHsoncynbdoHin)-1-6eH3nn-ninepnanH-4-kap6oHoBOI
kucrotn (2,0r, 5,1mmonb) i DMF (2 kpanni) y CH2Clz (100mn) npu 0°C kpannuHHuM crnocobom poGasnsnm
okcaninxnopug 91,0r, 8vmmonb. [licna popjaBaHHA JaHy peakuinHy Ccywill nepemilysany npu  KiMHAaTHIN
Temnepatypi npotarom 1 rogmHu. OgHodacHo, B okpemin konbi, y THF:soai (5:1, 30mn) npu 0°C npotsirom 1
roAMHW, NepemillyBanu CyMmil rigpokcunamiHrigpoxnopugy (2,0r, 29mmone) i TpueTnnaminy (5mn, Hagnuwok). Mo
3aKiHYEeHHi 1-rOAMHHOIO NepemMillyBaHHS, OKCaninxnopuaHy peakuiiiHy CyMilll KOHLLEHTPYBanu i ogepxaHui onigo-
XOBTUIA 3anuwok po3dmHanu B 10mn CH2Clz i noBinbHO gobaenanu go rigpokcunamiHy npu 0°C. Lo peakuinHy
CyMill MepemillyBanu nNpu KiMHaTHIA TemnepaTtypi NpoTAarom 24 roguH i koHueHTpyBanu. OgepxaHuin 3anuLiok
eKcTparyBanu xrnopodopMoM i peTenbHO npomusany Bogow. OgepkaHuii NpodyKT O4WLLanu 3a LOMNOMOro
cunikarenbHOI  KOMNOHKOBOI  XpomaTorpaddii i enorioBaHuMin  xrnopodopmMomM  rigpokcmamia — 4-(4-meTokcu-
©eH3oncynbgoHin)-1-6eH3un-ninepuanH-4-kapboHoBoi kucrotn GyB BuaineHun y Burnsai 6es3bapeHOi TBepOoi
pedoBuHun. T.nn. 90-95°C; Buxig 1,2r, 48%; MS: 405 (M+H)+; "H ampP (300Mru, DMSO-ds): & 2,29 (m, 3H), 2,76-
2,79 (m, 2H), 3,43 (m, 4H), 4,30 (c, 2H), 7,14-7,17 ( g, 2H), 7,50-7,73 (m, 5H), 9,37 (c, 1H), 11,18 (c, 1H).

Mpuknag 84

lgpokcuamig 4-(4-meTtoken-6eHsoncynboHin)-1-(3-meToken-6eHann)-ninepuamH-4-kapboHOBOI KUCIOTK

2-[(2-rigpokcu-eTnn)-(3-meToken-6eHsun)-amiHo]-eTaHon 6yB ogepxaHuin BiANOBIAHO 4O 3aranbHOro crnocoby,
KU BUKNageHun y npuknagi 83. 3 BuxigHoi gietaHonaminy (3,1r, 29,5mMmonb) i 3-meTokcmbeHaunxnopugy (or,
31,9Mmmonb). Buxig 9,281 (99%); »xoBTe macno; MS: 226 (M+H).

3-meTokcmbeH3un-bic-(2-xnopo-eTun)-amiH  OyB ofepXaHui BiAMOBIAHO OO0 3araflbHOr0 Cnocoby, SAKui
BuknageHunn y lMpuknaai 83. 3 BuxigHoi 3-meTokcu-6eHsungietaHonaminy (4,4r, 20mmons). Buxig 4,51 (93%);
XOBTa TBepaa peyosuHa 3 T.nn. 86-88°C; MS: 263 (M+H)".

Etunosun edip 4-(4-metokcn-6eH3oncynbdoHin)-1-(3-meTtokcn-6eH3nn)-ninepnamnH-4-kap6oHOBOI  KMCNOTH
OyB ofepaHui BignoBigHO [0 3aranbHOro crnoco®y, sKMA BUKNageHun y npuknagi 83. 3 BuxigHOI eTunoBoro
edipy 4-(meTokcu-6eH3oncynbdoHin)-ouTosoi kucnotu (5,0r, 22mmons) i Gic-(2-xnopetun)-(3-meTokcu-6eH3unn)-
aminy (8,0r, 23,5Mmonb). Buxig 2,4 (24%); nerkonnaeka TBepaa peyosuHa; MS: 447,9 (M+H)".

4-(4-meTokeu-6eHsoncynbdoHin)-1-(3-meTtoken-6eH3nn)-ninepuanH-4-kapboHoBa kncnoTta Oyna ogepxaHa 3
BMXigHOI eTunosoro edipy 4-(4-metokcu-6eH3oncynbdoHin)-1-(3-meToken-6eH3nn)-ninepuamH-4-kap6oHOBOI
kucnotn  (2,4r, 5,36mMmonb), posdmMHeHoro B MeTaHoni  (30mn), 10 N wHaTtpivrigpokcugy  (10mn),
TeTparigporigpodypaHy (20mn). OgepxaHa peakuiiHa cymiw G6yna obpobneHa sk BuknageHo B npuknagi 83.
Buxia 710mr (32%). Bina TBepaa peyosuHa 3 T.nn. 199°C; MS: 419,9 (M+H)".

3 BuxigHoi 4-(4-meTokcn-6eH3oncynbdoHin)-1-(3-meTokcu-6eH3nn)-ninepuamnH-4-kapboHoBoi kncnotu (830mr,
1,98mmorb) i 3a MeToduMKo, sika BuknageHa B npuknagi 83, 6yno sugineHo 190mr rigpokcmamigy 4-(4-meTokeu-
6eH3oncynbdoHin)-1-(3-meTokcn-6eH3nn)-ninepnanH-4-kapboHOBOI KUCNOTK Y BUMMsAAi 6inoi TBepaoi peyoBMHY 3
T.nn. 130°C; Buxia 20,4%; MS: 435,0 (M+H)"; "H AMP (300MI'u, DMSO-de): & 2,24-2,32 (m, 2H), 2,51 (g, 2H),
2,73-2,83 (m, 2H), 3,37 (g, 2H), 3,76 (c, 3H), 3,88 (c, 3H), 4,32 (c, 2H), 7,01-7,77 (m, 8H), 9,38 (c,1H), 10,1 (c, 1H).

Mpuknag 85

Fpopokcnamig 1-(3,4-onxnopobeHsun)-4-(4-meTokeu-6eH3oncynbdoHin)-ninepnanH-4-kap6oHOBOT KACTOTH

2-[(2-rippokcunetun)-(3,4-guxnopo-6eHann)-amiHo]-eTaHon OyB opepxaHwWi  BIiQMOBIQHO [0  3aranbHOro
cnocoby, skui BuknageHun y npuknagi 83. 3 BuxigHoi AietaHonamivy (4,84r, 46mmonb) i 3,4-
anxnopbersunxnopuay (9,0r, 46mmonk). Buxia 13,81 (99%); 6e3bapsHe macno; MS: 264,3 (M+H)".

3,4-anxnopbeHsunn-bic-(2-xnopo-eTun)-amiH  6yB ogepXaHWn BIiANOBIAHO A0 3aranbHOro Ccrocoby, SKWn
BUKNageHun y npuknagi 83.

3 BuxigHoi 3,4-anxnopbeHsungietaHonaminy (10,71, 41mmonb). Buxig 99%; xoBTa TBepaa pevosuHa 3 T.nn.
218-220°C; MS: 301,8 (M+H)".

Etunosun edip 1-(3,4-anxnopobeHann)-4-(4-meToken-6eH3omncynbGOoHin)-ninepnanH-4-kapboHOBOI KMCNOTH
OyB oaepkaHwui BiOMNOBIOHO [0 3aranbHOro cnocoldy, sKMM BUKNageHun y npuknagi 83. 3 BuxigHOI eTunosoro
edipy 4-(meTokcu-6eH3oncynboHin)-outoBoi kucnotm (2,9r, 11mmons) i 3,4-guxnopbeH3nn-6ic(2-xnopetumn)-
aminy (3,4r, 11mmons). Buxig 5,91 (60%); kopuuHese macno; MS: 494,5 (M+H)".

1-(3,4-auxnopobeHaunn)-4-(4-meTokcn-6eHsoncynboHin)-ninepngnH-4-kapboHosa kncnoTa byna ogepxaHa 3
BMXigHoi etunosoro edipy 1-(3,4-gnxnopobeHsnn)-4-(4-meTokcu-6eH3oncynedoHin)-ninepnanH-4-kapboHoBoT
kmucnotu (5,0r, 10mmonb), po3unHeHoro B metaHoni (50mn), 10 N HaTpivirigpokemagy (15mn) i TeTparigpodypaHy
(75mn). OpepxaHa peakuinHa cymiw 6yna obpobrneHa sk BuknageHo B npuknagi 83. Buxig 2,94r (62%), MS:
458,3 (M+H)".

3 BuxigHoi  1-(3,4-guxnopobeH3unn)-4-(4-meTokcn-6eH3oncynbdoHin)-ninepuanH-4-kapboHOBOI  KMCNOTH
(2,67r, 5,8mmonb) i 3a MeToAUKO, AKa BuknageHa B npuknaai 83, 6yno BuaineHo 2r rigpokcuamigy 1-(3,4-
anxnopobeH3unn)-4-(4-meTokcn-0eH3oncynbdoHin)-ninepuanH-4-kapboHoBOi  kucnotn y Burnsgi 6inoi TBepgoil
peyoBuHu 3 T.nn. 192-195°C; Buxia 10%; MS: 472,9 (M+H)+; H ampP (300Mrl'u, DMSO-ds): 6 2,20-2,28 (m, 2H),
2,76-2,79 (m, 2H), 3,43-3,44 (m, 4H), 4,30 (c, 2H), 7,14-7,17 (g, J=0,030, 2H), 7,50-7,73

(@, J=7,65-7,68 (g, J=0,029, 2H), 7,72-7,75 (@, J=0,027, 2H), 7,87 (c, 1H), 9,37 (c, 1H), 10,53 (c, 1H), 11,18
(c, 1H).

Mpuknap 86

lopokcnamia 4-(4-metoken-6eH3oncynboHin)-1-(4-meTokcnbeHaun)-ninepuanH-4-kapboHOBOI KMCNOTU

2-[(2-rippokcu-etun)-(4-metnn-6eH3nn)-amiHol-eTaHon GyB odep)KaHW BIANOBIAHO OO 3aranbHOro crnocoby,
AKMN BuKNageHun y npuknag 83. 3 BuxigHoi aietaHonamiHy (4,8r, 46mmonb) i 4-meTunbensunxnopugy (8,5r,



46mmonb). Buxig 9,8r (99%); MS: 209,9 (M+H)".

4-meTunbeH3nn-bic-(2-xnopo-etun)-aMmiH  OyB  ofepXxaHuiA BIAMOBIOHO [0 3aranbHOro crnocoby, SAkui
BMKNageHun y npuknagi 83. 3 BuxigHoi 4-metun-6eHavngietaHonaminy (6r, 20mmons). Buxig 5,2r (84%); xoBTa
TBEpaa peyosmHa 3 T.nn. 145-147°C; MS: 209,9 (M+H)".

Etunosun edip 4-(4-meTtokcu-6eH3oncynboHin)-1-(4-metokcnbeHsun)-ninepnamH-4-kapboHOBOT  KMCMOTH
OyB oaepkaHui BiQMNOBIOHO [0 3aranbHOro cnocoby, SKMM BUKNageHun y npuknagi 83. 3 BuxigHoi eTunosoro
edipy 4-(MeTokcn-6eH3oncynbdoHin)-ouToBoi kucnotu (7,0r, 27mmons) i 4-meTun-6ic-(2-xnopo-etnn)-amixy (5,0r,
17mmonb). Buxia 4,64r (63%); nerkonnaska Teepaa pedosuHa; MS: 431,9 (M+H)™.

4-(4-meToKcn-6eH30ncynbdoHIN)-1-(4-meTokcMbeH3unn)-ninepuanH-4-kapboHoBa kncnota Oyna opepxkaHa 3
BMXigHOI eTunoBoro edipy 4-(4-metokcn-6eH3oncynedoHin)-ninepuanH-4-kapboHosoi kucnotu (4,3r, 9,9mmonb),
posumHeHoro B MetaHoni (30mn), 10 N wHaTpinrigpokeugy (10mn), TetparigpodypaHy (20mn). OpepxaHa
peakuiiHa cymiw 6yna obpobneHa sk BuknageHo B npuknagi 83. Buxig 1,6r (40%). bina TBepaa peyosuHa 3 T.nn.
207-208°C, MS: 404,3 (M+H)".

3 BuxigHoi 4-(4-meTokcn-6eH3oncynbdoHin)-1-(4-meTokcnbeHann)-niepnamH-4-kapboHosoi  kucnotn (1,59r,
3,9MMmornb) | 3a MeToaukoro, sika BuknageHa B npuknagi 83, 6yno suaineHo 505r rigpokcuaminy 4-(4-meTokcu-
©eH3oncynboHin)-1-(4-meTokcnbeHsun)-ninepmuanH-4-kapboHOBOT KMCNOTK y BUMsAAI 6inoi TBepAoi pevyoBuHM 3
T.nn. 176-177°C; Buxig 32%; MS: 419,0 (M+H)"; "H AMP (300MI, DMSO-de): & 2,24-2,32 (m, 2H), 2,5 (T, 3H),
2,73-2,80 (m, 2H), 3,35-3,50 (m, 4H), 3,87 (c, 3H), 4,24 (c, 2H), 7,13-7,17 (g, J=0,039, 2H), 7,23-7,60 (g, J=0,036,
2H), 7,38-7,41 (g, J=0,025, 2H), 7,65-7,68 (g, J=0,039, 2H).

Mpuknag 87

lpopokcnamia 4-(4-meToken-6eH3on-cynbgoHin)-1-HadTaniH-2-in-meTunninepuanH-4-kap6oHOBOT KACIOTH

2-[(2-rippokcu-eTun)-(2-HacpTun-2-inmeTnn)-amiHol-eTaHon OyB ofepkaHwui  BiOMNOBIAHO [0  3aranbHOro
cnocoby, skvn BuknageHun y npuknagi 83. 3 BuxigHoi gietaHonamiHy (6,18r, 59mmonsb) i 2-(6pomomeTnn)
HadbTaniHy (10r, 45mmonb). Buxig 12,71 (96%). Buxig 12,71 (96%); >xoBTa TBepAa peyoBuHa 3 T.nn. 162-164°C;
MS: 246,0 (M+H)".

2-HadpTun-2-inmetnn-bic-(2-xnopo-etnn)-amiH O6yB ofepXkaHwui BiAMOBIAHO OO 3aranbHOrO crnocoby, sKuin
BMKNageHnn y npuknagi 83. 3 BuxigHoi 2-HadbTun-inmetun-gietaHonamidy (10r, 36mmons). Buxig 9,1r (79%);
KopuuHeBa TBepaa peyosuHa 3 T.nn. 124-126°C; MS: 281,9 (M+H)".

ETtnnosuin edip 4-(4-meTokcu-6eH30mn-cynbdoHin)-1-HadTaniH-2-in-metunninepnanH-4-kapboHOBOI  KMCMNOTH
OyB ofepaHui BignoBigHO [0 3aranbHOro crnoco®y, sKMiA BUKNageHun y npuknagi 83. 3 BuxigHoi eTunoBoro
edipy 4-(meTokcn-6eH3oncynbdoHin)-outoBoi kucrnotn (8,4r, 32mmons) i 1-HadTaniH-inmeTun-6ic-(2-xnopo-
eTun)-aminy (8,6r, 27Mmons). Buxia 6,51 (52%); nerkonnaeka Teepaa pedosuHa; MS: 440,0 (M+H)".

4-(4-meToKcu-6eH3on-cynboHin)-1-HadpTanin-2-in-metTunninepuanH-4-kapboHoBa kucnota Oyna ogepxaHa 3
BMXiZHOI eTunoBoro edipy 4-(4-meTokcu-6eH30n-cynbgoHin)-1-HadTaniH-2-in-metunninepnamH-4-kap6oHoBoT
kucnotu (6,3r, 13Mmonb), po3dnHeHoro B metaHoni (30mn), 10 N Hatpin-rigpokcugy (30mn) i TeTparigpodypaHy
(30mn). OpgepxaHa peakujiHa cymilw 6yna obpobneHa sik BuknageHo B npuknagi 83. Buxig 2,3r (36%). »KosTa
TBEpAa peyoBmHa 3 T.nn. 226-228°C, MS: 440,0 (M+H)".

3 BuxigHoi 4-(4-meTtokcn-6eH3on-cynboHin)-1-HadTaniH-2-in-metTunninepnanH-4-kapboHoBoi kucroTu (2,18r,
5,0mmMonb) i 3a MeToaMKol, Sika BuKadeHa y npuknagi 83, 6yno BugineHo 753r rigpokcuamigy 4-(4-meTokcu-
6eH30n-cynboHin)-1-HadTaniH-2-in-meTunninepnanH-4-kap6oHOBOI KMCNOTN Yy BUMMSAI He 30BciM Ginoi TBepaoi
pedoBuHM 3 T.nn. 168-170°C; Buxig 31%; MS: 455,0 (M+H)+; "H ampP (300Mru, DMSO-ds): 8 2,29-2,33 (M, 2H),
2,86-2,89 (m, 2H), 3,42-3,46 (m, 4H), 3,85 (c, 3H), 4,46 (c, 2H), 7,13-7,16 (g, J=0,030, 2H), 7,56-7,64 (m, 3H),
7,65-7,68 (g, J=0,030, 2H), 7,98-8,00 (m, 3H), 8,21 (c, 1H), 10,70 (c, 1H), 11,20 (c, 1H).

Mpuknag 88

Fpopokcuamig 1-6icpeHin-4-inmeTnn-4-(4-metokcu-6eH3oncynedoHin)ninepuamnH-4-kapboHOBOT KMCNOTU

2-[(2-rippokcun-eTnn)-(1-6icpeHin-4-inmeTnn)-amiHo]-eTaHon OyB oJepXaHui  BIiANOBIQHO [0 3aranbHOro
cnocoby, sikui BuKknageHwun y npuknagi 83. 3 BuxigHoi gietaHonaminy (5,2r, 49mmonb) i 4-(xnopmeTun)bideHiny
(10r, 49mmons). Buxig 9,981 (66%); 6ina Teepaa peuvosuHa 3 T.nn. 160-162°C; MS: 271,9 (M+H)". Bin 6yB
nepeTBOPEHNIN y AnxXnopua sik BUKnageHo B npuknagi 83.

ETtvnosun edip 1-6icpeHin-4-inmetnn-4-(4-meTokcn-6eH3on-cynboHin)ninepnamH-4-kapboHoBOi kKncnotu 6ys
ogepXaHui BigNoBigHO 4o 3aranbHoro crnocoby, skuii BuknageHun y npuknagi 83. 3 BuxigHoi etunosoro eqdipy 4-
(meToKCK-6eH30nCcynbdoHIN)-ouToBOI KMcnotu (2,85r, 11MMonb) i 1-6ideHin-4-inmetnn-6ic-(2-xnopo-eTun)-amiHy
(3,4r, 11mmons). Buxig 2,1r, (39%); 6exxeBa TBepaa peyoBuHa, T.nn. 176-178°C, MS: 4941 (M+H)+.

1-GidbeHin-4-inmeTun-4-(4-metokcn-6eH3oncynboHin)-ninepuanH-4-kapboHoBa kucnota Gyna ogepxaHa 3
etnnosoro edipy 1-6icpeHin-4-inmetun-4-(4-metokcn-6eH3oncynboHin)-ninepuanH-4-kapboHoBoi kucnotu (5,7,
12mmonb), po3dmHeHoro B etaHoni (20mn), TeTparigpodypany (20mn) i 10 N HaTpivrigpokemay (10mn). OgepxaHa
peakuiitHa cymiw 6yna obpobreHa sk BUKNaaeHo B npuknagi 83. Buxig 2,1r (39%) iz MS: 465,8 (M+H)".

3 BuxigHoi 1-6ideHin-4-inmetun-4-(4-metokcu-6eHsoncynbdoHin)ninepuanH-4-kapboHosoi  kucnotu (1,0r,
2,2vMmons) | 3a MeToaMKow, fKa BuknageHa B npuknagi 83, 6yno suaineHoi 32r rigpokcuamigy 1-6icbeHin-4-
inmeTnn-4-(4-meTokcn-6eH3oncynbGOoHIN)ninepnanH-4-kapboHOBOT  KMCNOTU Y BUrMsAAi  TaHiHOBOI  TBepAoi
peyoBuHmM 3 T.nn. 168°C; Buxig 20%; MS: 440,9 (M+H)+; H AmP (300MrI'y, DMSO-ds): & 2,30-2,35 (M, 2H), 2,83-
2,87 (m, 2H), 3,35-3,5 (m, 4H), 3,87 (c, 3H), 7,15-7,721 (g, J=0,059 'y, 2H), 7,49-7,65 (m, 5H), 7,68-7,74 (g,
J=0,06 'y, 2H), 9,3 (c, 1H), 10,3 (c, 1H), 11,15 (c, 1H).

Mpuknag 89

lgpokcuamig, 4-(4-meTtoken-6eHson-cynbdoHin)-1-(3-metun-6yT-2-eHin)ninepnamnH-4-kap6oHOBOI KNCNOTH

2-[(2-rippokcu-eTun)-1-(3-meTnn-byT-2-eHin)-amiHol-eTaHon ©OyB ofdepxaHWin BIANOBIAHO [0 3ararnbHOro
cnocoby, sk BUKNageHun y npuknagi 83. 3 BuxigHoi gietaHonaminy (4,1r, 39mMmons) i 4-6pomo-2-meTun-oyTeHy
(6,0r, 40mmons). Buxig (98%); kopuuHese macno; MS: 173,8 (M+H)™.

1-(3-meTnn-6yT-2-eHin)]-bic-(2-xnopo-etnn)-amiH 6yB ogepXaHWi BIANOBIAHO A0 3aranbHoOro cnocoby, SKuM
BuKknageHnn y npuknagi 83. 3 BuxigHoi 2-[(2-rigpokcu-eTun)-1-(3-metun-6yT-2-eHin-amiHo]-etanony (10,4r,
50mmonb). Buxig 10,5r (99%); kopuyHeBa TBepda pedosBuHa; MS: 210,3. (M+H). ETunosuin edip 4-(4-meTokcu-
6eH3on-cynbdoHin)-1-(3-meTnn-byT-2-eHin) ninepuanH-4-kapboHOBOI kncnoTn OyB odepXaHui BIANOBIQHO A0



3aranbHOro crnocoby, skun BuknageHun Yy npuknagi 1. 3 BuxigHoi eTwunosoro ediipy 4-(MeTokcu-
6eH3oncynbdoHin)-outosoi kucnotn (11,32r, 44mmons) i 3-meTnn-6yT-2-eHin)-6ic-(2-xnopetun)-amivy (10,4r,
50Mmonb). Buxia 6,2r (36%); kopuuHese macno; MS: 395,6 (M+H)".

4-(4-meTokeu-6eHzon-cynbdoHin)-1-(3-metnn-6yT-2-eHin)-ninepnanH-4-kapboHoBa kucnoTa 6yna ogepxaHa 3
BMXigHOI eTunoBoro edipy 4-(4-meTokcu-6eH3on-cynbdoHin)-1-(3-metun-6yT-2-eHin)ninepnamH-4-kapboHoBoiT
kmucnotu (6,2r, 15MMonb), po3unHeHoro B eTaHone (15mn), 10 N Hatpivrigpokemay (910mn) i TeTparigpodypaHy
(75mn). OpepxxaHa peakuiiHa cymilw 6yna obpobneHa sk BuknageHo B npuknagi 83. Buxia 1,2r (21%). KopuyHeBa
TBEpaa peyosmHa i3 T.nn. 196-197°C, MS: 367,9 (M+H)".

3 BuxigHoi 4-(4-meTokcn-6eH3on-cynbdoHin)-1-(3-meTun-0yT-2-eHin)ninepuguH-4-kapboHosoi kucnotn (1,0r,
3,0mmons) i 3a MeToauMKow, Sika BMKNageHa B npuknagi 83, 6yno sugineHo 110Mr rigpokcuamigy 4-(4-meTokcu-
©eH30n-cynbgoHin)-1-(3-meTnn-6yT-2-eHin)ninepuanH-4-kapboHOBOI  KUCNOTM Y BWUIMs4i  KOBTOI  TBEPAOI
peyoBuHuW. T.nn. 142-145°C; Buxig 12%; MS: 382,9 (M+H)+; "H amP (300MIu, DMSO-dg): 6 1,67 (c, 3H), 1,79 (c,
3H), 2,18-2,23 (m, 2H), 2,66-2,73 (m, 2H), 3,37-3,46 (m, 2H), 3,67-3,69 (m, 2H), 19-5,24 (m, 1H), 7,15-7,18 (g,
J=0,03 2n), 7,67-7,70 (g, J=0,030, 2H), 9,34 (c, 1H), 9,88 (c, 1H), 11, 15 (c, 1H).

Mpuknag 90

lpopokcnamia 1-(4-6pomo-6eH3nn)-4-(4-metTokcu-6eH3oncyneoHin)-ninepuamH-4-kapboHOBOT KUCTOTK

2-[(4-6pombeH3un)-(2-rigpokcu-eTun)-amiHol-eTaHon OyB oAepXaHuW BiAMNOBIAHO [0 3aranbHOro crnocoby,
AKMN BuKNageHun y npuknagi 83. 3 BuxigHoi gietaHonamiHy (22,5r, 150mmonsb) i 4-6pombeH3nnbpomigy (25r,
100mmons). Buxig 33,66r, (99%); xoBTe macno; MS: 273,8 (M+H)+.

(4-6pomo-6eHaun)-bic-(2-xnopo-eTun)-amiH  6yB ofepaHW BIOMNOBIAHO [0 3aranbHOrO Crnocoby, SKui
BMKNageHun y npuknagi 83. 3 BuxigHoi 2-[(4-6pombeH3unn)-(2-rigpokcun-etun)-amiHol-etaHony (33,28r, 122mmons).
Buxig 47r, (99%); kopunyHeBe macno; T.nn. 125°C; MS: 309,8 (M+H)+.

ETunosun egip 1-(4-6pomo-6eH3nn)-4-(4-meTokcu-6eH3on-cynbdoHin)-ninepnanH-4-kapboHoBoi knucnoTtun 6ys
oepXaHui BigNOBIQHO OO 3aranbHoro cnocoby, skui BuknageHvn y npuknagi 83. 3 BuxigHoi etnnosoro edipy 4-
(meTokcK-6eH3omncynbgoHin)-outoBoi kucnotn (8,6r, 33,5mMmornb) i (4-6pomo-6eH3unn)-6ic-(2-xnopo-eTnn)-amiHy
(13,3r, 38,6Mmonb). Buxig 17r (44%); kopuuHese macno; MS: 497,9 (M+H)".

1-(4-6pomo-6eH3unn)-4-(4-meTokcn-6eH3oncynboHin)-ninepuanH-4-kapboHoBa kucrnota Oyna ogepxaHa 3
etunosoro edipy 1-(4-6poMo-6eH3unn)-4-(4-meTokcn-6eH3oncynbdoHin)-ninepmuanH-4-kapboHoBoi kucnotu (16,5r,
33,3mmonst), posunHeHoro B THF:metaHoni 3:1 i 10 N NaOH (20mn). OpepxkaHa peakuiiHa cymiw Oyna
obpobneHa sk BuknageHo B npuknagi 83. Buxig 6,18r (40%); TaHiHOBa TBepAa peyoBuHa; T.nn. 215°C; MS: 469,7
(M+H)".

3 BuxigHoi 1-(4-6pomo-6eH3unn)-4-(4-meTokcu-6eH3oncynbdoHin)-ninepuanH-4-kapboHoBoi  knucnotn (1,95r,
4,2vmons) i 3a MeToAMKo, fka BuknageHa B npuknaai 83, 6yno sugineHo 1,29r rigpokcuamigy 1-(4-6pomo-
6eH3un)-4-(4-meTokcu-6eH3oncynbdoHin)-ninepnanH-4-kapboHOBOT KUCIOTK Y BUrMsSAi He 30BciM Ginoi TBepaoi
pedoBuHU. Buxig 60%; T.nn. 180°C; MS: 484,7 (M+H)+. "H ampP (300MI'y, DMSO-dg): & 2,18-2,29 (M, 2H), 2,46
(@, 2H), 2,74-2,89 (m, 2H), 3,39 (4, 2H), 3,87 (c, 3H), 4,28 (c, 2H), 7, (A, J=17Tu, 2H), 7,49 (g, J=8,1T"y, 2H), 7,65-
7,68 (m, 4H), 9,37 (c, 1H), 10,5 (c, 1H).

Mpuknag 91

Fgpokcuamig 4-(4-metoken-6eHsoncynbdoHin)-1-(3-enin-nponin)-ninepmgnH-4-kapboHOBOI KNCNOTH

2-[(Tippokcu-etun)-(3-deHin-nponin)-amiHo]-eTaHon 6yB ogep)aHui BiONOBIAHO [0 3aranbHOro Crnocooby,
KM BUKNageHun y npuknagi 83. 3 BuxigHoi gietaHonaminy (15,8r, 151mMmons) i 1-6pomo-3-deHinnponaHy (20r,
101mmone). Buxig 21,31r, (95%); xoBTe macno; MS: 223,9 (M+H)+.

