[aHni BMHaxiA CTOCYETbCS XiIHOMIHY Ta MOXiAHUX XiHOMiHY, SKi AEMOHCTPYIOTb @HTarOHiCTUYHY aKTUBHICTb
BiAHOCHO MeTaboTPONHUX ryTamMmaTHUX peLenTopiB Ta iX OTPMMaHHS; BUHaxXi4 AOAATKOBO CTOCYETbCS KOMMO3ULIN
AKi MiCTATb iX, TAKOX SK X BAKOPUCTaHHS SIK Nikapcobknx 3acobib.

HenpomegiaTop rmytamaTt BBaXXa€TbCA HANBAX/MBILLMM HEPBOBUM HEMPOMEAiaTOPOM LIEHTparbHOi HEPBOBOT
cuctemun ccasuiB. 3B'A3yBaHHA ULbOro Hevpomegiatopy 3 MeTaboTpomHWMK rryTamaTHUMK  peuentopamu
(mGIuRs), ski € nigpoanHoto 3'egHaHnx 3 G-6inkom peuenTopiB Ta ki BkA4Yato™ 8 BiaMiHHMX nigTvniB mGIuR, a
came mGIluRl, wo 4yepe3 mGIuR8, akTuBi3ye pag cMCTEM BHYTPILLHbOKITITUHHOIO BTOPMHHOIO MeceHakepy. mGIuR
MOXYTb OyTM po3gineHi Ha 3 rpynu, BUXOASYM 3 TOMOMOFii MOCMIAOBHOCTEA aMIiHOKUCIIOTA, CUCTEMMU
BHYTPILUHbOKNITUHHOTO BTOPUHHOTO MECEHKEpPY, LO BUMKOPUCTOBYETLCH peuentopamu Ta dapMakosiornvyHnX
xapaktepuctuk. 'pynna | mGIuR, ska skniovae mGIuR nogTtuny 1 Ta 5, 3B'93yeTbcsa 3 docdoninasor C Ta ix
aKTMBauis NMpu3BOANTb 4O BHYTPILUHBOKMITUHHOT Kanbuji-ioHHOT aktmeauii. Mpynna Il mGIluR (mGIuR2 Ta 3) Ta
rpyna Il mGIuR (mGIuR4, 6, 7 Ta 8) 3B'A3yl0TbCA 3 AAEHUATUMKIIA300 Ta iX aKTMBALUiA BUKIUKAE 3HWKEHHS
BTOPUHHOMY MeceHkepi cAMP Ta, TakKUM YMHOM, CKMAAHHSA HEMPOHHOI akTUBHOCTI. JlikyBaHHS aHTaroHicTamm
Mpynn | mGIuR 6yno nokasaHo Ansi TpaHCMNIOBaHHS Yy NpecuHanc A0 3MEHLLEHOro BUAINEHHS HelpomeaiaTopa
rmytamaTta Ta 3MEHLUEHHS OrnocepenKoBaHOro [MyTaMaToM HEWPOHHOTO 30YMKEHHS Kpidb MOCTCMHaNTUYHWIA
MexaHi3M. 3BaxkaioumM Ha Te, WO naTtodidionoriyHi npouecn Ta CTaHW XBOPOOW, IO ypakalTb LeHTpalbHYy
HEPBOBY CMUCTEMY, BBaXalTbCsl, TaKUMW, LIO € HACMiOKOM HaaMIpHOro 30y[MKEHHs rryramaTtoM HeWpoHiB
LeHTpansHOT HEpBOBOi cucTeMU, aHTaroHictn 'pynu | mGIuR MoxyTe 6yTM TepaneBTUYHO KOPWUCHI NpW MiKyBaHHi
XBOPOO LieHTpanbHOi HEPBOBOI CUCTEMMN.

MixHapogHa nybnikauis WO 99/26927 poskpusae aHTaroHicTy mGlu peuenTopie [pynu | ona nikyBaHHSA
HEeBPOIOriYHMX XBopo6 Ta po3najis, 3aCHOBaHI - MOMDK iHLUMX - HA XiIHOMIHOBIV CTPYKTYPI.

MixxHapogHa nybnikauis WO 99/03822 poskpuBae OiuvkniyHi niraHgM MeTaboTPOMHOro rnyramaTHOro
peuenTopy, Hi 0AWH 3 HUX 3aCHOBAHO Ha XiHOMIHOBIN CTPYKTYPi abo XiHOMiHi.

[aHun BuHaxia cTocyeTbcs cnomnyk chopmynu
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ix N-okcugHux dopm, GapmMaueBTUYHO MNPUAHATHUX agUTUBHUX COMNEW, YEeTBEPTUHHUX amMiHiB Ta
CTepeoxiMivHo i3oMepHUX opmMm, ae

X asnsie coboto O; C(R6)2 ne R¢ BOAHEeM, apurnomM abo Cieankifiom HeoboB'I3KOBO 3aMilLIEHNM aMiHOTPyro
abo moHo- abo gi(C1.sankin)amiHorpynoto; S abo N-R” ge R e amiHorpynoto abo rigpoKCcMrpymnoto;

R' aense coboo Cieankin; apun; TieHin; xiHoniHin; uuknoCs.spankin abo (umknoCs.ipankin)Ciearnkin, ge
uunknoCs.12ankinbHa cknagoBa HeoOOB'I3KOBO MOXE MICTUTU MOABIMHWIA 3B'I30K Ta e OAMH aTOM Byrneuw y
uunknoCs.12ankinbHiN cknagoBit Moxxe OyTW 3aMillleHWMI A aTOMOM KucHo abo NRB-CKJ'IaJJ,OBOlO ne R® e BogHewm,
6eH3unom abo CieankinokcukapboHinom; ae oanH abo Ginbwe atomiB BogH y CieankinbHii-cknagosin abo y
umknoCs.12ankinbHin-cknaaoBii He0boB'A3KOBO MOXYTb ByTK 3amiweHi Ci.eankinom, rinpokemCi.eankinom, ranoCs.
eankinom, amiHoC+.earkinom, rigpokcurpynoto, Cieankinokcurpynoto, apunCiesankinokcurpynoto, ranoreHom, Ci.
6alKiNoKCKKapOoHinom, apunom, amiHorpynoto, MOHO- abo Hi(C1sarnkinom)amiHorpymnoto, Ci
6aIKiNMOKCKapPOOHiINamiHOrpynot, ranoreHom, ninepasnHinoM, MipManHiNoM, MopdoniHinom, TieHinom abo
6iBaneHTHUM paavkanom dopmynu -O-, -O-CH2-O abo -O-CH2-CH2-O-;

abo pagvkan gopmynu (a-1)
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ne Z1 € ogHum koBaneHTHUM 3B's3kom, O, NH abo CHy;

Z2 € ogHUM KoBaneHTHUM 3B'a3kom, O, NH abo CHy;

n e uinum uncnom 0, 1, 2 abo 3; Ta Oe KOXHWA aToM BOOHIO Yy (heHiNbHOMY KiMnbLi, HE3ANEXHO, MOXe
HeobOB'A3KOBO OyTVM 3amileHuin ranoreHoM, rigpokenrpynot, Cieankinom, Cieankinokcu abo rigpokevCi.
6anNKinom;

abo X ta R’ MOXYTb OyTV B3ATi pasoMm 3 aTomMoMm Byrfeulo Ao sikoro X Ta R’ npuegHaHi Ansa YTBOPEHHs
pagukany copmynu (b-1), (b-2) abo (b-3);
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R? sBnsie coGOl BOAEHb; ranore; uiaHorpyny; Ci.eankin; Cieankinokcurpyny ; Cieankintiorpyny ; Ci.
sankinkap6oHin ; Ci.earnkinokcukap6oHin ; Ci.sankinkap6oHinokcuCi.eankin; CosankeHin ; rigpokcmCa.sankeHin ; Co.



sankiHin; rigpokenCogankitin; Tpu(Ci.eankin)cinaHCoesankiHin, amiHorpyny; moHo- abo pgi(Ci.eankin)amiHorpyny;
MoHo- abo fj(Ci.eankinokcuCi.eankin)amiHorpyny ; MoHo- abo ai(CiearnkintioCi.sankin)amiHorpyny; apun; apunCi.
eankin ; apunCieankiHin ; CieankinokcnCi.eankinamiHoC1.eankin; amiHokap6oHin HeoboB'a3koBO 3amilleHnin Ci.
gankinom, CiearnkinokcuCieankinom, Ci.sankinokcmkap6oHinCi.sankinom ato nipnamHinCi.eankinoM; reTepouukn
obpanun 3 TieHiny, dypaHiny, nipponiny, Tiasoniny, okca3oniny, imigasoniny, i3oTiasoniny, i3okcasoniny,
nipasoniny, nipuguny, nipasvHiny, nipugasuHiny, nipumignHiny, ninepuauHiny Ta ninepaswHiny, Heobos's3koBo N-
3amiweHuni Cq.earnkinokcnCi-sankinom, MopdoniHisiom, TioMopdoniHinom, giokcaHinom ado guTiaHinom;

paavkan -NH-C(=0)R® ne R? siensie co6oto

C1.eankin HeoboB'A3koBO 3aMilleHun LMKNoCa.pankinom, Ci.eankinokcn, Cq.sankinokcmkapboHInom, apunom,
apunoKcurpyrnow,  TieHINom, nipuguHinom, MoHo-abo  Ai(Ci.earkin)amiHorpynot,  CieankinTiorpynoto,
6eHaunTiorpynoto, nipuguHinTtiorpynoto abo nipumiguHinTiorpynoto; UMknoCa.12ankin; LMKINOreKCeHin; amiHorpyny;
apunuuknoCa.s2ankinamiHorpyny; MoHo- abo -ai(Cieankin)amiHorpyny; moHo- abo pgi(Cieankinokcukap6oHinCi.
sankin)amiHorpyny; MoHo- abo gi(Ci.eankinokcmkap6oHin)amiHorpyny; MoHo- abo ai(Co.eankeHin)amiHorpyny; MoHo-
abo pi(apunCiearnkinjamiHorpyny; MoHo- abGo giapurnomamiHorpyny; apunCoeankeHin; dypaHinCo.sankeHin;
ninepuaMHing ninepasuHin; iHgonin; dypin; 6eH3odypin; TeTparigpodypin; iHAEHIN; agamaHTIn; NipUAMHIN;
nipaswvHin; apwn; apunCi- eanklnTlorpyn¥a6o pagukan cdopmynu (a-1);

cynbdoHamig -NH- SO.-R' e R aense coboto Cieankin, MoHo- abo noniranoCi.eankin, apunCi.earnkin,
apmnCz eanKeHln apwun, xiHoniHin, isokcasonin abo Ai(C+.eankin)amiHorpyny;

R® 1Ta R* KokHWit HesanexHo sBnsie 06Ol BOAEHb; ranoreH; rigpokevrpyny; uiaHorpyny; Cieankin; Ci.
eankinokeurpyny; CieankinokenCieankin; Cieankinkap6borin; Cieankinokcukap6oHin; CoeankeHin; rigpokenCo.
eankeHin; CoeankiHin; rigpokcuCogarkiHin, Tpu(Ciearnkin)cunaHCo.earnkiHin, amiHorpyny; moHo- ab6o gi(Ci-
eankin)amiHorpyny; MoHo- abo  pAi(CisarkinokcmCieankin)yamiHorpyny; MoHo- abo  Ai(CreankintioCa.
eaIKi gammor?yny, apun; mopdoniHinCi.eankin abo nlnepm,qMHmC1 eankin; abo

R® ta R® Moxyrb 6yTn B3ATi pa3om Ans YTBOPEHHS R%R%, amit sensie cobolo GiBaneHTHN paaukan
dopmynu -(CH2)z-, -(CH2)s-, -(CH2)s-, -(CH2)e-, -CH=CH-CH=CH-, -Z4-CH=CH-, -CH=CH-Z4-, -Z4-CH>-CH>-CH2-, -
CH2-Z4-CH2-CHo-, -CHz—CHz-Z4-CH2- -CH2-CH2-CH2Z4-, -Z4-CH2-CHy-, -CH2-Z4-CH2- abo -CH2-CH2-Z4-, ne Za
asnsae cobow O, S, SOz abo NR " ne R" e BoaHeM, Cisankinom, 6eHsnnom abo C1 eam<nnon<cw<ap6omnom Ta e
KOXHUI GiBaneHTHUIA paamkan € HeoboB's3koBO 3amileHuit Ci.sarkinom. abo R® ta R* moxe Oy B3ATI pasom
Ansi yTBOPeHHSA GiBaneHTHOro pagvikany opMynu

-CH=CH-CH=CH- a6o -CH2-CH2>-CH2-CH2-;

R® aense coboto BOAeHb; uuknoCs.1pankin; ninepuavHing okco-TieHin; TeTparigpoTieHin, apunCieankin; Ci.
sankinokcnCi.eankin ; Ci.eankinokemkap6oHinCieankin abo Cieankin HeoOOB'I3KOBO 3aMilLEeHWI paavKanom
C(=O)NR,Ry, ne Rx Ta Ry, kKOXHuUI HezanexHo € BogHeM, UMknoCa pankinom, Co.earnkiHinom abo Ciearnkinom
HeobOB'A3KOBO  3amiweHuM  uiaHorpynoto, Cieankinokeurpynot, CieankinokevkapboHinom, dypaHinom,
nipponiguHinom, 6eH3nnTiorpynoto, NipuanHinoM, nipponinom a6o TieHinom;

Y siBnsie coboto O abo S; abo Y Ta R® MoxyTs 6yTn B3siTi pasom Anst yrBopeHHs =Y-R-sikuit siBmsie co6oto
pagvkan opMymnu

-CH=N-N= (c-1);
-N=N-N= (c-2);
abo

-N-CH=CH- (c-3);

apun sBnsie coboto deHin abo HadTin Heo60oB'I3KOBO 3amilLeHun ogHUM abo GinbLue 3amicHYKamm obpaHumu
3 ranoreny, rigpokcurpynu, Cieankiny, Ci.eankinokcurpynu, peHinokcurpynu, HiTporpynu, amiHorpynu, Tiorpynu,
Ci.eankintiorpynu, ranoCiearnkiny, noniranoCieankiny, noniranoCi.earkinokenrpynu, rigpokenCiearkiny, Ci-
sankinokcnCi.esankiny, aMIHOC1 sanKmy, MOHO abo ,ql(C1 eanKmy)awHorpynm MOHO- a6o gi(C1. eaJ'IKIJ'I)aMIHOC1.
saniny, uiaorpyny, ;5:015 -CO- _OR"™, -NR™SO.R", -SO-NR"R ™, -NRPC(O)R'2, -C(O)NR"R™, -SOR"
SO.R' ;oe kokHnn R, R~ 1a R He3ane>KHo ABIA€E coﬁoro Ciearnkin; LlVIKJ'lOC&(saJ'IKIJ'I beHin; geHin 3aM|u.|,eva|
rarioreHoMm, rl,quKcmrpynoro Cieankinom, Cieankinokcurpynoto, ranoCiearnkinom, noniranoCi.eankinom,
dypaHinom, TI€HIJ‘IOM nipponinom, iMigasoninom, Tiazoninom abo okcaszonisnom;

Ta konm R’ -C(=X) cknagosa 3B;|3aHa 3 IHLIJI/IM NONOXKEHHAM HbK 7 abo 8 nono>|<eHH$| Toni 3ragaHi 7 Ta 8
NONOXEHHA MOXYTb 6¥TVI 3aM|u.|,eH| R" ta R™ ge oauH 3 Hux abo o6uasa 3 R™ 1a R asnsiots coboto Cr.earkin,
Ci.eankinokemrpyny R™ Ta R™ Basi pa3oM MOXYTb yTBOptoBaTM OiBaneHTHUN pagukan dopmynu -CHLH -
CH=CH-.