Bic-(2-xnopo-etun)-(3-eHin-nponin)amiH  0yB opepXaHW BIANOBIAHO OO0 3aranbHOro crnocody, SKuia
BMKageHun y npuknagi 83. 3 BuxigHoi 2-[(rigpokcu-etnn)-(3-derin-nponin)-amiHol-etaHony (20,32r, 90,7mMmornb).
Buxia 24,9r (92%); kopunuHese macno; MS: 259,8 (M+H)".

Etunosun edip 4-(4-metokcu-6eHsoncynbdoHin)-1-(3-deHin-nponin)-ninepuanH-4-kapboHoBoi knucnotu 6ys
ogepXaHui BiANoBIgHO A0 3aranbHoro crnocoby, skuii BuknageHun y npuknagi 83. 3 BuxigHoi etunosoro eqipy 4-
(meToKCK-6eH30ncynbdoHiIN)-ouToBoi kucrotm (12r, 46,5mMmonb) i Bic-(2-xnopo-etvn)-(3-deHin-nponin)amiHy
(24,8r, 93,8Mmonb). Buxia 11,24r (54%); kopunuHese Macno; MS: 446 (M+H)".

4-(4-meTokeu-6eHzoncynbdoHin)-1-(3-cpenHin-nponin)-ninepnamH-4-kapboHoBa kucrnota 6Oyna opgepxaHa 3
BMXigHOI  eTunoBoro  edpipy  4-(4-meTokcu-6eHsoncynbdoHin)-1-(3-denin-nponin)-ninepnanH-4-kapboHoBoI
kucnotn (10,74r, 24,13mmonb), po3umHeHoro B THF:metaHoni 3:1 i 10 N NaOH (40mn). OpepxaHa peakuiiiHa
cymiw 6yna obpobneHa sk BuknageHo B npuknagi 83. Buxig 4,671 (47%); He 30BciM Ginui nopowok; T.nn. 203°C;
MS: 418,2 (M+H)".

3 BuxigHoi 4-(4-meTokcn-6eH3oncynbdoHin)-1-(3-deHin-nponin)-ninepuanH-4-kapboHoBoi  kucnotn (4,37r,
10,4mMonA) | 3a MeToAMKOW, Sika BUKNageHa B npuknagi 83, 6yno suaineHo 1,64r rigpokcuamigy 4-(4-meTokeu-
6eH3oncynbdoHin)-1-(3-deHin-nponin)-ninepnanH-4-kapboHOBOI  KMCNOTU Yy BUMMSAAI He 30BciM 6inoi TBepgoi
peyoBuHn. Buxig 37%; T.nn. 143°C; MS: 432,9 (M+H)+: H AmP (300MrI'y, DMSO-ds): 6 1,92-1,97 (m, 2H), 2,18-
2,29 (m, 2H), 2,47 (g, 2H), 2,58 (T, J=7,7Tu, 2H), 2,6-2,73 (m, 2H), 3,0-3,06 (M, 2H), 3,60 (g, J=12,3I'y, 2H), 3,87
(c, 2H), 7,15-7,30 (m, 7H), 7,68 (g, J=9'y, 2H), 9,3 (c, 1H), 10,1 (c, 1H).

Mpuknag 92

lpopokcnamia 1-tpeT-0yTnn-4-(4-meTokcn-6eH3oncynboHin)-ninepmanH-4-kapboHOBOT KMCNOTU

TpeT-6yTun-6ic-(2-xnopo-etnn)-amiH 6yB oaepxaHuii BignoBiAHO 40 3aranbHOro cnocofy, KU BUKNAOEHUA y
npuknagi 83. 3 BuxigHoi TpeT-byTun-gietaHonaminy (6r, 37,2mmons). Buxig 11,15r, (99%); 6ina TBepaa pe4oBuHa;
MS: 197,8 (M+H)".

Etunosun edip 1-tpeT-6yTnn-4-(4-metokcn-6eH3oncynboHin)-ninepnamH-4-kapboHoBoi  kucnotu  6yB
ogepkaHui BigNoBIgHO OO 3aranbHoro cnocoby, sSkui BuknageHun y npuknagi 83. 3 BuxigHoi eTnnosoro edipy 4-
(meToKCK-6eH30mncynbgoHin)-outoBoi kucnotn 910r, 38,76mmonb) i TpeT-0yTnn-6ic-(2-xnopo-etun)-aminy (5,25r,
22,53mmons). Buxig 5,37r, (62%); kopuuHese macro; MS: 384 (M+H)™.

1-TpeT-6yTnn-4-(4-meTokcn-6eH3oncynboHin)-ninepuanH-4-kapboHoBa kncnota Oyna ogepkaHa i3 BUxigHoi
etunosoro edipy  1-Tper-6yTnn-4-(4-meTokcun-6eHsoncynboHin)-ninepnanH-4-kapboHosoi  kucnotn  5,37r,
14mmonb), po3duHeHoro B meTtaHoni (300mn) i 10 N NaOH (23mn). OpgepxaHa peakuiiHa cymiw 6yna obpobneHa



SK BUKNazeHo B npuknagi 83. Buxig 1,52r (30,6%); 6inuit nopotwuok; T.nn. 204°C; MS: 356 (M+H)".

3 BuxigHoi  1-TpeT-OyTun-4-(4-metokcu-6eH3oncynbdoHin)-ninepuanH-4-kapboHosoi  kucnotn  (320wmr,
0,9vMonb) | 3a MeToauMKo, sika BUKNageHa B npuknagi 83, 6yno suaineHo 190mr rigpokcuamigy 1-Tpet-Oytun-4-
(4-meTokcn-6eH3oncynboHin)-ninepuanH-4-kapboHOBOT KUCIOTU Yy BUMAAi 3eneHoi TBepAoi peyoBuHW. Buxig
52%; T.nn. 40°C; MS: 371,1 (M+H)"; 'H AMP (300MI, DMSO-de): & 1,29 (c, 9H), 1,54 (m, 2H), 1,66 (M, 2H), 2,39
(m, 2H), 2,98 (m, 2H), 3,88 (c, 3H), 7,18 (g8, 2H), 7,67 (4, 2H).

Mpuknag 93

Fopokcnamig 1-6yTun-4-(4-metokcn-6eH3oncynboHin)-ninepuanH-4-kapOoHOBOI KMCNOTU

ByTun-6ic-(2-xnopo-etun)-amiH O0yB ofepXaHui BiAMOBIAHO A0 3aranbHOro crnocoby, SKMW BUKNaAEHUR y
npuknagi 83. 3 BuxigHoi N-byTtungietaHonaminy (6r, 37,2mmons). Buxig 11,3r, (99%); 6inui nopowok; T.nn.
165°C; MS: 197,9 (M+H)".

Etunosun edip 1-6ytun-4-(4-metokcn-6eH3oncynbgoHin)-ninepmanH-4-kapboHoBoi kncnotn OyB ogepkaHui
BiJNOBIQHO OO 3arafnbHOro crnocoby, SKUn BUKNageHun y npuknagi 83. 3 BuxigHoi eTunosoro edipy 4-(MeTokcu-
6eH3oncynbdoHin)outoBoi kucnotm (5r, 19,38mmonb) i 6yTun-6ic-(2-xnopo-etun)-amiHy (4,52r, 19,38Mmonb).
Buxig 6,86r, (93%); kopuuHese macno; MS: 384 (M+H)™.

1-6yTnn-4-(4-metokcu-6eH3oncyneoHin)-ninepuann-4-kapboHoBa kucriota Oyna ogepxaHa 3 BUXIOHOI
etunosoro  edipy  1-6ytun-4-(4-metokcn-6eH3oncynbdoHin)-ninepuanH-4-kapboHosoi  kucnotn  (6,42r,
16,8MMoMb), posdmHeHoro B MeTaHomi (200mn) i 10 N NaOH (20mn). OpgepxaHa peakuiiHa cymiw ©Oyna
06pobreHa Ak BUKNaaeHo B npuknagi 83. Buxia 1,6r (27%); 6inuit nopotwuok; T.nn. 206°C; MS: 356,4 (M+H)".

3 BuxigHoi 1-06yTun-4-(4-meTokcn-6eH3oncynbdoHin)-ninepuanH-4-kapboHosoi kucnotn (1,51r, 4,3mmons) i
3a MeToAuKol, sika BuknageHa B npwuknagi 83, 6yno BugineHo 200mr rigpokcuamigy 1-6ytun-4-(4-meTokcu-
6eH3oncynbdoHin)-ninepuanH-4-kapboHOBOT KMCNOTK Y BUMSAI He 30BCiM 6inoi TBepaoi pedoBuHU. Buxig 9,3%;
T.nn. 75°C; MS: 371,1 (M+H)"; 'H AMP (300MIy, DMSO-ds): § 0,87 (T, J=7,2l'1, 3H), 1,27 (m, 2H), 1,59 (M, 2H),
2,27 (m, 2H), 245 (m, 2H), 2,50 (m, 2H), 2,97 (m, 2H), 3,88 (c, 3H), 7,18 (g, 2H), 7, 69 (g, 2H).

Mpuknag 94

lgpokcuamig 1-umknookTun-4-(MeTokcu-6eH3oncynbgoHin)-ninepuanH-4-kapOoHOBOI KMCINOTH

Linknooktun-6ic-(2-xnopo-etun)-amiH 6yB ogepxaHui BignoBigHO 4O 3aranbHOro cnocoby, SKUn BUKITALEHWUIA
y npuknagi 83. 3 BuxigHoi N-uuknookTungietaHonaminy (6r, 28mmons). Buxig 10r, (99%); He 3oBcim Gina TBepaa
pedoBuHa; T.nn. 158°C; MS: 251,9 (M+H)+.

ETtvnosun edip  1-umknookTnn-4-(Metokcu-6eH3oncynegoHin)-ninepuamnH-4-kapboHoBoi  knucnotn  6yB
ofepXaHui BigNOBIQHO OO 3aranbHoro cnocoby, skui BrknageHwun y npuknagi 83. 3 BuxigHoi etnnosoro edipy 4-
(MeTokcmK-6eH3omncynbdoHin) outoBoi kucnotn (5r, 19,4mmons) i uMknookTun-6ic-(2-xnopo-etun)-aminy (5,57r,
19,4mmons1). Buxia 8,2r, (96%); kopuduHese macno; MS: 438 (M+H)".

1-uuknookTnn-4-(MetTokcun-6eH3oncyneoHin)-ninepuanH-4-kapboHoBa kucnota Oyna ogepxaHa 3 eTUIOBOrO
edipy  1-UMKNOOKTUN-4-(MeToKCcn-6eH3oncynbdoHin)-ninepnanH-4-kapboHosoi  knucnotn  (8r,  18,3mmons),
po3unHeHoro B meTaHoni (200mmn) i 10 N NaOH (25mn). OpgepxaHa peakuiiHa cymiw Gyna obpobneHa sk
BMKNaneHo B npuknaai 83. Buxia 2,36r (32%); 6inuii nopowwok; T.nn. 180°C; MS: 410 (M+H)™.

3  BuxigHOi  1-LMKNOOKTUM-4-(MeTOKCU-6eH30MnCynbdoHIn)-ninepnanH-4-kapboHoBoi  kucrotn (2,26,
5,53mmons) i 3a MeToauMKO, sika BUKNageHa B npvknagi 83 6yno sugineHo 570mMr rigpokcnamigy 1-UmMKnooKTun-4-
(MeTokcun-6eH3oncynbdoHin)-ninepnanH-4-kapboHoBoi kncnotu y Burnagi 6inoro nopowky. Buxig 22%; T.nn.
>200°C; MS: 425 (M+H)"; "H AAMP (300MIL, DMSO-ds): & 1,42-1,66 (M, 14H), 1,83 (M, 2H), 2,33 (M, 2H), 2,67 (M,
2H), 3,30-3,51 (m, 3H), 3,88 (c, 3H), 7,17 (g, 2H), 7,66 (g, 2H).

Mpuknag 95

lpopokcuamig 1-eTnn-4-(4-meTokcu-6eH3oncynbdoHin)-ninepnanH-4-kapOoHOBOT KUCMOTH

ETtvnosun edip 1-etun-4-(4-metokcu-6eH3oncynbdoHin)-ninepnanH-4-kapboHOBOI Kncnotu GyB oaepXaHui
BiQMOBIAHO A0 3aranbHOro cnocoby, Skuii BUKNageHui y npvknagi 83.

3 BuxigHoi eTnnosoro edipy 4-(MeTokcu-6eH3oncynbdOoHin)ouToBoi kucnotu (3r, 11,6mmone) i eTun-bic-(2-
xropo-etun)-aminy (2,39r, 11,6mmonb). Buxig 3,09r, (75%); nerkonnaeka kopuyHeBa TBepaa pevoBuHa; MS: 356
(M+H)".

1-eTun-4-(4-metokcn-6eH3oncynboHin)-ninepuanH-4-kapboHoBa kucnota Oyna ofgepxaHa 3 BUXIQHOT edipy
1-eTnn-4-(4-meToken-6eH3oncynbdoHin)-ninepuanH-4-kapboHoBoi  kucnotn (2,42r, 6,8Mmonb), PO3YMHEHOro B
meTaHoni (100mn) i 10 N NaOH (15mn). OgepxkaHa peakuiiHa cymil 6yna obpobneHa sik BUKnageHo B nNpuknagi
83. Buxia 1,29r (58%); 6ina Teepaa peyosuHa; T.nn. 209°C; MS: 328 (M+H)".

3 BuxigHoi 1-eTun-4-(4-meTokcu-6eH30ncynboHIN)-ninepuanH-4-kapboHOBOI KUCNOTU | 38 METOAMKOLO, siKa
BMKNageHa B npuknagi 83, 6ymo BugineHo 1,02r rigpokcuamigy 1-eTun-4-(4-meTtokcu-6eH3oncynbdoHin)-
ninepmanH-4-kapboHOBOI KUCMOTW Y BUIMSAI He 30BCiM 6inoro nopoluky. Buxig 80%; T.nn. 85°C; MS: 343 (M+H)';
'H AMP (300Mru, DMSO-ds): & 0,926 (T, J=7,1T, 3H), 1,68-1,89 (M, 4H), 2,05-2,24 (m, 4H), 2,73 (kB, 2H), 3,85
(c, 3H), 7,07 (g, 2H), 7,64 (g, 2H).

Mpuknap 96

lppokcnamia 1-izonponin-4-(4-metokcn-6eH3oncynbgoHin)-ninepuanH-4-kapboHOBOI KUCNOTH

EtunoBun edpip  1-izonponin-4-(4-metokcu-6eH3oncynbdoHin)-ninepuamH-4-kapboHoBoi  kucnotn  6yB
ogepXaHui BiANoOBIgHO 0 3aranbHoro crocoby, skui BuknageHun y npuknagi 83. 3 BuxigHoi eTnnosoro edipy 4-
(meTokcm-6eH3oncynbdoHin)outoBoi  kucnotn (5,7r, 22,2mmons) i isonponin-6ic-(2-xnopo-eTun)-amivy  (4,9r,
22,2mmons). Buxia 5,64r, (68%); nerkonnaska KopuyHeBa Teepaa peyosuHa; MS: 370 (M+H)".

1-izonponin-4-(4-meTokcu-6eH3oncynbgoHin)-ninepuanH-4-kapboHoBa kucrota Gyna oaepxaHa 3 BUXIOHOI
etunoBoro  ediipy  1-izonponin-4-(4-meTokcu-6eH3oncynboHin)-ninepuanH-4-kapboHosoi  kucnotn (5,6,
15,2mMMon5), po3umHeHoro B MeTaHoni (75mn) i 10 N NaOH (25mn). OpepxaHa, peakuiiHa cymiw ©Oyna
o6pobreHa sk BMKNaaeHo B npuknazi 83. Buxia 2,18r (42%); 6inuit nopolwuok; T.nn. 204°C; MS: 341,9 (M+H)".

3 BuxigHoi  1-izonponin-4-(4-meTokcu-6eHsoncynbdoHin)-ninepnanH-4-kapboHosoi  kucnotm (2,13,
6,25MMmonb) | 3@ MeToAMKOLO, Sika BMKNadeHa B npuknagi 83, 6yno suaineHo 590Mr rigpokcmamigy 1-isonponin-4-
(4-meTokcm-6eH3oncynbdoHin)-ninepnanH-4-kapboHoBOi KMCnoTn y Burnsaai 6inoro nopowky. Buxig 2,4%; T.nn.
75°C; MS: 357 (M+R)"; '"H AMP (300Mr, DMSO-ds): & 1,21 (A, J=6,6I"1, 6H), 2,33-3,53 (M, 9H), 3,88 (c, 3H),



7,16 (g, 2H), 7,66 (g, 2H).

Mpuknap 97

Fopokcnamia 1-meTun-4-(4-meTokcu-6eH3oncynbdoHin)-ninepnanH-4-kapOoHOBOT KUCMOTH

ETtunosun ecdip 1-metun-4-(4-metoken-6eH3oncynbgoHin)-ninepmanH-4-kapboHoBOI KMcnoTn 6yB oaepXaHui
BiJNOBIQHO [0 3aranbHOro cnocoby, Skui BUKNageHun y npuknagi 83. 3 BuxigHoi etunosoro edipy 4-(MeTokcu-
6eH3oncynbdoHin)ouToBoi kncnotu (3r, 11,6mMmonb) i MeTun-6ic-2(-xnopo-eTun)-aminy (2,2r, 11,6mmonb). Buxig
3,09r, 75%; nerkonnaeka kopuyHeBa TBepaa peuosuHa; MS: 342 (M+H)".

1-meTun-4-(4-meTokcn-6eH3oncynbgoHin)-ninepuanH-4-kapboHoBa kucnota Oyna opepxaHa 3 BUXIZHOI
etunosoro edipy 1-meTtnn-4-(4-meTokcu-6eHsoncynbdoHin)-ninepuanH-4-kapboHoBoi kucnotu (8,7r, 25,6mMmonb),
po3sunHeHoro B metaHoni (300mn) i 10 N NaOH (35wmn). OpgepxaHa peakuinHa cymiw 6yna obpobreHa sk
BUKMageHo B npuknagi 83. Buxia 3,23r (41%); 6ina Teepaa pedosuHa; T.nn. 204°C; MS: 313,9 (M+H)".

3 BuxigHoi 1-meTnn-4-(4-metokcn-6eH3oncynbdoHin)-ninepuanH-4-kapboHosoi kucnotn (2,0r, 6,38MMorb) i
3a MEeToOMKOK, sika BuknageHa B npuknagi 83, 6yno BuaineHo 1,10r rigpokcuamigy 1-meTtnn-4-(4-meTokcu-
6eH3oncynbdoHin)-ninepmanH-4-kapboHOBOT KNCNOTKN Yy BUMSAI )XOBTOro nopowky. Buxig 53%; T.nn. 89°C; MS:
329 (M+H)"; "H AMP (300MI, DMSO-de): 5 1,67-1,76 (M, 2H), 1,85-1,96 (M, 2H), 2,05 (c, 3H), 2,17 (a, J=11,4Iy,
2H), 2, (@, J=10,4T"u, 2H), 3,83 (c, 3H), 7,02 (g, 2H), 7,62 (g, 2H).

Mpuknag 98

lopokcnamia 1-6eH3un-4-(4-6yTokcun-6eH3oncynegoHin)-ninepuanH-4-kapGoHOBOI KUCIOTH

ETunosuin egip 1-6eH3nn-4-(4-6yTokcn-6eH3oncynbgoHin)-ninepnanH-4-kapboHOBOI KMCNoTn 6yB oaepxaHui
BiANOBIQHO [0 3aranbHoro crnocoby, sakui BuknageHun y npuknagi 83. 3 BuxigHoi etunosoro edipy 4-(6yTokcu-
6eH3oncynbdoHin)ouToBoi kncnotu (6r, 20Mmons) i Hic-(2-xnopo-etun)-6eHsunamiy (10r, 30mmonb). Buxig 5,151
(56%); »oBTe macno; MS: 460 (M+H)".

1-6eH3nn-4-(4-6yTokcn-6eH3oncynbdoHin)-ninepnanH-4-kapboHoBa kucnota Oyna ogepxaHa 3 BUXIZHOI
etunosoro  ecdipy  1-6eH3un-4-(4-6yTokcn-6eH3oncynegoHin)-ninepuanH-4-kapboHosoi  kucnotu  (5,1r,
11,1mMmonb), posvnHeHoro 3 THF:metawoni 3:1 i 10 N NaOH (10mn). OpepxaHa peakuiiHa cywiw Oyna
obpobneHa sk BuKnageHo B npuknaai 83. Buxig 2,66r (56%); He 30Bcim bina TBepaa peyosuHa; T.nn. 210°C; MS:
432 (M+H)".

3 BuxigHoi 1-6eH3unn-4-(4-6yTokcn-6eH3oncynbdoHin)-ninepnanH-4-kapboHoBoi kucnotu (2,61r, 6,06mMMonb) i
3a MeTOAMKOl, fika BuKnageHa B npuknagi 83, 6yno sugineHo 860mr rigpokcnamigy 1-6eH3nn-4-(4-6yTokcu-
6eH3oncynbdoHin)-ninepuanH-4-kapboHOBOI KMCNOTN y BUMSAI He 30BCiM 6Ginoro mopolwky. Buxig 32%; T.nn.
144°C; MS: 446,9 (M+H)"; 'H AMP (300Mr 1, DMSO-dg): § 0,94 (T, J=7,3Iw, 3H), 1,44 (kB, J=7,5IL, 2H), 1,70 (K8,
2H), 2,28-2,32 (m, 2H), 2,50 (g, 2H), 2,74-2,83 (m, 2H), 3,35 (g, 2H), 4,08 (T, J=6,3I'y, 2H), 4,34 (c, 2H), 7,13 (g,
J=8,7, 2H), 7,45 (c, 3H), 7,54 (c, 2H), 7,74 (g, J=8,7, 2H), 9,35 (c, 1H), 10,7 (c, 1H).

Mpuknag 99

lgpokcuamig 1-(4-cpTopo-6eH3mn)-4-(4-MmeTokcH-6eH30ncynbdoHIN)-ninepuanH-4-kapOoHOBOI KMCNoTH

ETtvnosun edip 1-(4-pTopo-6eH3unn)-4-(4-meTokeu-6eH3on-cynboHin)-ninepmanH-4-kapboHoBoI kucnotn 6ys
ofep)XaHui BigNoBIQHO A0 3aranbHOro cnocoby, skui BuknageHun y npuknagi 83. 3 BuxigHoi eTnnosoro edipy 4-
(meTokcmn-6eH30n-cynbgoHin)ouToBoi knucnotu (18,8r, 72,8mmonb) i (4-cpTopo-6eH30n)-6ic-(2-xnopo-eTvn)-amiHy
(20,8r, 73mmonst). Buxia 25r (79%); kopuuHese macno; MS: 436,9 (M+H)".

1-(4-dpTopo-6eH3unn)-4-(4-meTokcn-6eH3oncynboHin)-ninepuanH-4-kapboHoBa kucrnota byna ogepxaHa 3
BMXiZHOI  eTunoBoro ediipy  1-(4-cpTopo-6eH3un)-4-(4-meTokcu-6eH3oncynbgoHin)-ninepuamH-4-kapboHoBOT
kmucnotu (17,4r, 40mmonb), posunHeHoro B TGF:metaroni 3:1 i 10 N NaOH (40mn). OgepxxaHa peakuiiHa cymil
6yna obpobneHa Ak BuknageHo B npuknagi 83. Buxig 10,8r (66%); 6esbapsHa TBepaa peyvoBuHa; T.nn. 154°C;
MS: 408 (M+H)".

3 BuxigHoi 1-(4-cpTopo-6eH3nn)-4-(4-meTokcn-6eH3oncynboHIN)-ninepuanH-4-kapboHoBoi kucnotu (8,14r,
20MmMorb) i 3@ MeTOAMKOM, sika BuknageHa B npuknagi 83, 6yno suaineHo 4,3r rigpokcuamigy 1-(4-dptopo-
6eH3un)-4-(4-meTokcu-6eH3oncynbdoHin)-ninepnanH-4-kapboHOBOT KUCNOTK Y BUrMsAAi He 30BciM 6inoi TBepaoi
pedoBuHU. Buxig 51%; T.nn. 176-178°C; MS: 484,7 (M+H)+; "H amp (300MT'u, DMSO-dg): & 2,12-2,20 (m, 2H),
2,64-2,79 (m, 2H), 3,32-3,45 (m, 4H), 3,87 (c, 3H), 4,31 (c, 2H), 7,14-7,19 (g, J=17Tu, 2H), 7,27-7,33 (g, J=8,1I"y,
2H), 7,50- 7,54 (g, 2H), 7,65-7,68 (g, 2H), 9,38 (c, 1H), 9,75 (c, 1H).

Mpuknag 100

lppokcnamia 1-(4-dpTopo-6eH3mn)-4-(4-0yToken-6eH3oncynbgoHin)-ninepmanH-4-kapboHOBOI KMCNOTU

ETunosun edip - 1-(4-cbTopo-6eH3un)-4-(4-6yTokcu-6eH3oncynbdoHin)-ninepnanH-4-kapboHOBOT KMCNoTK OyB
ogepXaHui BiANoBIgHO o 3aranbHoro crocoby, skui BuknageHun y npuknagi 83. 3 BuxigHoi etnnosoro eqipy 4-
(6yTokcu-6eHzon-cynbdoHin)ouToBoi  kucnotn (6r, 20mMmomb) i (4-dpTOpO-6€H3nn)-bic-(2-xnopo-eTun)-amiHy
(5,73r, 20mmons). Buxia 8,2r (86%); xoBTe Macno; MS: 478 (M+H)".

1-(4-dpTopo-6eH3un)-4-(4-6yTokcn-6eH3oncynbdoHin)-ninepuanH-4-kapboHosa kucnota byna ogepxaHa 3
BUXigHOT  eTunosoro ediipy  1-(4-dpTOpo-6€H3nn)-4-(4-6yToKcn-6eH30r-CynbdoHin)-ninepuanH-4-kap6oHOBOI
kucnotu (4,77r, 10Mmmonb), po3umHeHoro B THF:metaHoni 3:1i 10 N NaOH (10mn). OgepxaHa peakuinHa cymil
byna obpobneHa sik BuknageHo B npuknagi 83. Buxig 3,5r (79%); He 30Bcim Gina TBepaa pevosuHa; T.nn. 114°C;
MS: 450 (M+H)".

I3 BuxigHoi 1-(4-dpTOpo-6eH3umn)-4-(4-6yTokcn-6eH3on-cynbdoHin)-ninepnamH-4-kap6oHoBOT kucnotu (2,24r,
5,0mmonb) i 3a meTogukolo, sika BuknageHa B npuknagi 83, 6yno sugineHo 200mr rigpokcuamigy 1-(4-cptopo-
©eH3un)-4-(4-6yTokcn-6eH3oncynboHin)-ninepuanH-4-kapOboHOBOI KUCNOTK Y BUMMAAI HE 30BCiM Birloro NopoLuky.
Buxig 9%; T.nn. 112°C; MS: 465,9 (M+H)*; "H SIMP (300Mr1, DMSO-ds): & 0,94 (T, J=7,3u, 3H), 1,35-1,50 (M,
2H), 1,68-1,77 (m, 2H), 2,20-2,28 (m, 2H), 2,66-2,77 (m, 2H), 3,77-3,78 (m, 4H), 4,06-4,10 (m, 2H), 4,19 (c, 2H),
7,14-7,19 (g, J=8,7, 2H), 7,27-7,33 (g, 2H), 7,50-7,54 (g, 2H), 7,65-7,68 (g, 2H), 9,34 (c, 1H), 10,55 (c, 1H).

Mpuknag 101

lpopokcnamia 4-(4-metokcn-6eH3oncynboHin)-1-(4-meTokcn-6eH3nn)-ninepunamH-4-kapOoHOBOT KUCTOTH

2-[(2-rippokcu-eTun)-(4-meTokcu-6eH3un)-amiHol-eTaHon 6yB ogep>xaHWiA BigNoBigHO A0 3aranbHOro crnocooby,
AKMN BUKNageHunn y npuknagi 83. 3 BuxigHoi gietaHonaminy (12,0r, 114mmons) i 4-meTokcnbensunxnopugy (14,2r,
100mMmons). Buxig 17,5r (77%); xoBTe macno; MS: 226 (M+H).



4-meToKcnbeH3unn-tic-(2-xnopo-etun)-amiH  6yB oepXaHui BiQMNOBIOHO A0 3aranbHOro cnocoby, Skuia
BMKNageHunn y npuknaai 83. 3 BuxigHoi 4-meTokcu-6eHsnngietaHonaminy (10r, 44mmons). Buxig 10r (75%); xoBTa
TBEpaa peyosmHa 3 T.nn. 55°C; MS: 263,1 (M+H)".