Mpwn BUKOpUCTaHHI y BULUEHaBeAEHUX BU3HAYEHHSAX Ta Aani no Tekcty Cieankin sk rpyna abo yactuHa rpynu
OXOMJIKE HACKYEHi BYIMIEBOAHEBI paavkanu 3 NiHIMHUM Ta po3raniyKeHUM NaHLrom, ski matoTb Big 1 4o 6 aTomiB
BYIMeEL Taki siK, Hanpvknaa, metun, etun, nponin, 6ytmn, neHTMn abo rekcun; CoesankeHin sk rpyna abo yactvHa
rpynu OXONmE HaCUYeHi BYrMeBOAHEBI pagvkanmm 3 NiHiMHUM Ta po3ranyKeHuM faHuoroM, siki MatoTb Big 2 o 6
aToMiB ByrmeLl Ta MakTb MNOABIMHUIA 3B'A30K, Taki SKi eTeHin, nmponedin, OyTeHin, neHTeHin, rekcewin, 3-
MeTunbyTeHin Ta 1.n.; CaeankiHin sk rpyna abo YactnHa rpynv no3Havae BYINEBOAHEBI pagvKanu 3 MiHivHUM Ta
po3ranykeHuM naHuroM, siki MmarTb Big 2 40 6 aTOMIB BYrneL Ta MaloTb MOTPIMHANA 3B'A30K, TaKi SIK eTUHIn,
NponiHin, 6yTMHIN, NEHTUHIN, rekcuHin, 3-MmeTMNByTMHIN Ta T.N.; UMKNOCaearnkin OXoNnnE MOHOLUMKIIIYHI anKinbHi
KinbLEeBi CTPYKTYPU, TaKi SK LUKAOMPONIiN, LMKIOOYTUN, UMKNONEHTUN, Ta unknorekenn; unknoCs 12ankin oxonnwoe
MOHO-, 6i- abo TPMUMKNIYHI ankinbHi KinbUeBi CTPYKTYPU Ta € 3aranbHUM Afs Hanpuknag LuKnonpomniny,
LUMKNOBYTUNY, LMKNOMNEHTUIY, LIMKIOTEKCUY, LMKNOrenT1y, LMKMOOKTUMY, HOpbopHaHiny, agamaHTiny.

TepMiH ranoreH € 3aranbHum ans dropy, xnopy, 6pomy Ta hoay. Ak BUKOPUCTOBYETLCS BULLE Ta Aarni no
TekcTty, noniranoCiearnkin sk rpyna abo yacTMHa rpynmM BM3HAYaETbLCS K MOHO- abo noniranosamiweHuin Ci.
eallKin, 30Kpema mMeTun 3 ogHnm abo GinbLie atomamu gTopy, Hanpuknag, AudropmeTun abo TpudropmeTnn. Y
BMNaAKy Konu GinbLU HXK 0AMH aToM ranoreHy npueaHaHi 4o ankineHoi rpynu, B Mexax Bu3HaveHHs noniranoCi.
ealKiny, BOHN MOXYTb ByTM ogHakoBUMMK abo pisHMMU.

Konu Gyab-sika nepemiHHa, Hanpwvknag apun, Tpannsetsca Ginbw Hix oanH pas y byab AKiM YacTvHi, KOXHe
BM3HAYEHHS € HE3ANEXHUM.

Konu 6yab-skun 3B's30K NPOBEAEHO Y KiNMbLEBY CTPYKTYPY, Lie 03Hayae, Lo BiAMOBIAHUA 3aMiCHUK Mo>|<e oymm
npuegHaHui go Oyob sKOro atoMy 3rafaHoi KinbueBoi CTpykTypu. Lle o3Hayae, Hanpuknag, wo R’ -C(=X)



CklagoBa MOXe NpuegHaHa [0 XiHOMiIHOBOI abo XiHOMIHOHOBOT CKNAJOBOi Y NONOXEHHI 5, 6, 7, 8 ane Takox y
nonoxeHHi 3 abo NonoxeHHi 4.

0Ons TepaneBTMYHOrO BUKOPUCTaHHs, coni crnonyk dopmynn (I-A) T1a (I-B) € Takumu pge npoTuioH €
dapmMaLeBTUYHO NPUUHATHUM. [1poTe, Coni KNCMNOT Ta OCHOB, AKi He hapMaLEeBTUYHO MPUNHATHUMU MOXYTb TaKOX
3HaNTV 3aCTOCYBaHHSA, Hanpukrag, npy nNpuroTyBaHHi abo ounLleHHi dhapmaueBTUYHO NPUNHATHUX CMOMYK. YCi
coni, K hapmMaLeBTUYHO NPUNHATHI Tak | He hapMaLeBTUYHO NPUMHATHI BXOAATE B MEXi AaHOro BUHaxony.

Mepenbavaetbes, WO apmaueBTMYHO MPUAHATHI aaMTUMBHI cormi, Aki Oyrno 3ragaHo BuLle, BKIOYalOTb
TepaneBTUYHO aKTUBHI HETOKCMYHI (POPMU KMCIOTHO-aAMTUBHWNX COMEN, siki 30aTHI yTBOptoBaT cnonyky copmynm
(I-A) Ta (I-B). OcTaHHi MOXYTb ByTM 3py4YHO ofepKaHi LNAXoM 06pOoBKM OCHOBHOI (POPMU TakVMU NPUOATHUMMN
KMUCMOTaMU siK, HanpwKrnag, ranoigBogHEBI KUCMOTW, Hanpukrag, xnopucropogHesa, 6pommncToBogHeBa kucnorTa i
T.M. ; cipyaHa KucnoTa, a3oTHa kucnoTa; docdopHa KucnoTa i T.n., abo opraHiyHi KUCNOTK, Taki sk, Hanpuknag,
ouTOBa, MpPOMaHoBa, OKCMOLTOBA, 2-OKCUMPOMaHoBa, 2-OKCONponaHoBa, LaeneBa, MarnoHoBa, OyplTWHOBA,
maneiHoBa, ymapoBa, A6nyyHa, BuWHHA, 2-rigpokcu-1,2,3-nponaHTpukapboHoBa, MeTaHCynbgOoHOoBa,
eTaHcynboHoBa, 6eH3oncynboHoBa, 4-meTnnbeH3oncynb¢oHoBa, LMKIOrekcaHcynbgamMiHoBa, 2-
rigpokcnmbeH3onHa, 4-aMiHo-2-rigpokcmMbeH3onHa i T.n. kucrnoTu. Haenaku, oopma coni moxe 6yt nepeTBopeHa
LNsAXomM 06pobKM Nyrom y hopmy BiNbHOT OCHOBM.

Cnonykun dopmynu (I-A) Ta (I-B), Wwo MictaTb KMCMNOTHI NPOTOHWU, MOXYTb OYTM TakoX MepeTBOpPEHi B iX
HeToKenyHi abo agnTmeHi bopMu cornet meTany abo amiHa wnsaxoM o6pobky BignoBigHUMK OpraHiyHUMK abo
HeopraHiyHMMuM ocHoBamu. BignoBigHi OCHOBHI COMbOBI hopmMM BKMKOYAKTb, HaNpUKIaL, amMoHiesi comi, coni
NYKHUX Ta NyKHO3emenbHUX MeTaniB, Hanpukrag, niTito, HaTpilo, Kanito, MarHito, kKanbuito i nofibHi, coni 3
opraHiyHMMn ocHoBamu, Hanpukrnag, OeHsaTuHoMm, N-meTun-D-rniokamiHom, 2-amiHo-2-(rigpokcumeTvn)-1,3-
nponaHgionomM, rigpabamiHoBi coni Ta CoJfi 3 amMiHOKUCIIOTaMM, TakMMW, Hanpuknag, SK apriHiH, NisvH, XoniH i
nofibHumun. Haenakn copma coni Moxe Oy nepetBopeHa y popMy BiNbHOI KMCMAOTM LWNAXOM 06pobku
KMCMOTOH.

TepMmiH "agnTBHa Cinb" TakoX BKIOYAE rigpaTv Ta aAMTUBHI (hopMU po3UnHHKKA, SKi cnonyku dopmynu (I1-A)
Ta (I-B) 3gaTHi ytBOptoBaTu. MNpuknagamu Taknx oopm €, Hanpuknag, rigpati, ankoronsTi Ta T.n.

TepMiH "4eTBEPTUHHWIA amiH" SKUI BUKOPUCTOBYETLCA BMLUE, MO3HaYae CONi YETBEPTUHHOIO aMOHito, SAKi
cnonyku copmynun (I-A) Ta (I-B) 3gaTHi yrBOptoBaTM 3a OOMOMOrOK peakuii MK a30TUCTO OCHOBOK CrOSYKU
dopmynun  (I-A) abo (I-B) Ta NpUAHATHUM YETBEPTUHHUM areHToM, TakMM $K, Hanpuknag, HeoboB'A3KOBO
3amilweHun ankinranig, apvnrania abo apuwnarkinranig, Hanpuknag meTtunogug abo 6GeHsunommp. IHLi
peakTaHTV 3 pobpe BidWwennoBaHUMKW rpynaMu  MOXYTb TakKoX Oyt BUKOPUCTaHi, Taki K arnkin
TpUdTOpMETaHCYNbgOHaTU, arnkin MeTaHcynbdoHaTW, Ta arkin p-TonyoncynbgoHaTu. YeTBepTUHHUA aMmiH
NO3NTMBHO 3apamKeHW a3oT. PapmaueBTMYHO NPUMHATHI MNPOTMIOHW BKMOYawT  Xxop, 6pom, 1oga,
TpudptopaueTat Ta auetat. Kpawmin npotmioH moxe 6yt BBEAEHUI BUKOPUCTOBYIOYM CMOSM iOHHOTO OBMiHY.

LiiHHum € Te, wo peski 3 crnonyk cdopmynu (I-A) ta (I-B) Ta ix N-okcuawn, coni, YeTBEPTUHHI aMiHi Ta
CTEpPEOXiMiYHO i30MepHI POpPMU MOXYTb MICTUTM OAMH abo Oinblie LeHTpM XpanbHOCTI Ta iCHYIOTb $K
CTepeOoxiMiyHO i3oMepHI hopmu.

TepMmiH "cTepeoxiMiuHO i3oMepHi dopmu", y TOMY 3HaYEHHI, WO BMKOPMUCTOBYBANOChb BULUE, BU3HA4ae YCi
MOXINBI i30MepHi dhopmu, ski MOXYTb Matu crnonykn copmyn (I-A) ta (I-B), Ta ix N-okcugm, coni, YeTBEPTUHHI
aMiHn abo disionorivHo dyHKUiOHaNMbHI NOXIAHI MOXYTe MaTh. AKLWO He BKasaHO iHWe, XiMiYHi Ha3BW Cronyk
no3HayaloTb CyMill YCIX MOXIMMBMX CTEPEOXIMIYHO i30MepHMX (bOpM, NPUYOMY BKasaHi CyMili MiCTATb YCi
Jdiactepeomepu Ta eHaHTiOMepy OCHOBHOT MOMEKYNSIPHOT CTPYKTYPU Tak XKe sIK KOKHA 3 OKpeMuX isoMepHUxX dopm
dopmynu (I-A) Ta (I-B) Ta ix N-okcugm, corni, conbBat abo YeTBEpPTUHHI aMiHW 3aranom BinbHi, TOOTO NoB'A3aHi 3
MeHW Hix 10%, nepeBaxHO MeHwe Hibk 5%, 30kpema meHwe Hik 2% Ta Ginbw 6axaHo MeHwe Hik 1% iHWwuX
isomepis. NepenbavaeTbes, WO CTEPEOXiMivHO i3oMepHi dopmu cnonyk . oopmynu (I-A) Ta (I-B) BkntoyeHi y mexi
[aHOro BMHaxody. Tex came CTOCYETbCS NMPOMDKHMX CMOMYK, SIKi ONUCcaHi Npy UbOMY, Ta BUKOPUCTOBYIOTLCS Ansi
npuroTyBaHHS KiHueBux cnonyk opmymnu (I-A) Ta (I-B).

TepMiHM UMC Ta TpaHC BUKOPUCTOBYIOTLCA BiAMOBIAHO A0 HOMeHknaTypu Chemical Abstracts.

Y peskux cnonyk dopmynm (I-A) ta (I-B) Ta y npomixHMX cnonyk, WO BUKOPUCTOBYIOTbCA MNpu iX
npuroTyBaHHs, abconTHa cTepeoxiMmiyHa KoHdirypauis He Gyna BM3HadeHa. Y LMX BUNagKax, cCTepeoisoMepHa
dopma sika byna nepLuoto BugineHa nosHavaeTbcs Ak "A" Ta BugineHa gpyroto "B", 6e3 [ooaTkoBOro nocunaHHs
Ha PaKkTUYHY CTepeOoXiMiyHy KOoHdirypauito.

Mpote, 3ragani "A" Ta "B" cTepeoizomepHi dopmMu MoXyTb OyTM OAHO3HAYHO OXapakTepu3oBaHi i3nko-
XIMiYHVMUW XapaKTepUCTUKaMN Takumm K ix o6epTaHHs NnowmHn obepTaHHA nonapu3sauii ceitna y Bunaaky Konm
"A" Ta "B" MalwTb €eHaHTIOHOMEepHY 3anexHictb. Creuianict y gaHin ranysi 3gateH BuM3HAYMTU abCOSMIOTHY
KOHQirypauito Takumx CMOmyK BUKOPUCTOBYIOYM 3aranbHOBIOOMiI MeToAu Taki SK, Hanpukrnag, Audpakuis Ha
PEHTTEHIBCbKNX NPOMeHsX. Y Bunagky konu "A" Ta "B" € cTepeoisoMepHUMK Cymillamun, BOHU MOXYTb ByTn gani
po3AineHi 3aBAsKW YoMy BiAMOBIAHI nepLi BUAinNeHi dpakuii nosHaveHi gk "A1" ta "B1" 1a gpyra sk "A2" ta "B2",
6e3 noJanbLUOro NOCUNaHHS Ha GiNCHY CTEPeOoXiMivHy KoHdirypadito.

N-okenaHi dopmum cnonyk 3a AaHUM BUHaX04oM, ik nepeabavaetbes, BKNOYatoTb cnonyku dopmynu (I-A) Ta
(I-B) ne oanH abo kinbka aTomiB a30Ty OKUCNEHi A0 Tak 3BaHOro N-okcuay.

Heski 3 cnonyk copmynu (I-A) Ta (I-B) MoxXyTb Takox icHyBaTu y ix TayToMepHin dopmi. Taki dopmu, xoua
HEesABHO BKa3aHi y BuLLeHaBedeHin hopmynu, nepenbayatoTbCs BKIOYEHUMW B MEXi AaHOro BUHaxoay.

Y 6yab-aKun pa3 npyv BUKOPUCTaHHI dani, nepegbavaeTbes, Wo TepmiH "cnonyku cdopmynm (I-A) ta (I-B)"
TakoX Bkoyae ix N-okemgHi dopmu, iX coni, IX YeTBEPTUHHI aMiHM Ta X CTEepeoxiMiyHO i3oMepHi chopmu.
Ocobnueuii iHTepec BUKNUKatoTb Ti cnonyku copmynu (I-A) 1a (I-B), siki € cTepeoxiMmivyHo Ymctumm.

LlikaBoto rpynoto cnonyk € Ti cnonyku copmynu (I-A) Ta (I-B) ge

Xasnsie coboto O; C(Rs)z ae Re BoaHeM abo apunom; abo N-R’ ae R'e amiHorpynoto abo rigpoKcurpyrnoto;

R' asnse coboto Ci.eankin; apuvn; TieHin; xiHoniHin; uuknoCsz.q2ankin abo (umknoCs ankin)Ci.earnkin, ae
umknoCs.ipankinbHa cknagoBa HeObOB'A3KOBO MOXE MICTUTM MOABIVHUI 3B'A30K Ta A€ OOMH aTtoM ByIMeut y
umknoCs.1pankinbHiN ckragosii Moxe Oyt 3amilleHn aTOMOM KUCHIO abo NRB—CKJ'Ia,EI.OBOPO ne R” € 6eH3unom
abo Ci.eankinokenkapboHinom; oe oguH abo Ginblwe atomiB BoaHioo y CisankinbHini-cknagosin abo y umknoCs
12aNKiNbHIN-CKNadoBin HEOOOB'A3KOBO MOXYTL ByTN 3amilleHi Cieankinom, ranoCi.eankinom, rigpokeurpynoto, Ci.



saIKiNoOKCUrpynoto, apurCi.eankiiokKCUrpyrow, rarioreHoMm, apuiioM, MoHo- abo ai(Ci.eankinom)amiHorpynoto, Ci.
6alKiNoOKCKKapOoHiNamiHOrpynoto, ranoreHoM, ninepasuHinom, nipuguHinom, MopdoniHinoM, TieHinom abo
GiBaneHTHUM paavkanom gopmynu -O- abo -O-CHx-CH2-0-;

abo paavkan dopmynu (a-1)

Z“CH'—
|
@E Zz/ (CHz)n

a-1

ne Z1 € ogHuM KoBaneHTHUM 3B'a3koM, O abo CHy;

Z2 € OOHUM KoBarneHTHUM 3B'a3kom, O abo CHy;

n € uinum yncnom 0,1 abo 2;

Ta [e KOKHWA aToM BOOHIO Y (PEHINbHOMY Kinbui, HesaneXxHo, MoXe HeOoOOB'A3KOBO OyTM 3aMmilLugHui
ranoreHom abo rlnpoxcmrpynoro

a6o X ta R’ MOXYTb OyTM B3SATi pa3om 3 aTOMOM Byrneut Ao sikoro X Ta R’ npueQHaHi Ansi YTBOPEHHSI
pagukany copmynu (b-1), (b-2) abo (b-3);

O——N
|
N
G I
Q
b-1 b-2 b-3

R? aBnsie coGol BOAeHb; ramoreH; wiaHorpyny; Ci.eankin; Creankinokcurpyny, Cireankintiorpyny; Ci.
eankinkapboHin; Ci.eankinokcukap6oHin; CoeankeHin; rigpokcnCo.eankeHin, CoaealnkiHin; rigpokcuCoeankinin;
Tpu(C16ankin)cinaHCa.eankiHin ; amiHorpyny ; MoHo- abo ai(Cisankin)amiHorpyny; MmoHo- abo ai(Ci-sankinokcu Ci.
ealkKin)amiHorpyny;, moHo- abo gi(CieankintioCi.eankin)amiHorpyny; apun; apunCi.earnkin, apunCoearnkidin, Ci.
eankinokcnCi.sankinamiHoCi.eankin, amiHokapboHin Heob6oB'i3koBO  3aMmiweHuin  Ci.sankinokcmkap6oHinCi.
ealKiNoM; retepoumkn obpaHuii 3 TieHiny, dypaHiny, Tiazoniny Ta ninepuaunHiny, Heobos's3koBo N-3amieHunn
MopdoniHinoMm abo TiomopgoniHinom;

paavkan -NH-C(=O)R” pne R® sBnsie coboio Ciearnkin HeoBOB'SI3KOBO 3amiweHnn umknoCs.pankinom, Ci.
eankinokcy, Ci.eankinokcukapOOHINOM, apuroM, apurioKCUrpyrnot, TiEHINOM, mipuauHinom, moHo- abo Ai(Ci-
ealkin)amiHorpynot, Ci.earkinTiorpynot, 6eH3unTiorpyrnotw, nipuavHinTiorpyno abo nipymiguHinTiorpynoto;
unknoCs.12amkKin,  UMKIMOreKkceHin;  amiHorpyny;  apunuuknoCs.i2arkinamiHorpyny;  MoHo- a6bo  -g4i(Ch.
galkin)amiHorpyny; MoHo- abo  gi(Cieankinokomkap6boHinCieankinjamiHorpyny;  MoHo- abo  gi(Ci-
sanKinokcrkapboHin)amiHorpyny; MmoHo- abo Ai(CzeankeHin)amiHorpyny; MmoHo- abo ai(apunCi.eankin)amiHorpyny ;
MOHO- abo piapunomawmiHorpyny; apunCo.sankeHin; dypaHinCosankeHin, ninepuaMHing ninepasuHin; iHaonin;
dypin; 6eH30dypin; TeTpariapodypin; iHAEHIN; agamaHTin; NipuavHIn; nipaavHin; apnn abo pagvkan dopmynu (a-
1);

cynbdoHamig -NH-SO,-R" ne R asnse coboto C1.e6ankin, MoHo- abo noniranoCi.sasnkin, apunCi.eankin abo
apun;

R* ta R® MOXYTb OyTM B35ITi pa3om Anst YTBOPEHHS RZR>, skuit sBnsie coBoto GiBaneHTHM pagukan
cbopmynm -(CH2)s-, -(CH2)s-, -Z4-CH=CH-, -Z4-CH>-CH2-CH2- abo -Zs+-CH2-CH>-, e Z4 siBnsie coboto O, S, SO
a6o NR" ne R Te BogHeM, Cieankiniom, 6eH3nnom abo CieankinokcnkapOoHinom; Ta e KOXHUA GiBaneHTHUIA
pagvkan e He060|3 13K0BO 3aMmilLeHuit Ci.eankinom,

abo R®ta R* MOXYTb OYyTW B3ATI pa3om AN YTBOPeHHS GiBaneHTHoro pagvkany dopmynu -CH=CH-CH=CH-
abo -CH2-CH2>-CH>-CH2-;

R° sense co6oto BOAEHb; MiNepuauHin,  OKCo-TieHin;  TeTparigpoTieHin, apunCieankin, Ci.
ealnKinokcukapboHinCi.earkin abo Ciearnkin Heobos'askoBo 3amiweHun pagukanom C(=O)NRRy, Ae Rx ta Ry,
KOXKHUI He3anexXHo € BoaHeM, UmknoCs.ipankinoMm, Coa.eankiHinom ato Ci.eankinom HeoOOB'A3KOBO 3aMilleHUM
uiaHorpynoto, Cieankinokcurpyrnoto abo CieankinokcukapOboHinom;

Y aensie coboro O abo S;

abo YTtaR® MOXYTb OYTV B35ITi pa3oM Ans YTBOPEHHS =Y-R® - sakuit siBnsie coboto pagukan dopmynu

-CH=N-N= (c-1);
abo
-N=N-N= (0‘2);

apun sinsie coboto deHin abo HagTiN HEOBOB'A3KOBO 3aMilLEeHMIA 0gHMM abo GinbLue 3amMicHUKamMmu oGpaHUMK
3 ranoreHy, C1.sankinokcurpynu, eHinokcurpynu, MoHo- abo

Li(C1- eaJ'IKIJ'I)aMIHOprI'II/I Ta uiaHorpynu;

1a konm R’ -C(=X) cknagosa 3Bﬂ3aHa 3 HLUMM MONOXEHHAM HbK 7 abo 8 FIOJ'IO)KeHHﬂ TOoAi 3ragaHi 7 Ta 8
I'IOJ'IO)KeHHﬂ MO)KyTb 6y 3amiweHi R S 1a R™ ne ogux 3 Hux a6o o6uasa 3 R™ ta R™ aensiots co6oto Creankin
a6o R™ ta R'® Bagri pa3oM MOXYTb yTBOpOBaTU GiBaneHTHUN pagvkan dopmynu -CH=CH-CH=CH-.

,D,o,anKOBo HanbinbLW Likaea rpyna cnonyk Bknovae Ti cnonyku dopmynu (I-A) Ta (I-B) ge X sisnsie coboto O;

R' saBnsie coboto Cieaskin; uuknoCsa.1pankin abo (uuknoCs.12ankin)Ci.eankin, e oguH abo Ginblwe aTtom
Byrneuo y Ci.eankinbHin cknagosit abo y umknoCs.pankinbHii cknagosin moxe Oy 3amiweHuin Co.
eanklnor(cmrpynoro apurnom, rasno abo TieHirnoMm;

R ﬂBJ‘IFlG coboto BoaeHb; ranoreH; Ci.earnkin abo amiHorpyny;

R Ta R* KO)KHVIVI He3anexHo siBnsie coboto BoaeHb abo Ci. saJ'IKIJ'I abo

R? 1a R® MOXYTb OyTW B35ITi pa3om Ans YTBOPEHHSA RZR%- , KM aBnse coboto GiBaneHTHWUI paamkan



hopMynn -Z4-CH2-CH2-CH2- a6o -Z4-CH2-CHa-, oe Zs, siensie coboto O abo NR' ge R € Cisankinom; Ta ge
KOXHUI BiBaneHTHMI pagukan € Heo6oB'A3K0BO 3aMilleHnin C1eankinom,

a6o R® Ta R* MoxyTs GyTn B3siTi pasom AN1si YTBOpEHHsi GiBaneHTHoro paaukany dopmynn -CHa-CH2-CHo-
CHo-;

R® siBnsie co6010 BoaeHb:

Y aBnsie coboto O; Ta

apun siBnse coboto deHin HeoboB'A3KOBO 3aMiLLEHWI raNoreHoM;

[opaTtkoBo, UikaBa rpyrnot crnonyk Bkmwyae Ti cnonyku cdopmynu (I-A) ta (I-B) ne R1-C(=X) cknagoea
3B'A3aHa 3 XiHoMiHOBOI abo XiHONIHOHOBOKO CKNAA0BOK Y 6 NONOXKEHHI.

Ons Toro, wo6 cnpocTUTM CTPYKTYPHE MPEACTaBMEHHs OEesKMX 3i CMOMYK Ta MPOMDKHUX CMOMYK 3a AaHUM
BMHAXOLOM, Yy HaCTyMHWUX Npoueaypax NpuUroTyBaHHs, xiHoniHoBa abo XiHoNiHOHOBa ckrnagosa Oyae nNpu UbOMY
npeacraeneHa cumeoriom Q.

R4 OH
R3 | OKUCTNEHHA
Q = R'—CH—Q &= RiI—C—Q
= N/ R2 abo (I ()

Cnonykun cdopmynu (I-A) abo (I-B), ae X asnse coboto O, 3aragaHi cnonyku npeacrtasneHi opmyrnoo (las-a),
MOXYTb GYTY OTpUMaHi 3a LONOMOrOK OKUCIEHHS NPOMPKHOI cnonyku dopmynu (ll) y npucyTHOCTI NPUIAHATHOIO
OKWCNIOBaIbHOMO areHTy, TakOro K NnepmaHraHaT Karnilo, Ta NPUMHATHOrO KaTtanidatopy ¢a3oBOro mepeHocy,
Takoro sk Tpic(giokca-3,6-renTeHin)amiH, y npUnHATHOMY peakLUiiHO-HEPTHOMY PO34YMHHUKY, TAKOMY SIK Hanpuknaz
ANXNOpMeETaH.