Etunosun edip 4-(4-meTtokcn-6eH3oncynbdoHin)-1-(4-metokcn-6eH3nn)-ninepnamH-4-kapboHOBOI  KMCNOTH
OyB oaepkaHui BiOMNOBIOHO [0 3aranbHOro cnocoly, SKMM BUKNageHun y npuknagi 83. 3 BuxigHoOI eTunosoro
edipy 4-(meTokcn-6eH3oncynbdoHin)-outoBoi kucnot (5,0r, 20mmone) i Bic-(2-xnopetun)-4-meTokcu-6eH3unn)-
aminy (7,0r, 22mmons). Buxig 5,0r (56%); nerkonnaska Teepaa pedosuHa; MS: 448,5 (M+H)".

4-(4-meTokeu-6eHsoncynbdoHin)- 1-(4-meToken-6eHsunn)-ninepnamH-4-kapboHosa kucnota byna ogepxaHa 3
BUXigHOT eTunoBoro edipy 4-(4-meTokcu-6eH3oncynbdoHin)-1-(4-metokcun-6eH3nn)-ninepnanH-4-kap6oHOBOT
kucrotn  (4,2r, 10mMmonb), posdumHeHoro B MetaHoni (30mmonb), 10 N Hatpivrigpokcmay  (10mn),
TeTparigporigpodypaHy (20mn). OpgepxxaHa peakuiiHa cymiw 6yna obpobreHa sk BuknageHo B npuknagi 83.
Buxia 3,0r (71%). Teepaa 6ina peyosuHa 3 T.nn. 190°C; MS: 420,4 (M+H)".

3 BuXigHOi 4-(4-meTokcu-6eH3oncynbdoHin)-1-(4-meTokeu-6eH3nn)-ninepnanH-4-kapboHoBOI  KMCMOTK | 3a
METOAMKOI, fka BUKNageHa B npuknagi 83, 6yno sugineHo 1,2r rigpokcmamigy 4-(4-meTokcu-6eH3oncynbgoHin)-
1-(4-MeTOKCV|-6eH3mn)-ninepMp,MH-4-|<aP60HOBo'|' kMcnotu y Burnsagi 6inoi TBepgoi pevosuHmn 3 T.on. 175°C (HCI);
Buxia: 1,2r, 59%; MS: 433,0 (M+H)"; '"H AMP (300MI ", DMSO-dg): 5 1,8 (m, 4H), 2,3 (M, 2H), 2,73 (m, 2H), 3,37
(8, 2H), 3,76 (c, 3H), 3,88 (c, 3H), 6,87 (g, 2H), 7,21 (g, 2H), 7,65 (g, 2H), 9,2 (ywwp.c, 1H), 10,9 (ywwup.c, 1H).

Mpuknag 102

lppokcnamig 4-(4-meTtokcu-6eH3oncynboHin)-1-[2-(4-meTokcundeHin)-eTnn]-ninepmanH-4-kapboHoBoT
KMCIoTK

2-{(2-rigpokcu-etnn)-[2-(4-meTokcu-deHin)-eTunl-amiHo}-eTaHon GyB ofepkaHui BigNOBIAHO 4O 3aranbHOro
cnocoby, skui BuknageHun y npuknagi 83. 3 BuxigHoi aietaHonamiHy (910,0r, Hagnuwok) i 1-(2-xnopeTtun)-4-
meTokcubeHsony (8,5r, 50mmons). Buxig 11r, (92%); xosTe macno; MS: 240 (M+H)".

BignosigHui guxnopug, Gic-(2-xnopo-eTun)-(4-meTokcu-ceHin-2-etun)-amiH 6yB ofepxaHuiA BiaNoBiAHO [0
3aranbHoro crnocoby, skui BuknageHun y npuknagi 83. 3 BuxigHoi 2-{(2-rigpokcu-eTun)-[2-(4-meToKkcn-deHin)-
eTun]-amiHo}-eTaHony (10r, 41,8Mmonb). Buxig 11r (95%); kopndaHese macno; MS: 277,2 (M+H)".

Etvnosun  edip  4-(4-metokcu-6eH3oncynbgoHin)-1-[2-(4-meTtokcundeHin)-eTun]-ninepuaunH-4-kapboHoBOT
KMcnotTn OyB ofepXaHui BiOMOBIAHO OO0 3aranbHOro crnoco®y, Sk BuknageHwh y npuknagi 83. 3 BuxigHol
etunosoro edipy 4-(meTokcu-6eHsoncynbdoHin)outosoi kucnotm (5,0r, 20mmonb) i 6ic-(2-xnopo-eTun)-(4-
MeTokcudeHin-2-etun)-amivy (6,4r, 20Mmors). Buxig 6,0r (65%); kopuuHese macno; MS: 462,5 (M+H)".

4-(4-meToKcu-6eH3oncynbdoHin)-1-[2-(4-meTokcudpeHin)-eTun]-ninepnanH-4-kapboHosa KucnoTa byna
ogepxaHa 3 BuxigHoi eTunoBoro edipy  4-(4-meTokcu-6eH3oncynbdoHin)-1-[2-(4-meTokcudeHin)-etunl-
ninepnanH-4-kapboHosoi kucnotu (5,0r, 10,8mmonb) posumHeHoro y THF:metaHoni 3:1 i 10 N NaOH (40mn).
OpepxxaHa peakuinHa cymiw 6yna obpobneHa sk BuknageHo B npuknagi 83. Buxig 4,0r (85%); He 3oBcim 6inun
nopowok; T.nn. 205°C; MS: 434,5 (M+H)".

3 BuXiaHOI 4-(4-meTokcu-6eH3oncynbgoHin)-1-[2-(4-meTokcudeHin)-eTun]-ninepnamH-4-kapOboHOBOI KMCNOTU
(1,5r, 3,46mmonb) i 3a MeTOAMKOIO, sika BUkNageHa B npuknagi 83, 6yno suaineHo 900mr rigpokcuamigy 4-(4-
MeTOKcU-6eH30mcynbgoHin)-1-[2-(4-meTokcudeHin)-etTun]-ninepuanH-4-kapboHOBOI KUCMOTW Y BUMMAAI HE 30BCIM
6inoi TBepAoi peyoBMHN. Buxig 58%; T.nn. 206°C (HCI); MS: 449,5 (M+H)*; "H AMP (300MIu, DMSO-de): & 2,3
(m, 2H), 2,5 (m, 3H), 2,8 (M, 2H), 2,95 (m, 2H), 3,25 (m, 2H), 3,4 (m, 4H), 3,60 (g, J=12,3'y, 2H), 3,77 (c, 3H), 3,99
(c, 3H), 6,9 (g, 2H), 7,1-7,25 (kB, 4H), 7,7 (a8, 2H), 9,3 (c, 1H), 10,6 (c, 1H).

Mpuknag 103

lopokcuamig 4-(4-metoken-6eH3oncynbgoHin)-1-(2-cberin-etun)-ninepmanH-4-kapboHOBOI KMCNOTU

2-[(2-rippokcu-eTun)-(2-deHin-etun)-amiHo]-etaHon 6yB ogepxaHuii BignoBigHO A0 3aranbHOro cnocoby, aKui
BUKNageHun y npuknagi 83. 3 BuxigHoi pgietaHonamivy (6,0r, 57mmonb) i 2-6pomo-etmunbensony (9,0r,
48,3mMmonb). Buxia 9r, (90%); xoeTe macno; MS: 210 (M+H)".

Bic-(2-xnopo-etun)-(2-eHin-etun)-amiH 6yB ogepxaHuWn y BIiANOBIOHOCTI 3 3aranbHUM CMNOCOOOM, SKWUIA
BMKNnageHnn y npuknagi 83. 3 BuxigHoi 2-[(2-rigpokcn-eTun)-(2-enin-etun)-amiHo]-etaHony (8,5r, 40,6MMornb).
Buxia 11r (95%); kopuuHese macno; MS: 247,1 (M+H)".

Etunosun edip 4-(4-meTtokcu-6eH3oncynbdoHin)-1-(2-cdeHin-etun)-ninepuamH-4-kapboHoBOi  Kncnotu 6ys
ogepXaHui BigNoBigHO o 3aranbHoro crocoby, skui BuknageHun y npuknagi 83. 3 BuxigHoi etunosoro eqipy 4-
(4-meTokcun-6ensoncynbdoHin)-1-(2-deHin-etun)-ninepuanH-4-kapboHosoi  kucnotn (5,0r, 20mmonb) i Gic-(2-
xrnopo-etun)-(2-oeHin-etun)-aminy (5,6r, 20mmons). Buxig 5,5 (63%); kopnuHese macno; MS: 432,5 (M+H)".

4-(4-meTokeu-6eHsoncynbdoHin)-1-(2-enin-etun)-ninepnanH-4-kapboHoBa  kucnota 6Oyna opgepxaHa 3
BUXiOHOT eTunoBoro egipy 4-(4-meTtokcu-6eH3oncynbdoHin)-1-(2-ceHin-eTun)-ninepnanH-4-kapboHOBOT KUCNOTH
(3,0r, 6,9mmonb), posunHeHoro B THF:metaHoni 3:1 i 10 N NaOH (40mn). OgepxaHa peakuiiHa cymiw 6yna
06pobneHa sk BuknageHo B npuknagi 83. Buxig 2,0r (72%); He 30Bcim 6inun nopowok; T.nn. 208°C; MS: 404,5
(M+H)".

3 BuxigHoi 4-(4-meTokcu-6eH3oncynbdoHin)-1-(2-derin-etnn)-ninepmgnH-4-kapboHosoi  knucnotn  (1,5r,
3,7vmMornb) | 3a MeToaMKOlO, SiKa BUKNageHa B npuknagi 83, 6yno suaineHo 900mr rigpokcuamigy 4-(4-meTokcu-
©eH3oncynbgoHin)-1-(2-dpeHin-eTnn)-ninepuanH-4-kapOoHOBOT  KACMOTW Yy BUMSiAI He 30BciM 6inoi TBepgoi
peyoBuHn. Buxig 58%; T.nn. 205°C (HCI); MS: 419,4 (M+H)+; "H amP (300Mru, DMSO-dg): 6 2,3 (m, 2H), 2,5 (m,
3H), 2,8 (m, 2H), 2,95 (m, 2H), 3, 25 (M, 2H), 3,4 (m, 4H), 3,9 (c, 3H), 7,22-7,8 (m, 9H), 10,6 (c, 1H), 11,2 (ywwp.c,
1H).

Mpuknag 104

lpopokcunamia 4-(4-n-6yToken-6eH3oncynbdoHin)-1-(4-metoken-6eH3nn)-ninepuanH-4-kapboHOBOI KUCNOTH

Etunoesun edip 4-(4-n-6yTokcu-6eH3oncynbgoHin)-1-(4-meTokcu-6eH3un)-ninepmanH-4-kapboHOBOT K1CNOTH
OyB ofepaHui BignoBigHO 4O 3aranbHoro crnocoly, sikMiA BUKNageHun y npuknagi 83. 3 BuxigHoi eTunoBoro
edipy 4-(H-byTokcu-6eH3oncynboHin)-ouToBOoi kucnotu (2,5r, 10MMonb) i 6ic-(2-xnopetun)-4-meTokcu-6eH3unn)-
aminy (3,0r, 10mMmons). Buxig 3,51 (71%); nerkonnaeka Teepaa pedosuHa; MS: 490,5 (M+H)™.

4-(4-n-6yTokcu-6eHsoncynbdoHin)- 1-(4-meTokeu-6eHsun)-ninepnamH-4-kapboHosa kucnota 6yna ogepxaHa 3
BUXigHOI eTunoBoro edipy 4-(4-n-6yTokcn-6eH3oncynbgoHin)-1-(4-metokcn-6eH3nn)-ninepnanH-4-kap6oHoBOI



kucrotn  (3,0r, 6,1mMmonb), posuMHeHoro B MetaHoni  (30mn), 10 N Hatpinrigpokeugy  (10mn),
TeTparigporigpocypaHy (20mn). OgepxaHa peakuiiHa cymilw Oyna obpobrneHa sik BuknageHo B npuknagi 83.
Buxia 1,5r (53%). bina Teepaa peyosuHa 3 T.nn. 207°C, MS: 462,5 (M+H)".

3 BuxigHoi 4-(4-n-6yTokcu-6eH3oncynbdoHin)-1-(4-meTokeu-6eH3nn)-ninepngnH-4-kapboHosoi kucnotu (1,0r,
2mMmons) | 3a MeToauMKo, ska BuKNageHa B npwvknagi 83, 6yno BuaineHo 1,2r rigpokcuamigy 4-(4-n-6yTokcu-
6eH3oncynbdoHin)-1-(4-meTokcn-6eH3unn)-ninepnamH-4-kapboHOBOT KUCNOTK y BUrnagi 6inoi TBepaoi peyoBUHM.
T.nn. 173°C (HCI); Buxig 870Mr, 77%; MS: 477,5 (M+H)*; "H SSMP (300MIL;, DMSO-dg): & 0,9 (T, 3H), 1,4 (M, 2H),
1,7 (m, 2H), 2,3 (m, 2H), 2,5 (m, 2H), 2,7 (m, 2H), 3,3 (m, 2H), 3,5 (m, 2H), 4,1 (T, 2H), 4,3 (m, 2H), 6,97 (g, 2H),
7,14 (g, 2H), 7,48 (g, 2H), 7,7 (8, 2H), 9,4 (ywwup.c, 1H), 10,9 (ywwmp.c, 1H).

Mpuknag 105

lgpokcuamig 4-(4-meToken-6eHsoncynboHin)-1-(3-peHoken-nponin)-ninepnanH-4-kapGoHOBOI KUCNOTH

2-[(2-rigpokcu-eTnn)-(3-dpeHokcmn-nponin)-amiHo]-eTaHon 6yB ogepXxaHuin BiANOBIAHO 4O 3aranbHOro crnocoby,
AKWN BUKNageHun y npuknagi 83. 3 BuxigHoi gietaHonamiHy (15,8r, 151Mmone) i 3-peHokcmnponinbpomigy (21,5r,
100mmons). Buxig 21,31r, (95%); xoBTe macno; MS: 238,1 (M+H)+.

Bic-(2-xnopo-eTun)-(3-deHokcu-nponin)-amiH Oy ogepXaHWM BIiANOBIAHO A0 3aranbHOro crnocoby, AKui
BUMKNageHun y npwknagi 83. 3 BuxigHoi 2-[(2-rigpokcu-eTun)-(3-cheHokcu-nponin)-amiHol-etaHony (20,0r,
84mmonst). Buxig 34,0r (91%); kopuuHese macno; MS: 277,8 (M+H)".

Etunosun edip 4-(4-metokcun-6eH3oncynbdoHin)-1-(3-cdeHokecu-nponin)-ninepmanH-4-kapboHOBOI  KMCAOTH
OyB ofepaHui BignoBigHO [0 3aranbHOro crnoco®y, sikMiA BUKNageHun y npuknagi 83. 3 BuxigHOI eTunoBoro
edipy 4-(meTokcn-6eH3oncynedoHin)ouToBoi kucnotu 95,2r, 20mmone) i 6ic-(2-xnopo-eTun)-(3-peHokcn-nponin)-
aminy (7,0r, 22mmonst). Buxig 6,5r (70%); kopuuHese macno; MS: 462/5 (M+H)".

4-(4-meTokeu-6eHsoncynbdoHin)- 1-(3-peHokeu-nponin)-ninepnanH-4-kapboHoBa kucnoTta byna ogepxaHa 3 3
BMXigHOI eTunoBoro edipy 4-(4-meTokcn-6eH3oncynbdoHin)-1-(3-deHokcn-nponin)-ninepuanH-4-kapboHoBoOI
kucnotu (4,2r, 9,7Mmonb), posdmHeHoro B THF: metanoni 3:1 i 10 N NaOH (40mn). OgepxaHa peakuiiHa cymiLl
6yna obpobneHa sk BuknageHo B npuknagi 83. Buxig 3,0r (75%); He 3oBcim 6inun nopowok; T.nn. 195°C; MS:
434,5 (M+H)".

3 BuxigHoi 4-(4-meTokcu-6eHsoncynbdoHin)-1-(3-dpeHokeu-nponin)-ninepuanH-4-kapboHoBoi kucnotu (2,5r,
5,77mmonb) | 3a MeToAuMKoto, sika BuKknageHa B npuknagi 83, 6yno suaineHo 1,2r rigpokcmamigy 4-(4-meTokcu-
6eH3oncynbdoHin)-1-(3-ceHokcn-nponin)-ninepmanH-4-kapboHOBOI KNCMOTW y BUrMsSAi He 30BCiM 6inoi TBepdoi
pedoBuHU. Buxig 46%; T.nn. 101°C; MS: 448,5 (M+H)+; H ampP (300MTI'y, DMSO-ds): 6 2,18 (M, 2H), 2,3 (m, 2H),
2,58 (m, 2H), 2,6-2,73 (m, 2H), 3,0-3,06 (m, 2H), 3,60 (m, 2H), 3,87 (c, 3H), 4,01 (1, 2H), 6,9-7,7 (m, 9H), 9,33
(ywwp.c, 1H), 10,28 (ywwmp.c, 1H).

Mpuknag 106

lgpokcuamig 4-(4-n-6yTokcu-6eH3oncynbgoHin)-1-(3-peHokcn-nponin)-ninepuanH-4-kapGoHOBOI KUCNOTH

Etunosun edip 4-(4-n-bytokcu-6eHzoncynbdoHin)-1-(3-gpeHokcn-nponin)-ninepuanH-4-kapboHOBOI KMCNOTH
OyB ofepaHwui BignoBigHO OO0 3aranbHOro crnocody, sKMM BuKNageHun y npuknagi 83. 3 BuxigHoi eTunosoro
edipy 4-(byTokcu-6eHsoncynbdoHin) outosoi kucnotn (3,0r, 10Mmmons) i 6ic-(2-xnopo-eTun)-(3-cpeHokcu-nponis)-
aminy (3,0r, 11Mmons). Buxia 4,51 (89%); kopuuHese macno; MS: 504,6 (M+H)".

4-(4-n-6yTokcu-6eHsoncynbdoHin)- 1-(3-peHokeu-nponin)-ninepmgnH-4-kapboHoBa kncnota byna ogepxaHa 3
etunosoro edipy 4-(4-n-6yTokcn-6eH3oncynbdoHin)-1-(3-deHokcn-nponin)-ninepuanH-4-kapboHoBOI  KMCNOTH
(4,0r, 7,9mmonb), podunHeHoro B THF:metaHoni 3:1 i 10 N NaOH (40mn). OpgepxaHa peakuiiHa cymiw byna
0bpobneHa sik BuknageHo B npuknagi 83. Buxig 3,0r (79%); He 30Bcim Ginun nopowok; T.nn. 191°C; MS: 476,5
(M+H)".

3 BuxigHoi  4-(4-n-6yToKcu-6eH3oncynbdoHin)-1-(3-peHokcu-nponin)-ninepnanH-4-kapboHOBOI  KUCHOTK
(700wmr, 1,4mmonA) i 3a MeTOAMKOIO, Sika BuUKNageHa B npuknagi 83, 6yno sugineHo 300mr rigpokcuamigy 4-(4-n-
6yToKCcK-6eH3oncynbdoHin)-1-(3-deHoken-nponin)-ninepuanH-4-kapboHOBOi KMCNOTN Yy BUMMSAI He 30BCiM Ginoi
TBEpOOi pevoBuHN. Buxig 43%; T.nn. 84°C; MS: 491,5 (M+H)+; H AmP (300MI'y, DMSO-dg): 6 0,9 (1, 3H), 1,5 (M,
2H), 1,8 (m, 2H), 2,18 (m, 2H), 2,3 (m, 2H), 2,58 (m, 2H), 2,6-2,73 (m, 2H), 3,2 (m, 2H), 3,40 (m, 6H), 3,97 (T, 2H),
4,1 (1, 2H), 6,9-7,7 (m, 9H), 10,7 (ywwmp.c, 1H), 11,28 (ywwmp.c, 1H).

Mpuknap 107

Fgpokcuamiad-(4-metoken-6eH3oncynbgoHin)-1-(2-deHokecn-eTnn)-ninepuanH-4-kapboHOBOI KMCNOTU

2-[(2-rippokcu-eTun)-(2-deHokcn-eTnn)-amiHol-eTaHon OyB ogepkaHWi BiANOBIAHO [0 3aranbHOro crnocoby,
AKMN BUKNageHun y npuknaai 83. 3 BuxigHoi gietaHonaminy (15,0r, 150mmonb) i 2-xnopo-cbeHetony (15,6r,
100mmons). Buxia 18r, (80%); BesbapsHe macno; MS: 226 (M+H)".

Bic-(2-xnopo-etun)-(2-peHokcu-eTun)-amiH  6yB ofepxaHuid BiQNOBIAHO [0 3aranbHOro crnocoby, SAKuia
BMKNageHni y npuknagi 83. 3 BuxigHoi  2-[(2-rigpokcu-eTun)-(2-deHokcu-etun)-amiHol-etaHony  (20,0r,
88,8MMonb). Buxia 251 (94%); kopuuHese macno; MS: 263,1 (M+H)".

Etunosun edip 4-(4-metokcu-6eH3oncynbgoHin)-1-(2-dpeHoken-eTnn)-ninepnanH-4-kapOoHOBOI kucnotu 6ys
ogepXaHui BigNoBiAHO A0 3aranbHOro cnocoby, KM BUKNadeHun y npuknagi 83. 3 BuxigHoro etunosoro eqgipy
4-(meTokcu-6eHsoncynbdoHin)ouTosoi kucnotn (5,0r, 20Mmonb) i Gic-(2-xnopo-eTun)-(2-geHoKCH-NPonin)-aMiHy
(6,0r, 20mmons). Buxig 5,8r (64%); kopniHese macno; MS: 448,5 (M+H)".

4-(4-meToKCcn-6eH30nCynbdoHIN)-1-(2-cbeHoken-eTun)-ninepuanH-4-kapboHoBa kncnota Oyna opepxaHa 3
BUXiOHOT  eTunoBoro  ediipy  4-(4-meTokcn-6eH3oncynbgoHin)-1-(2-deHokeu-eTvn)-ninepuanH-4-kap6oHoBOT
kmucrnotu (5,0r, 11,1Mmonb), po3umHeHoro B THF:meTaHoni 3:1 i 10 N NaOH (40mn). OgepxaHa peakuiinHa cymil
byna obpobneHa sk BuknageHo B npuknagi 83. Buxig 3,0r (63%); He 3oBcim 6inun nopowok; T.nn. 235°C; MS:
420,5 (M+H)".

3 BuXxigHOi 4-(4-meTokcu-6eH3oncynbgoHin)-1-(2-dpeHokcn-eTun)-ninepuanH-4-kapboHoBoi  kucnotn (2,5r,
5,9MMonb) | 3a MeTOAMKOW, sika BUKNAageHa B npuknagi 83, 6yno suaineHo 1,3r rigpokcuaminy 4-(4-meTokcu-
©eH3oncynbdoHin)-1-(2-peHokcu-eTun)-ninepnamH-4-kapboHOBOT KMCMOTU Yy BUrNSAAi He 30BcCiM 6inoi TBepaoi
pedoBuHu. Buxig 50%; T.nn. 168-172°C (HCI); MS: 435,4 (M+H)+; "H AmP (300MI'y, DMSO-dg): 6 2,3 (m, 2H), 2,5
(m, 2H), 2,9 (m, 2H), 3,4 (m, 4H), 3,5 (m, 2H), 3,7 (m, 2H), 3,9 (c,), 4,4 (m, 2H), 6,9-7,8 (m, 9H), 9,3 (c, 1H), 10,2
(ywwmp.c,1H), 11,3 (c, 1H).



Mpuknap 108

Fopokcnamia 4-(4-n-6yToken-6eH3oncynbdoHin)-1-(2-dpeHokcn-eTnn)-ninepuanH-4-kapOoHOBOI KUCNOTH

Etunosun edip 4-(4-n-6yTokcu-6eH3oncynbgoHin)-1-(2-deHoken-eTnn)-ninepuanH-4-kapboHOBOI  KMCMOTH
OyB oaepkaHui BiONOBIOHO [0 3aranbHOrO Cnocoly, SKMM BUKNageHun y npuknagi 83. 3 BuxigHoOi eTunosoro
edipy 4-(meTokcK-6eH3omncynbgdoHin) ouToBoi kncnotn (2,5r, 10mmone) i Bic-(2-xnopo-eTnn)-(2-cheHoKcK-eTunn)-
aminy (2,98r, 10mmons). Buxig 3,0r (69%); kopuuHese macno; MS: 490,6 (M+H)".

4-(4-n-6yTokcn-6eH3oncynbdoHin)-1-(2-ceHokcun-eTnn)-ninepuanH-4-kapboHoBa kucrota byna ogepxaHa 3
BUXigHOT eTunoBoro  ediipy  4-(4-n-6yTokcn-6eH3oncynbgoHin)-1-(2-cdeHokeun-eTun)-ninepuamnH-4-kap6oHoBOT
kucnoTu (2,5r, 5,76mmonb), posdynHeHoro B THF:meTaHoni 3:1 i 10 N NaOH (40mn). OgepxaHa peakuiiHa cyMmil
6yna obpobneHa sk BuknageHo B npuknagi 83. Buxig 1,51 (56%); He 30Bcim 6inuin nopowok; T.nn. 204°C; MS:
462,5 (M+H)".

3 BuxigHoi 4-(4-n-6yTokcu-6eHsoncynbdoHin)-1-(2-beHoken-eTnn)-ninepuanH-4-kapboHosoi  kucnotu (1,0r,
2,16mmonb) | 3a MeToAMKO, sika BUKNadeHa B npuknagi 83, 6yno sugineHo 600mr rigpokcmamigy 4-(4-n-6yTokcu-
©eH3oncynbgoHin)-1-(2-eHokcu-eTun)-ninepnanH-4-kapboHOBOT KMCMOTU Yy BUrNAAi He 30BciM 6inoi TBepzoi
peyoBMHN. Buxig 58%; T.nn. 112°C (HCI): MS: 477,4 (M+H)"; "H AMP (300MIy, DMSO-dg): & 0,942 (T, 3H), 1,4
(m, 2H), 1,7 (M, 2H), 2,3 (m, 2H), 2,5 (m, 4H), 2,8 (M, 2H), 2,9-3,4 (M, 4H), 3,3 (m, 4H), 4,2 (T, 2H), 4,4 (m, 2H), 6,9-
7,7 (m, 9H), 9,4 (c, 1H), 10,5 (ywmp.c, 1H), 11,3 (c, 1H).

Mpuknag 109

lMpopokcnamin  4-(4-meTtokcm-6eHsoncyn  bgoHin  )-1-[4-(2-ninepuanH-1-in-eTokcn)-6eH3un]-ninepnamH-4-
KapbGOHOBOI KUCIOTH

Bic-(2-xnopo-etun)-[4-(2-ninepuaunH-1-in-eTokcn)-6eH3nn]-amiH 6yB ogepxxaHwWi BigMOBIAHO A0 3aranbHOro
cnocoby, skun BuknageHun y npuknagi 83. 3 BuxigHoi gietaHonaminy (15,0r, 150mmonb) i 4-(2-ninepugnH-1-in-
eTokcm)-6eHsunxopugy (5,9r, 20mmonk). Buxig 5,5r, (85%); KopuuHeBa HaniBTBepga pedoBuHa; MS: 323
(M+H)".

Bic-(2-xnopo-etun)-[4-(2-ninepuaunH-1-in-eTokcn)-6eH3nn]-amiH 6yB ogepXxaHwi BigMOBIAHO A0 3aranbHOro
cnocoby, kv BuknageHun y npuknagi 83. 3 BuxigHoi 2-[(2-rigpokcu-etnn)-[4-(2-ninepuaun-1-in-etoken)-6eH3un]-
aminy (3,22r, 10mMmonb). Buxia 4,0r (92%); kopuuHeBa HanisTeepaa pedosuHa; MS: 361,1 (M+H)".

Etnnosun  edip  4-(4-meTokcu-6eH3oncynbdoHin)-1-[4-(2-ninepuaunH-1-in-eTokcu)-6eH3nn]-ninepuanH-4-
kapboHOBOI KucroTn OyB odepxaHui BiAMOBIQHO A0 3aranbHOro crocoly, KWW BuknageHwun y npuknagi 83. 3
BMXiAHOI eTunosoro edipy 4-(MeTokcn-6eH3oncynbdoHin)ouToBoi kucnotu (5,0r, 20mmonk) i Bic-(2-xnopo-eTun)-
[4-(2-ninepnanKH-1-in-eTokcm)-6eH3un]-aminy (8,6r, 20mmonb). Buxig 6,0r (55%); kopuuHeBe macno; MS: 545,7
(M+H)".

4-(4-meTokcu-6eH3oncynbdoHin)-1-[4-(2-ninepuaunH-1-in-eTokcun)-6eH3nn]-ninepuanH-4-kapboHoBa  kucrnota
Oyna ogepxaHa 3 BMXigHOI eTunoBoro edipy 4-(4-meTokcn-6eH3oncynbgoHin)-1-[4-(2-ninepuamnH-1-in-eTokcm)-
6eH3nn]-ninepmanH-4-kapboHoBoi kucnotn (5,4r, 10mMmornb), posdunHeHoro B THF:metanoni 3:1 i 10 N NaOH
(40mn). OpgepxaHa peakuinHa cymiw 6yna obpobneHa sk BuknageHo B npuknagi 83. Buxig 4,0r (77%); He 30BCiM
6inui nopotwuok: T.nn. 174°C; MS: 517,6 (M+H)".