OH

OKUCNEHHA
R—CH—aQ = R—C—0Q

m (las-2)

Cnonyku dopmynu (1A, B-a) MOoxyTb Takox Oyt ogepkaHi 3a OONOMOrOK peakuii NPOMBKHOI Cromnyku
dopmynu (lll) 3 npomikHoto cnonykoto dopmynu (IV), ne Wi aBnse coboto aToM ranoreHy, Hanpuknazg opom, y
npucytHocti  Bytmn  niTilo Ta NPUNRHATHOIO peakuiiHO-HEPTHOIO PO3YMHHWKY, Takoro $SK Hanpuknag

TeTparigpodypaH.

RI—C=N + W,—q ——* R—C—Q
(1) vy (lyg-a)

AnbTepHatmBHO, cnonykn cdopmynun (IA/B-a) MoxyTb Takox Byt ogepkaHi 3a JONOMOrow peakLii NPOMKHOT
cnonykn cdopmynu (V) 3 npombkHoto crnonykoto dopmynu (IV) y npucytHocti 6ytmn niTilo Ta NPUAHATHOrO
peakuiiHO-IHepTHOMY PO3UYMHHUKY, TaKOT0 SIK Hanpuknag TeTpariapodypaH.

O——CH,
R'—-C—N + WwW—q —— R—C—Q
CH,
\Y] (v) (lva-a)
Cnonyku dopmynu (las-a), ae R' 3amichuk 3B's3aHuil 3 KapbOHINbHOK CKNTAQOBOK Yepe3 aToOM KUCHIO,
3ragaHun R’ 3amicHuK npegcraBneHun O-R™ 1a 3rapaHi cnonykun dopmynoto (lag-a-1), MoXyTe 6yTM oTpumaHi

peakuieto npomikHoT cnonykn dopmynu (VI) 3 npomixHoto cnonykoto cdopmynu (VIl) y npucyTHOCTi NPUNHATHOT
KMCIOTK, TaKoT SK CipyaHa KucnoTa.

o 0
R1a OH + HO—C—Q ——» R 0—C—a
M) VI (laga-1)

Cnonykun cdopmynu (I-A), ge R? aBnsie co6oto MeTunkapboHin, 3aragaHi cnonyku npegcraeneHi opmynoto (I-
A-1), MOXyTb GyTM oTpuMaHi peakuieto npomikHoi cnonyku dopmynu (VIII) y npucytHOCTI NPUIAHATHOT KNCIOTH,
Takoi §K ConsiHa Kucnota, Ta MPUARHATHOTO PeakuiHO-IHEPTHOMO  PO3YMHHUKY, TaKoro $K Hanpuknag
TeTparigpodypaH.



X X
“ R4 “ R#
R—Qq R3 — == R3
X o
N/ O\/ N/
(0]
(viin (1-A-1)

Cnonyku cdopmynu (I) MOXyTb Takox OyTM MepeTBOPEHi OfHAa Y iHWY 3a AOMOMOrO BiAOMUX y Ui ranysi
TpaHcdhopmaLin.

Cnonykun copmynu (I-A) ge R? ¢ aToMoMm ranoreHy, Takum sk Xrop, MOXyTb OyTM NepeTBOPEeHi y Cnonyky
dopmynu (I-A), ne R?2 ¢ iHwWiM aToMOM ranoreHy, Takum sik ¢ptop abo o, 3a JONOMOrol peakLii 3 NPUAHATHUM
ranoreHyBanbHUM areHTOM, TakMM SK Hanpukrag doropug kanito abo Noava HaTpito, Y MPUCYTHOCTI MPUIAHATHOIO
peakLiiHO-IHEPTHOrO PO3YMHHWKY, Hanpukrag aumeTun cynbdokenay abo aueToHiTpuny Ta HeobOoB'A3kOBO Yy
NPUCYTHOCTI aueTun xnopuay.

Cnonyku chopmynu (I-A), pe R%¢ NPUMHATHOIO BIOXIQHOIO MPYNOK0, TAaKOro SK aTOM ranioreHy, Hanpuknag xmnop,
noA, srajaHa BigxigHa rpyna npeacraeneHa by W? Ta sragaHi Cronyku npeacraeneHi popmynoto (I-A-2), MoxyTb
6y nepeTBopeHi y cnonyky dopmynu (1-A) ae R? € LiaHorpymnoto, araaaHa cnonyka npeactaenexa gopmynoto (-
A-3), 3a ponomorol peakuii 3 MPUAHSATHUM areHToMm, WO BBOAUTL UiaHOrpyny, TakuMM siK Hanpuknazg
TPUMeETUICUNaHKapBoHI TP, Y MPUCYTHOCTI NPURHATHOT OCcHOBW Takoi sik N,N-gneTuneTaHamiH Ta NPURHATHOTO
KaTanizaTopy, Takoro 9K Hanpukrnag TetTpakic(tpmdeHindocdiH)nanagin.

Cnonykn gopmynu (-A-2) Takox MoXyTb OyTM nepeTBopeHi y crnonyky dopmynu (I-A-4) 3a gonomorow
peakuii 3 CoearnkiHintpu(Cieankin)cunadHom y npucyrHocTi Cul, NpunHATHOI OocHOBM, Takoi Ak Hanpuknag N,N-
avetnnetaHamiHy, Ta NPUWHATHOrO KaTanisaTopy, Takoro SK Hanmpuknag TeTpakic(tpudpeHindocdin)nanagin.
Cnonykun cdopmynm (I-A-4) MoxyTb HaBnaku 6ytn nepeTsopeHi y cnonyky dopmynu (I-A-5) 3a gonomoroto peakuii
3 (bTOpMAOM Kanito y NPUCYTHOCTI NPUMHATHOI KUCMOTU Takoi sk ouToBa kucroTta, abo 3a gonomoro peakuii 3
NPUMHATHOK OCHOBOIO, TAKOro SK rigpokeua karito, y MPUCYTHOCTI MPUNHATHOTO PeakLinHO-iIHEPTHOMO PO3YAHHUKY,
TaKoro SK CnvpT, HanpuknagmeTaHon i T.n.

Cnonykn dopmynu (I-A-2) MoxyTb Takox OyTM nepeTtBopeHi y crnonyky dopmynu (I-A-6) 3a gonomororo
peakuii 3 npoMikHot crionykot dopmynu (IX) y npucytHocTi Cul, NnpunHATHOT ocHOBM, Takoi sik Hanpuknag N,N-
aveTuneTaHamiH, Ta MPUMHATHOTO KaTanisaTopy Takoro sk TeTpakic(TpudeHindocdiH)nanagin.

Cnonykun chopmynm (I-A-2) moxyTb Takok Oyt nepeTBopeHi y cnonyka ae R” € Ci.earnkinom, aragaHa cnonyka
npeacraeneHa gopmynoto (I-A-8), y npucyTHOCTI NPUAHATHOrO arkin yBan bHOMO areHTy, Takoro fK Hamnpuknag,
Sn(C1.6ankin)s, abo y cronyky Ae R € CaeankeHinom, sragaHa cronyka npeactaeneHa copmynow (I-A-9) y
NPUCYTHOCTI NPUAHATHOIO arkeHinyBanbHOro areHTy, Takoro sik Hanpuknag Sn(Co.sankeHin)(C1.sankinom)s, obuagi
peakuii npoBoAsATL y NPUCYTHOCTI NPUAHATHOTO KaTanisaTopy, Takoro AK Hanpvknag
TeTpakic(TpudeHindocdiH)nanagin Ta peakuifiHO-HEPTHOrO PO3YMHHUKY, TaKOro sik Hanpuknag Ttonyon abo
[iOKCaH.

Cnonykun cdopmynu (I-A-2) MoXyTb Takox OyTv nepeTBopeHi y cnonyky opmynu (I-A-7) e Z asnse coboto O
abo S, 3a gornomorot peakuii 3 NpoMbkHOIO crionykot dopmynu (X) HeobOB'I3KOBO Y MPUCYTHOCTI NPUMAHATHOT
OCHOBM TaKoi sk ABOKanieBMin kKapboHaT Ta peakLUinHO-IHEpTHOro PO34YMHHUKY, Takoro sik N,N-ammeTnn dopmadia.

Cnonyku dopmynn (I-A-2) MOXyTb Takox Oyt nepeTBopeHi y crnonyky dopmynu (I-A), oe R? ¢ Cu.
sankinokcrkapOoHinom, 3ragaHa cnonyka npeacrtaeneHa cdopmynot (I-A-10)ta cnonyky cdopmynu (I-A), oe R%e
BOAHEM, 3rajaHa crnonyka npeacrasneHa cgopmynoto (I-A-11), 3a gonomoroto peakuii 3 a NPUIHATHAM CIMPTOM
dopmynu C1eankinOH ta CO y npucyTHOCTI NPUAHATHOIO KaTarnisaTopy, Takoro ik Hanpvknag nanaain (ll)aueTar,
TpndpeHINgoCcdiH, NPUAHATHOI OCHOBM, Takoi SK OBOKamnieBUMn KapboHaT Ta peakujiHO-iHEPTHOTO PO3WIHHUKY,
Takoro sk N,N-gumetundopmadia.

Cnonykun cdopmynm (I-A-11) MoxyTb Takox OyTM ogepkaHi 3a gonomoroto peakLii cnonyku cdopmynu (I-A-2) 3
Zn y NPUCYTHOCTI MPURHATHOT KUCNOTU Takoi Ik OLTOBA KMCHoTa.

Cnonykun dopmynu (I-A-2) moxyte Takok 6ytm nepetsopeHi y cnonyky dopmynu (I-A), ge R? ¢ amiHo
kapboHinom 3amiweHum CieankinokenkapboHinCi.eankinom, aragaHa cronyka npegcrasneHa dgopmynoto (I-A-12),
3a [0MOMOrol peakuii 3 mpomikHow cronykoto popmynm HaN-Cieankin-C(=0)-O-Ci.earnkin y npucytHocti CO,
NPUIAHATHOIO KaTanisatopy Takoro sk TeTpakic(TpudeHindocdin)nanagin, NpURHATHOT OCHOBM, TaKoi SiK
Hanpuknag N,N-gveTtunetaHamiH, Ta MPUAHATHOIO PeakLinHO-HEePTHOrO PO3YMHHMKY, TaKOro K Hanpuknag
TOnyo .
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Cnonykun cdopmynu (I-A-2) moxyte Takox Oymm nepeTBopeHi y cnonyky cdopmynu (I-A) ge R? e apuriom abo
reTepouuksiom, Wo obpaHo 3 rpynu, sika onucaHa Yy Bu3HauveHHi R® Buwe, 3ragaHa R® npepacraeneHa 3a
AO0MOMOrot Rz'a Ta 3ragaHa cnonyka dopmynot (I-A-13), 3a ponomorot peakuii 3 MPOMDPKHOK CrOMyKO
dopmynm  (XI), (Xll) abo (X)) y npuCyTHOCTI MPUAHATHOrO KaTanisaTopy TakKoro sK, Hanpuknag,
TeTpakic(TpudpeHindocdiH)nanagin Ta NPUAHSATHOINO PeakUiMHO-IHEPTHOIO PO3YMHHUKY, TaKOro K Hampuknag
JiokcaH.

X

R1__ﬁ A Sn(R?), SnR2(C, aniin), I Re
S0 (Xl RL— RS

— =

o

28B(OH —
N Ny, R2B(OH), N g

(-A-2) oxim (-A-13)

Cnonyku popmynu (I-A-2) MOXyTb Takox 6yt nepeTBopeHi y cnonyky dopmynu (I-B), oe Y Ta R® B3sATI pasom
ansa ytBopeHHsa pagukany dopmynu (b-1) abo (b-2), sragaHa cnonyka npegcraeneHa cgopmynoto (I-B-1) a6o (I-B-
2), 3a ponomorol peakuii 3 rigpasnHkapbokcanbaerinom abo asugom HaTpilo y NPUAHATHOMY peakuiiHo-
iHEPTHOMY PO3YMHHUKY, TaKOMY K CVpT, Hanpwuknag 6yraHon, a6o N,N-gumetundopmadia.
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(I-B-2)

Cnonyku chopmynm (I-A-11) moxyTtb 6yT1 nepeTtBopeHi y BignosigHnn N-okeuna, npeacrasneHnin opmyroto (I-
A-14), 3a JONOMOrot0 peakuii 3 NPUIHATHUM MEPOKCUOOM, TakuM sk 3-xrop-6eH3orkapbonepokcoriHa KucnoTa, y
NPUMHATHOMY PeaKUiiHO-IHEPTHOMY PO3YMHHWKY, TaKOMY $K Hanmpuknag MeTureH X1opuA, 3rajaHa crnonyka
copmynu (I-A-14) moxe Hapani 6yTn nepeTeopeHa y cnonyky cdopmynu (I-B), ae R’ BoaHeM, 3ragaHa cronyka
npeactaeneHa cdopmynoto (I-B-3), 3a gonomoroto peakLji 3 4-MeTun-6eH30m cyrnbdoHIN XNopuaoM y NPUCYTHOCTI

NPUIAHATHOI OCHOBWM, TaKoi $IK Hanpukrag, ABokanieBMi kapboHaT Ta MPUMHATHOIO peakuinHO-HepPTHOro
PO3YMHHUKY, TAKOTO SIK HaNpUKnag MeTuseH Xnopua.

X X
[ [
RL— R3 RL— R
nepokeug = =
(-A-11) —————= J Q5"
N + S/ N (0]
i I —cl H
- (@]

o (-8-3)
(I-A-14)

Crnonyku copmynu (I-B-3) MoxyTb Takox GyTn opepxadi 3 cronyku copmymn (-A), ge R? e Cu.
6aIKINTIOKCUTPYMOIO, 3rafaHa cnonyka npeacraeneHa dopmynow (I-A-15), 3a gJonomMorow peakuii 3 NPUAHATHO

KNCMOTO, Tako SK CONsSHa KMCMNOoTa, Y NPUCYTHOCTI MPUMAHATHOMO peakLUiNHO-iHEPTHOrO PO3YUMHHUKY, TaKOro Sk
Hanpwvknag TetparigpodypaH.

X X
[ o
R~ R? R3
= —_— =
/
N° "O—C, sankin E 0
(-A-15) (-B-3)

Cnonykn copmynu (I-B-3) moxyts 6yt nepetBopeni y cnonyky cdopmynu (I-B), ne R® siBnsie co6oto Ci.
eanKifiom, 3ragjaHa crnonyka npeacrtaeneHa dopmynoto (I-B-4), 3a OONOMOrow peakuii 3 MNPUIAHSATHUM
ankinyBanbHAM areHToM, TakMM $iK, Hanpukrag, npomikHa cnonyka dopmynu (XIV), oe Ws aense coboto
NPUAHATHY BIAXIAHY rpyny, Taky Sk aTOM ranoreHy, Hanpuknag, nog, y npucytHocTi TepT-OyTokcmay kanito Ta y
NPUCYTHOCTI NPUMHATHOIO peakLiiHO-IHepPTHOro PO3UYMHHUKY, TAKOrO SIK HANpuKrag TeTparigpodypaH.
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(I-A-15)

Cnonyku copmynu (I-B-3) MoxyTb Takok Gy nepeTBopeHi y cnonyka dopmymu (I-B), ge R® € Cu.
sankinokcrkapboHinCi.sankin abo apunCi.eankinom, saragaHum R® npegcraBneHun 3a JONOMOIOH R 1a 3ragaHa
crnonyka npeacraeneHa cdopmynoto (I-B-5), 3a gonomoroto peakuii 3 npomikHO cnonykoto dopmynu (XV), oe
sIBNsie cOO0K NPUIHATHY BiAXIOHY rPYNy, Taky sik aToM ranoreHy, Hanpwknag 6pomM, xnop i T.n., y NPUCYTHOCTI
NPUMHATHOI OCHOBM, TaKOT SK HanpuKrag rigpua HaTpito Ta NPUNRHATHOMO peakuintHO-HEPTHOrO0 PO3YUMHHKKY, TaKoro
Ak Hanpukrag N,N-gumeTtundopmadia.
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Cnonyku cbopmynun (I-A-2) MoXyTb Takox Oyt nepeTBopeHi y cnonyky copmynu (I-B), ge R®e BogHeM Ta Y e

S, 3ragaHa cronyka npegctasneHa dopmynoto (I-B-6), 3a gonomoroto peakuii 3 HaN-C(=S)-NH2 y npucyTHOCTI
NPUMHATHOI OCHOBMW, Takol SiK MAPOKCMA Kanito, Ta NPUAHATHOMO pPeakuiHO-iHEPTHOMO PO3YMHHUKY, Takoro sK
cnupT, Hanpuknag etaHon, abo soan. Cnonykn dopmynu (I-B-6) moxyte Hagani 6yt nepeTBOpeEHi y CNomnyKy
dopmynu (I-A), ge R? € C1eankinTio, aragaHa crnonyka npeactasneHa copmynoto (I-A-16), 3a gonoMmoroto peakuii
3 NpuHATHUM CieankinranigoMm, Takum sk Hanpuknag Ci.eankinnogma, y NpUCyTHOCTI NPUMHATHOT OCHOBW, Takol
AK OBOKanieBun kapboHaT, Ta NPUMIHSATHOTO PO34YMHHUKY, TAKOTO SK HanpyKnag aueToH.

X X

” R* “ R4

X
[ e
Rt— RY—
S ﬁ C R %
+ H,N—C—NH, —» —
N N C, gankinrania
W, I

(I-A-2) (1-B-6) (I-A-2)
Cnonyku coopmynu (las-a) MOXyTb GyTv nmepeTBOpeHi y cronyku dopmynn (I-A) abo (I-B), ae X e N-R’,
3rafjaHa cnonyka npegcraeneHa cgopmynoto (las-b), 3a gonomorow peakuii 3 NPOMPKHOI CMOJyKO chopMynum
(XVl), HeobOB'A3KOBO Yy NPUCYTHOCTI MPUMHATHOI OCHOBM, Takoi Ak Hanpuknag N,N-gvetunetaHamiH, Ta y
NPUCYTHOCTI MPUMHATHOIO peakLiiHO-IHEPTHOrO PO3YMHHIKY, TAKOTO SIK CMPT, Hanpukiad eTaHonm.
_R7

RI—C—Q + R'f-—-NH2 ———— RI—C—Q

(lyg-a) (XIV) (1as-b)



Ak BKe BKasaHO y npoueaypax npurotyBaHHA cnonyk copmynu (I-A-13), onucaHmx BuLle, cnonyku dopmynm
(I) moxyTe Takox Oyt nepeTBopeHi y BianoBigHy N-okcnaHy dopMy Yy BiANOBIAHOCTI 3 BiZJOMUMU Yy AaHin ranysi
npoueaypaMmun nepeTBOPEHHS TpUBaneHTHOro asoTty y horo N-okcuaHy copmy. 3ragaHa peakuis N-okucreHHs
MOXe, 3aranom, 3[4iNCHIOBATUCL LIMAXOM peakuii BuxigHoro matepiany dopmynu (l) 3 BiANOBIAHUM OpraHiYHUM
abo HeopraHiyHMM nepokcuaom. BignosigHi HeopraHiyHi Nepokcuay BKIOYaKTh, HaNpyKnag, nepokcua BOLHH,
nepokcvan nyxkHux abo nyxHo3eMenbHUX MeTaniB, Hanmpwknag, nepokcua HaTpito, nepokang Kanito; BianOBiaHI
OpraHiyHi nepokenan MOoXyTb BKIHOYATU NEPOKCUKUCIIOTH, TaKi 8K, Hanpuknaa, 6eH3onkapbonepokcoHoBa KucnoTa
abo ranosamiweHa 6eH3onkapbonepokcoHoBa KUCroTa, Hanpuknag, 3-xnopbeH3onkapbonepokcoHoBa KMUCMOTa,
nepokcvMankaHoBi KUCIOTU, Hanpuknag, NepokCcMoLTOBa KUCnoTa, arkinrgponepokcuam, Hanpuknag, TpeT-6ytun
rigponepokcua. MpuaatHYUMK pPO3YMHHUKAMU €, Hanpuknaz, BoAa, HWKYi ankaHomnuv, Hanpuknazg, eTaHon Ta iM
nofibHi, ByrneBoAHi, Hanpuknag, Tonyosn, KETOHWU, Hanpvknaa, 2-0yTaHoH, ranoreHoBaHi BYrNMeBOAHI, Hanpwknaa,
AixnopmMeTaH, Ta CyMill TaKUX PO3YNMHHUKIB.

[eski 3 NpOMPKHUX CMONYK Ta BUXiOHI MaTtepianu, LIO BUKOPUCTOBYIOTbCS Y BULLEHaBEAEHWX peakuisax €
KOMEPLIiMHO AOCTYNMHUMKU, a00 MOXYTb OyTVM CMHTE30BaHI BiANOBIAHO 4O NPOLIeAyp BXE ONUcaHuX y nitepaTtypi.

MpombkHi cnonykm cpopmynm (Il) MoxyTs Byt oaepkaHi 3a AOMOMOrOK peakLii MPOMDPKHOT Cnonykn opMynm
(XVII) 3 npomikHoto cnonykoto dopmynu (XVIII), ne Ws saBnsie coboto NpUAHATHY BigXiAHY rpyny Taky sik atom
ranoreHy, Hanpuknag xinop, 6pom i T.N., y NPUCYTHOCTI MarHio, Avetunedipy Ta NPURHATHOIO peakuiiHO-
iHEPTHOIO PO3YMHHUKY, TAKOTO AK aneTtunedip.

W OH
Q—C—H + R—wW, —> R‘-—EH—Q
(XVII) XV (i
MpomikHi cnonyku dopmynu (XVII) moxyte Oyt ogepxaHi 3a JONOMOrOK OKMCMEHHS MPOMBKHOT CMOMyKK

dopmynn  (XIX) y NPUCYTHOCTI MPUNHATHOIO OKWCIOBaNbHOrO areHTty, Takoro sk MnOz, Ta npuiHATHOro
peakLiiHO-HEPTHOIO PO34YMHHMKY, TAKOrO K METUINEH XIIopua.

OKUCNEeHHR ﬁ
Q—CH—0H ——=» Q—C—H
(XIX) VI
MpombkHi cnonykn dopmynu (XIX) MoxyTe Byt OTpMMaHi 3a AOMNOMOTO BiAHOBMEHHS MPOMBKHOT CMOMyKK

dopmynun (XX) y NPUCYTHOCTI NPUAHATHOIO BiOHOBMIOBASIbHUA areHTy Takoro K asnwomoriapug nitito, Ta
NPUAHATHOIO peakUiiHO-AHEPTHOrO PO3YMHHMKY, TAKOrO SK TeTpariapodypaH.

ﬁ BiHOBREHHA
Q—C—O0——C, amin ————— Q——CH,——OH
(XX) {XIX)
MpomixHi cnonykn dopmynu (XX), ae Q aBnsie coboto XiHONIHOBY CkNagoBy HEODOOB'A3KOBO 3aMmilleHy y 3
nonoxeHHi Cieankinom ta e kapboHinbHa ckrnagoBa po3TalloBaHa Yy 6 MONOXEHHi, 3ragaHi NpoOMKHI Clonyku
npeacraeneHi dopmynow (XX-a), MoxyTb Oyt OTpMMaHi peakuieto NMpoMikHOiT crnonyku copmynm (XXI) 3

npomixHoto cnonykot dopmynu (XXII) y npucytHocTi 3-HiTpo-6eH3on cynbdoHaT HaTpito, MPUAHATHOT KUCIOTH,
TaKoi Ak cipyaHa kucroTa, Ta NPUNRHSATHOIO CNNPTY, HaNpuKag MeTaHony, eTaHony, nponaHony, bytaHonyi T.n.

(Cmanxln) (C, zankin) “

OH
a C—0—=C, sankin
)L Cpankin—OH [
N

(XXI) (XXII) (XX-a)

H,N

AnbTepHaTMBHO, NpoMikHi cnonyku dopmMynu () MoxyTe Takox OyTM ofepkaHi 3a [OMOMOrow peakLuii
npomixHoi cnonyku dopmynm (XXII) 3 npomikHoto cnonykoto dopmynu (XXIV), ae Ws € NpunHATHO BiaXiAHOO
rpPYroto, Takoro Ak aTtom ranoreHy, Hanpvknag 6pom, xnop i T.M., Y NPUCYTHOCTI NPUAHATHOIO areHTy, Takoro sk
Oy™in niTi Ta NPUAHSITHOIO peakLiHO-AHEPTHOIO PO34YMHHIMKY, TAaKOro K TeTparigpodypaH.

H
R—C—H + q—w, ———= R—CH—Q
(XXM (XXIV) (I

MpomikHi cnonyku dopmynu (XXIII) MmoxyTb O6yT oTpMMaHi 3a JONOMOTOK OKMCMEHHS MPOMBKHOT CMOMyKK
dopmynu (XXV) BukopucToBytouM okucnenHs 3a Moddatom PiuHepom abo CeepHoM (avmeTuncynbgoKCUaHi



NPOAYKTM NPUEAHAHHA 3 AerigpaTaTiiHnmm areHTamu Hanpuknag DCC, AcxO, SOs, P4sO19, COCIl2 abo CI-CO-
COCl) y iHepTHOMY PO3YMHHWKY TaKOMY IK METUIEH Xropua.

R—CH,—OH ——= R—C—H
(XXV) (XXIH)

MpombkHi cnonykn dopmynu (XXV) Moxyte Gyt oTpumaHi 3a JOMOMOIOH BiAHOBIIEHHA MPOMDKHa Cronyka
dopmynu (XXVI) y npucyTHOCTI NPUIAHATHOIO BiQHOBMIOBAINIbHOIO areHTy, TaKOro siK Hanpuvkraz antomorigpua
NiTit0 Ta NPUAHATHOTO peakLinHO-iIHEPTHOIO PO3YMHHMKY, TaKoro sik 6eH3on.

R*—C—0—c, sankin » R—CH;—OH

(XXV1) (XXV)

MpombkHi cnonykn dopmynu (XXVI) moxyte 6yt oTpumaHi 3 npomikHoi cnonyku dopmynn (XXVII) 3a
Jornomoroto eTepidikauisi y TPUCYTHOCTI NPUNHSATHOTO CNUPTY, TAKOrO K METaHOr, eTaHorM, NponaHon, 6ytaHon i
T.M., Ta NPUMHATHOT KNCAOTKU, TAaKOT K CipyaHa KucnoTa.

0
ﬁ C, gankin— OH [
R'——C—OH e R—C—O0—C,camin

XXV XXV

MpomixHi cnonykn coopmynu (XXVII), ge R' siBnsie coGoto pagmkan cdopmynu (a-1) 3 Z1 sike € O, Z2 sike € CH2
Ta n ske € 1, 3ragaHi nNpombkHi cnonyku npepcrtasneHi dopmyno (XXVIl-a), MoxyTe OytTM oTpuMmaHi 3a
JOMOMOroI0 BiJHOBMEHHS MpombkHOT cnonyku dopmynu (XXVII) y npucyTHOCTI NPUAHSATHOIO BiZHOBMOBANBHOIO
areHTy Takoro §K BOAEHb, Ta MPUMHATHOIO KaTtanisaTtopy, Takoro Sk nanagin Byrinmi, Ta NPUMHATHOIO KUCIOTK
TaKoi sik ouToBa kucrota. Konm R’ npomikHOT cnonykn (XXVII) asnse coboto HeoboB'A3k0BO 3aMilleHy heHinbHY
CKnagoBy, BOHa MOXe Takox OyTv nepeTBopeHa y HeOOOB'I3KOBO 3aMilLeHy LIMKNOreKCuIlbHY CKNagoBy 3a
[OMOMOTOI0 BiJHOBMEHHS Y NPUCYTHOCTI NMPUAHSTHOTO BiAHOBMOBAIbHOIO areHTy Takoro sik pogi Ha Al2Os, Ta

NPUAHATHOIO peakUiiHO-AHEPTHOTO PO3YMHHMKY, TAKOrO SK TeTpariapodypaH.