3 BUXiZHOI 4-(4-meTtokcu-6eH3oncynboHin)-1-[4-(2-ninepuanH-1-in-etokcn)-6eH3un]-ninepnamH-4-
kapboHoBoi kucroTtn (3,5r, 6,78Mmonb) i 3a MeToAMKOW, sika BUKNageHa B npuknagi 83, oyno suaineHo 1,8r
rigpokcmaminy 4-(4-metokcu-6eH3oncynbdoHin)-1-[4-(2-ninepnanH-1-in-etokcn)-6eH3nn]-ninepnamH-4-kap6oHoBOT
KUCNOTW y BUMMSAi Grino-KoBTol TBEpAOi peyoBMHU. Buxia 49%; T.nn. 114°C (HCI); MS: 532 (M+H)"; 'H AMP
(300MI'y, DMSO-ds): 6 1,4-1,6 (m, 4H), 1,9 (M, 2H), 2,3 (m, 2H), 2,8 (m, 2H), 3,4 (m, 4H), 3,9 (c, 3H), 4,2 (m, 1H),
6,9-7,8 (m, 8H), 9,1 (c, 1H), 10,8 (ywwmp.c, 1H).

Mpuknag 110

N-rigpokcu-2-(4-meTokcn-6eH3oncynboHin)-nponioHamiz

Cragia A: lNpuegHaHHs 2-6poMo-nNponioHOBOI KMCIOTK A0 riAPOKCMNamMiHOBOI CMOIW.

4-0-MeTUNriAPOKCUNaMiH-DEHOKCUMETUN-CRIBNONI (CTUPOr-1%-AuBiHinGeHson)-cmona’ (2r, 1,1meke/r) Gyna
nomilleHa B nocyauHy Ans nentugHoro cuHtedy (Chempiass Inc. Part Number CG-1866) i cycneHgosaHa 8 DMF
(20mn). bynu pogani 2-6pomnponioHosa kucnota (0,6mn, 3,0exB.), 1-rigpokcnbeHatpuason rigpat (HOBt, 1,8r,
6,0ekB.) i 1,3-giisonponinkap6ogiimig (DIC, 1,4mn, 4,0exB.). [laHy peakuito CTpyLLyBanu Ha KpyroBomy anapari Ans
CTPYLUYBaHHS NpuW KiMHATHIN Temnepatypi npoTtarom 2-16 rognH. OpgepxaHy peakuito dinbTpyBanu i npomveanu
3a gonomoroto DMF (3x20mn). Hasaxkky cmonuv Buaansnu i nigaasanu Kaiser-tecty. AKLWO AaHWIA TECT NOKa3yBaB
HasiBHICTb BiNlbHOrO aMiHy (cmomna HabyBana GnakMTHOroO BIATIHKY), onucaHe Bulle MpUedHaHHS NOBTOPHOBaNy,
AKWO Hi, TO HaBaxKy cMonu npommsanu 3a gonomorolo DCM (3x30mn), MeOH (2x20mn), i DCM (2x20mn).
(MpomuBaHHA cknaganocs 3 AofgaBaHHA PO3YMHHMKA i MepeMillyBaHHs abo wnsxom 6apboTyBaHHs a3oTom abo
CTpyLlyBaHHsl Ha opbiTanbHOMY Lelkepi npoTsarom 1-5 XBUNKH, i3 noganbLo dinbTpauieo Npu HeraTUBHOMY
Tucky). OgepxaHy CMony CyLUMAN NPU HEraTMBHOMY TMCKY NpM KIMHATHI TemnepaTypi.

Hasaxky cmonu (5-20mr) niggasanu BigwenneHHtio 3a gonomoroto DCM (0,5mn) i TFA (0,5mn) npotsrom 1
roguHn npu KiMHaTHIM TemnepaTypi. Lo peakuito ¢inbTpyBanu i BiaginbTpoBaHy cMony npoMuBanu 3a
ponomoroto DCM (1x1mn). ®inbTpat i NPOMUBHWIA areHT 06'egHyBanu i KOHLEHTPyBanu nNpu HeraTUBHOMY TUCKY B
Savant SpeedVac Plus. Jo6asnsnn metaHon (1mn) i Lo cymiw KoHUeHTpyBanu. oTiM ogepxaHui nNpoaykT
xapakTepu3yBanu 3a fgonomoroto 'H AMP (DMSO-ds) & 4,54 (ks, 1H), 1,83 (g, 3H).

Cragis B: 3amina 6pomigy Ha 4-meTokcubeH3onTion.

N-rigpokcu-2-6pomo-nponioHamigHy cmony, ogepxaHy Ha Ctagii A (0,35r, 1,1 meks/r), 3amiHsanu B 20mn-0Biw
CUMHTUNAUIRHIN npobipui i cycnengyBanu B THF (2mn). Oo6asnsnu 4-metokcmbensontion (90,23mn, 5,0eks.),
nogmg Hatpito (288wmr, 5,0eks.) i 1,8-giazabiunkno[5.4.0lyHgeu-7-eH (DBU, 0,17mn, 3,0ekB.). OgepxaHy peakuito
CTpyLlyBanu npu KiMHaTHIN Temnepatypi npotsarom 12-16 roguH. Lo peakuinHy cymill BunuBanu B UUniHAP
LinpwvLa, NocTa4yeHun NponifieHoBo dpiToto, inbTpyBanu i npoMmueanu 3a gonomoroto DMF (2x2mrn), DMF:Boam
9:1 (2x2mn), DMF (2mn1), MeOH (2x2mn), i DCM (2x2mn). MNMpomuTy cmorny CyLumnu Npu HeraTMBHOMY TUCKY Mpu
KiMHaTHIN TemnepaTypi.

Cragis C: OkuncneHHs cynbdigy Ao cynbdokemay.

N-rigpokcu-2-(4-meToken-6eHsoncynbdoHin)-nponioHamigHy  cmony, ogepxaHy Ha Cragii B (175w,



1,1meks/r), cycnenHgysanm B DCM (3,0mn) i pgobasnanu 70%-un TpeT-OyTunrigpokcunepokcng (1,0mn) i
6eH3oncynbcoHoBy kucroTy (50wmr). [OaHy peakuiviHy cymiw cTpywyBanu Ha opbiTanbHOMYy LieriKkepi npu
KiMHaTHI TemnepaTypi npoTsrom 12-24 roguH. OpgepxaHy peakuiiHy cymiw dinbTpyBanu i npomvBanu 3a
ponomoroto DCM (2x2mn), DMF (2x2mn1), MeOH (2x2mn), i DCM (2x2mn). BigdinbTpoBaHy cMony CyLuMnu npu
HeraTMBHOMY TUCKY NPV KiIMHATHI TemnepaTypi.

Cragis D: OkucneHHs cynbdigy 40 CynbdOHy.

N-rigpokcu-2-(4-meTokeun-6eHsoncynbdoHin)-nponioHamigHy  cmony, ogepxaHy Ha Cragii B (175w,
1,1meke/r), cycneHgysanu B DCM (3,0mn) i gobasnanu mCPBA (180mr). [aHy peakuiiHy cymiw CTpyLuyBanu Ha
opbiTanbHOMY LueVikepi NPy KiMHATHIA TemnepaTypi npotaroMm 12-24 roguH. Lo peakuiiHy cymiw cinbTpyBanu i
npomueanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigdineTpoBaHy cmony
CyLUMAW NPWU HeraTUBHOMY TUCKY MPU KIMHATHI TeMmnepaTypi.

Cragis E: BigwenneHHs N-rigpokcu-2-(4-meTokcn-6eH3oncynboHin)-nponioHamigy Big cMonu.

N-rigpokcu-2-(4-meTokeu-6eHsoncynbdoHin)-nponioHamigHy cmony, ogepxkany Ha ctagii D (73wmr, 1,2meks/T),
cycneHgysanu B DCM (1,0mn) i go6asnsnu TFA (1,0mn). Lito peakuiio cTpywyBanu npoTtaroMm 1 roguvHu npu
KiMHaTHIN TemnepaTypi. [laHy peakuito dinbTpyBanu i cmony npommsanu 3a gonomoroto DCM (2x1mn). ®PinbTpar i
NPOMMBHUIA areHT ob'egHyBanu i KOHUEHTpyBanmu OO Cyxoro crtaHy Ha Savant SpeedVac Plus. [JoGaensnu
MeTaHon (1mn) i ogepXkaHy CyMilll KOHLIEHTpYBanu.

84% @ 215HM; 'H AMP (DMSO-ds) & 10,75 (ywmp.c, 1H), 7,71 (aa, 2H), 7,16 (aa, 2H), 3,87 (c, 3H), 3,83 (ks,
1H), 1,26 (g, 3H).

lMopokcamosi knucnotn 3 Mpuknagis 111-113 cuHTe3yBanu 3 BUKOPUCTaAHHAM BiAMOBIAHWUX BUXIAHWX PEYOBUH i
cnigytoun ctagisam npuknagy 110.

Mpuknag 111

N-rigpokcu-2-(4-meTokcn-6eH3oncynsdOoHiIn)-nponioHamia,.

72% @ 215HMm.

N-rinpokcu-2-(4-meTokcu-GeH30mcyrnboHin)-nponioHamin. 72% @ 215km; 'H AMP (DMSO-dg) & 10,90 &
10,60 (ywwp.c, 1H), 7,95 (ywwup.c, 1H), 7,61 & 7,52 (oa, 2H), 7,15 & 7,10 (aa, 2H), 3,83 & 3,82 (c, 3H), 3,42 &
3,28 (kB, 1H), 1,23 & 0,97 (g, 3H).

Mpuknag 112

N-rigpokcu-2-(3-metun-6ytaH-1-cynbdaHin)-nponioHamia.

74% @ 215HMm.

N-rinpokcu-2-(3-MeTun-6yTaH-1-cynbcharin)-nponionamia. 'H SIMP (DMSO-de) & 10,8 (ywmp.c, 1H), 7,95
(ywwp.c, 1H), 3,45 & 3,31 (kB, 1H), 2,71-2,50 (m, 2H), 1,71-1,46 (m, 3H), 1,33 & 1,25 (g, 3H), 0,94-0,82 (m, 6H).

Mpuknag 113

N-rigpokcu-2-(3-metun-6ytaH-1-cynbdaHin)-nponioHamia.

84% @ 215HMm.

Mpuknag 114

N-rigpokcu-3-meTnn-2-(HadptaniH-2-incynedarin)-6yTvpamig

Crapgis A: NpuegHaHHsA 2-6poMo-3-MeTUN-MacnsHOI KUCNOTK A0 TAPOKCUITaMiHOBOI CMOSW.

4-0-MeTUNTiAPOKCUNaMiH-CDEHOKCUMETUN-CRIBNOMi (CTUPON-1%-AuBiHinGenson)-cmona’ (51, 1,1Meke/r) Gyna
nomiLleHa B NOCYAMHY Os NenTuOHOro cuHTesy i cycnengosaHa B DMF (40mn). Bynu gogaHi 2-6pomo-3-metun-
macnsHa kucnota (9,96r, 10,0exs) i DIC (9,04mn, 10,5ekB.). Lito peakuiviHy cymill cTpywyBanu Ha opbiTanbHOMY
Lienkepi Npy KiMHaTHIN TemnepaTypi npoTtsaroM 2-16 rogwH. OgepxkaHy peakuito inbTpyBanu i npommBanu 3a
pornomoroto DMF (3x30mn). HaBaxky cmonu Bugansnu i nipnaBanu Kaiser-tecty. FAKWO gaHWMIA TeCT nokasyBaB
HasiBHICTb BiNbHOro aMmiHy (cMona HabyBae 6GnakuTHOrO BiATiHKY, OMMCaHe BuLie NpuedHaHHS NOBTOPHOTh, Y
NPOTMBHOMY BWMagKy ofdepxaHy cMony npomwusanu 3a gonomoroo DCM (3x 20mn), MeOH (2x20mn), i DCM
(2x20mn). MpomMUTy cMOMy CyLUINAM NPY HETaTUBHOMY TUCKY MPW KIMHAaTHIN Temneparypi.

Cragisa B: 3amiHa 6pomigy Ha 2-HadpbTaniHTion.

2-6pomorigpokcumaTHa cmona, ogepxaHa Ha Ctapii A (0,15r, 1,1meks/r), 6yna nomiweHa B 20mn-oBy
CUMHTURAUIMHY nNpobipky i cycneHpoBaHa B THF (2vn). bynu gogai 2-Hadtanivtion (138mr, 5,0eks.), noaua
HaTpito (129wmr, 5,0ekB.) i 1,8-giazabiumkno[5.4.0]lyHaeu-7-eH (DBU, 0,078mn, 3,0ekB.). [laHy peakLito CTpyLLyBanu
npu KiMHaTHIA TemnepaTypi npotarom 12-16 roguH. OgepxaHy peakuiiHy CyMill BUMBanu B MONINPOnifeHoBuUi
uuniHAp LWwnpuua, 3anoBHEHWW MoninponineHoBo piTolo, inbTpyBanu i npoMuBanu 3a gonomoroo DMF
(2x2mn), DMF:Boamn 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), i DCM (2x2mn). OgepxaHy CMOoIy CyLiunu npu
HeraTMBHOMY TUCKY MpY KiMHaTHIN Temnepatypi.

Cragis C: OkucneHHs cynbdigy Ao cynbdokeuay.

2-(2-N-HadraniHcynbdaHnin)-N-rigpokcmgnponioHamigHa cmona, ogepxaHa Ha ctagii B (175wmr, 1,1meks/r),
6yna cycneHgoBaHa B DCM (3,0mn) i 70%-omy TpeT-6yTunrigponepokcugi (1,0mn), nicns yoro 6yna gopaHa
6eH3oncynbdoHoBa kucnota (50mr). Lito peakuinHy cymill cTpyllyBanu Ha opbiTansHOMY LUeiKepi Npu KiMHaTHIN
Temnepatypi npotarom 12-24 roguH. OpgepxaHy peakuito dinbTpyBanu i npommsanm 3a gonomoroto DCM (2x2mn),
DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BiginsTpoBaHy cMony Cywuvnu npu HeraTUBHOMY TUCKY Mpu
KiMHaTHIn Temneparypi.

Cragia D: OkucneHHs cynbgigy A0 cynbdoHYy.

2-(2-N-HadTaniHcynbdaHin)-N-rigpokcugnponioHamigHy cmorny, odepxaHy Ha ctagii B (175wmr, 1,1meks/r),
cycneHgysanm B DCM (3,0mn) i pgobasnsnum mCPBA (180mr). [JaHy peakuiiHy Ccymiw CTpylyBanu Ha
opbiTanbHOMY LUeKepi Npu KiMHaTHIA TemnepaTypi npotaroM 12-24 roguH. Lo peakuinHy cymiw cinsTpyBanm i
npomuBanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigginbTpoBaHy cmony
CyLUMW NPU HeraTUBHOMY TUCKY MPU KIMHATHI TeMmnepaTypi.

Cragis E: BigwenneHnHs N-rigpokcu-3-metun-2-(Hadtanin-2-incynsdatin)-6ytupamiagy Big cmonu.

2-(2-N-HadTaniHcynbdaHin)-N-rigpokcugnponioHamigHy cmony, ogepxaHy Ha ctagii D (73wmr, 1,2meks/r),
cycneHgysanu B DCM (1,0mn) i go6asnsnu TFA (1,0mn). Lito peakuito cTpylyBanu npoTtaroMm 1 roguvHu npu
KiMHaTHI Temnepatypi. [laHy peakuito dinbTpyBanu i cmony npomusanu 3a gonomoroto DCM (2x1mn). ®inbTpart i
NPOMMBHUIA areHT ob'egHyBanu i KOHUEHTpyBanmu OO Cyxoro cTaHy Ha Savant SpeedVac Plus. JoGasnsnu



meTaHon (1mn) i oaep)aHy CyMill KOHLEHTPYBarnu.

83% @ 215HM; LCMS (APl-enektpopo3nuneHHsi) m/z 276 (M+H)*; 'H SSMP (DMSO-ds) & 10,7 (ywwup.c, 1H),
7,91 (ywmp.c 1H), 7,91-7,81 (m, 4H), 7,55-7,45 (m, 3H), 3,41 (g, 1H), 2,09-1,97(m, 1H), 1,05 (g, 3H), 0,97 (g, 3H).

lppokcamosi knucnotn 3 Mpuknagis 115-118 cuHTesysanu 3 BUKOPUCTaAHHAM BIAMOBIAHWUX BUXIOHWX PEYOBUH i
cnigytouu ctagisam y npuknagi 114.

Mpuknapg 115

N-napokcu-3-meTnn-2-(Hadptanin-2-incynbgiHin)-oyTmpamia.

67% @ 215HMm.

Mpuknag 116

N-rigpokcu-3-meTun-2-(HadTaniH-2-incynsdoHin)-6yTupamia,.

97% @ 215Hm; LCMS (APIl-enekTpopoanuneHHst) m/z 308 (M+H)".

Mpuknag117

N-rigpokcu-3-meTun-2-deHeTuncynbdiHin-6ytrpamia.

93% @ 215HMm; LCMS (APIl-enekTpopoanuneHHst) m/z 254 (M+H)".

Mpuknag 118

N-rigpokcu-3-meTun-2-deHeTmncynedoHin-bytupamia.

97% @ 215Hm; LCMS (APIl-enekTpopoanuneHHst) m/z 286 (M+H)".

Mpuknag 119

MeTtunosun edip (1-rigpokcrkapbamoin-nponaH-1-cynegaHin)-oLToBoi KUCNOTH

Cragisa A: MNpueaHaHHsa 2-6poMoMacrisgHOI KUCNOTU A0 rigpOoKCUnamiHOBOI CMOSN.

4-0-MeTUNriAPOKCUNAMiIH-CDEHOKCUMETUN-CRIBNONI (CTUPON-1%-AuBiHiNGeH3on)-cmona’ (5r, 1,1meks/r) Gyna
nomilieHa B NocyauHy Ans NenTUAHOro cuHTesy i cycnengosaHa B DMF (40mn). Bynu gopaHi 2-6pomomacnisiHa
kncnota (3,0mn, 3,0eks.), (HOBt, 4,86r, 6,0ex.) i DIC (3,75mn, 4,0ekB.). [aHy peakuito CTpyllyBanuM Ha
opbiTanbHOMY LIenkepi Npu KiMHaTHIN Temnepatypi npotarom 2-16 roguH. OpepxaHy peakuitio dinbTpyBanw i
npomuBanu 3a gonomoroto DMF (3x20mn). HaBaxky cmonu Buaansnu i nignaesanu Kaiser-tecty. AKWoO gaHun
TECT MokasyBaB HasBHICTb BifbHOro amiHy (cMona HabyBana 6nakuTHOro BigTiHKY), OnucaHe BULLE NPUELHAHHS
MOBTOPIOBANM, SIKLO Hi, TO HaBaXXKy cMonu npomueanu 3a gonomoroio DCM (3x30mn), MeOH (2x20mn), i DCM
(2x20Mmn). OgepxxaHy CMOIy CyLUMW MPU HEraTUBHOMY TUCKY MpKW KIMHATHIN TemnepaTypi.

Cragisa B: 3amiHa 6pomigy meTunTiornikonsatom.

2-6pomorigpokcumatHy cmony, ogepxaHy Ha Cragii A (0,45r, 1,1meks/r) nomiwanum B 20Mn-oBy
CUMHTURAUINHY npobipky i cycneHgysanu B THF (2mn). Jo6asnsnu metunTtiornikonaT (286mr, 5,0eks.), nogmg
HaTpito (404wmr, 5,0eks.) i 1,8 giasabiuunkno[5.4.0lyHgeu-7-eH (DBU, 0,24mn, 3,0ekB.). [JaHy peakuijio CTpyLlyBanu
npu KiMHaTHIA TemnepaTypi npotarom 12-16 roamH. OgepxaHy peakuiiHy CyMill BUMBanv B NOMiNponineHoBui
uuniHAp Lwnpuua, 3anoBHeHW noninponineHoBow piToto, (inbTpyBanu i npoMmuBanu 3a gornomoroto DMF
(2x2mn), DMF:Bogn 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), i DCM (2x2 mn). OgepxXaHy cmony CyLumnu npm
HeraTMBHOMY TUCKY NpW KiIMHaTHIi TeMmneparypi.

Cragia C: OkucneHHs cynbdigy Ao cynbdokemay.

MeTnnoedpipHy cmony (1-rigpokcrkap6amoin-nponaH-1-cynbdaHin)-ouToBoi KUCNOTU, OfepXaHy Ha ctagii B
(150mr, 1,1mexs/r), cycneHgysann B DCM (3,0mn) i 70%-omy TpeT-6yTunrigponepokcugi (1,0mn), nicns yoro
nobaensnu 6eHsoncynbgoHoBy kncnoty (50mr). Lifo peakuinHy cymiw cTpywyBanu Ha opbiTanbHoOMY Lueiikepi
npu KiMHaTHIN Temnepatypi npotarom 12-24 roguH. OgepxaHy peakuito dinbTpyBanu i npomMmBany 3a JONOMOro
DCM (2x2mn), DMF (2x2mn1), MeOH (2x2mn), i DCM (2x2wmn). BigdineTpoBaHy cmony CyLumnu npy HeraTMBHOMY
TUCKY NpU KIMHATHIN TemnepaTypi.

Cragis D: OkmcneHHs cynbdigy A0 cynbgoHy.

MeTunoedipHy cmony (1-rigpokcnkap6amoin-nponaH-1-cynbgaHin)-ouToBoi KUCNOTU, OfepXaHy Ha cTtagii B
(150mr, 1,1meks/r), cycneHaysanu B DCM (3,0mn) i mCPBA (180mr). OaHy peakuiiHy CyMmill CTpyLlyBanu Ha
opbiTanbHOMY LWeikepi Npy KiMHaTHIN TemnepaTtypi npotarom 12-24 roguH. Lio peakuiiy cymiw dinbTpyBanu i
npomuBanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigdinsTpoBaHy cmony
CyLUMMY NPU HEraTUBHOMY TUCKY NPW KIMHATHIN TeMnepaTypi.

Cragis E: BigwenneHnHs metunoBoro edipy (1-rinpokcrkapbamoin-nponaH-1-cynbgaHin)-outoBoi Kucnotm
Big cmonw.

MeTunoecpipHy cmony (1-rigpokcukap6amoin-nponan-1-cynbgaHin)-oLToBOi KUCNOTK, OTpUMaHy Ha cTagii B
(150mr, 1,2meks/r), cycnengysanv B DCM (1,0mn) i go6asnsinu TFA (1,0mn). Lito peakuito cTpyLuyBanu npoTsrom
1 rogvHy nNpu KiMHaTHIA Temnepatypi. [laHy peakuito cinbTpyBanu i cmony npomuBanu 3a gonomoroio DCM
(2x1mn). PinbTpaT | NPOMMBHUIA areHT o6'eAHyBanM i KOHLEHTPyBanu 4o cyxoro ctaHy Ha Savant SpeedVac Plus.
[No6asnsinu meTaHon (1Mn) | ogepxaHy cymill koHUeHTpyeanu. LCMS (API-enextpoposnunenns) m/z 228 (M+H)".

lpapokcamosi knucnotu 3 Mpuknagis 120-124 cuHTesyBann 3 BUKOPUCTAHHAM BiAMOBIAHWMX BUXIOHWUX PEYOBWH i
cnigytoun ctagisam y npuknagi 119.

Mpuknag 120

lgpokcuamig (1-rigpokcukap6amoin-nponax-1-cynbgoHin)-ouToBOi KMCNOTW.

LCMS (APl-enektpopo3nuneHHs) m/z 224 (M+H)".

Mpuknag 121

Fgpokcuamig (1-rigpokcukap6amoin-nponax-1-cynbgiHin)-oLToBOI KUCMOTK.

100% @ 220HM; LCMS (API- enexTtpoposnuneHHs) m/z 240 (M+H)".

Mpuknapg 122

Fiapokcuamiz, (1-rigpokcukap6amoin-nponaH-1-cymnbdatin)-nponioHosoi kucnotn. 'H AMP (DMSO-dg) § 10,7
(ywwp.c, 1H), 4,03 (1, 2H), 2,95 (k8. 1H), 2,75-2,70 (m, 1H), 2,60-2,54 (m, 1H), 1,74-1,66 (m, 2H), 1,58-1,50 (m,
4H), 1,32 (cekcTer, 2H), 0,88 (1, 3H), 0,85 (T, 3H); LCMS (API-enextpoposnunenHs) m/z 264 (M+H)".

Mpuknap 123

lopokcuamig (1-rigpokcukap6amoin-nponax-1-cynbgiHin)-nponioHOBOI KUCNOTK.

83% @ 220HM; LCMS (API-enextpoposnuneHnHs) m/z 280 (M+H)".

Mpuknapg 124



Fopokcuamig (1-rigpokcukap6amoin-nponax-1-cynbgoHin)-nponioHOBOI KACIOTH.

100% @ 220HMm.

Mpuknap 125

2-(4-rippokcubeHsoncynbdaHin)-N-rigpokcu-3-eHin-nponioHamig

Cragia A: MNpuegHaHHs 2-6pomo-3-eHin-nponioHoBOI KNUCNOTK A0 TAPOKCUIamMiHOBOI CMOSK.

4-0-MeToKCHriApOKCUNaMiH-peHOKCUMETUR-CrIiBMoni(CTUpon-1%-auBiHinGenson)-cmony' (5, 1,2mekB/T)
nomilwanu B NocyauHy Ans nentugHoro cuHtesy i cycneHayBanu B DMF (40mn). Job6asnsnu 2-6pomo-3-deHin-
nponioHoBy kucnoty (3,5r, 3,0eks.), HOBt (4,4r, 6,0ek.) i DIC (3,4mn, 4,0ekB.). Lllo peakuito cTpywyBanu Ha
opbiTanbHOMY Lenkepi Npy KiMHaTHIN TemnepaTtypi npotarom 2-16 roguH. OpepxaHy peakuito dinbTpyBanm i
npomuBanu 3a gonomoroto DMF (3x20mn). HaBaxkky cmonu Bugananu i nigoasanu Kaiser-tecty. AKWo gaHuin
TECT MoKa3yBaB HasiBHICTb BiflbHOro amiHy (CMona HabyBana GnakuTHOro BigTiHKY), onucaHe BULLE NPUEAHAHHS
NMOBTOPIOBaNW, SIKWO Hi, TO HaBaXKy cMonu npomueanu 3a gornomoroto DCM (3x20mn), MeOH (2x20mn), i DCM
(2x20Mmn1). OgeprkaHy CMOIy CyLUMNW MPU HEraTMBHOMY TUCKY NpM KIMHATHI TemnepaTypi.

Cragia B: 3amina 6pomigy 4-rigpokcuTiocheHonom.

2-6pomorigpokcumatHy cmony, ogepxaHy Ha Cragii A (0,33r, 1,2mekB/r) nomiwanum B 20Mmn-oBy
CUMHTUNAUINHY Npobipky i cycnengysanv B THF (2mn). o6asnsanu 4-rigpokcuTiodeHon (250mr, 5,0eks.), noamg
HaTpito (404wmr, 5,0ekB.) i 1,8-gia3abiunkno[5.4.0lyHgeu-7-eH (DBU, 0,18mn, 3,0eks.). [JaHy peakuito CTpyLuyBanu
npu KiMHaTHI TemnepaTypi npotaroM 12-16 rogmH. OgepxaHy peakuiliHy CyMmill BUnMBanv B NoninponineHoBui
UMniHAp Lwnpuua, 3anoBHeHW noninponineHoBo dpiTolo, inbTpyBanu i npomuBanu 3a gonomoroto DMF
(2x2mn), DMF:Boamn 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), i DCM (2x2mn). OgepxaHy CMorny CyLumnu npu
HeraTMBHOMY TUCKY NPW KiIMHATHI TeMmneparypi.

Cragis C: OkuncneHHs cynbadigy Ao cynbdokemay.

2-(4-rippokcunbeHsoncynbdaHin)-N-rigpokcu-3-enin-nponioHamigHy cmony, ogepxaHy Ha ctagii B (110wr,
1,1veks/r), cycneHgysanm B DCM (3,0mn) i 70%-Homy TpeT-6yTtunrigponepokemgi (0,73mn), micna yoro
pobasnann 6eHson-cynbgoHoBy kncnoTy (36mr). Lito peakuiiHy cymilw cTpylwlyBanu Ha opbiTanbHOMY LLenkepi
npu KiMHaTHIn TeMnepatypi npoTarom 12-24 roguH. OgepxaHy peakuito dinbTpyBanuy i NpoMm1Banu 3a 4oNoMOro
DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigdineTpoBaHy CMony CyLuMnv Npy HeratuBHOMY
TUCKY NpU KIMHaTHI TemnepaTypi.