(6] s]
l ﬁdOH l(‘I;—OH
—.—’
0 BiAHOBNEHHA

o

(XXVii) (XXVll-a)
MpomixHi cnonyku cdopmynmn (IV), ae Q saBnse cobot XiHOMIHOBY CKMagoBy 3aMilleHy Y 2 MOSOXEHHI
ranoreHoMm, Hamnpwvknag XIopom, 3rafaHi NpoMpkHi cnonyku npepnctaeneHi copmynoto (IV-a), Moxyts 6yTu

OTPUMaHi peakuieto npomikHoi cnonykmn dopmynu (1V), oe Q siBnsie coboto xiHONMiHOHOBY cknagosy 3 R” aka €
BOAHEM, 3rajaHa npoMbkHa cnonyka npeacrtaeneHa gopmynoto (IV-b), y npucytHocTti POCls.

R4
w
W, R3 !
o —_—
l*lql (o]
H

(Iv-b) (IV-a)

MpombkHi cnonykm popmynu (IV-a), oe R*e BogHeM, srapai NPOMIXHi cnonykun npeacrtasneHi opmynoto (1V-
a-1), MOXYTb Takox OyTM oaepxaHi 3a Aonomorokw peakuii npoMbkHOT cnonyku dopmynn (XXIX) 3 POCIs y
npucytHocti  N,N-ogumetundopmadiny (copminipyBaHHa 3a Bincveriep-Xaakom, WO CYNpOBOAXYETbCHA
umknisawieto).
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(I {v-a-1)

MpomikHi cnonyku dopmynu (XXIX) moxyte GyTM ofepxaHi 3a OONOMOrOK peakLietd MPOMDPKHOT CrMoMyKu
dopmynu (XXX) 3 npomikHoto crionykoto dopmynu (XXXI), ne W7 saBnsie coboto NpuinHATHY BigXigHy rpyny, Taky
SIK aTOM raroreHy, Hanpuknag x1op, Yy TMPUCYTHOCTI MPUAHATHOI OCHOBM, Takoi sk Hanpuknag N,N-
avetnnetaHamiH, Ta NPUNHATHOIO peakLiNnHO-iIHEPTHOIO PO3YMHHUKY, TaKOro K METUIEH XIopua.

W,
W, ﬁ 0
N [
T NH—C
L., N n
R3 R3
(XXX) (XXX1) (XXIX)

MpombkHi cnonyku copmynu (IV-a) moxyts OyTM nepeTBopeHi y nmpoMikHy crnonyky dopmynm (IV-c) 3a
OOMOMOTO0 peakuii 3 NpoMikHO cnonykoto gopmynm (XXXII) y npuCcyTHOCTI NPUNHATHOTO peakuiiHO-AHEPTHOro
PO34YMHHUKY, TAKOTO SIK CNUPT, HaNpuWKNag MeTaHon i T.0.

R4 R¢
W Vs
1 R3 R3
x =X
P + Cieankin—0 e T :
N Cl OOXXI) 1.6aNKin

(IV-a) (IV-c)

MpomixHi cnonyku cdopmynu (IV-a) MOXyTb Takox OyTv nepeTBOpeHi y NpomikHy cnonyky dopmynm (IV-d-1)
3a JonomMoro peakuii 3 TpUAHATHUM amiHoM dopmynn (XXXIII-a), oe Z3 Ta Z4 KOXHUN He3anexHo Asnse coboro
BodeHb, Ci.earkin, CieankinokeuCi.eankin, CieankintioC.eankin abo y npombkHy cnonyky cdopmynm (IV-d-2) 3a
JOMOMOro peakuii 3 npuiAHATHUM amiHoM copmynm (XXXIII-b), ne Zs Ta Zs B3ATi pa3om Ans YTBOPEHHS
reTepouvKiy K BU3HAYEHO BULLE Y BU3HAYEHHI R? NPy YMOBI, WO reTepPOLUUKIT BKI0YaE NPpUHaNMHI OaMH aTtoMm
asoTy, y NPUCYTHOCTI MPUAHATHOT OCHOBW, TaKOT SK Hanpuknag ABokanieBuin kapboHaT, Ta peakuiiHO-iHepTHOrO
pPO34MHHUKY, Takoro sik N,N-gumeTtundopmadia.

R4 R4
W W, 3
1 R3 R
\ ‘\
+ NH—2Z,
o P
N Cl Z, N r?I—Z3
Z,
(Iv-a) (XXXIll-a) (IV-d-1)
R¢ Ré
w
1 ' R3 Wi R?
+ NH—2Z; =
- ) —
N Cl Z, N '?J_Za
L
(Iv-a) (XXXI11-b)
(IV-d-2)

MpomixHi crionyku dopmynn (IV-a), ae R® sBnse cobow CHz-CHx-CHx-Cl, 3rapaHi nmpomikHi Crionyku
npeactaeneHi gopmynoto (IV-a-2), MOXYTb Takox OyTM nepeTBOpeHi y NnpomikHY cnonyky copmynu (IV), oe R? 1a
R® B3aTi pa3om Ans yTBopeHHs GiBaneHTHoro paavkany dopmynu -O-CH>-CH2-CH2-, 3aragaHa npomikHa cronyka
npeacrtaeneHa cdopmynoto (IV-e-1), 3a Aonomoror peakuii 3 NPURHATHOT KUCMOTOH, Takol Sk CONisiHA KucnoTa i
T.n. MpomixHi cnonykmn dopmynu (IV-a-2) moxyte Takox Byt nepeTBopeHi y npombkHy cnonyky dopmynu (IV), e
R? ta R® BasiTi pa3oM ans ytBopeHHsi 6iBaneHTHoro pagvkany gopmynu -S-CHo-CH2>-CH2-, 3ragaHa npomikHa
crnonyka npeacraeneHa cdopmynoto (IV-e-2), 3a gonomoroto peakuii 3 HaN-C(=S)-NH2 y npucyTHOCTI NpunHATHOrO
peakLiiHO-HEPTHOIO PO34YMHHMKY, TAKOTO AK CUPT, HANpUKNaz eTaHon.



w
! X CH;—CH,—CH,—CI
—_—
/
N Cl KucnoTta
(IV-a-2) (IV-e-1)

I
H,N—C—NH,

(IV-e-2)

MpombkHi cnonykn chopmynm (V) MoxyTe 6yT1 ogepkaHi 3a 4OMOMOrok peakuii NpomMbkHOT cnonyku dopmMynu
(XXVIl) 3 npomikHoto crnonykoo copmynu CH3-NH-O-CHz y npucyrtHocti 1,1'-kapboHingiimigasony Ta
NPUAHATHOTO peaKLinHO-HEPTHOIO PO3UYMHHUKY, TAKOTO Ik METUMNEHXTOPUA.

ﬁ ﬁ J0—CH,

R—C—0H 4 H,C—NH—O—CH, —™ R+—C—N,
CH,

(XX V)

MpomixHi cnonyku cdopmynu (VIl), e Q siBnsie coboto XiHONIHOBY CKMaZoBy, 30KkpeMa XiHONiHOBa CKrafoBa
ne R? e emnom, R® € metunom Ta R* € BoaHeM, Ta kapBoKourbHa CKNaJoBa € po3TalloBaHa y 6 MOMOXeHHi,
3ragaHi NpomipkHi cnonyku npegcrtaeneHi gopmynot (Ml-a), MmoxyTb 6yt OoTpMMaHi 3a [ONOMOrow peakuii
npombkHOi cnonyku gopmynun (XXXIV) y npucytHOCTI NpuRHATHOro anbperigy, takoro sik CHsz-CHx>-CH(=0),
(CH20)n, ZnCl2, FeCl3 Ta NpUNHATHOIO peakuiHO-iHePTHOIO PO3YMHHUKY, TaKOro K CrMPT, Hanpukrag eTaHorn.

CH,;—CH;—CH(=0)

0
o (CH,0), Il
HN I _— | A C—oOH
C—o0H Z
N

(XXXIV) (Vil-a)

MpombkHi cnonykn cdopmynu (Vi) moxyTs By oTpuMaHi peakuieto NpomikHOT cnonykm popmynm (XXXV) 3
npombkHolo crnonykoto gopmynu (XXXVI) y NpUCYTHOCTI NPUAHATHOrO KaTtanizaTopy, Takoro sk Hampuknag,
TeTpakic(TpudeHindocdiH)nanagin Ta NPUAHATHOTO pPeakLiNnHO-iIHEPTHOTO PO3YMHHUKY, Takoro $K, Hanpuknag,
[ioKcaH.
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Kpim Toro gesiki iHWi cnocobu oTpuMaHHA MOXYTb OyTW BUHaMAEHI, Aesiki 3 HUX onucaHi dani y uin 3asBui
pasom 3 lMprknagamu.

Yucti ctepeoxiMiyHO i30MepHi hopMM CMOMYK Ta NPOMDKHMX CMOMYK 3a AaHMM BMHaxXOAOM MOXYTb OyTn
OTpMMaHi 3a JONOMOIOH 3aCTOCYBaHHSA BiOMUX y AaHii ranysi cnocobis. [liactepeomepn MOXYTb GyTM po3aineHi
3a JonomMoroko hisYHMX MEeTOAIB, TakMX SIK CeNekTUBHA KpucTanisauis abo xpomaTtorpadivHi Mmetoau, Hanpuknag,
piavHHOK XpomaTtorpadieto 3 BUKOPUCTaHHSAM XiparbHOi cTauioHapHoi dasu. EHaHTioMepn MoOXyTb OyTu
BigAiNeHH oavH Big OA4HOrO 3a OOMOMOrOK CEeNnekTUBHOI KpucTanisauii iX AiacTepeoMepHMX conew 3 OnTUYHO
aKTMBHUMM KncrnotaMu. AnbTepHaTUBHO, EHEHTIOMEPU MOXYTb OyTW BUAIMEHI 3a AOMOMOrol xpomaTorpadivyHmnx
MeTOAiB 3 BUKOPUCTAHHAM XipanbHUX CTauioHapHMX da3. 3ragaHi uMcTi ctepeoizoMmepHi opMU MOXYTb TaKoX
Oy oTpMMaHi 3 BigNOBIAHMX YUCTUX CTepeoi3oMepHMX OPM BIANOBIOHUX BUXIAHMX MaTepianis, Npy yMOBi, WO
peakuis nNpoxoduTb CTepeocenekTMBHO abo crepeocneumndivyHo. BbaxaHo, sKwo cneumdiyHnin cTepeoisoMep €
6axkaHuMm, WO6 3ragaHa cnomnyka byna cMHTe3oBaHa 3a JOMOMOrol CTepeocenekTMBHUX abo cTepeo cneumndidHnx
cnoco6iB npurotyBaHHA. Lli cnocobu GyoyTb nepeBakHO BUMKOPWCTOBYBATW XipanbHO YWCTI BUXiAHI MaTepianu.



Ctepeoizomepu i cbopmm cnonyk copmynu (I) 6esnepeyHo Hanexatb A0 06CAry maTeHTHUX AomaraHb 4aHOro
BUHaxXoA4y.

CTtepeoizomep cnonyku cdopmynm (I-A) abo (I-B) Takoro, sk umc-cpopma, Moxxe 6yt NepeTBOPEHUN Y iHLLIA
CTepeoi3oMep Takui K BiAMoBiAHA TpaHC-hopMma peakuietd CNOoMykKM 3 NPUUHATHOK KUCIOTO, TaKoK SK COSisiHa
KMCoTa, y NPUCYTHOCTI NPUNHATHOTO peakUinHO-HEPTHOIO PO3YNHHMKY, TaKOro K Hanpuknag TeTparigpodypaH.

Cnonyku cdopmynu (I-A) Ta (I-B), ix N-okengu, dapmaLeBTMYHO NPUAHATHI aaUTUBHI coni, YeTBEPTUHHI amiHu
Ta cTepeoxiMiyHO i30MepHi dopMu noka3yloTb MGIUR aHTaroHiCTUYHY akTUBHICTb, Binbl ocobrmeo pyna |
MGIUR aHTaroHiCTMYHy akTMBHICTb. 'pyna | mGIUR ska cneundiyHO aHTaroHiI3yeTbCa 3a [OMOMOIOK AAaHOi
cnonyku € mGIuRL

MGIURIl aHTaroHicTM4Ha aKkTMBHICTL CMOMNYK 3a OaHUM BUHaxo4oM Moxe OyTv nokasaHa y CurHanbHin
TpaHcaykuii Ha kogoBaHux MGIuRI nautokiB y Tecti CHO knitvH 1a Cold allodynia TecTi y navtokis 3 3LUMBaHHAM
BbeHHeTTa, 5k onMcaHo Hagani.

Oakytoun mGIUR aHTaroHiCTMYHIA akTMBHOCTI, 3okpeMa iX 'pynu | mMGIUR aHTaroHiCTMYHIA akTMBHOCTI, Ta
ocobnmeo, ix mMGIURI aHTaroHicTMuHiIA akTMBHOCTI, crnonykn dopmynu (I-A) abo (I-B), ix N-okcugm,
dapMaLeBTUYHO NPUNHATHI agUTUBHI COMi, YETBEPTUHHI aMiHN Ta CTEPEOXiMiYHO i30MepHi JOPMU € KOPUCHUMN
npw nikyBaHHi abo 3anobiraHHi BUKIMKaHUX ryTamMmaToM xBopob LieHTpanbHOT HEpBOBOi CUCTEMU.

XBopobu, y siknx Oyna nokasaHa porb rryramaTta, BK4valTb MopdiHiaM abo abCcTMHEHLjo (3anexHicTb,
oniongHy TonepaHTHICTb, OMioWAHY aOCTUHEHUIl0), MMOKCUYHI, aHOKCWMYHI Ta iWeMiyHi ypaxeHHs (iLuemidHui
iHCYNbT, 3YNMWHKY cepus), 6inb (HeBponaTu4HuM Binb, Ginb BUKMMKaHWIA 3ananeHHsaM, rinepanresida), rinornikemito,
XBOpPOOW MOB'A3aHi 3 HEeBPOHaNbHUM MOLUKOMHKEHHAM, TPaBMOK [OMOBHOMO MO3KY, TPaBMOK [OSOBM,
MOLUKODKEHHSIM CMMHHOTO MO3KY, MienonaTito, AeMeHLi0, 3aHEeNOKOEHHsI, LIM30dpEHito, Aenpecito, nocrnabneny
KOTHITMBHY 34aTHiCTb, amHesito, 6inonspHi po3naay, NOBeAiHKOBI po3nagn, xsopoby Amnburenmepa,
MynNbTUiHMAPKTHY AeMeHLUito, 3milaHy (Anburernmepa Ta MynbTuiHdapkTHa) AemeHuii, xsopoby Jlesi, genvpin
abo cnnyraHictb, xBopoby MNapkiHcoHa, xBopoby XaHTMHITOHA, cuHapom [layHa, eninencito, ctapiHHa, 6okoBWIA
amMioTpodpiuHuIi cknepos, poscisHun cknepos, CHIO (cuHapom Habytoro imyHogediumTa ) Ta CHI-acouinoBaHnui
komnnekc (CrK).

BaBasaku kopucHocTi cnonyk coopmynu (I-A) Ta (I-B), 3abesneuyetbca cnocib nikyBaHHSA TENMOKPOBHUX TBAPUH,
BKIIIOYAKOYM NIOAMHY, SIKi moTepnakt Bi XBOpoO LEHTparnbHOT HEPBOBOI CUCTEMM BUKIMKAHUX rryTamaToM.
3ragaHuii cnocib BkNoyae BBeAeHHs, 6axxaHo nepoparnbHe BBeAEHHs, ePeKTUBHOI KinbKOoCTi cnonyku dopmynm (I-
A) a6o (I-B), ii N-okcuaHoi dopmu, dapmaLeBTMYHO NPUNHATHOT aAMTUBHOI COMi, YeTBEPTUHHOIO amiHy abo
MOXTMBUX CTEPEO0I3OMEPHUX POPM, TEMMOKPOBHUM TBapMHaM, BKIOYAOYUN MIOANHY.

3aBasiku BuLeHaBeAeHMM bapMakorioriyHuM BnactmBocTaM, cnonyku copmynm (I-A) Ta (I-B) abo Gyab-siki ix
cybrpynu, ix N-okcuam, hapMaueBTUYHO NPUAHATHI aaUTUBHI COri, YeTBEPTUHHI aMiHM Ta CTEPEOXIMIYHO i30MEpHi
dopmMu, MOXYTb OyTM BUKOPUCTaHI Sk rikapcbKi 3acobu. 3okpema, 3abes3neyvyeTbCsi BUKOPUCTAHHA CrOMyKu
dopmynu (I-A) Ta (I-B) y BupoGHULUTBI MeanyHoro 3acoby ans nikyBaHHs abo 3anobiraHHs xBopob LeHTparnsHoi
HEpPBOBOI CUCTEMW BUKIUKaHMX rmyTamaTtoM. Binblw ocobnuBo, cnonyku 3a JaHvM BUHAxXoO4OM MOXYTb OyTu
BMKOPMCTaHi SK HEMPOMPOTEKTUBHI 3acobu, aHanbreTuki abo NpoTV CyaoMHi 3acobw.

[aHni BUHaxig Takox 3abesneyye komMnoauuii Ans nikysaHHa abo 3anobiraHHA xBopob LieHTpanbHOi HEPBOBOT
CUCTEMU BUKIMKaAHUX FyTaMaToM, siKi BKMOYaoTb TepaneBTUYHO edeKTUBHY KinbKicTb crionyku dopmynu (I-A)
abo (I-B) Ta hapMaueBTMYHO NPUAHATHUIA HOCIM abo po3pimpKyBaY.

Takym 4YMHOM, CNOMyKM 3a [faHum BuHaxogoMm abo Oyab-Aki migrpyny MoXyTb OyTM BUKOPUCTaHI y
pi3HOMaHITHUX dhapMaLeBTUYHNX JOpMaXx, 3anexHo Bi Linen BBeAeHHN. Ak KOMNo3uuii MoxXyTe Gyt BKasaHi yCi
KOMMO3uLii, Lo 3BMYaMHO 3acCTOCOBYIOTb Ans Nikapcbkux 3acobiB, WO BBOAATLCA cucTeMatuyHo. [ns
NPUroTyBaHHA bapMaueBTUYHUX KOMMO3ULA 32 AaHM BUHAX040M, TepaneBTMYHO eeKTUBHA KilbKiCTb OKpEMUX
cnonyk, y ¢opmi ocHoBu abo comi, SK aKTUBHMMN HIPEAieHT NOEAHYIOTb Y peTenbHO MepemiliaHini cymiwi 3
hapmMaLeBTUYHO NPUAHATHUM HOCIEM, LIEW HOCI MOXXe MaTu BENWKY Pi3BHOMaHITHICTE dropM, 3anexHo Bif dopmu
npenapaTy, 6axaHoi ansa BeegeHHs. Li dapmaueBTMYHi koMno3uuji 6axaHo BUrOTOBNSAOTE Y BUMMALI OOUHUYHUX
[030BaHNX (opM MNpUMHATHUYX, GaxaHo, OnA BBEeOEHHHA nepoparbHO, pekTanbHO, MiCLEeBOro 3acTOCyBaHHS,
niawkipHoi abo napeHTeparnsHoi iH'ekuii. Hanpuknag, npu npuroTyBaHHi Komnosuui abo fo3oBaHNMX copm, Byab-
AKi 3 3BMYAHNX (bapMaLeBTUYHUX CEPeaOBULL MOXYTb OyTV 3aCcTOCOBaHiI, Taki sk, Hanpuknaa, Boga, rmukoni, onii,
CAVpTKM i T.N. Y BUNAAKY opanbHUX PiaKnuX npenapaTiB TakuX SK CyCneHsii, cMponn, eMynbCii, enikampu ta po3ymHu:
abo TBepdi HOCIi Taki gk Kpoxmarni, LyKop, KaoniH, nybpukaHTh, 3B'A3yI04M PEYOBUHWN, AWUSIHTErpaHTW i T.0. Y
BMNaaKy NOPOLLKIB, Nirynok, kancyn Ta tTabnetok. 3aBAskuM ix NerkoMy BBeAeHHI, TabneTkn Ta kancynu € GinbL
OaxaHUMW OOVMHWYHVMMMW [030BaHMMM opmMamu, y BUNagky sKMX TBepdi hapmaueBTMYHI HOCT 3a3Buuan
3aCTOCOBYIOTLCA. [4n1a NepeHTepanbHNX KOMNO3ULIA, HOCIN Byae 3BMYAMHO BKMOYATU CTEPUIIbHY BOAY, NMPUHAAMHI
BEINKY YaCTMHY, BiQHOCHO iHLUMX iHIPeAieHTiB, Hanpuknag, Ans Toro, wob 3abesneunTn po3UnHHICTb, Moxe ByTu
BKIMIOYEHO. [H'eXLiiHI po34nHK, Hanpuknag, MoXyTe Oyt oTpuMMaHi, y UbOMY BUMNAOKY HOGA BKIIOYMAE CONSHUN
PO34MH, PO3YMH MHOKO3M abo Cymilll CONbOBOTO Ta IMIOKO3HOTO PO3YMHIB. IH'EKLiiHI CycneHsii MoXyTb Takox ByTu
OTPMMaHI, y LbOMY BUNaaKy MOXYTb OYyTM BUKOPUCTaHI NPUIAHATHI pigKi HOCIT, cycneHayBanbHi areHTn i T.n. Takox
BKMOYaloTbCA TBepAi dopMmn npenaparTis, gki, Sk nepeadayaeTsCcs, NepeTBOPIOOTL, 38 KOPOTKUA NPOMDKOK Yacy
00 BMKOPUCTaHHSA, Ha pigki dpopmu npenapartiB. Sk NPURHATHI KOMAO3ULIT ANS MiCLEBOro 3aCTOCYBaHHS MOXYTb
Oytn 3ragaHi yci KoMnoswuii, WO 3BMYAMHO 3aCTOCOBYIOTb [JI MiCUEBOro BBEEHHs niKapCbkux 3acobis
Hanpuknag Kpemis, rento, MoB'dA30K, LaMMyHiB, HAaCTOWOK, Ma3en, nNpuTupaHb, 6anb3amiB, NMOPOLWKIB i T.n. Y
KOMMO3ULiSIX NPUAHATHUX ANA NiALWKIPHOTO BBEAEHHs, HOCI HeOoDOB'I3KOBO BKIIOYAE PEYOBUHY, LIO CrpUSE
NPOHUKHEHHIO Ta/abo NPUNHATHWUIA 3BOSIOKYOYMIA areHT, HeODOOB'A3KOBO MOEOHAHWMI 3 MPUAHATHUM JobaBkamu
Oyab-AKOro NOXOMKEHHS Y HE3HAYHMX NPOMNOPLIAX, Ui 4O6aBKM HE CMPUYMHSAIOTL 3HaYHY HebGe3neyHy Aito Ha LKipy.
3ragaHi gobaBkM MOXYTb CRpuATM BBEAEHHK A0 LWKipy Ta/abo Moxe gonoMaratv NpUroTyBaHHKO GaxkaHux
koMno3uuin. Lli komno3uuii MoxyTb Oyt BBEOEHI PIBHOMaHITHUMMK LWNAXaMu, Hanpuknag, Sk TpaHcAepMarbHi
nnacTmpu, sk HaMmasyBaHHs, SIK NPUTUPAHHSI.

Oco6nunBo 3py4HO BMTOTOBNATU bapMaLeBTUYHI KOMNO3MLIii 32 BUHaxo40M Y A030BaHMX MikapCbkMx popmax
ONA  NpoCcTOoTM BBeAEHHs Ta MNOCTiNHOCTI [o3. "[o3oBaHa nikapcbka ¢opma" y TOMY 3HAYeHHi, Lo
BMKOPUCTOBYETLCS TYT, CTOCYETbCSA (DI3UYHO ANCKPETHUX OANHULE, NPUOATHUX ANS1 BUKOPUCTaHHA SIK pa3oBi 403U,
NPUYOMY KOXHa OAMHALS MICTUTb NONEpPeaHbO BU3HAYEHY KiMbKiCTb akTUBHOIO iHrpedieHTa, po3paxoBaHy Ha Te,



wo6 BuKkNMKaTM OaxaHuUn TepaneBTMYHMI edeKkT, y MoedHaHHi 3 MoTpibHMM dapmaueBTUYHMM HOCIEM.
Mpvknagamm Takux 4030BaHUX Mikapcbkmux hopM € Tabnetku (Bkhovarun TabneTkn 3 HagpisoM 4u Tabnetku 3
NOKPUTTSIM), Kancynu, nintoni, NopoLLUKX y nakeTukax, obnatku, po3uiHn Ym cycrneHsii Ansa iH'ekuin, gosa y Burnsgi
NMOBHOI YaMHOT NOXKM, 4033 Y BUrNs4i NOBHOT CTONOBOT MOXKKM i T.M., Ta YNAKOBKM 3 KPaTHUMK O03aMU.

TepaneBTnYHO edhekTMBHa A03a abo YacToTa BBeAEHHS 3anexuTb Big okpemoi cnonyku dopmynu (I-A) abo (I-
B), LLO BUKOPUCTOBYETLCS, KOHKPETHOIO CTaHy, Lo MiKYETLCH, CEPMO3HOCTI CTaHy, O NiKyeTbCA, BiKY, Barv, crari,
HanoBHEHOCTI abo cTanocTi cTaHy, Ta 3aranbHoro i3U4HOro CTaHy KOHKPETHOro MaLljeHTa Tak caMo, K MOXe
Oy 3acTOCOBaHO iHLLE MNikyBaHHA 0cobu, Sk Aobpe BiAOMO creuianicTy y AaHin ranysi.

BinbLw TOro, o4eBnAHO, WO 3ragaHa TepaneBTMYHO edekTuBHA J03a abo edhekTMBHA AeHHa [o03a Moxe Bytn
3MeHLleHa abo nigBuLLeHa 3anexHo Big peakLi cyb'ekTa, WO NikyeTbCs Ta/abo 3anexHo Bi4 OUHKM MeaM4HOro
OMUCaHHsI CMONYKM 3a JaHuM BUHaxoZoM. Moxy Oyt NpuMHATHO BBOOUTU HEOOXiAHY A03y SK ABi, TpU, YOTMPU
abo 6Ginble cydbao3 yepes NpPUIHATHI iHTepBanu NpoTarom AHA. 3ragadi cydaosyn mMoxytb OyTn cknageHi sk
OAVHWYHI A030BaHi hopmu.

HacTynHi npuknaam nokasaHi ons inoctpauii gaHoro BUHaxoay.

ExkcnepumeHTanbHa YactmHa

Hapgani, "OM®" nosHavae N,N-gumetundopmamia, "OINE" nosHadvae giisonponinosun edip, "OMCO"
nosHavae gumetuncynbdokeng, "BHT" nosHavae 2,6-6ic(1,1-gumetunetun)4-meTtundeHon, ta "TFP" nosHavae
TeTparigpodypaH.

MpuroTyBaHHs NPOMIXXHMX CNONYK

Mpwknag A1

MpuroTyBaHHA

o]
/L /O/U\OH (npomixkHa cnonyka 1)
o]

Cymiw 4-(1-metnnetoken)oeHzonmHoi kucnotm (0,083momb) 1@ Rh/AI2Os 5% (10r) y Tre (220mn)
rigporeHidyBanu npu Temnepatypi 50°C (nig Tuckom Hz y 36ap) npotarom 1 Houi. Cymiw BigdinbTpyBanu Ha
ueniti, npomunu T ® Ta Bunaposysanu. Buxia: 16r npomikHoi cnonyku 1 (100%).