Cragisa D: OkucneHHs cynbdigy 40 CynbdOoHy.

2-(4-rigpokcunbeHrsoncynedaHin)-N-rigpokcu-3-enin-nponioHamigHy cmory, ogepxaHy Ha crtagii B (110wr,
1,1meks/r), cycneHagysanu B DCM (3,0mn) i gobasnanu mCPBA (132wmr). [aHy peakuiviHy cyMill CTpyLuyBanu Ha
opbiTanbHOMY LWevikepi Npy KiMHAaTHIA TemnepaTtypi npotarom 12-24 roavH. Liio peakuiiHy cymiw cdinbTpyBanu i
npomueanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BiadinsTpoBaHy cmony
CyLUMMY NPW HEraTUBHOMY TUCKY NPU KIMHATHIN TeMnepaTypi.

Cragis E: BigwenneHHs 2-(4-rigpokcmbeHsoncynbdatin)-N-rigpokcun-3-ceHin-nponioHamigy Big cmMonu.

2-(4-rippokcunbeHrsoncynedaHin)-N-rigpokcu-3-eHin-nponioHamigHy cmorny, ogepxaHy Ha ctagii B (110 wr,
1,2 mexs/r), cycneHgysanu B DCM (1,0 mn) i go6asnsnm TFA (1,0 mn). Lo peakuito cTpywysanu npotsrom 1
roavHU npu KiMHaTHIn Temnepatypi. [aHy peakuito ¢inbTpyBanu i cMmomny npomuBanu 3a gonomororo DCM
(2x1mn). @inbTpaT i NPOMMBHUIA areHT o6'eAHyBanM i KOHLEHTPyBanu 4o Cyxoro ctaHy Ha Savant SpeedVac Plus.
[lo6aBnsiny mMeTaHon (1Mr) i ofepaHy CyMill KOHLeHTpyBanmn. 84% @ 215Hm; 'H AMP (DMSO-ds) & 10,41
(ywwmp.c, 1H), 7,95 (ywwp.c, 1H), 7,30-7,15 (m, 5H), 7,10 (ag, 2H), 6,75 (aa, 2H), 3,53 (k8. 1H), 3,05 (ga, 1H), 2,79
(ag, 1H).

lapokcamosi knucnotu 3 MNpuknagis 126-130 cMHTE30BaHi 3 BUKOPUCTAHHSIM BiANOBIOHUX BUXIAHWUX PEYOBUH i
cnigytoun ctagiam y npuknagi 125.

Mpuknag 126

2-(4-rigpokcnbersoncynbdiHin)-N-napokcu-3-teHin-nponioHamia.

73% @ 215HM.

Mpuknag 127

2-(4-rigpckenbersoncynbdoHin)-N-rigpokeu-3-cerin-nponioHamia.

77% @ 2154m; 'H SIMP (DMSO-dg) 6 10,50 (ywwp.c, 1H), 7,95 (yump.c, 1H), 7,68-7,57 (M, 2H), 7,28-7,17 (m,
3H), 7,08-7,98 (m, 2H), 6,95-6,87 (m, 2H), 3,96 (T, 1H), 3,02 (g, 2H).

Mpuknag 128

2-(4-aueTtunamiHo-6eH3oncynbdaHin)-N-rigpokcu-3-ceHin-nponioHamia,.

86% @ 215HM; "H AMP (DMSO-ds) 5 10,50 (ywmp.c, 1H), 8,13 (ywmp.c, 1H), 7,56-7,12 (m, 9H), 3,67 (k. 1H),
3,08 (an, 1H), 2,84 (nn, 1H), 2,04 (c, 3H).

Mpuknag 129

2-(4-auetnnamiHo-6eHszoncynbdiHin)-N-rigpokcu-3-deHin-nponioHamia.

73% @ 215HMm.

Mpuknag 130

2-(4-auetunamiHo-6eHsoncynbdoHin)-N-rigpokcu-3-ceHin-nponioHamia.

95% @ 215HMm.

Mpuknag 131

MeTtunosuii edip 4-rigpokcukapbamoin-4-(4-meTtaHcynbdaHin-geHincynbgaHin)MacnsaHoi KucnoTu.

Cragis A: lNpuegHaHHs 2-6poMo-5-MeTUnrnyTapoBoi KUCNOTY A0 rigpOoKCMNaMiHOBOI CMOMM.

4-0-MeTOKCHIiAPOKCUNaMiH-DEHOKCUMETUR-CTIIBMONI(CTUPON-1%-AnBiHinGeH3on)-cvony' (4,51,  1,2Meke/r)
nomilanu B NOCYAMHY ANs NenTugHoro cuHtesy i cycneHgysanvu B DMF (40mn). Oobaenanu 3-2-6pomo-5-
metunrmytapat (3,87r, 3,0eks.), HOBt (4,4r, 6,0exB.) i DIC (3,4mn, 4,0exB.). Liio peakuito cTpywysBanu Ha
opbiTanbHOMY Lenkepi Npy KiMHaTHIN TemnepaTtypi npotarom 2-16 roguH. OpepxaHy peakuito dinbTpyBanu i
npomuBanu 3a gonomoroto DMF (3x20mn). HaBaxky cmonu Buaananu i niggasanu Kaiser-tecty. AKWo gaHun
TECT NMoKa3yBaB HasBHICTb BiflbHOro amiHy (cMona HabyBana GnakuTHOro BigTiHKY), onucaHe BuLLE NPUEAHAHHS
MOBTOpPIOBaNM, SIKWO Hi, TO HaBaXKy cMonu npomueanu 3a gonomoroto DCM (3x20mn), MeOH (2x20mn), i DCM
(2x20mn1). OgeprkaHy CMOIy CyLUMNM NPU HEraTMBHOMY TMUCKY NPU KIMHATHI TemnepaTypi.



Cragia B: 3amina 6pomigy 4-rigpokcuTiodheHonom.

2-bpomMorigpokcumaTHy cmony, ogepxaHy Ha Cragii A (0,22r, 1,2mekB/r) nomiwanm B 20Mmn-oBY
CUMHTUNAUINHY NpoBipky i cycneHgysanu B THF (2mn). JoGasnsnu 4-(metuntio)TiodeHon (206mr, 5,0exs.),
nogmg Hatpito (197mr, 5,0exB.) i 1,8-giazabiumkno[5.4.0lyHaeu-7-eH (DBU, 0,12mn, 3,0ekB.). [daHy peakuito
CTpywyBanu npu KiMHaTHIn TemnepaTypi npotsarom 12-16 roguH. OpepxaHy peakuiiHy CyMmill BunvBanu B
noninponineHoBu UWMIHAP LWMApMLUa, 3anoBHEHUIW MNoninponineHoBol ¢piTolo, inbTpyBanu i npoMuBany 3a
ponomoroto DMF (2x2mn), DMF:Boam 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), | DCM (2x2mn1). OgepxaHy cmony
CyLUMAW NpU HeraTUBHOMY TUCKY MPU KIMHATHI TeMmnepaTypi.

Cragis C: OkuncneHHs cynbadigy Ao cynbdokemay.

MetunedipHy cmony  4-rigpokcrkap6amoin-4-(4-metaHcynbgaHin-geHincyneganin)MacnsHoi - KucnoTu,
ogepxaHy Ha ctagii B (73wmr, 1,1meks/r), cycneHgyBanu B DCM (1,5mn) i 70%-Hom TpeT-byTunrigponepokcugi
(0,49mn), nicns yvoro pobaeBnsnu 6eH3oncynbOHOBY KucnoTy (24wmr). Lo peakuinHy cymiw cTpywyBanu Ha
opbiTanbHOMY LUevikepi Npu KiMHaTHIA TemnepaTtypi npoTtaroMm 12-24 rognH. OgepxaHy peakuito dinbTpyBanu i
npomueanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigdineTpoBaHy cmony
CyLUMAY NpWY HeraTUBHOMY TUCKY NMPW KIMHATHI TeMmnepaTypi.

Cragis D: OkucneHHs cynbdigy 80 CynbdOoHy.

MetunedipHy cmony  4-rigpokcrkap6amoin-4-(4-metaHcynbgaHin-eHincyneganin)MacnsHoi - KucnoTm,
ogepxaHy Ha ctagii B (73wmr, 1,1meks/r), cycneHgysanm B DCM (1,5mn) i gobasnanun mCPBA (87wmr). OaHy
peakLuifHy cymill CTpyLUyBanu Ha opOiTanbHOMY LUekepi Npu KiMHATHIA Temnepatypi npotaroMm 12-24 roguH. Lo
peakuinHy cymiw dinbTpyBanu i npommnsanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM
(2x2mn). BigginbTpoBaHy CMOy CyLUMIN NPWY HErATUBHOMY TUCKY NPW KiIMHaTHI TeMnepaTypi.

Cragis E: BigLenneHHs MEeTUNoBOoro edipy 4-rippokcukap6amoin-4-(4-meTtaHcynbgaHin-
deHincynbgarin)mMacnsHoi KUCMNoTu.

MeTtunedipHy cmony  4-rigpokcukap6amoin-4-(4-meTtaHcynbdaHin-geHincynsdaHin)MacnsaHoi  kucnotu,
ogepxaHy Ha ctagii B (73wmr, 1,1mexs/r), cycnengysanvu B8 DCM (1,0mn) i gobasnanu TFA (1,0mn). Lo peakuito
CTpyLUyBanu NpoTarom 1 roguHun npy KiMHaTHIA Temnepatypi. [aHy peakuito dinbTpyBanu i cMony npoMuBanu 3a
ponomoroto DCM (2x1mn). ®inbTpaT i NpoMMBHUIA areHT o6'edHyBanu i KOHUEHTpyBanu O CyXOro CTaHy Ha
Savant SpeedVac Plus. [Jobaenanu metaHon (1mn) i ogepaHy Cymill KoHueHTpyBanu. 77% @ 215Hm; LCMS
(APl-enexTpoposnunenHs) m/z 316 (M+H)".

lopokcamosi knucnotu 3 MNpuknagis 132-139 cMHTE30BaHi 3 BUKOPUCTAHHSIM BiANOBIOHUX BUXIAHUX PEYOBUH i
cnigyroun crtagiam y npuknagi 131.

Mpuknag 132

lgpokcnamia4-rigpokcmkapbamoin-4-(4-metaHcynbdiHin-geHincynbgiHin)-macnsHoi KUCNoTu.

79% @ 215HMm; LCMS (APIl-enektpopoanuneHHst) m/z 348 (M+H)".

Mpuknag 133

Figpokcuamig 4-rigpokcrkapbamoin-4-(4-metaHcynboHin-geHincynboHin)-MacnsHoi KUCNOoTK.

78% @ 215Hm; LCMS (APIl-enexktpopoanuneHHst) m/z 380 (M+H)".

Mpuknag 134

lgpokcnamind-rinpokcrnkap6amoin-4-(4-6pomo-6eH3oncynbdaHin)-mMacnsHoi KUCMOTH.

93% @ 215HM.

Mpuknag 135

ligpokcuamig 4-rinpokcrkapbamoin-4-(4-6pomo-6eH30ncynbaiHin)-MacnsHoi KUCNOTK.

80% @ 215HM.

Mpuknag 136

Figpokcuamig 4-rigpokcrkapbamoin-4-(4-6pomo-6eH30ncynbdOHIN)-MacnsHOI KUCMOTH.

77% @ 215HMm.

Mpuknag 137

Figpokcuamig 4-rigpokcrkapbamoin-4-(2-tpudTopmeTnn-6eH3oncynbdaHin)-macnsiHoi KUCnoTu.

93% @ 215HM.

Mpuknag 138

ligpokcuamig 4-rigpokcrkapbamoin-4-(2-TpudTopmeTun-6eH3oncynegiHin)-macnsHoi KUCNoTw.

72% @ 215HM.

Mpuknag 139

Figpokcuamig 4-rigpokcrkapbamoin-4-(2-TpudTopmeTnn-6eH3oncynbdOHIN)-MacnsiHoi KUCNOTW.

90% @ 215HM.

Mpuknag 140

Fgpokcnamig 2-(3-meTokeun-6eHsoncynbdaHin)aekaHoBoi KUCNOTH.

Crapgis A: NpueaHaHHsA 2-6poMOo-AeKkaHOBOI KUCIOTK A0 TiAPOKCUMITaMiHOBOI CMOSN.

4-0-MeTOKCHIiAPOKCUNaMiH-DEHOKCUMETU-CTIIBMONI(CTUPON-1%-AnBiHinGeH3on)-cvony' (4,51,  1,2MekB/r)
nomilianu B NOCyAuHy ANns nenTuaHoro cuHtesy i cycneHaysanvu B DMF (40mn). Job6aensnu 2-6pomo-aekaHoBy
kucnorty (4,07r, 3,0eks.), HOBt (4,4r, 6,0ekB.) i DIC (3,4mn, 4,0ekB.). Llto peakuito cTpywyBanu Ha opbiTansHOMY
LenKkepi Npy KiMHaTHIN TemnepaTypi npoTaroM 2-16 rogvH. OgepxaHy peakuilo dinbTpyBanu i npomveanu 3a
pornomoroto DMF (3x20mn). HaBaxky cmonu Bugansnu i nipaaBanu Kaiser-tecTy. AKWO OaHWMI TECT nokasyBaB
HasiBHICTb BiNbHOrO aMiHy (cmona HabyBana 6nakMTHOro BIATIHKY), onucaHe BWlle MpuedHaHHs MOBTOPIOBanNM,
AKWO Hi, TO HaBaxKy cMonu npomusanu 3a gonomorolo DCM (3x20mn), MeOH (2x20mn), i DCM (2x20mn).
OpeprkaHy cmory CyLIUn NPy HeraTUBHOMY TUCKY MpW KIMHAaTHIN TemnepaTypi.

Cragia B: 3amiHa 6pomigy 3-meTokcu-6eH30nTionom.

2-6pomorigpokcumaTHy cmony, ogepxaHy Ha Cragii A (0,22r, 1,2meks/r) nomiwanu B 20mn-oBy
CUMHTURAUIHY npobipky i cycnengyBanu B THF (2mn). Jo6asnanu 3-metokcu-6ensontion (185mr, 5,0eks.),
nogug Hatpito (197mr, 5,0eks.) i 1,8-giazabiumkno[5.4.0lyHgeu-7-eH (DBU, 0,12mn, 3,0eks.). HdaHy peakuito
CTpylwlyBanu npu KiMHaTHin Temnepatypi npoTtarom 12-16 roguH. OpepxaHy peakuiiHy Cymill BWnvBanu B
noninponineHoBMn LMNIHAP LWNApUUA, 3anoBHEHW MominponineHoBow GpiTol, inbTpyBanu i npommuBanu 3a
ponomoroto DMF (2x2mn), DMF:Boam 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), i DCM (2x2mn1). OgepxaHy cmorny



CyLUMW NpU HeraTUBHOMY TUCKY MPU KIMHATHI TemnepaTypi.

Cragis C: OkucneHHs cymbdigy Ao  cynbdokeuay.  ligpokcuamigHy — cmony  2-(3-meTokcu-
6eH3oncynbdaHin)gekaHoBoi KUCNOTK, ogepxaHy Ha cTagii B (73wmr, 1,1meks/r) cycneHgysanu B DCM (1,5mn) i
70%-Homy TpeT-6yTunrigponepokcugi (0,49mn), nicnst yoro go6aensnu 6eHson-cynbgoHoBY knucnoTty (24mr). Lo
peakuiiHy Cymill CTpyllyBanu Ha opbiTanbHOMY LUEKepi Mpu KiMHaTHIA TemnepaTypi npoTtarom 12-24 roguH.
OpepxxaHy peakuito dinbTpyBanu i npommsanu 3a gonomororo DCM (2x2mn), DMF (2x2mn), MeOH (2x2wmn), i
DCM (2x2mn). BiggineTpoBaHy CMOIy CyLUMIW NPY HEraTUBHOMY TUCKY NP KiIMHaTHI TeMnepaTypi.

Cragis D: OkuncneHHs cynbdigy 40 CynbdOHy.

lgpokcnamigHy cmony 2-(3-meTokcu-6eH3oncynbdaHin)gekaHoBoi KMCnoTw, odepxaHy Ha crtagii B (73wmr,
1,1meke/r), cycneHgysanu B DCM (1,5mn) i go6asnsanu mCPDA (87wmr). [JaHy peakuiiiHy cymiw cTpyllyBanu Ha
opbiTanbHOMY LueVikepi NpW KiMHATHIA TemnepaTtypi npotaroMm 12-24 roguH. Lo peakuiiHy cymiw cinbTpyBani i
npomueanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigdinbTpoBaHy cmony
CyLUMAW NpU HeraTUBHOMY TUCKY MPU KiIMHATHI TeMmnepaTypi.

Crapis E: BigwenneHHs rigpokcuamigy 2-(3-meTokcu-6eH3oncynbganin)aekaHoBoi KUCNOTH Bi CMOIU.

lpopokcnamigHy cmony 2-(3-meTokcu-6eH3oncynegaHin)aekaHoBoi KUCNoTW, oaepxxaHy Ha ctagii B (73wmr,
1,1meks/r), cycneHgysann B DCM (1,0mn) i go6asnsanu TFA (1,0mn). Lo peakuito cTpywysanu npoTsarom 1
rOAMHW Mpu KiMHaTHIW TemnepaTypi. [aHy peakuito dinbTpyBanm i cmony npomusanu 3a gonomoroio DCM
(2x1mn). @inbTpaT i NPOMMBHUIA areHT 06'eaHyBany i KOHLUEHTPyBanu Ao cyxoro ctaHy Ha Savant SpeedVac Plus.
Ho6Gaensnu metaHon (1mn) i ogepxaHy cyMill KOHUeHTpyBamn. 89% @ 215HM.

lNaopokcamosi kncnotu 3 MNpuknaais 141-145 cMHTE30BaHi 3 BUKOPUCTAHHAM BiANOBIOHUX BUXIAHUX PEYOBUH i
cnigytouu ctagism y npuknagi 140.

Mpuknag 141

Fpopokcnamia 2-(3-meTokcn-6eH3oncynbgiHin)aekaHoBOi KUCNOTU.

96% @ 215HMm.

Mpuknapg 142

lpopokcnamia 2-(3-meTokcn-6eH30mncynbgoHiN)aekaHOBOI KACOTH.

96% @ 215HM.

Mpuknag 143

lpopokcnamia 2-(3-meTokcn-6eH3orncynbgaHin)aekaHoBOi KUCTOTH.

95% @ 215HMm; LCMS (APIl-enekTpopoanuneHHst) m/z 342 (M+H)".

Mpuknapg 144

lpopokcnamia 2-(3-meTokcn-6eH3oncynbgiHin)aekaHoBOi KUCNOTHU.

86% @ 215HMm; LCMS (APIl-enektpopoanuneHHst) m/z 374 (M+H)".

Mpuknag 145

lpopokcnamia 2-(3-meTokcn-6eH30mcynboHIN)aekaHOBOI KACTOTH.

92% @ 215HM.

Mpuknag 146

3-6eH3nnokcun-N-rigpokcun-2-(4-meTaHcynbaHin-6eH3oncynbgatin)-nponioHamig

Cragis A: MNMpuegHaHHs 2-6poMo-3-6eH3MMoKCHNPONiOHOBOI KNCAOTK A0 M4POKCMaMiHOBOI CMOSN.

4-0-MeTOoKCHriApOKCUNaMiH-DEHOKCUMETUR-CTIIBMONI(CTUPON-1%-AnBiHinGeH3on)-cvony' (4,57, 1,2Meke/r)
nomiwanu B NOCYAUHY ONs MenTugHoro cuHTtesy i cycneHgysann B DMF (40mn). Jobaenanu S-2-6pomo-3-
6eH3nnokcu-nponioHoBy kucroty (4,2r, 3,0eks. ), HOBt (4,4r, 6,0eks.) i DIC (3,4mn, 4,0ekB.). Lo peakuito
CTpywyBanu Ha opbiTanbHOMY LUeNKepi Npu KiMHaTHIN TemnepaTypi npotarom 2-16 rogwH. OgepxaHy peakuito
dinbTpyBanu i npommeanu 3a gonomoroto DMF (3x20mn). HaBaxky cMmonu Bugansanu i niggasanu Kaiser-tecty.
AKLWOo OaHuA TeCcT Noka3yBaB HasiBHICTb BiNMbHOrO aMiHy (cmorna HabyBana GnakuTHoOro BiATiHKY), OonvMcaHe BuLle
npuegHaHHs MOBTOPIOBANW, SAKLWO Hi, TO HaBaXKy cMonu npomwBanu 3a gonomoroio DCM (3x20mn), MeOH
(2x20Mmn), i DCM (2x20mn1). OgepxxaHy MOy CyLUMNY NpU HEraTMBHOMY TUCKY NPU KIMHATHI TemnepaTypi.

Cragia B: 3amiHa 6pomigy 4-(meTunTio)TiodpeHonom.

2-6pomorigpokcumatHy cmony, ogepxaHy Ha Cragii A (0,22r, 1,2meks/r) nomiwanum B 20mn-oBy
CUMHTURAUIHY npobipky i cycneHgyesarmu B THF (2mn). Job6aenanu 4-(metuntio)tiodpeHon (206mr, 5,0eks.),
nogug Hatpito (197mr, 5,0eks.) i 1,8-giazabiumkno[5.4.0lyHgeu-7-eH (DBU, 0,12mn, 3,0eks.). OdaHy peakuiio
CTpylwlyBanu npu KiMHaTHin TemnepaTtypi npoTtarom 12-16 roguH. OpepxaHy peakuiiHy Cymill BWnvBanmu B
noninponineHoBun UWMIHAP LWNApUUa, 3anoBHEHUW noninponineHoBow piToo, inbTpyBanu i npomuBany 3a
ponomoroto DMF (2x2mn), DMF:Boam 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), i DCM (2x2mn). OgepxaHy cmony
CyLUMMY NPU HEraTUBHOMY TUCKY NPW KIMHATHIN TeMnepaTypi.

Cragia C: OkucneHHs cynbdigy 4o cynbcokemay.

3-6eH3nnokeun-N-rigpokcu-2-(4-meTaHcynbdaHin-6eHson-cynbatin)-nponioHamigHy CMony, ofepxaHy Ha
ctagii B (73wmr, 1,1meks/r) cycneHgysanu B8 DCM (1,5mn) i 70%-Homy TpeT-6yTunrigponepokcungi (0,49mn), nicns
yoro pobaensinu GeH3on-cynbgOHOBY KkUcnoTy (24mr). Lipo peakuiiHy cymiw cTpywyBanu Ha opbitTanbHomy
Lwevikepi Npu KiMHaTHIA Temnepatypi npotarom 12-24 roguH. OgepxaHy peakuilo ginbTpyBanu i npomyueany 3a
pornomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2wmn). BigginbTpoBaHy cmony cywimnu npu
HeraTMBHOMY TUCKY NpY KiMHaTHi TeMneparypi.

Cragis D: OkmcneHHs cynbdigy Ao cynbgoHy.

3-6eH3nnokeun-N-rigpokcu-2-(4-meTaHcynbdaHin-6eHsoncynbdaxin)-nponioHaMmigHy  cMosy, ogepkaHy Ha
ctagii B (73wmr, 1,1meks/r), cycneHgysanu B DCM (1,5mn) i pobasnsnun mCPBA (87wmr). [aHy peakuiliHy cymiLu
CTpyLUyBanu Ha opbiTanbHOMY LUENKePi Npu KiIMHaTHIN TeMnepaTtypi npoTarom 12-24 roauvH. Lo peakuiiHy cymill
dinbTpyBanu i npomuBanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn).
BiadinbTpoBaHy CMOMy CyLUUIIN NPU HEraTUBHOMY TUCKY MpU KiMHaTHIN TeMnepatypi.

Cragis E: BigwenneHHs 3-6eHaunokcu-N-rigpokcu-2-(4-metaHcynbdaHin-6eHsoncynsdatin)-nponioHamigy
Big cmonw.

3-6eH3nnokeun-N-rigpokcu-2-(4-meTtaHcynbaHin-6eHsoncynbdarin)-nponioHaMmigHy  cMory, ofepkaHy Ha
ctagii B (73wmr, 1,1mexs/r), cycneHgysanu B DCM (1,0mn) i gobasnanu TFA (1,0mn). Lo peakuito cTpywysanu
npotarom 1 roguHM nNpu KiMHaTHIN Temnepatypi. [laHy peakuito ginbTpyBanu i cMony npoMmeanu 3a OMNOMOrow



DCM (2x1mn). ®inbTpaT i npoMmBaHHS 06'eaHyBanu i KOHLEHTPYBanu Ao Cyxoro ctaHy Ha Savant SpeedVac Plus.
Ho6Gasnsnu metaHon (1Mn) i ogepxaHy Cymill KoHUeHTpyBanu. 76% @ 215HMm; LCMS (API-enekTpopo3nuneHHs)
m/z 350 (M+H)".

lopokcamosi kncnotu 3 MNpuknaais 147-151 cMHTE30BaHi 3 BUKOPUCTAHHAM BiAnoOBIOHUX BUXIAHWUX PEYOBUH i
cnigyrouu ctagiam y npuknagi 146.

Mpuknapg 147

3-6eHannoken-N-rigpokcun-2-(4-metaHcynbiHin-6eH3oncynbdiHin-nponioHamia.

70% @ 215HM; LCMS (API-enexTpoposnunenHs) m/z 382 (M+H)".

Mpuknap 148

3-6eHannoken-N-rigpokcun-2-(4-metaHcynboHin-6eH3oncynegoHin)-nponioHamia.

63% @ 215HM; LCMS (APIl-enekTpopo3anuneHHst) m/z 414 (M+H)".

Mpuknag 149

3-6eHannoken-N-rigpokcu-2-(2-xnopo-6eH3oncynbdaHin)-nponioHamia.

90% @ 215HMm.

Mpuknag 150

3-6eH3aunnoken-N-rigpokcu-2-(2-xnopo-6eH3oncynbaiHin)-nponioHamia.

70% @ 215HMm.

Mpuknag 151

3-6eH3unokcu-N-rigpokcu-2-(2-xnopo-6eH3oncynbgoHin)-nponioHami,.

72% @ 215HM.

Mpuknag 152

2-(2-6pomo-6eH3oncynbdaHin)-N-rigpokeu-3-(3H-imigason-4-in)-nponioHamia.

Cragia A: MpuegHaHHsa 2-(2-6pomo-6eH3oncynbdaHin)-N-rigpokcun-3-(3H-imigason-4-in)-nponioHoBOT KNCNOTH
[0 rigpokcMnamMiHoBOI CMONW.

4-0-MeTOoKCUriApOKCUNaMiH-PEHOKCUMETUR-CTIIBMONI(CTUPON-1%-AnBiHinGeH3on)-cvony' (4,51, 1,2Meke/r)
nomiwianu B NOCyAuHy Ans NenTugHoro cuHtesy i cycneHgysanv B DMF (40mn). OJo6asnsnu S-2-6pomo-3-(3H-
imigason-4-in)-nponioHosy kucrnoty (3,55r, 3,0ekB.), HOBt (4,4r, 6,0ekB.) i DIC (3,4mn, 4,0exB.). Liio peakuito
CTpywyBanu Ha opbiTanbHOMY LUEeNKepi Npu KiMHaTHIN TemnepaTypi npotarom 2-16 rogwH. OgepxaHy peakuito
dinbTpyBanu i npommeanu 3a gonomoroto DMF (3x20mn). HaBaxky cMmonu Bugansanu i niggasanu Kaiser-tecty.
AKLWOo OaHu TeCcT Noka3yBaB HasiBHICTb BiNMbHOrO aMiHy (Ccmorna HabyBana GnakuTHoro BiATiHKY), OnMcaHe BULLe
npuegHaHHs MOBTOPIOBAaNW, SKLWO Hi, TO HaBaXKy CMOMM npomuBanu 3a gonomoroio DCM (3x20mn), MeOH
(2x20Mmn), i DCM (2x20mn). OgeprkaHy CMOy CyLUMNM NpU HEraTMBHOMY TUCKY NPK KIMHATHI TemnepaTypi.

Cragis B: 3amiHa 6pomigy 2-6pomTiodeHonom.

2-6pomorigpokcumaTtHy cmory, ogepxaHy Ha Crtagii A (0,22r, 1,2meks/r), nomiwanu B 20Mmi-0BY
CUMHTUNRAINHY npobipky i cycneHgyBarmm B THF (2mn). Oobasnanu 2-6pomtiodpeHon (249mr, 5,0eks.), noamg
HaTpito (197wmr, 5,0ekB.) i 1,8-gia3abiunkno[5.4.0lyHgeu-7-eH (DBU, 0,12mn, 3,0eks.). [aHy peakuito CTpyLlyBanu
npu KiMHaTHI TemnepaTypi npotarom 12-16 roamH. OgepxaHy peakuiiHy CyMill BUMBanv B NOMinNponineHoBui
uuniHAp Lwnpuua, 3anoBHeHW noninponineHoBow piToto, inbTpyBanu i npoMmuBanu 3a gornomoroo DMF
(2x2mn), DMF:Boamn 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), i DCM (2x2mn). OgepxaHy cmony CyLumnu npu
HeraTMBHOMY TUCKY NPW KiIMHaTHi TeMmneparypi.

Cragia C: OkucneHHs cynbdigy Ao cynbdokemay.

2-(2-6pomo-6eH3oncynbdaHin)-N-rigpoken-3-(3H-imigazon-4-in)-nponioHamigHy cmony, ogepxaHy Ha cTagii B
(73wmr, 1,1meks/r) cycneHgyesanm B DCM (1,5mn) i 70%-omy TpeT-Oytunrigponepokeuai (0,49mn), nicna 4yoro
nobaensnu 6eH3oncynboHoBY Kncnoty (24mr). Lo peakuinHy cymiw cTpywyBanu Ha opbiTanbHoOMY Lueikepi
npu KiMHaTHIA Temnepatypi npoTarom 12-24 roguH. OgepxaHy peakuito GinbTpyBanu i NpoMm1Bany 3a AoNOMOro
DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigdinsTpoBaHy cmony Cywwmnny nNpyu HeraTMBHOMY
TUCKY NpU KIMHATHI TemnepaTypi.

Cragis D: OkucneHHs cynbdigy A0 CynbdOHy.

2-(2-6pomo-6eH3oncynbdaHin)-N-rigpokeu-3-(3H-imiga3on-4-in)-nponioHamigHy cmony, oaepxaHy Ha cTagii B
(73wmr, 1,1meks/r), cycnengyBsanun B DCM (1,5mn) i gobasnsnm mCPBA (87wmr). OaHy peakuiiHy cymi
CTpyLyBanu Ha opbiTanbHOMY LUENKePi NpW KiIMHATHIN TeMnepaTtypi npoTarom 12-24 roauH. Lo peakuiiHy cymill
dinbTpyBanu i npomuBanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn).
BiadinbTpoBaHy CMOMy CyLUUIN NPU HEraTUBHOMY TUCKY MpU KiMHaTHIN TeMnepatypi.

Cragis E: BigwenneHHa 2-(2-6pomo-6eHzoncynbdaHT)-N-ngpoken-3-(3H-imigason-4-in)-nponioHamigy Big
CMOnu.

2-(2-6pomo-6eH3oncynbdaHin)-N-rigpoken-3-(3H-imigason-4-in)-nponioHamigHy cMony, ogepXaHy Ha ctagii B
(73wmr, 1,2mexs/r), cycnengysanv 8 DCM (1,0mn) i go6asnanu TFA (1,0mn). Lito peakuito cTpywysanu npotsrom 1
roaAvHU Mpu KiMHaTHIM Temnepatypi. [aHy peakuito ¢inbTpyBanu i cmomny npomuBanu 3a gonomororo DCM
(2x1mn). PinbTpaT | NPOMMBHUIA areHT 06'eAHyBanM i KOHLEHTPyBanu 4o cyxoro ctaHy Ha Savant SpeedVac Plus.
Ho6asnsanu metaHon (1mn) i ogepaHy CyMill KoHUeHTpyBamu. 86% @ 215Hm.

lapokcamosi knucnotu 3 MNpuknaais 153-154 cMHTE30BaHi 3 BUKOPUCTAHHSM BignoBiAHUX BUXIOHUX PEYOBUH i
cnigytoun ctagisam y npuknagi 152.

Mpuknag 153

2-(4-6pomo-6eH3oncynbdiHin)-N-rigpokcu-3-(3-n-imigason-4-in)-nponioHamig,.

69% @ 215HM.

Mpuknag 154

2-(4-xnopo-6eH3oncynbdoHin)-N-rigpokcu-3-(3-n-imigazon-4-in)-nponioHamia.

Mpuknag 155

Fgpokcuamig 2-(3-dpTopdeHincynbdaHin)-5-ryaHiguHo-neHTaHOBOI KUCIOTW.

Crapgis A: NpreaHaHHA 2-6poMo-5-ryaHigHO-NEeHTAHOBOI KUCMOTW A0 FAPOKCUNaMiHOBOT CMOIK.

4-0-MeTOKCHIiAPOKCUNaMiH-DEHOKCUMETUR-CTIIBMONI(CTUPON-1%-AnBiHinGeH3on)-cvony' (4,51,  1,2Meke/r)
nomilanu B NOCYAMHY ANs NenTtugHoro cuHtesy i cycneHgysanu B DMF (40mn). Oob6asnanu 3-2-6pomo-5-
ryaHignHo-neHtaHoBy kucnoty (3,85r, 3,0eks.), HOBt (4,4r, 6,0exs.) i DIC (3,4mn, 4,0ekB.). Llio peakuito



CTpywyBanu Ha opbiTanbHOMY LUENKepi Npu KiMHaTHIN TemnepaTypi npotarom 2-16 roguH. OgepxaHy peakuiio
dinbTpyBanu i npommeanu 3a gonomoroto DMF (3x20mn). HaBaxky cmonu Bugansanu i niggasanu Kaiser-tecty.
AKWo AaHuiA TeCcT NokasyBaB HAasIBHICTb BiNlbHOrO amiHy (Ccmorna HabyBana GnakuTHOro BiATiHKY), OMMcaHe BULLE
npuegHaHHs MOBTOPIOBANM, SIKLWO Hi, TO HaBaXKy CMoONM npomusanu 3a gonomoroio DCM (3x20mn), MeOH
(2x20Mmn), i DCM (2x20mn). OgeprkaHy CMONy CyLIMNM NPU HEraTUBHOMY TWUCKY NPM KIMHATHI TemnepaTypi.

Cragia B: 3amina 6pomigy 3-dTopTiodeHonom.

2-6pomorigpokcumatHy cmony, ogepxaHy Ha Cragii A (0,22r, 1,2mekB/r) nomiwann B 20Mmn-oBy
CUMHTURAUINHY Npobipky i cycneHaysanu B THF (2mn). Oobasnanu 3-dtoptiodeHon (169wmr, 5,0ekB.), nogug
HaTpito (197wmr, 5,0eks.) i 1,8-gia3abiuvkno [5.4.0lyHaeu-7-eH (DBU, 0,12mn, 3,0ekB.). JaHy peakuito CTpyLlyBanu
npu KiMHaTHI TemnepaTypi npoTtaroM 12-16 rogmH. OgepxaHy peakuiliHy Cymill BUnMBanv B NoninponisieHoBui
uMniHAp wnpuua, 3anoBHeHW noninponineHoBo dpiTolo, inbTpyBanu i npomuBanu 3a gonomoroto DMF
(2x2mn), DMF:Boamn 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), i DCM (2x2mn). OgepxaHy cMmorny CyLumnu npu
HeraTMBHOMY TUCKY NPW KiIMHATHI TeMneparypi.

Cragis C: OkuncneHHs cynbadigy Ao cynbdokemay.

lgpokcnamigHy cmony 2-(3-cbTtopdeHincynbdaHin)-5-ryaHiamHo-neHTaHOBOI KUCMOTW, ogepXaHy Ha cTtagii B
(73wmr, 1,1meks/r) cycneHgysamm B DCM (1,5mn) i 70%-omy TpeT-6ytunrigponepokeuai (0,49mn), nicns 4yoro
nobaenanu 6eH3on-cynbOHOBY KMCMOTY (24mr). Lilo peakuiHy cymill cTpywyBanu Ha opbiTanbHOMY LUENKepi
npu KiMHaTHIn Temnepatypi npoTarom 12-24 roguH. OgepxaHy peakuito dinbTpyBany i npomMmsanm 3a 4ONoMOro
DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigdineTpoBaHy CcMony CyLuMnv Npyu HeratuBHOMY
TUCKY NpU KIMHaTHI TemnepaTypi.

Cragis D: OkucneHHs cynbdigy 8o cynbdoHy.

lgpokcnamigHy cmony 2-(3-cbTopdeHincynbdarin)-5-ryaHiamHo-neHTaHoBOI KUCMOTUW, ogepXaHy Ha cTagii B
(73wmr, 1,1mekB/r), cycneHgysann B DCM (1,5mn) i gobasnsnu mCPBA (87wmr). OaHy peakuiiHy cymiw
CTpyLUyBanu Ha opbiTanbHOMY LUEKepi NpKU KiIMHATHIN TemnepaTtypi npotarom 12-24 roguH. Lo peakuiiHy cymill
dinbTpyBanu i npommeanu 3a gonomorolo DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn).
BigdineTpoBaHy cMoOmy CyLUMM Npy HeraTMBHOMY TUCKY NpU KiMHaTHIN TeMneparypi.

Cragia E: BigwenneHHsa rigpokcuamigy 2-(3-dpropdeHin-cynbdanin)-5-ryaHiguHo-neHTaHoBOI KUCNOTK Big
cMonw.

lgpokcnamigHy cmony 2-(3-cbTopdeHincynbdaHin)-5-ryaHiamHo-neHTaHoBOI KUCMOTKW, ogepXaHy Ha cTagii B
(73wmr, 1,2mexs/r), cycnengysanu 8 DCM (1,0mn) i po6asnsnun TFA (1,0mn). Lito peakuito cTpywysanu npotsrom 1
roavHU npu KiMHaTHIn Temnepatypi. [aHy peakuito ¢inbTpyBanu i cmomny npomuBanu 3a gonomororo DCM
(2x1mn). @inbTpaT | NPOMMBHUIA areHT o6'eAHyBanM i KOHLEHTPyBanu 4o cyxoro ctaHy Ha Savant SpeedVac Plus.
Ho6aenanu metaHon (1mn) i ogepxaHy cymill KoHUueHTpyBann. 93% @ 215HMm.

lgpokcamosi kucnotu 3 MNpuknagis 156-159 cMHTE30BaHi 3 BUKOPUCTAHHAM BiANOBIOHUX BUXIAHUX PEYOBUH i
cnigytoun ctagiam y npuknagi 155.

Mpuknag 156

lgpokcnamia2-(3-dpropdeHincynbdiHin)-5-ryaHigMHO-NeHTaHOBOI KMCMOTK.

80% @ 220Hm. LCMS (API-enekTpopoanuneHHs) m/z 317 (M+H)".

Mpuknag 157

lgpokenamig 2-&3-6p0Mcyﬂbd)aHiJ'l)-5-FyaHi,D,I/IHO-I‘IeHTaHOBOT KMCNoTu.

92% @ 220Hm; H AMP (DMSO-dg) & 10,90 (ywwup.c, 2H), 10,41 (ywwp.c, 1H), 7,95 (ywwp.c, 1H), 7,66-7,14
(m, 5H), 3,72 (kB. 1H), 3,13 (kB, 2H), 1,90-1,66 (m, 2H), 1,58-1,43 (2H).

Mpuknag 158

Fgpokcuamig 2-(2-6pomcynbdiHin)-5-ryaHigMHO-NeHTaHOBOT KUCMOTW.

79% @ 220Hm. LCMS (API-enextpopoanuneHHs) m/z 379 (M+H)".

Mpuknag 159

lgpokcuamig 2-(2-6pomcynboHin)-5-ryaHignHo-NeHTaHoBOI KUCAOTH

'H AMP (DMSO-dg) 6 8,03-7,45 (m, 5H), 4,52 (kB, H), 3,16 (kB, 2H), 2,07-1,90 (M, 2H), 1,66-1,59 (2H).

Mpuknag 160

lgpokcnamig 2-(2,5-gnxnopbeH3oncynbgaHin)-oKTaHoBOI KUCNOTH

Cragis A: NpregHaHHA 2-6pOMO-OKTaHOBOI KUCMOTU A0 riJpOKCHaMiHOBOi CMONMW.

4-0-MeTOKCHIiAPOKCUNaMiH-hEHOKCUMETUTI-CTIIBMONI(CTUPOn-1%-anBiHinGeHson)-cvony'  (10,0r,  1,2mexB/r)
nomiLlanu B NOCyauHy Ans NenTUAHOro cuHTesy i cycneHgysanu B DMF (80mn). Jo6aBnsnu 2-6pomMo-0KTaHOBYO
kucnoTty (8,4r, 3,0eks.), HOBt (8,8r, 6,0ekB.) i DIC (7,2mn, 4,0ekB.). Lito peakuito cTpywyBanu Ha opbiTanbHOMY
Lenkepi Npy KiMHaTHIN TemnepaTypi npoTarom 2-16 rogvH. OgepxaHy peakuito dinbTpyBanu i npomvBanu 3a
pornomoroto DMF (3x20mn). HaBaxky cmonu Bugansnu i nigpaasanu Kaiser-tecty. AKWO OaHWMIA TECT NokasyBaB
HasiBHICTb BiNbHOrO aMiHy (cmona HabyBana 6nakMTHOrO BIATIHKY), onucaHe Bulle MpUedHaHHS MOBTOPHBaNy,
AKWO Hi, TO HaBaxKy cMonu npomusanu 3a gonomorolo DCM (3x20mn), MeOH (2x20mn), i DCM (2x20mn).
OpeprkaHy cmory CyLnnmn Npy HeraTUBHOMY TUCKY MPW KIMHaTHI TeMnepaTypi.

Cragia B: 3amiHa 6pomigy 2,5-gmxnopTiodeHonom.

2-6pomorigpokcumaTHy cmony, ogepxaHy Ha Cragii A (0,45r, 1,2meks/r) nomiwanu B 20mn-oBy
CUMHTURAUIAHY Npobipky i cycnengysanu B THF (6mn). Jobasnsanm 2,5-guxnopTtiodeHon (483wmr, 5,0exs.), noama
HaTpito (404wmr, 5,0ekB.) i 1,8-giazabiumkno [5.4.0] yHaeu-7-eH (DBU, 0,24mn, 3,0ekB.). laHy peakuito CTpyLLyBanm
npu KiMHaTHIA TemnepaTypi npotarom 12-16 roguH. OgepxaHy peakuiiHy CyMill BUMBanM B MONINponineHoBni
uuniHAp Wwnpuua, 3anoBHEHWUW MOoMinponineHoBo piTolo, dinbTpyBanu i npoMmuBanu 3a gonomoroo DMF
(2x2mn), DMF:Bogm 9:1 (2x2mn), DMF (2mn), MeOH (2x2mn), i DCM (2x2mn). OgepxaHy cMmorny CyLuvnu npu
HeraTMBHOMY TUCKY NpY KIMHaTHIN Temnepartypi.

Cragis C: OkucneHHs cynbdigy Ao cynbdokeuay.

FpopokcnamigHy cmony 2-(2,5-gnxnop6beH3oncynbgaHin)-oKkTaHOBOI KMCNOTK, odepxaHy Ha ctagii B (150wmr,
1,1mexs/r) cycneHgysanu B DCM (3,0mn) i 70%-omy TpeTt-6ytunrigponepokecugi (1,0mn), nicns 4yoro gobasnsanm
6eH30n-cynbgoHoBy kucnoTy (50mr). Lito peakuinHy cymiw cTpyllyBanu Ha opbiTanbHOMY LLENKePi Npy KiMHATHIN
Temnepatypi npotarom 12-24 roguH. OgepxaHy peakuito dinbTpyBanu i npommeanu 3a gonomoroto DCM (2x2mn),



DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BigginsTpoBaHy cmony Cywiuvnu npu HeraTUBHOMY TUCKY Mpu
KiMHaTHIN TemnepaTypi.

Cragis D: OkucneHHs cynbdigy 40 CynbdOHy.

FpopokcnamigHy cmony 2-(2,5-guxnop6eH3oncynbgaHin)-oKTaHOBOI KMCNOTK, ogepxaHy Ha ctagii B (150wmr,
1,1meke/r), cycneHgysanu B DCM (3,0mn) i gobasnanu mCPBA (180mr). JaHy peakuiiHy cymil CTpyLuyBanu Ha
opbiTanbHOMY LUeVkepi NpKU KiMHaTHIA TemnepaTypi npotaroM 12-24 roguH. Lo peakuinHy cymiw cinsTpyBanu i
npomueanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn1), MeOH (2x2mn), i DCM (2x2mn). BigdineTpoBaHy cmony
CyLUMAW NpU HeraTUBHOMY TUCKY MPW KIMHATHI TeMmnepaTypi.

Cragis E: BigwenneHHs rigpokcuamigy 2-(2,5-anxnop6eH3oncynbdaHin)-oKTaHoBOI KUCNOTH Big CMONW.

lgpokcuamigHy cmony 2-(2,5-guxnop6eH3oncynbdaHin)-okTaHoBOi KMCMOTK, ogepXaHy Ha ctagii B (73wr,
1,2meks/r), cycneHgysanun B DCM (1,0mn) i go6asnsnu TFA (1,0mn). Lo peakuito cTpywysanu npoTsarom 1
rOAMHW Mpu KiMHaTHIW TemnepaTypi. [aHy peakuito dinbTpyBanm i cmony npomusanu 3a gonomoroio DCM
(2x1mn). ®inbTpaT i NPOMMBHUIA areHT 06'eAHyBany i KOHLUEHTPYBanu Ao Cyxoro ctaHy Ha Savant SpeedVac Plus.
[lo6aBnsinu MeTaHon (1Mn) i ofepkaHy CyMmill KoHLeHTpyBanmn. 93% @ 215Hm; 'H AMP (DMSO-dg) & 10,96
(ywwp.c, 1H), 9,26 (ywwp.c, 1H), 7,93-7,76 (m, 3H), 4,07 (k8. 1H), 2,04-1,85 (m, 1H), 1,78-1,64 (m, 1H), 1,32-1,09
(m, 8H), 0,81 (1, 3H).

laopokcamoBi kncnotu 3 MNpuknaais 161-167 cMHTE30BaHi 3 BUKOPUCTAHHAM BignNoBIOHUX BUXIAHUX PEYOBUH i
cnigyrouu ctagiam y npuknagi 160.

Mpuknag 161

lgpokcuamig, 2-(2,5-guxnopbeH3oncynbdoHin)-0KTaHOBOI KUCIIOTW.

96% @ 215HM.

Mpuknag 162

lgpokcuamig 2-(3-meTokcnbeH3oncynbdaHin)-oKTaHOBOI KACIOTW.

86% @ 215HM; LCMS (APIl-enektpopoanuneHHst) m/z 298 (M+H)".

Mpuknag 163

gpokcunamig, 2-{3-meTokcnbeH3oncynbadiHin)-oKkTaHOBOI KUCMOTK.

96% @ 220HM.

Mpuknag 164

lgpokcuamig 2-(3-meTokcnbeH30nCynbOHIN)-OKTaHOBOI KACIOTW.

83% @ 220HMm.

Mpuknag 165

lgpokcuamin2-(3,4-ammeTokcnbeH3oncynbdaHin)-oKTaHoBOI KUCIOTH.

87% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 328 (M+H)".

Mpuknag 166

gpokcuamig2-(3,4-ammeTokcnbeH3oncynbdiHin)-oKTaHOBOI KMCMOTW.

90% @ 215HM.

Mpuknag 167

lgpokcnamig 2-(3,4-AMmMeToKCnGEH30mCybGOHIN)-OKTaHOBOI KUCIOTW.

87% @ 215HMm.

Cnonyku rigpokcamoBoi kucrotu 3 MNpuknagis 168-198 cuHTe30BaHi 3 BUKOPUCTAHHAM BiAMNOBIAHUX BUXIOHUX
peyvoBUH i crigytoun ctagiam y npuknagi 160. HeoumnweHi npoayktn po3yunHsanu B DMSO:metaHoni (1,1, 2mn) i
oumwiany 3sepHeHo-dasosoo HPLC B ymoBax, onncaHux Hukye:

Konotka: ODS-A, 20mMM x 50mMM, po3mip yactuHok 5MkM (YMC, Inc. Wilmington, North Carolina)

Mpapient Yac Booa  AueToHiTpun
PO3YMHHUKA
0,0 95 5
25xB. 5 95
LWBmakicte noToKy: 15mn/xB.
Mpuknag 168

lpopokcnamia 2-(2-6eH3nmigason-2-incynsgaHin)-okTaHoBOI KUCTOTK.
81% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 308 (M+H)".
Mpuknag 169

lgpokcnamin 2-(2-6eH3aokcazon-2-incynegaHrin)-okTaHoBOI KUCTOTK.
72% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 309 (M+H)".
Mpuknag 170

Fgpokcuamig 2-(2-6eH3oTiason-2-incynbgaHin)-oKTaHoBOI KUCMOTH.
72% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 325 (M+H)".
Mpuknag 171

Figpokcuamig 2-(2-nipnamnH-2-cynbgaHin)-oKTaHOBOI KMCMOTW.

76% @ 215Hm; LCMS (APIl-enektpopoanuneHHs) m/z 269 (M+H)".
Mpuknag 172

Figpokcuamig 2-(4-cbeHin-tiason-2-cynbgaHin)-oKTaHOBOI KACIOTH.
97% @ 215Hm; LCMS (APIl-enekTpopoanuneHHst) m/z 336 (M+H)".
Mpuknag 173

Figpokcuamig 2-(2-nipuamnH-2-in-eTnncynegadin)-oKkTaHOBOT KMCINOTU.
84% @ 215Hm; LCMS (API-enexktpopoanuneHHs) m/z 297 (M+H)".
Mpuknag 174

lgpokcuamig 2-(2-deHin-5H-tetpason 5-in-cynbdatin) -oKTaHOBOI KUCNOTU.
67% @ 215HM; LCMS (API-enekTpopo3nunenHst) m/z 338 (M+H)*.
Mpuknag 175

Fgpokcuamig 2-(2-nipa3uH-2-in-eTuncynbgaHxin)-okTaHoBOI KUCNOTU.
98% @ 215HM; LCMS (API-enexTpopo3anuneHHs) m/z 298 (M+H)".
Mpuknag 176



Fpgpokcnamia 2-(1 -metun-’ H-TeTpa3son-5-incynbdaHin)-oKTaHOBOI KUCMOTW.

66% @ 215HM; LCMS (APIl-enekTpopo3anuneHHs) m/z 274 (M+H)"

Mpuknag 177

Fpopokcnamia 2-(2-6eH3nmigason-2-incynegaHtin)-okTaHOBOI KUCTOTH.

81% @ 215HM.

Mpuknap 178

Fpopokenamia 2-(2-nipuamnH-2-cynbaiHin)-oKkTaHOBOT KUCIOTHU.

76% @ 215HMm.

Mpuknag 179

Fpopokcnamia 2-(4-dpeHin-tiason-2-cynbiHin)-oKTaHOBOI KUCIOTW.

78% @ 215HMm.

Mpuknag 180

Fopokcnamig 2-(2-nipa3unH-2-in-eTmncynbgiHin)-oKTaHOBOI KACOTH.

96% @ 215HM; LCMS (APIl-enektpopo3anuneHHst) m/z 314 (M+H)".

Mpuknag 181

lpgpokenamig 2-(3-0Kcm-1 H-6eH3nMiga3on-2-cynbgoHin)-oKTaHOBOT KUCIOTW.

63% @ 215Hm; LCMS (APIl-enekTpopo3anuneHHst) m/z 356 (M+H)".

Mpuknag 182

lopokcnamia 2-(4-deHin-Tiason-2-cynb@OoHin)-oOKTaHOBOI KUCIOTHK.

70% @ 215HM; LCMS (API-enextpoposnunenHs) m/z 383 (M+H)".

Mpuknag 183

lgpokcnamia 2-[2-(1-okcu-nipnanH-2-in)-eTaHcynbgoHiN]-oKkTaHOBOT KMCMOTW.

77% @ 2151m; LCMS (API-enextpoposnunenHs) m/z 345 (M+H)".

Mpuknag 184

lpopokenamia 3-(1-rigpokcnkapb6amoin-rentuncynbaHin)-6eH30MHOT KUCTOTH.

100% @ 215HM; LCMS (APl-enektpopoanuneHHs) m/z 312 (M+H)".

Mpuknag 185

lgpokcuamig 3-[4-(1-rigpokcrkapbamoin-rentuncynedaHin)-peHin]-nponioHoBOT KUCAOTW.

90% @ 215HM; LCMS (APIl-enekTpopoanuneHHst) m/z 340 (M+H)".

Mpuknag 186

lpopokcnamia 2-(tiazon-2-incynegaHin)-okTaHoBOI KUCTOTHK.

75% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 275 (M+H)".

Mpuknag 187

lgpokcuamig, 2-(2,5-giokco-iMigasonignH-4-inmeTuncynbadin)-oKTaHoBi KMCNOTW.

98% @ 215HMm; LCMS (APIl-enektpopoanuneHHst) m/z 304 (M+H)".

Mpuknag 188

lgpokcuamig 3-(1-rigpokcukapbamoin-renTuncynbdiHin)-6eH30MHOT KUCIoTK.

84% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 328 (M+H)".

Mpuknag 189

lapokcuamig 3-[4-(1-rigpokcrkapbamoin-renTuncynediHin)-eHin]-nponioHoBOT KNCNOTW.

78% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 356 (M+H)".

Mpuknag 190

lMapokeng 2-(xiHoniH-8-cynbiHin)-oKTaHOBOI KNCMOTW.

87% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 335 (M+H)".

Mpuknag 191

lpopokcnamia 2-(HadptaniH-2-inkap6amoinMeTaHcynbgiHin)-oKkTaHOBOI KUCTOTHU.

83% @ 215HMm; LCMS (APIl-enektpopoanuneHHs) m/z 391 (M+H)".

Mpuknag 192

lgpokcuamig 3-(1-rigpokcmkapbamoin-renTuncynbgoHin)-6eH30HOI KUCnoTu.

72% @ 215HM.

Mpuknag 193

lgpokcnamig 3-[4-(1-rigpokcukapbamoin-rentnncynbdoHin)-geHin]-nponioHoBOI KUCNOTH.

67% @ 215HM.

Mpuknag 194

Fgpokcnamig 2-(1H-imigason-2-cynbgoHin)-okTaHoBOI KUCTOTH.

95% @ 215HMm; LCMS (APIl-enekTpopoanuneHHst) m/z 290 (M+H)".

Mpuknag 195

Figpokcuamig 2-(tiazon-2-incynegoHin)-okTaHOBOI KUCTOTHU.

91% @ 215HMm; LCMS (APIl-enexktpopoanuneHHs) m/z 307 (M+H)".

Mpuknag 196

ligpokcuamig 2-(xiHoniH-8-incynbdOoHin)-oKTaHOBOI KUCIOTU.

94% @ 215Hm; LCMS (API-enextpopoanuneHHs) m/z 351 (M+H)".

Mpuknag 197

Figpokcuamig 2-(HadTaniH-2-inkapbamoinmeTaHcynboHin)-OKTaHOBOI KUCOTHU.

79% @ 215HMm; LCMS (APIl-enexTpopoanuneHHs) m/z 407 (M+H)".

Mpuknag 198

lgpokcuamig 2-(2,5-aiokco-iMigasonignH-4-inMeTnncynbgoHin)-oKTaHOBOI KMCMOTK.

97% @ 215HM.

Mpuknag 199

Cragis A: 3amiHa 6pomigy 4-cbTopTiodheHOonom.

2-6pomorigpokcumaTtHa cmona, ogepxada B [lNpuknagi 160, Ctagia A (9,4r, 1,2meks/r), 6yna nomiweHa B
NocCyAuHy ANns NnenTuaHoro cuHTesy i cycneHgosaHa B THF (50mn). Oo6asnsnu 4-dptopTiodeHon (6,6r, 5,0eks.),
nogng Hatpito (7,7r, 5,0eks.) i 1,8-giazabiumkno[5.4.0lyHgeu-7-eH (DBU, 4,6mn, 3,0exB.). Lo peakuito



CTpyLUyBanu nNpu KiMHaTHIN Temnepatypi NnpoTarom 2-16 roguH, noTiM dinbTpyBanu i npoMysany 3a [0ONOMOroH
DMF (2x30mn), DMF:Bogn 9:1 (2x30mn), DMF (30mn), MeOH (2x20mn), i DCM (2x20mn). OpepxaHy cmony
CyLUMAW NPU HeraTUBHOMY TUCKY MPW KIMHATHI TemnepaTypi.

Cragis B: Cnonyku rigpokcmamigHoi cmonu 2-(4-cbtopbeH3oncynbdaHin)-okTaHOBOI KUCNOTN 3 GEH3MUNOBUM
cnupToM.

lgpokcuamigHy cmony 2-(4-dptopbeHsoncynbdaHin)-okTaHoBoi K1crnoTu, ogepxaHy Ha Cragii A (330mr,
1,1meks/r) cycneHgysanm B DMF (2,0mn) i 6eH3unosomy cnupTi (731mr, 15ekB.) i gobasnsnu Hatpinrigpua
(237wmr, 15ekB.). Peakuito Harpisanu go 80°C npotarom 15 roguH npu CTpyllyBaHHi Ha opbGiTanbHOMY LLENKeDI.
Micna oxonomKkeHHs 40 KiMHaTHOT TeMnepaTypuy oepxkaHy cyMill cinbTpysany i npommnsanu 3a gornomoroto DMF
(2x2mn), DMF:Bogn 9:1 (2x3mn), MeOH (2x2mn), i DCM (2x2mn). OgepxaHy CMOny CyLUnv npu HeratuBHOMY
TUCKY NpU KiIMHaTHIN TemnepaTypi.

Cragis C: OkuncneHHs cynbdigy Ao cynbdokemay.

lgpokcnamigHy cmony 2-(4-6eH3unokcn-ceHincynbdatin)-oKTaHoBOI KMCNOTW, ogepxaHy Ha ctagii B (110wmr,
1,1meks/r) cycneHagysanu B DCM (2,2mn) i 70%-omy TpeT-0yTunrigpo-nepokcuai (0,73mn), nicna 4yoro gobasnsnm
6eH3oncynbdoHoBy kucnoTy (36Mmr). Lito peakuiliHy cymil cTpyLlyBany Ha opbiTanbHOMY LUENKepi Npu KiMHaTHIN
Temnepatypi npoTarom 12-24 roguH. OgepxaHy peakuito dinbTpyBanu i npommnsanu 3a goromoroo DCM (2x2mn)
/ DMF (2x2mn1), MeOH (2x2mn), i DCM (2x2mn). BigdinsTpoBaHy CMony CyLUMnu Npyv HeraTMBHOMY TUCKY Npu
KiMHaTHIN TemnepaTypi.

Cragis D: OkuncneHHs cynbdigy 8o CynbdOoHy.

FopokcnamigHy cmony 2-(4-6eH3nnokcn-geHincynegaHrin)-okTaHoBOI KUCINOTH, oaepkaHy Ha ctagii B (110mr,
1,1meke/r), cycneHgysanu B DCM (2,2mn) i gobasnanu mCPBA (132wmr). [aHy peakuiiHy cymill CTpyLuyBanu Ha
opbiTanbHOMY Lievikepi Npy KiMHATHIA TemnepaTtypi npotarom 12-24 rogvH. Lo peakuiiHy cymiw cdinbTpyBani i
npomueanu 3a gonomoroto DCM (2x2mn), DMF (2x2mn), MeOH (2x2mn), i DCM (2x2mn). BiadinsTpoBaHy cmony
CyLUMnAY NPy HeraTUBHOMY TUCKY NPW KIMHATHI TeMnepaTypi.

Cragis E: BigwenneHHs rigpokcuamigy 2-(4-6eHsunnokcm-6eH3oncynbdaHin)-oKTaHoBOI KUCNOTH Big CMONK.

FopokcnamigHy cmony 2-(4-6eH3nnokcun-geHincynegaHin)-okTaHoBOI KUCNOTH, ogepkaHy Ha ctagii B (110wmr,
1,1meks/r), cycneHgysann B DCM (1,0mn) i go6asnanu TFA (1,0mn). Lo peakuito cTpywysanu npoTsarom 1
roovHU Npu KiMHaTHIn Temnepatypi. [aHy peakuito ¢inbTpyBanu i cmomny npomuBanu 3a gonomororo DCM
(2x1mn). @inbTpaT i NPOMMBHUIA areHT o6'eAHyBanM i KOHLEHTPYBanu 4o Cyxoro ctaHy Ha Savant SpeedVac Plus.
HobaBnanu wmetaHon (1mn) i ogepxaHy CyMill KOHLEHTpyBanu. HeouullieHWA MpoayKT pPO34YMHANN B
DMSO:meTaHoni (1:1,2mn) i oumwany 3a gonoMorot 3sepHeHo-asosoi HPLC B ymoBax, onmcaHux HUxXYe:

Konotka: ODS-A, 20mMM x 50mM, po3mip yactuHok 5MkM (YMC, Inc. Wilmington, North Carolina)

MpapienT Yac Booa  AueToHiTpun
PO34YMHHUKA
0,0 95 5
25xB. 5 95

LLBnakicTs noToky: 15mn/xs.

lgpokcnamig  2-(4-6eH3unokcu-geHincynbdanin)-oktaHoBoi  kucrotn. 100% @ 215HM; LCMS (API-
eneKkTpopo3nuneHHs ) m/z 374 (M+H)".

Cnonyku rigpokcamoBoi kucnoTu 3 MNpuknagis 200-220 cMHTE30BaHi 3 BUKOPUCTAHHAM BiAMOBIAHUX BUXILHUX
pevyoBUVH i cnigyoun ctagiam y npuknagi 199.

Mpuknag 200

Figpokcuamig 2-(4-6yTokcn-6eH3nncynegaHin)-okTaHoBOI KUCIOTHU.

100% @ 215HM; LCMS (APl-enektpopoanuneHHs) m/z 374 (M+H)".

Mpuknag 201

lgpokcuamig 2-[4-(2-ninepasuH-1-in-eTokcm)-6eH3oncynsgaHin)-okTaHoBOI KUCNOTU.

98% @ 215HM; LCMS (API-enekTpopoanuneHHs) m/z 340 (M+H)".

Mpuknag 202

ligpokcuamig 2-[4-(5-riapoKcn-neHTUNoKem)-geHincynbgaHin]-oKTaHoBOI KUCNOTU.

65% @ 215HMm; LCMS (API-enextpopoanuneHHst) m/z 370 (M+H)".

Mpuknag 203

lgpokcuamig 2-[4-(3-nipuanH-2-innponokcu)-6eH3oncynbdaHin]-okTaHOBOI KUCIOTW.

95% @ 215HMm; LCMS (API-enekTpopoanuneHHs) m/z 403 (M+H)".

Mpuknag 204

Fgpokcnamig 2-(4-6eH3nnokcu-ceHincynbgiHin)-okTaHoBOI KMCNOTU.

100% @ 215HMm.

Mpuknag 205

Fgpokcnamig 2-(4-6yTokeu-geHincynbaiHin)-okTaHoBOI KUCIOTHU.

98% @ 215HM.

Mpuknag 206

lgpokcnamig 2-[4-(2-ninepasuH-1-in-eTokcu)-6eH3nncynbgiHin]-oKTaHOBOI KMCMNOTH.

98% @ 215HM.

Mpuknag 207

lgpokcuamig 2-[4-(3-nipuamH-2-in-nponokcu)-6eH3nncynediHin]-okTaHoBOT KUCAOTW.

99% @ 215HM.

Mpuknag 208

Fgpokcnamig 2-(4-6eH3nnokcu-geHincynboHin)-oKTaHOBOI KUCIOTW.

100% @ 215HMm.

Mpuknag 209

Figpokcnamig 2-(4-6yTokcu-geHincynbgoHin)-oKTaHOBOI KUCIOTH.

100% @ 215HMm.

Mpuknag 210

Fgpokcnamig 2-[4-(2-ninepasuH-1-in-eTokcu )-6eH30ncynbgoHIN]-oKTaHOBOT KUCTOTH.



97% @ 215HMm.

Mpuknag 211

Fopokcnamig 2-[4-(2-nipuamnH-2-in-nponokcm )-6eH30mncynboHiN]-OKTaHOBOI KACTOTW.

100% @ 215HMm.

Mpuknag 212

Fgpokcuamig 2-[4-(1-meTun-niponignH-3-inokcn)-6eH3om-Ccynb@OHif]-OKTaHOBOI KUCOTW.

91% @ 215Hm; LCMS (APIl-enekTpopo3anuneHHst) m/z 367 (M+H)".

Mpuknag 213

Fppokcnamia 2-[4-(1-eTun-nponokcu)-6eH30mcynbOoHIN]-OKTaHOBOT KMCINOTH.

100% @ 215HM; LCMS (APl-enekTpopoanuneHHs) m/z 354 (M+H)".

Mpuknag 214

lopokcnamia 2-[4-(TeTparigpo-nipaH-4-inokcu)-6eH30ncynbdOHIN]-OKTaHOBOI KUCMOTW.

97% @ 215Hm; LCMS (APIl-enekTpopo3anuneHHst) m/z 368 (M+H)".

Mpuknag 215

lgpokcuamig, 2-[4-(1-meTun-nipponiguH-3-inokcn)-6eH30n-cynbdiHin]-oKTaHOBOI KUCNOTW.

96% @ 215HM.

Mpuknag 216

Fopokcnamia 2-[4-(1-eTun-nponokcu )-6eH30oncynbgiHin]-oKTaHOBOI KUCMOTW.

97% @ 215HMm.

Mpuknag 217

Fopokcnamia 2-[4-(TeTparigpo-nipaH-4-inokcu)-6eH3oncynbgiHin]-oKTaHOBOI KUCMOTW.

97% @ 215HMm.

Mpuknag 218

lgpokcuamig 2-[4-(1-meTun-niponignH-3-inokcum)-6eH3om-CcynbdOoHif]-OKTaHOBOI KUCIIOTW.

96% @ 215HM.

Mpuknag 219

lpopokcnamia 2-[4-(1-eTun-nponokcu)-6eH30mcynboHIN]-OKTaHOBOT KMCIOTH.

100% @ 215HMm.

Mpuknapg 220

lpopokcnamia 2-[4-(TeTparigpo-nipaH-4-inokcm)-6eH30ncynbOoHIN]-0KTaHOBOI KUCMOTW.

100% @ 215HMm.

Mpuknag 221

Cragis A: 3amiHa 6pomigy 4-6pomTiodeHonom.

lNpopokcumHa cmona 2-6pomo-okTaHoBOI KucnoTtu, ogepxaHa B Mpuknagi 160, Cragia A (5,0r, 1,1meks/T),
Oyna nomiweHa B nocyguHy Ans NenTugHoro cuHTedy i cycneHgosaHa B THF (60mn). Jobasnsnu 4-
opomTiodeHon (5,2r, 5,0eks.), nogmna Hatpito (4,1r, 5,0eks.) i 1,8-gia3abiumkno[5.4.0lyHaeu-7-eH (DBU, 2,5mn,
3,0ekB.). Lo peakujto cTpywlyBanu npu KiMHaTHI Temnepatypi npotarom 2-16 rogwH, notim dinbTpyBanm i
npomuBanu 3a gonomorowo DMF (2x30mn), DMF:Bogn 9:1 (2x30mn), DMF (30mn), MeOH (2x20mn), i DCM
(2x20Mmn). OgeprxaHy CMOIy CyLUMW MPU HEraTUBHOMY TUCKY MpUW KIMHATHIN TemnepaTypi.

Cragis B: OkucneHHs cynbdigy Ao cynbdokeunay.

lNpopokcnamigHy cmony 2-(4-6pomobeH3orncynbdaHin)-oKTaHOBOI KUCMOTKU, ofepxaHy Ha ctagii B (4,4r,
1,1mekB/r) cycneHgysanm B DCM (60mn) i 70%-omy TpeT-6yTunrigponepokemgi (30mn), nicns yoro gobasnsnm
©6eH3on-cynbgoHoBy KucroTy (1,5Mmr). Lito peakuiiiHy cymill cTpyLuyBanu Ha opbiTansHOMY LUEKepPi NPy KIMHATHIN
Temnepatypi npotsarom 12-24 roguH. OpepxaHy peakuito dinbTpyBanu i npommBanu 3a gonomoroto DCM
(2x30mn), DMF (2x30mr1), MeOH (2x30mn), i DCM (2x30mn). BigdinbTpoBaHy cmony Cylwmnu npu HeratuBHOMYy
TUCKY NpU KIMHaTHI TemnepaTypi.

Cragisa C: OkucneHHs cynbdigy A0 CynbdOHy.

ligpokcuamigHy cmony 2-(4-6pombeH3uncynbaHin)-oKTaHoBOI KUCNOTW, ofepXaHy Ha crtagii B (4,4r,
1,1mekB/r), cycneHgysanum B DCM (60mn) i gobasnanm mCHBA (5,2mr). [JaHy peakuiiHy CcyMmill CTpyLlyBanm Ha
opbiTanbHOMY LWeikepi NpW KiMHAaTHIA TemnepaTtypi npotarom 12-24 roauH. Liio peakuiiHy cymiw dinbTpyBanu i
npomuBanu 3a gonomoroto DCM (2x30mn), DMF (2x30mn), MeOH (2x30mn), i DCM (2x30mn). BigdinsTpoBaHy
CMORY CYLUUNK NpU HeraTMBHOMY TUCKY NpU KIMHaTHI TemnepaTtypi.

Cragia D: Bsaewmopia rigpokcuamigHoi cmonmn 2-(4-6pombeHsoncynbdaHin)-okTaHoBOi Kucnotn i 4-
Xxnop6eH30n100pHOT KUCMOTW.

lgpokcuamigHy cmony 2-(4-6pombeHsoncynbdaHin)-okTaHoBoi Kucnotu, ogepxaHy Ha Cragii B (150mr,
1,1mexs/r) cycnengyBanu B DMF (2,0mn) i npotarom 1-2 XBUMMH npomnycKkanu rasonodibHuii asoT yepes AaHy
cycnensito. [Jobasnsnu 4-xnopbeH3onbopHy kucnoTy (51,6mr, 2eks.), TeTpa-knc(tpudenindgocdin) nanagin(0)
(19,07wmr, 0,1ekB.) i HaTpivikapboHaT (2M po3umH, 0,825mn, 10ekB.). Peakujto Harpisanu go 80°C npotarom 8
roavH Npuv CTPYLUYBaHHI Ha opbiTansHoMy Lwerikepi. [icnsa oXonomkeHHsA A0 KiIMHATHOI TeMnepaTypy ogepXKaHy
cyMmiw ginbTpyBanu i npommnsamu 3a gonomoroto DMF (2x2mn), DMF:Boam 9:1 (2x3mn), MeOH (2x2mn), i DCM
(2x2mn). OpepxxaHy cMory CyLUIMY NPU HEraTUBHOMY TUCKY NpW KiIMHATHIN TemnepaTypi.

Crapis E: BigwenneHHs rigpokcuaminy 2-(4'-xnopo-6idheHin-4-cynbaiHin)-okTaHoBOI KMCNOTK Bif CMOMW.

FgpokcuamigHy cmony 2-(4'-xnopo-6ideHin-cynbdiHin)-okTaHoBOi KMCMoTK, oaepxaHy Ha ctagii D (150mr,
1,1mexs/r), cycneHgysanu B DCM (1,0mn) i gobasnsnn TFA (1,0mn). Lo peakuito cTpywysanu npoTsirom 1
roguHn npu kKiMHaTHIM Temnepatypi. [daHy peakuito dinbTpyBanu i BiadinbTpoBaHy CMOMy npomMuBanu 3a
ponomoroto DCM (2x1mn). ®PinbTpaT i NPOMMBHUIA areHT 06'eQHYBanmM i KOHLEHTpyBanu A0 CyXOro CTaHy Ha
Savant SpeedVac Plus. Jobasnsinu metaHon (1mn) i ogepxaHy CyMmill KOHUEHTpyBanu. HeounweHun npogykt
po3unHanm B DMSO:meTaHoni (1:1,2mn) i oumwwanu 3a gonoMoroto 3sepHeHo-asosoi HPLC B ymoBax, onvcaHumx
HDKYe:

KonoHka: ODS-A, 20MM x 50MM, po3amip 4yactuHok 5MkM (YMC, Inc.Wilmington, North Carolina)

MpapieHt Yac Booa  AueToHiTpun
PO34YMHHVKa

0,0 95 5



25x8. 5 95

LBmakicTe NoToky: 15Mn/xB.

lgpokcuamig — 2-(4’-xnopo-6ideHin-cynbdiHin)-oktaHoBoi  kucrmotn. 96% @ 2154M; LCMS  (API-
€eneKkTpopo3nuneHHs) m/z 394 (M+H)".

Cnonyku rigpokcamoBoi kucrotu 3 MNpuknagis 222-224 cuHTE30BaHi 3 BUKOPUCTAHHAM BiAMNOBIAHUX BUXIOHUX
peyvoBUH i crnigyouun cTagisam y npuknagi 221.

Mpuknapg 222

Fpopokcuamig 2-[4-(5-xnopo-TiogeH-2-in)-6eH30ncynbgiHin]-oKTaHOBOI KUCMOTW.

100% @ 215HM; LCMS (APl-enekTpopoanuneHHs) m/z 400 (M+H)".

Mpuknap 223

Fopokcnamia 2-[4'-xnopo-6icheHin-4-cynbgoHin)-6eH3oncynbgiHin]-okTaHoBOI KMCMOTHU.

94% @ 215Hm; LCMS (APIl-enektpopo3anuneHHst) m/z 410 (M+H)".

Mpuknapg 224

lgpokcuamig, 2-[4-(5-xnopo-TiodeH-2-in)-6eH30nCyNbOHIM]-OKTaHOBOI KUCOTW.

85% @ 215HMm; LCMS (APIl-enekTpopo3anuneHHst) m/z 416 (M+H)".

Mpuknag 225
Cragis A: Bszaemogisa rigpokcuamigy 2-(4-6pombeHsoncynbdaHin)-okraHoBoi kucnotu i N-(3-amiHonponin)-
MOPCOniHY.

lgpokcnamigHa cmona 2-(4-6pombeH3oncynbdaHin)-okTaHoBOI KncnoTW, odepxaHa B [Mpuknagi 199 Ha
Cragii A (100mr, 1,1mexs/r), 6yna cycneHgoBaHa B giokcaHi (2,0mn) i npoTaroM 1-2 XBUNWH Yepes AaHy CyCreHsito
nponyckanu rasonopioHui asor. HoGasnsnu N-(3-amiHonponin)-mopdoniH (346Mmr, 20ekB.),
Tpuc(anbeHsunigeHauetoH) aunanagin(0) (22mr, 0,2ekB.), (S)-(-)-2,2’-6ic(andeHindocdiHo)-1,1-6iHadpTnn(S)-
BINAP, (60mr, 0,8ekB.) i TpeT-0yTOoKkCcMA, HaTpito (207mr, 18eks.). Peakuijto HarpiBanu go 80°C npotarom 8 rogumH
npv CTpyLUyBaHHi Ha opbiTanbHOMY Luenkepi. [icns oxonodXeHHst 40 KIMHATHOI TemnepaTypy ofepKaHy CyMiLl
dinbTpyBanu i npommsanu 3a gonomoroto DMF (2x2mn), DMF:Bogm 9:1 (2x3mn), MeOH (2x2mn), i DCM (2x2mn).
OpepxaHy CMOMy CyLUMAW NPY HeraTMBHOMY TUCKY MpW KIMHAaTHI Temneparypi.

Cragis B: BigwenneHHsa rigpokcnamigy 2-[4-(3-mopdoniH-4-in-nponinamiHo)-geHincynbdaHinl-okraHoBoi
KMCIOTMK Big CMOIW.

lgpokcnamigHy cmony 2-[4-(3-mopdoniH-4-in-nponinamMiHo)-eHincynbdaHinl-okTaHoBOI KACNOTU, OgepKaHy
Ha ctagii A (100mr, 1,1meks/r), cycneHgysanm B DCM (1,0mn) i gobasnsnu TFA (1,0mn). Lo peakuito
cTpywyBanu npotaroMm 1 roguHu npu KiMHaTHIM Temnepatypi. OaHy peakuito dinbTpyBanu i BigdinbTpoBaHy
cmony npomueanu 3a gonomoroo DCM (2x1mn). ®inbTpaT i NPOMUBHUIA areHT 06'egHyBanu i KOHLEHTPYBanu Ao
cyxoro cTaHy Ha Savant SpeedVac Plus.

JobaBnanu metaHon (1mn) i ogepxaHy CyMill KOHUEHTpyBanu. HeouuweHuin npoaykT po3dvHAnM B
DMSO:meTaHoni (1:1,2mn) i oumLanm 3a 4ONOMOroo 3BepHeHo-ga3oBoi HPLC B ymoBax, onncaHux HuxKYe:

Konotka: ODS-A, 20mMM x 50mMM, po3amip yactok 5SMkM (YMC, Inc.Wilmington, North Carolina)

IpanieHt Yac Booa  AueToHiTpun
PO34YMHHUKA
0,0 95 5
25xB. 5 95

LLBnakicTe noToky: 15mn/xs.

lgpokcnamig 2-[4-(3-mopdoniH-4-in-nponinamiHo)-eHin-cynbdatin]-oktaHoBoi kncnotm. 88% @ 215Hwm;
LCMS (API-enexTpoposnuneHHs) m/z410 (M+H)".

Cnonyku rigpokcamoBoi kucnoTu 3 MNpuknagiB 226-231 cMHTE30BaHi 3 BUKOPUCTAHHAM BiAMOBIAHUX BUXILHUX
PEeYoBUH i cnigytoun cTagiaMm y JaHOMY Npuknagi.

Mpuknag 226

Figpokcuamig 2-[4-(6idberin-4-inamiHo)-cpeHincynbdaHin]-okTaHoBOI KMCNOTU.

95% @ 215HMm; LCMS (APIl-enektpopoanuneHHs) m/z 435 (M+H)".

Mpuknag 227

Figpokcuamig 2-[4-(nipnauH-4-inamiHo)-ceHincynbgaHrin]-okTaHOBOI KUCIOTK.

97% @ 215Hm; LCMS (API-enektpopoanuneHHst) m/z 360 (M+H)".

Mpuknag 228

Figpokcuamig 2-(4-umknoneHTunamiHo-geHincynbgaHin)-oKkTaHOBOI KUCOTK.

77% @ 215Hm; LCMS (API-enextpopoanuneHHst) m/z 351 (M+H)".

Mpuknag 229

Figpokcuamig 2-(4-metunamiHo-eHincynbgaHin]-okTaHoBoI KMCNoTu.

99% @ 215HM; LCMS (API-enextpopoanuneHHs) m/z 297 (M+H)".

Mpuknag 230

Figpokcnamig 2-(4-ninepnamnH-1-in-cpeHincynegaHin]-okTaHoBOi KMCNOTU.

72% @ 215Hm; LCMS (APIl-enextpopoanuneHHs) m/z 351 (M+H)".

Mpuknag 231

Fgpokcnamig 2-(4-ninepasut-1-in-geHincynbgaHin]-oKTaHOBOT KUCIOTW.

74% @ 2151m; LCMS (APIl-enextpoposanuneHHs) m/z 352 (M+H)".

Mpuknag 232

Cragis A: 3amiHa 6pomigy 4-rigpokcuTiodpeHonom.

lgpokcumHa cmona 2-0pomo-OKTaHOBOI KucnoTu, odepxaHa B Mpuknaai 160, Cragia A (15,0r, 1,1meks/r),
f6yna nomiweHa B MOCyAuMHYy ANs NenTugHoro cuHTesy i cycneHgoBaHa B THF (120mn). HdoGaensnu 4-
rigpokcuTiodbeHon (11,3r, 5,0eks.), noamg Hatpito (13,5r, 5,0eks.) i 1,8-giazabiunkno[5.4.0lyHgeu-7-eH (DBU,
8,1mn, 3,0ekB.). Lito peakuijto cTpywwyBanm npu KiMHaTHi TemnepaTypi npoTsirom 12-16 roguH, NoTiM ginbTpyBanu
i npommBanu 3a gonomoroto DMF (2x60mn), DMF:Bogn 9:1 (2x60mn), DMF (60mn), MeOH (2x60mn), i DCM
(2x60mn1). OgeprkaHy MOy CYLUMNN NPU HEraTMBHOMY TUCKY NPM KIMHATHIA TemnepaTypi.

Cragis B: Bsaemogis rigpokcuamigHoi cmonu  2-(4-rigpokcubeHsoncynb@aHin)-oKTaHoBOi  KACMOTK i
6eH3oncynboHInxnopuay.



lgpokcuamigHy cmony 2-(4-rigpokcnbeHsoncynbdaHin)-okTaHoBOI KMCnoTu, ogepxany Ha Cragii A (240wmr,
1,2mexs/r) cycneHgysanu B DMF (3,0mn). Oo6asnsnu 6eH3oncynbdoHinxmopug (225vr, 5eks.) i Tpyetunamiy
(0,06mn, 2ekB.). Peakuito cTpywyBanu Ha opbiTanbHOMY Lleikepi NpoTaroMm 8 roguH, moTiM ginbTpyBanwu i
npomusanu 3a gonomoroto DMF (2x2mn), DMF:Boam 9:1 (2x3mn), MeOH (2x2mn), i DCM (2x2mn). OgepxaHy
CMOSy CYLUMIU NPU HEraTUBHOMY TUCKY MpUY KIMHaTHIN Temnepartypi.

Cragis C: OkuncneHHs cynbdigy A0 cynbdokemay.

EcdpipHy cmony 4-(1-rinpokcukapbamoin-rentuncynedgatin)-peHin-6eH3oncynsoHoBOI KUCNOTH, ogepXaHy
Ha cTtagii B (80wmr, 1,2meks/r), cycneHgysanm B DCM (3mn) i 70%-omy TpeT-6yTunrigponepokeugi (1mn), nicns
yoro pobaensanu 6eHsoncynbdoHoBy KucroTy (23mr). Llio peakuiHy cymiw cTpywyBanmn Ha opbiTanbHOMy
Lerikepi Npu KiMHaTHIN TemnepaTypi npotarom 12-24 roguH. OpgepxxaHy peakuito dinbTpyBany i npommanu 3a
ponomoroto DCM (2x3mn), DMF (2x3mrn1), MeOH (2x3mn), i DCM (2x3mn). BigdinbTpoBaHy cmony cyLumnu npu
HeraTMBHOMY TUCKY NPW KiIMHATHI TeMneparypi.

Cragis D: OkuncneHHs cynbdigy 40 CynbdOoHy.

EcbipHy cmony 4-(1-rinpokcmkapbamoin-rentuncynegain)-peHin-6eH3oncynsoHoBOI KUCNOTH, oaepXaHy
Ha cTagii B (80wmr, 1,2mexs/r), cycnengysanv B DCM (3mn) i gobasnsanu mCHBA (84wmr). OaHy peakuiliHy cymi
CTpyLlyBanu Ha opbiTanbHOMY LUEKepi Npu KiMHATHIN TemnepaTtypi npotarom 12-24 roguH. Lo peakuiiiHy cymilu
dineTpyBanu i npommsanu 3a gonomoroto DCM (2x3mn), DMF (2x3mn), MeOH (2x3mn), i DCM (2x3mn).
BigdineTpoBaHy cMony CyLumnum npy HeraTMBHOMY TUCKY MpUY KiMHaTHIN TeMneparypi.

Cragis E: PosLenneHHs edipHoi  cmorm  4-(1-rigpokcu-kapbamoin-rentuncynbdaHin)-deHin-
©eH30mcynbOHOBOI KUCMOTW.

EcbipHy cmony 4-(1-rinpokcmkapbamoin-rentuncynegaHin)-peHin-6eH3oncynsoHOBOI KUCNOTH, oaepXaHy
Ha cTagii B (80wmr, 1,2mexs/r), cycneHgysanu B DCM (1,0mn) i go6asnsnu TFA (1,0mn). Lito peakuito cTpywiysanu
npoTarom 1 roguHy Npu KiMHaTHIN Temnepatypi. [aHy peakuito inbTpyBanu i BiagineTpoBaHy CMony npoMmsanu
3a gonomoroto DCM (2x1mn). ®inbTpaTt i NPOMUBHWIA areHT 00'egHyBanm i KOHLEHTpyBanu 4O CyXOro CTaHy Ha
Savant SpeedVac Plus. [obasnsnu metaHon (1mn) i ogepxaHy CyMmill KOHLEeHTpyBanu. HeounweHnin npogykt
po3uunHsanm B8 DMSO:meTaHoni (1:1,2mn) i oumwanm 3a 4onomoroto 3BepHeHo-gasosoi HPLC B ymoBax, onncaHmx
HIDKYe:

Konotka: ODS-A, 20mMM x 50mMM, po3mip yactuHok 5MkM (YMC, Inc. Wilmington, North Carolina)

Mpapient Yac Booa  AueToHiTpun
PO34YMHHUKA
0,0 95 5
25xB. 5 95

LWBmakicte noToky: 15mn/xs.

EdipHa cmona 4-(1 -rigpokcvkapbamoin-rentuncynbdatin)-geHin-6eHsoncynbdoHoBoi kucrnotn. 91% @
215uM; LCMS (APl-enektpoposnunenHs) m/z 424 (M+H)".

Cnonyku rigpokcamoBoi kucnoTu 3 MNpuknaaiB 233-240 cMHTE30BaHi 3 BUKOPUCTAHHSIM BiAMOBIAHMX BUXiZHUX
peyoBUH i crnigytoum ctagisam y npuknagi 232.

Mpuknag 233

4-(1-rigpokcukapbamoin-rentuncynbdaHin)-rigpokcunamis 2,5-gmuxnopoTiodeH-3-CynbdOHOBOI KUCNOTH.

98% @ 215HMm; LCMS (APIl-enektpopoanuneHHst) m/z 498 (M+H)".

Mpuknag 234

4(1-rigpokcukapbamoin-renTuncynbaHin)-rigpokcMamis eTaH-cynbOHOBOI KUCIOTH.

72% @ 215Hm; LCMS (APIl-enektpopoanuneHHst) m/z 376 (M+H)".

Mpuknag 235

4-(1-rigpokcukapbamoin-rentTnncynbgiHin)-rigpokcmamig 5-xr|opo-1,3-,D.V|M9Tmn-1H-nipason-4-cynbcp0HOBo'|'
KMCnoTu

99% @ 215HMm; LCMS (APIl-enekTpopoanuneHHs) m/z 492 (M+H)".

Mpuknag 236

4-(1-rigpokcukapbamoin-rentuncynbdiHin)-rigpokcmamia 2,5-guxnopotiodeH-3-cynbdoHoBoi kucnotu. 96%
@ 215HM; LCMS (APIl-enextpoposnunenHs) m/z 514 (M+H)".

Mpuknag 237

4-(1-rigpokcukapbamoin-rentuncynbiHin)-rigpokcuamig 5-nipuamnH-2-in-tiogpeH-2-cynbOHOBOI KUCNOTU.

96% @ 215HM; LCMS (APIl-enekTpopoanuneHHs) m/z 523 (M+H)".

Mpuknag 238

4-(1-rinpokcukapbamoin-rentTuncynediHin)-rigpokcmamig 2-HiTpo6eH30ncynbOHOBOI KUCOTU.

97% @ 215Hm; LCMS (API-enextpopoanuneHHs) m/z 501 (M+H)".

Mpuknag 239

4-(1-rigpokcukapbamoin-renTuncynediHin)-rigpokcmamia,.

97% @ 215Hm; LCMS (APIl-enexkTpopo3anuneHHs) m/z 576 (M+H)".

Mpuknag 240

4-(1-rinpokcukapbamoin-rentuncynediHin)-rigpokcmamig 6eH30[1,2,5]tiagiazon-4-cynboHOBOI KNCMOTH.

83% @ 215HM; LCMS (APIl-enexTpoposanuneHHs) m/z 514 (M+H)".

MocunaHHs:

1. RickterLS.; Desai M.C. Tetrahydron Letters, 1977, 38, 321-322.

MopaHi cnonykn paHoro BuHaxody Oynu  BunpobOyBaHi Ha 6GionmoriyHy aKTUBHICTL BIAMOBIOHO 10
HWKYEeHaBeAEeHUX METOONK.

AHani3 in vitro 3a gonomoroto xenaTtnHasun

Oannin aHania 3acHoBaHW Ha po3wenneHHi TionentugHoro cybetpaty ((Ac-Pro-Leu-Gly(2-mepkanto-4-
meTtun-neHTaHoin)-Leu-Cly-OET), Bachem Bioscience) depmMeHTOM XenaTuHasa, 3BiNbHsH4YM CyOCTpaTHUN
NPOAYKT, SKMA KoropumeTpuyHo B3aemogie 3 DTNB ((5,5-auTio-6ic(2-HiTpo-6eH3oHa KkucnoTa)). AKTUBHICTb
depmeHTy BUMiptoBanu no LWBMAKOCTI PO3BUTKY 3abapBreHHs.

TionenTugHun cybcTpaT € cBixonpurotoBneHum y Bumsgi 20MM ocHoBHoro [BuxigHoro] posudmHy B 100%
DMCO, a DTNBV (5,5-gutiobic(2-HiTpobeH3onHa kucnota) posduHanu B 100% DMCO y surnagi 100mM



BUXiQHOro po34nHy i 6eperny B TemMpsiBi Npu KiMHaTHI Temnepartypi. MNepen yxuBaHHsm cybcTtpaT i DTNB pazom
posbasnanu go 1MM cybetpatHum 6ydepom (50MM HEPES pH 7,5, 5MM CaClz). BuxigHuii po3uunH xxenaTuHasmn
B Hentpodinis nognHn posbaenanu G6ydepom ana gocnimkeHHa (50mM HEPES pH 7,5, 5MM CaCly; 0,02%
Bpigk) oo kiHueBoi kKoHueHTpauii 0,15HM.

Bydep ana pocnigpkeHHs, depmeHT, DTNB/cybctpaT (kiHueBa koHueHTpauid 500mMkM) i po3umHHMK abo
iHriGiTop BHOCMNM B 96-nyHKOBWUIA MNaHWeET (3aranbHui peakuinHuin o6'em 200Mkn) i cnekTpo-gOTOMETPUYHO
KOHTpontoBanu 30inbLieHHs 3abapBneHHs NpoTarom 5 xsunuH npu 405HM Ha cnekTpodoTOMETPI.

36inblerHs ODags Bigknagany Ha rpadiky i Bu3Havanu Haxvr fiHii, Wo BiANOBiAae LIBUAKOCTI peakuii.

MinTBepmXyBanu TiHIMHICT  WBMAKOCTI AaHoi peakuii (R*>0,85). O6uucrioBany cepedHio  (xtsem)
KOHTPOMbHOI LUBUAKOCTI i MOPIBHIOBANM CTATUCTUYHY 3HAYMMICTb i3 LUBMOKOCTAMM, OAEpXaHWMK npu obpobui
nikapcbkuMU npenapaTamMm 3 BUKOPUCTaHHAM KpuTepito Dunnett's ons MHOXMHHOrO MOpiBHSAHHA. BigHoweHHA
[03a-BiAnoBiab MOXYTb OyTW odepxaHi 3 BUKOPUCTAHHSIM MHOXWHHMX 403 MiKapCbKOro npenapary, a 3HayeHHs
ICs0 BU3Hauanum 3a gonomoroto 95%-0ro 4OBIpYOro iHTepBany 3 BUKOPUCTaHHAM MiHiiHOT perpecii (IPRED, HTB).

Mocunanns: Weingarten H and Feder J., Spectrophotometric assay for vertebrate collagenase. Anal.
Biochem. 147, 437-440 (1985).

AHani3 in vitro 3a gonomoroto kKonareHasmu

HaHvin aHania 3acHoBaHwWW Ha po3sluenneHHi nentugHoro cybctpaty ((Dnp-Pro-Cha-Gly-Cys(Me)-His-Ala-
Lys(Nma)-NH,), Peptide International, Inc.) 3a gonomoroto konareHasw, 3BinbHsO4M dnyopecueHTHy NMa-rpynny,
SIKY KiNbKICHO BM3Ha4datoTb Ha cryopomMetpi. Dnp racats dnyopecueHuito NMa y iHTakTHoMy cybcTpari. JaHui
aHania npoBoaAsTL y Gycbepi Ans gocnimkeHHss HCBC (50MM HEPES, pH 7,0, 5MM Ca*?, 0,02% Bpimk, 0,5%
Lincteiny), i3 pekombiHaHTHOW KonareHasow ¢ibpobnactie noguHu (HenosHa, M.B.=18,828, WAR, Radnor).
CybcTpaT po3unHanu B meTaHoni i 6epernu 3amopoxeHum y 1MM aniksotax. KonareHasy 6epernun 3amopoxeHoto
B 25MkM anikBotax. [ns aHamisy BuKOpuCTOBYyBanu cybGcTpaTt, posduHeHun y HCBC-Oydepi 3 kiHueBOt
KoHUeHTpauieto 10mMkM, i konareHasy 3 KiHLEBOI KoHUeHTpauieto SHM. Cnonyku po3unHsanm B metaHoni, DMCO,
abo HCBC. MetaHon i DMCO posbasnann B8 HCBC go <1,0%. Cnonykn BHOCUM B 96-MyHKOBUIA MA@HLLET, Lo
MiCTUTb DEPMEHT, | peakLito MoYMHanM AoAaBaHHaM cyocTpary.

Peakuito 3untyBanm (30ymkeHHs 340HM, emicis 444Hm) npotaroM 10xB., a 36inbLIeHHs dryopecueHuii B Yaci
BigKnaganu y Burnagi niHinHoi npsamMoi. BuaHavanu Haxun niHii i BignoBigHO! LWUBMAKOCTI peakuii.

NinTBepmKyBaNM TiHiiHICTL WBKMAKOCTI peakuii (R*>0,85). OBUMCTIOBANN CEPEHI0 (XtSem) KOHTPOIbHOI
LUBMAOKOCTI | MOPIBHIOBANM CTaTUCTUYHY 3HadumicTb (p<0,05) i3 wBuakocTamMu, ogepXkaHumu npu 0bpobu;
nikapCbkMMKU npenapaTaMm 3 BUKOPUCTaHHAM KpuTepito Dunnett's onsg MHOXMHHOrO MOpiBHSAHHA. BigHoweHHS
[03a-BiAnoBiab MOXyTb OyTW odepXaHi 3 BUKOPUCTAHHSAM MHOXMWHHMX 403 MiKapCbKOro npenapary, a 3HauyeHHs
ICs0 BU3Havanu 3a gonomoroto 95%-0ro AOBIpYOro iHTepBany 3 BUKOPUCTaHHAM MiHiiHOi perpecii (IPRED, HTB).

MocunaxHs: Bickett D. ¢ cniBasT., A high throughput fluoro-genic substrate for intestinal collagenase (MMP-1)
and ge-latinase (MMP-9), Anal. Biochem. 212, 58-64 (1993).

MeTtoza Bumipy TACE-iHriOyBaHHSA

Mpw BMKOPWCTaHHI 96-NyHKOBMX TEMHMWX NIAHLLETIB A5 MIKPOTUTPYBAHHS B KOXHY NYHKY BHOCSHTb PO34WH, LLO
mictute 10mkn TACE (Immunex, kiHueBa koHueHTpauis 1mkr/mn), 70mkn Tpuc-6ydepy, pH 7,4, wo mictute 10%
rniuepuHy (kiHueBa KoHueHTpauis 10MM), i 10mMkn po3uuHy BunpobysaHoi crnonykm B DMCO (kiHueBa
KoHUeHTpauis 1MKM, koHueHTpauis DMCO <1%) i iHkyOytoTe 10 XBMNMH MpW KiMHAaTHIN Temnepatypi. JaHy
peakLito iHiLjiloTb AoAaBaHHSM OryopecLeHTHOro NenTuanneHoro cyberpaty (kiHueBa koHueHTpauis 100MkM) y
KOXKHY NyHKY i MOTiM CTpyLylOTb Ha anapati Ans CTpylwyBaHHSA NpoTarom Scek. [aHy peakuito 34uTyoTb
(30ymkeHHs1 340HM, emicis 420HM) npoTarom 10xB. i 30inbLUEHHS doyopecueHuii B Yaci BigknagatoTe Ha rpadiky y
BUMMSAAi niHinHoi npsamoi. OBuYncnolTb Haxun OaHoi NiHii | BM3HaAYaloTb LWBMAKICTL peakuii. [igTBepmkytoTh
RiHIRHICTL WBMAKOCTI peakuii (R?>0,85). OBUNCTIONTb CepeHio (Xtsem) WBWUAKICTb Y KOHTPOMi i NOPIBHIOTH
CTaTUCTUYHY 3HaummicTb (p<0,05) i3 wBMAKOCTAMK, odepXaHumKu Mpu 06poOdLi NikapCcbkMMU Mpenapatammn 3
BMKOPUCTaHHsM KpuTepito Dunnett's ans MHOXWMHHOTO MOPIBHSHHSA. BigHoLeHHs [o3a-BignoBiab MOXyTb OyTu
ogepXaHi 3 BMKOPUCTAHHSAM, MHOXMHHUX [03 niKapcbkoro npenapaTy, a 3HaveHHs ICsp Bu3HaualTb 3a
aonomoroto 95%-0ro AoBipYOro iHTepBarny 3 BUKOPUCTaHHSIM MiHiHOI perpecii.

Pe3synbTat, ogepxaHi 3a UMMM CTaHAAPTHUMW €eKCnepuMMeHTanbHMMU MeTodaMu NepeBipku, nogaHi B
HWXYeHaBeaeHin Tabnuui.

ICs0 (HM @60 % iHriGyBaHHsI B 1 Mikpomori)

Mpvknag| MMP1 | MMP9 | MMP 13 | TACE
1 NT 559,6 193,3 | 31,62%
2 NT 10,50% 0% 403
3 NT 308,9 1694 | 27,43%
4 371 22,20% | 17,10% 21%
5 NT 7,7 4,7 25%
6 267 214 15,6 40,43%
7 844 72,9 42,1 33%
8 NT 346 307,9 47%
9 313 107 NT 20,30%
10 8% 128 64 54,75%
1" 18,80% 2925 319 942
12 100 10,8 11 15,50%
13 239 11 14 626
14 158 23 8 17,18%
15 285 17 4 137
16 325 9 24 180
17 238,6 8,9 1,4 41,00%




18 540 18,9 11,5 29,2%
19 446 95,8 4,8 33,1%
20 423 14,6 18,7 31%
21 318 13,2 15,3 39%
22 219 3,2 2,5 30%
23 593 7,9 4,0 40,6%
24 413 20,9 31,3 47,5
25 262 26,7 8,0 NT
26 304,6 6,3 3,2 34,6
27 629 106 30,1 NT
28 761 3,1 2,0 30,6%
29 297 4,3 3,6 41%
30 397 8,1 57 25,2%
31 162 15,2 57 688
32 13,7 3,7 1,0 NT
33 318 53,9 18,4 23,9%
34 519,8 34,7 26,1 28,1%
35 455,8 233,6 48,2 44,9
36 622 83,8 20,7 826
37 9% 31,6% 14,3% 87
38 48,3% 1,7% 5,8% 55,1%
39 29,4% 35,2% 26,6% 69,4
40 583 197 14 160
M 100 10,8 11 15,50%
42 262 50,9 6,2 36,5
43 66,1% 34,7% 55,5% 46,6%
44 47,1% 36,9% 39,5% 14,9%
45 49% 48,6% 36,7% 20,4%
46 789% | 79,12% | 84,7% 1,4%
47 17,1% 12,9% 7,12% 3,3%
48 99,1% 79,1% 85,4% 51,1%
49 10,1% 23,7% 54,6% NT
50 511 58,4 10,6 NT
51 1781 10,4 13.1 48,14%
52 139,3 7,9 9,1 NT
53 647,9 | 27,80% 188 52,57%
54 110 66 21 55,10%
55 303 10 7 21,70%
56 299 16 12 65%
57 258 332 191 16,57%
58 211 35 39 7,70%
59 30,20% 447 141 24,86%
60 NT 184 NT 23,60%
61 258 38 22 17,21%
62 522 174 43 669
63 156 9 3 203
64 40,90% | 25,60% | 36,70% | 29,70%
65 1000 63 13 42,21%
66 1600 131 226 42,33%
67 364 2,3 43,7 690
68 297 29 27 522
69 574,5 120,2 90 41,32%
70 1139 88,80% 127 764
71 1000 63 13 42,21%
72 117 11 1 51,64%
73 300 141 12 20,17%
74 138,1 9,2 4,3 47,86%
75 672,3 83,4 32,7 23,77%
76 805 NT 500 NT
77 205,5 NT 170 NT
78 262 560 34 24,58%
79 25 0,54 0,4 805
80 22,1% 26% 63,6% 191
81a 2036 230,9 43,9 271
81b 3765 154 15,7 228
82 237,6 19,4 5,1 34,5%
83 492 10,2 2,0 229
84 519 8,8 2,0 213
85 450 5,8 1,5 115




86 494 16,8 1,5 222

87 368 5,0 1,6 170,7

88 1329 12,8 3,1 610

89 1389 38,6 7,0 49%

90 598 10,3 2,2 71,9

91 1929 13,3 10,8 503

92 59,6% 649 148 9,7

93 56,3% 452 38 15,8%

94 2640 138 28,6 22,9

95 3681 364 33,1 25,4%

96 4437 374 33,8 18,1

97 5109 484 43,7 20,20%

98 2383 3,8 1,2 154

99 656 16,2 24 250

100 4729 19,1 53 39,5%

101 642 12,3 21 197

102 662 33,7 1,9 53%

103 1306 45,1 8,8 470

104 2610 3,1 1,4 208

105 1214 44,2 4,1 50,2%

106 3788 5,1 0,9 631

107 629 26,8 25 293

108 2896 54 1,7 270

109 393 2,7 25 386

Cronyku, ogepxaHi Lnaxom TBepgodasHoro cuHTedy. [ani ans npuknagis 3 110 no 240
Ne MMP1 MMP 9 MMP 13% iHribyBaHHa B | MMP 13% i iHribyBaHHS B TACE %
npvknagy 0,2mMkM (HTS) 0,2mkM (HTS) (Bpy4Hy) | iHribyBaHHs B 1TMM

110 75 17,6
111 10 40,4
112 50 33,7
113 0 13,1
114 0 0
115 0 0
116 0 9,1
117 7 8,1
118 24 16,7
119 0 7,8
120 31 19,9
121 0 6,1
122 0 3,1
123 0 25
124 0 0
125 5 2,3
126 25 10,4
127 47 29,2
128 1,9vM 213uM 91 255HM 19,31
129 90 32,77
130 28 27,9
131 71 20,73
132 71 20,76
133 53 22,04
134 25 -9,31
135 79 42,67
136 89 42,69
137 83 13,35
138 20 5,284
139 8 28,05
140 29 4,22
141 32 11,76
142 69 54,27
143 53 43,9
144 38 19,7
145 45 25
146 68 7,317
147 73 11,95
148 15 43,46
149 13 4,408




150 54 1,818
151 6 5,927
152 9 10,03
153 12 11,8
154 89 13,14
155 31 18,62
156 23 -2,09
157 19 13,7
158 33 -7,48
159 49 5,852
160 14 -3,57
161 0 12,7
162 13 0

163 84 9,615
164 74 62,69
165 71 73,7
166 9 4,16
167 27 8,961
168 21 3,688
169 28 40 72 M7
170 32 49 90 25,5
171 31 38 48 16,6
172 34 32 42 29,4
173 18 46 56 25,5
174 10 19 40 27,7
175 16 20 37 32,9
176 6 5 16 26,6
177 5 1 9 38,5
178 -10 74 39 26

179 12 32 60 42,7
180 14 19 45 34,4
181 6 35 62 15,7
182 -9 -8 7 28,6
183 -6 12 70 34,6
184 16 24 44 24,8
185 9 0 23 7,21
186 -14 -4 35 19,5
187 -14 -12 20 85,5
188 -27 -24 4 16,2
189 -30 -18 -9 14

190 -35 -28 -13 38,3
191 -45 -3 22 2,9

192 -32 5 61 33,2
193 -32 -15 56 14,9
194 -17 -8 5 54

195 -9 -2 10 27,0
196 -18 1 11 35,7
197 -33 -26 -3 17.8
198 -39 -7 15 171
199 -10 -7 30 -1,0
200 37,9
201 50,9
202 10,6
203 32,8
204 7,75
205 84,0
206 89,8
207 -6,3
208 67,7
209 31,2
210 52,2
211 20,7
212 56,0
213 -17.,5
214 11,03
215 895 60,12
216 2,49
217 55,1
218 380 68,7




219 7,3
220 256 53,1
221 146 98,9
222 212 89,3
223 226 107,3
224 404 75,0
225 96,6 114,3
226 28 22 28 2,2
227 15 -16 -22 7,3
228 37 28 65 6,8
229 29 17 33 34,4
230 29 31 26 700 72,1
231 23 13 5 41,6
232 30 17 42 20,8
233 33 29 46 19,8
234 26 28 40 18,4
235 59 70 70 48,3
236 44 44 64 35
237 55 65 72 38,2
238 22 11 24 930 54,4
239 54 74 83 45,9
240 48 51 46 40,3

dapmaLeBTUYHa KOMMNO3KLLs

Cnonykv gaHoro BUHaxogy MOXyTe OyTu BBedeHi mauieHTy, Wwo notpedye HuX, y unctomy Burnsgi abo 3
hapmaLeBTUYHUM HocieM. Llen dhapmaueBTUYHMI HOCI Moxe ByTu TBepaMM abo pigkum.

3acTocoByBaHi TBepAi HOCii MOXyTb BKItoYaTn ogHe abo Aekirnlbka PpevoBUH, SIKi MOXYTb GiTU TakoX B AKOCTI
areHTiB, WO KOPUIYIOTb, PEYOBWH, O 3Ma3yloTb, PO3YMHHWKIB, areHTiB, WO CycneHOyloTb, HamoOBHIOBaYiB,
pPeYOBMH, L0 CKOB3alTb, A00aABOK ANS MpecyBaHHs, PEYOBMWH, WO 3B'A3yloTb, abo areHTiB, Tabnetku, WO
Ae3nHTerpytotb, abo maTepianis, WO iHKaNCymnooTb. Y MOPOLLKaxX Lel HOCIN ABNsie cCOBO TOHKO pO3MeneHy
TBEPAY PEYOBUHY, SIKY 3MilllytoTb i3 TOHKO PO3MENEHUM aKTMBHUM iHrpegieHTomM. Y TabneTkax BU3HaYeHWn
aKTMBHUI [HIPEdiEHT 3MilLyloTb i3 HOCIEM, WO Mae HeoOXigHi BRMacTMBOCTI ANsl MPEecyBaHHA Yy BiOMOBIOHMX
NponopLisX i yWinbHIOTL Y HeobXigHy dopmy i po3mip. [daHi nopoluku i TabneTkn nepeBaxHoO MICTATe 40 99%
BM3HAYEHOro aKTMBHOro iHrpegieHTa. BignosigHi TBepai HOCIT BkMoyaoTb, Hanpuknag, Kanbuindocdar,
MarHincreapat, TanbK, LYKOp, NakTo3y, [AEKCTPWH, Kpoxmanb, >XenaTuH, Uenonosy, MeTunuentonosy,
HaTpirikapboKkCUMeTUNLIENON03Y, NOMIBIHINNIPOMiAOH, Nerkonnaeki BOCKW i iOHOOOMiHHI cMonu.

Pigki HoCii MOXyTb BWKOPWUCTOBYBATUCA ANSA MNPUroTyBaHHA pPO3YMHIB, CYCreH3i, eMyrnbCiid, cuponis i
enikcvpiB. Bu3HaveHu akTMBHUIA iHrpegieHT AaHOro BuHaxogy Moxe OyTu po3dvHeHui abo cycneHOoBaHun y
apMaLeBTUHHO MPUNHATHOMY PiOKOMY HOCIT, TakoMy $K BOAa, OpraHiYHUM PO3YMHHUK, Y dapmMaLeBTUYHO
NPUIHATHUX Macrnax abo xupy abo B iX cymiLui.

Pigokuii Hocin MoXe MiCTUTKM iHWI BignoBigHi dhapMaueBTUYHI Ao0aBku, Taki sik contobinisatopu, emyneratopu,
Bydepwn, KOHCepBaHTW, MOACOMNOMKYBaYi, areHTu, WO KOPUryloTb, areHTu, Wo CycneHayloTb, 3aryCHUKW, 6apBHUKY,
perynaTopu B'A3KkocTi, cTabinisatopu abo ocMoperynatopu. BignosigHi npuknagu piaknx HOCIiB Ans nepopansHoro
i mapeHTepanbHOrO BBeOEHHS BKMOYalOTb BOAY (30Kpema, Taki, Wo MICTATb AoDaBku, 3a3HayeHi BuLe,
Hanpwvknag, noXigHi Lenonosun, nepeBaXHO PO3YMH HaTpiikapbokcumeTunuentonosun), cnuptu (y Tomy uuchi,
MOHOBOZEHLBMICHI CNUPTK i NONIBOAEHLBMICHI CMMPTW, Hanpuknag, rnikoni) i ix noxigHi i macna (Hanpwuknag,
pekTudiKoBaHe KOKOCOBE Macro 11 apaxicoBe Macno). [nsa napeHTepansHOro BBEAEHHS PiAKUIA HOCIA Moxe ByTu
TakoX MNofdaHum macnsHuMm edipom, TakuMm SK eTunoneat i isonponinMipuctat. CTepwnbHi  pigki  Hocii
BUKOPUCTOBYIOTbCS B KOMNO3ULISIX PigKol (hopMy Ansi napeHTepanbHOro BBeeHHS.

Pioki dapmaueBTUYHI KOMMNO3uLii, siKi SBMSOTE COOOK CTepWrbHI po3dYnHU abo cycneHsii MoXyTb OyTu
BMKOPWCTaHi, Hanpuknag, ANns BHYTPILWHbOM'A30BOI, BHYTPILUHbONEpUTOHeanbHoi abo MigWwKipHOT  iH'eKuii.
CTepurnbHi po34MHM MOXYTb OyTU TakoX yBedeHi BHYTPiLLHbOBEHHO. [epopanbHe BBe4EHHS MOXe 34iMCHI0BaTUCS
abo y copmi pigkoi, abo y chopmi TBEpAOT KOMNO3MULLi.

Cnonykv gaHoro BuHaxogy MOXYTb OyTw BBedeHi pekTtanbHO Yy dopMi TpaguuiiHoro cynoawTopito. [ns
BBEEHHS LUMAXOM BHYTPILUHBOHOCOBOI abo BHYTPIiLLHBOOPOHXIanbHoI iHranauii abo iHcydnsuii, cnonyku gaHoro
BMHaxody MOXYTb OyTv NpuUroToBneHi y BOAHOMY abo 4acTKOBO BOAHOMY PO34MHi, KU NOTIM BUKOPUCTOBYETHCS
y cdopmi aeposonsi. Cnomnykv 4aHOro BUHaxody MOXyTb OyTW TakoX yBedeHi YepesLUKIPHO LUNIAXOM BUKOPUCTaHHS
LLIMaTOYKa HaKNeeHoro Ha LUKipy nnactupy, Wo MICTUTL AaHy aKkTUBHY CMONYKY i HOCIR, KU iHEPTHUI LLIOAO AaHOT
aKTUBHOI CMOSyKWN, HETOKCUYHUK NS AaHOT AINAHKU LWKipW, | 4O3BONSE OCTaBNATU aHUA areHT Ansi CUCTEMHOro
NOrNMHaHHS B KPOBOTIK Yepe3 AaHy LOinsiHKy LWKipy. [JaHuii HOcin MoXe BMKOpUCTOBYBaTUCA B HGaratbox dopmax,
TaKuxX SIK KpeMu i Masi, nacTu, reni, i okn3aueHi NpucTpoi. Lli kpemun i Masi MoXyTb SBNATU CODOKO B'sI3KY piaMHY
abo HaniBpigki emynbcii MacnsHo-BogHOro abo BoAHO-MacnsiHoro tuny. lMactu, WO BKMOYaKTb MOMMHAOM
NMOpPOLLKX, AWcneproBaHi y BaseniHi abo B rigpodinbHOMY Ba3erniHi, WO MICTUTb AaHWA aKTUBHUIA iHrpedieHT,
MOXyTb OyTU Takox nigxogawmmu. [Onsi BUBINbHEHHS [AHOMO aKTMBHOIO [HrpefieHTa B KPOBOTIK MOXe
3aCTOCOBYBAaTUCS PS4 OKMIO3MBHUX NPUCTPOIB, TakMX SIK HaMiBNPOHWKHA MeMbpaHa, Lo NoKpuBae pe3epsyap, WO
MICTUTb OaHUA aKTUBHWIA iHrpedieHT 3 abo 6e3 Hocis, abo OCHOBY, LLO MICTUTb OAHWN aKTUBHWIA iHrpegieHT. Y
niTepatypi BiAOMi i iHLLI OKMO3MBHI MPUCTPOI.

[o3wn, 3acTocoByBaHi Ans NiKyBaHHA KOHKPETHOMO NaLieHTa, WO CTPaX4ae Bif 3axXBOproBaHHst abo CTaHy, Y sk
3anyyeHi MMPs a6o TACE, moxyTb Oyt cyb'ekTMBHO BM3HaueHi nikapem, wo nikye. [MapameTtpu, wWwo
3MiHIOIOTBCA, BKTIOYAIOTb Bary AucAyHKLii, po3mip, BiK i piBeHb YyTNMBOCTI 4aHOMO nauieHTa. 3BMYyaniHo, NiKyBaHHS
noyMHalTb i3 HEeBenuvKuX 003, MeHLle, HiK AaHa onTumanebHa Jo3a Ans gadoi cnonyku. [oTim uo gosy



36iMnbLUY0Tb 4O ONTUMAarbHOIO edekTy, WO A0CAraeTbCs B AaHMX o6CTaBuHax. TOYHI [03M Ans nepoparnbHoro,
napeHTeparnbHOro, HasarnbHoro, abo BHYTPILLIHBOOPOHXIANbHOrO YBEAEHHS BU3HAYalOTLCA Nikapem, Wo NiKye, Ha
OCHOBI JOCBigYy N0 AaHOMY OKpeMOMy Cy6'eKTy, Lo NiANAraeTbCs NikyBaHHIO, 1 OCHOBHUX MEOUYHUX HOPM.

MepeBaxHO AaHa hapmaLeBTUYHa KOMMO3Wuis siBNsie cobol OAMHULEO A030BaHoi opmMu, Hanpuknag, y
BUrNs4i TabneTtok abo kancyn. Y Takii dopMi gaHa dhapMaueBTUYHa KOMMO3uLis SBMsie coboto Niapo3dineHi Ha
OoaVHULI dopMK, WO MICTATb BiANOBIAHY KiMbKICTb AaHOrO aKTMBHOrO iHrpedieHTa; AaHa OAvHWUUS [030BaHOI
dopmMn MoXKe ByTV ynakoBaHMMU KOMMO3WLiSIMU, HaNpWKnazg y BUrMsSAi ynakoBaHWX NMOPOLLKIB, hnakoHiB, ammnyn,
nornepeaHbO HaMOBHEHMX LWINpULUiB abo calue, Wo MicTATh piguHu. [JaHa ognHuus 4o30BaHoI hopmm Moxe ByTu,
npuMipom, y Burnsadi kancyn abo tabnetok, abo ue moxe OyTu BignoOBiOHE YMCNO OEAKUX TakMX KOMMO3ULN B
yrnakoBaHOMy BUrNA4,.