Mpuknag A2

MpuroTyBaHHsA 2-eTnn-3-MeTnn-6-xiHoMiHKapboKCUMNOBOT KMCNOTH (MPOMDKHA cronyka 2)

Cymiw 4-amiHoOeH30MHOT kucrnotn (0,299monb) y eTaHoni (250mn) nepemiwyBanyM npu  KiMHaTHiA
Temnepartypi. Aoganu ZnCl2 (0,0367monk) Ta (CH20)s (10r). FeCls:6H20 (0,5monk) 6yrno gogaHo no nopuisx Ta
TemnepaTypy nigsuiyBanu go 60-65°C. MNponaHan (30mn) gogaeanm no kpannax 6inbLie 2 roguHHOro nepioay.
CyMmil HarpiBanu 3i 3BOPOTHIM XONOAUIbHUKOM NPOTATOM 2 roAvH Ta BUTPUMYBANW Npw KiMHATHIN TeMmnepaTypi
npotarom 12 roamH. Cymiw Bununu y Boay Ta BigdinbTpyBanu kpisb Lenit. PinbTpat 6yno nigkucneHo no pH=7
3a pgonomorot HCI 6N Ta cymiw BunapoByBanu A0 CyxocCTi. 3anuLLOK BUKOpMcTanu 6e3 noAanbLluoro OYMLLIEHHS.
Buxiag: 56,1r 2-etn-3-meTtnn-6-xiHoniHkapboKCcUoBoi KUCNOTH (MPOMbKHA crionyka 2).

Mpwknag A3

MpuroTyBaHHA

Br o (npoMixHa cnonyka 3)
\Q\NM
H

MenTaHoin xnopug, (0,2784mornb) gogasanu npu Temnepatypi 5°C oo cymiwwi 4-6pombeH3eHami (0,232morb)
T1a N,N-guetmnetaHamid (0,2784mormb) y CH2Cly (400mn). Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi
NpOTAromM Hodi, BUnunu y soay ta ekctparysanu CHClz. OpraHivyHnii wap Buainunum, NpoMuim KOHLEHTPOBaHNM
posunHom NH4OH T1a Boga, sucywmnu (MgSOs), BigdinsTpyBanu 1a po34MHHUK BUnaposyBanun. 3anuwiok (60r)
KpucTanidysanu 3 avetunedipy. Ocag BigdinbTpyBanu T1a Bucywmnu. 3anuwok (35r, 63 %) nomictunm y CH2Cla.
OpraHiyHnn wap suginumm, npomurim a 10% K2COsz posuuHoMm, npomunu Bogot, Bucywmnu (MgSOy),
BiAMiNbTPYBanM Ta po3ynHHMK BUNaposyBanu. Buxia: 30r npomikHoi cnonykn (3) (54%).

Mpuknag A4

[purotyBaHHs

Brm (npomidkHa cnonyka 4)
o
N o

Cymiw 6-6pom-2(1H)-xiHoniHoHy (0,089monb) y POCI3 (55mn) nepemilysanu npu 60°C npoTarom Houi, NoTiM
npu TemnepaTypi 100°C npotarom 3 roanH Ta pO34YMHHMK BUnapoByBanu. 3anuwok noMictunm y CHxClo, Bununm y
NboJsiHy BOAY, NepeTBOPUNN Yy OCHOBY 3a gonomoroto koHueHTposaHoi NH4OH, BigcdineTpyBanu Ha ueniti Ta
ekctparyBann CH2Clo. OpraHiynuin wap suginunu, sucywmnm (MgSOa), BiadinbTpyBanu Ta pPO3YMHHUK
BMnapoByBanu. Buxia: 14,5r npomikHoi cnonyku (4) (67%).

Mpwknag A5

a) MpuroTtyBaHHSA



/:E,D/Br (npomixHa cnonyka 5)
N
Cl N

OM® (37mn) popgaBanu no kpannsix npu Temnepatypi 10°C nig notokom N2 go POCIz (108mn). Micna
3aKiH4YeHHs1 JodaBaHHs, CyMilli 4O3BONWUNM HarpitTucs Oo kimHaTHOT TemnepaTypu. N-(4-6pomdeHin)byraHamigy
(0,33monb) 6yno pgopaHo no nopuisax. Cymiw nepemiwyBanu npu 85°C npoTArom Houi, NOTIM [03BOSMNU
OXOJTOHYTU [0 KiIMHATHOI TemnepaTypu Ta BUnunM Ha g (ek3oTepmiyHa peakuis). Ocag BiadinbTpyBanm,
NPOMUNN HEBEIMKOIO KiMbKiCTIO BoAW Ta Bucywumnu (Bakyym). 3anuwok npomunu EtOAc/gieTunosoro edipy om Ta
Bucywmnu. Buxia: 44,2r npomixkHoi cnonyku (5) (50%).

b) MpuroTyBaHHsA

HO. -© {npomixkHa crnonyka 6)
Br-

n
e
N

Cymiw npomikHoi cnonykn (5) (0,162monb) y metaHoni (600Mr), Ta pO34uH MeTaHOMbHOI NOBapeHoi coni y
meTaHoni npu 35% (154mn) nepemiluyBanu Ta Harpisanu 3i 3BOPOTHIM XONOANUBHUKOM NPOTATOM HOMi.

Cymiw Bununu Ha nig. Ocag BiadinbTpyBanu, NPOMUAM HEBENWKOI KinbkicTio Boan Ta nomictunu y CH2Clo.
Oopann K2CO3z 10% Ta cymiw ekctparyBanm CH2Clz. OpraHiyHun wap BuginvmmM, npoMunu BOAOH, BUCYLLMIN
(MgSO0s4), BiadinbTpyBanu Ta po3unHHKK BUnaposyeanu. Buxig: 31,9r npomixHoi cnonyku (6) (74%).

Mpvknan A6
MpuroTyBaHHA
Q (npomixna cnonyka 7)
N“O~
l
iy
1,1'-kapboHinbic-1H-imigason (0,074monb) fopasanu no nopuisix o CyMmiLLi 4-

MeToKcmumKnorekcaHkapbokennosoi kucrnotm (0,063momb) y CH2Cl2 (200mn). Cymiw nepemiwyBanv npwu
KiMHaTHin TemnepaTypi npotarom 1 roguHu. [loTim pgogann N-wetokcumeTtaHamiHy (0,074monb). Cymiw
nepemillyBany npuv KiMHaTHIN TemnepaTtypi NnpoTarom Houi, Bununu y H2O Ta ekctparysann CH2Clz. OpraHivynun
wap Buaginunun, npomMmunu kinbka pasis H>0, sucywmnm (MgSO4), BiadinbTpyBanu Ta po3vvMHHWK BUMNApPOBYBasu.
Buxig: 12,6r npomixHoi cnonyku 7.

Mpuknag A7

a) Cymiw 6-crop-4-okco-4H-1-6eH3onipaH-2-kapbokcnnosoi kucrnoTn (0,30mMorb) y ouToBiv kucnoTi (400mn )
rigporeHidyBanu 3a gonomoroto Pd/C (3r) sik kaTanizatopom. Micns normuHeHHsa Ha (3 ekBiBaneHTa), katanisatop
BiadinbTpyBanu. ®dinbTpaT BunNapoByBanu. 3anulLIOK nepemiwyBanu |y neTponenHomy edipi. Ocap
BiadinbTpyBanu Ta sucywmnu (Bakyym; 70°C). Micnsa pekpuctanisauii CHCI/CH3OH, ocag sigdinbTpyBanu Ta
Bucyumnu (Bakyym; 80°C Tta rmubGokun Bakyym; 85°C). Buxig: 8,8r 6-dpTop-3,4-aurinpo-2H-1-6eH3onipaH-2-
kapbokcmnoBoi kmcnoTn (npomixkHa crnonyka 8) (15,0%).

b) Cymiw npomikHoi cnonyku (8) (0,255mormb) y etaHoni (400mn ) Ta H2SOs4 (5Mn) nepemiwyBanu Ta
HarpiBanu 3i 3BOPOTHIM XONOAUIIBHUKOM MpOTAromMm 8 roawH. PO34yvHHMK BUMApoBYyBanu A0 CyXOCTi. 3amnuLuok
po3unHunmn y CH2Clz. Opradiynun wap suginunu, npomunu K2COs 10%, sucywmnu (MgSOs), BigdinsTpyBanu Ta
pPO34MHHUK BunaposyBanu. Buxig: 45r etmn 6-drop-3,4-gurigpo-2H-1-6eH3onipaH-2-«kapbokcunaTy (NpomikHa
cnonyka 9) (79%).

c) Peakuia nig N2. Cymiw 6ic(2-meTokcueToKCn )aniomiHinrigpmg HaTpito, 70Bar.% po3uvuHy y metunbeHsoni
3,4M (0,44monb) y 6eH3oni (150mn ) (HarpiBaHHA 3i 3BOPOTHIM XONOAUIBHUKOM ) AoAaBarm No Kpanisx npoTsirom
1 roAMHKW Ao HarpiTol 3i 3BOPOTHIM XONOAUIEHUKOM CymiLLi MpombkHOT cnonykun 9 (0,22monb) Ta 6eH3ony (600mn).
Micns nepemilwyBaHHA npoTAroMm 2,5 roguH Npu TemnepaTypi HarpiBaHHA 3i 3BOPOTHIM XONOAUMbHUKOM, CyMiLl
oxonogmnm o 15°C. Cymiw posknanu 3a AoNoMOorol AoAaBaHHSA no kpannsx etaHony (30mn) ta Boga (10mn).
Lito cymiw Bununm Ha nig/sogy Ta U0 Cymill MiAKWMCIMAM KOHLEHTPOBAHOK COMSHOK kucroTtot. Lo cymiw
ekcTparysanu pgietunosoro edipy om (500mn). BuaineHum opraHiyHMA LWwap NpoMWNM BOAOHD, BUCYLLMNN,
BiAiNbTPYBanM Ta po34MHHUK BMNapoBYyBanu. 3anvLok OYMCTUIN 3a JOMOMOIOK KOJOHKOBOI XpomaTorpadii Ha
cunikareni (emoeHT: CHCI3). BaxaHy dpakuio 3ibpanu T1a entoeHT BunaposyBanu. Buxig: 34r 6-gptop-3,4-
avrigpo-2H-1-6eH3onipaH-2-meTaHony (npomikHa cnonyka 10) (85%).

d) Peakuia nig N2. o nepemiwaHoro ta oxonomkeHoro (60°C; 2-nponaHoH/CO2 BaHHA) CyMilli eTaHAMOIN
aixnopugy (0,1monb) y CH2Cl2 (350mn) pgogasanu cynbdiHinbic[weTan] (30mn) npotarom 10 xsunuH. [licna
nepemiwyBaHHa npotsarom 10 xBunuH, cymiw npombkHoi cnonykn 10 y CH2Cl2 (90mn) gopgaBanu npotarom 5
xBunuH. lNicna nepemiwyBaHHA npoTarom 15 xsunuH, gogann N,N-gnetunetaHaminy (125mn). MoTim cymiw
Harpinu go kiMHaTHOi TemnepaTypu, noTiM Bununu y Boay. MNpoaykTt ekctparyBanu CHCly. OpraHiyHuin wap
npomunu sogot, HCI (1M), Bogoto, NaHCOs (10%) Ta 3HOBY BOAOK, BUCYLLMNIN Ta BuMMapoByBanu. 3anuLuoK
PO34YMHMIKN Y AieTMNoBoro edipy i, NPOMUNM BOAOK, BUCYLUMIK, BiAdiNbTpyBanu Ta BuMnapoByBanu. 3anuLuok
OYMCTUNN 32 JOMNOMOIOK KOMOHKOBOT XxpomaTorpadii Ha cunikareni (entoeHT: CHCIs). BaxaHy dpakuito 3ibpanm Ta
enoeHT BunapoByBanu. Buxig: 21,6r 6-drop-3,4-aurinpo-2H-1-6eH3onipaH-2-«ap6okcanbaerina  (MpoMikHa
cnonyka 11).

e) MpuroTtyBaHHsA
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nbytmnnitin 1,6M (0,056monb) gogasanu nosinsHO nNpu Temnepatypi -70°C 40 po34MHY MNPOMDKHOT CMOMNYKK
(5) (0,046monb) y TT® (100mn). Cymiw nepemiwysanu npu -70°C npotarom 30 xBunuH. MoBinekHO gogasanu
cycneHsito npomikHoi cnonykn 11 (0,056mormb) y TP (100mn). Cymiw nepemiwysanu npu -70°C npoTarom 1
roavHuW, NoTim Josenu Ao KimHaTHOI Temnepatypu, sununu y H2O ta ekctparysanu EtOAc. OpraHiynui wap
Buainunu, sucywmnu (MgSOy), BiAdINbTPYBaNM Ta PO3YMHHUK BuMaposyBanu. 3anuwok (21 r) ousctmnn 3a
[OMOMOTO0 KOJNOHKOBOT XpoMatorpadii Ha cunikareni (entoeHT: umknorekcad/ EtOAc 80/10; 15-35, mkm). Yncri
dpakuii 3ibpanm Ta po3uwHHUK BUnaposyBanu. Buxig: 9,5r npomixHoi cnonykm 12 (55%).

Mpwknag A8

a) MpuroTtyBaHHSA
CCC... TG
N/ N /‘\\/0\ N/ N/
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(npomixHa cnonyka 13} (npomikHa cnonyka 14)

Cymiw npomikHoi cnonyku (5) (0,1127momb), 2-meTokcmeTtaHamiH (0,2254mornb) Ta K2CO3 (0,2254monb) y
OM® (500mn) nepemiwysanu npu 120°C npotarom 15 roavH Ta NoTiM oxonoaunu. Po34nMHHMK BUMapoByBamnu.
Banuwok nomictunu y CH2Cl> Ta H20. OpraHiynwii wap suginunu, sucywmnn (MgSOs4), BiadinbTpyBanu Ta
PO3YMHHUK BMMapoByBanu Ao cyxocTi. 3anuwok (33,53r) ounctnnm 3a 4OMNOMOrOK KOMOHKOBOI xpoMaTorpadii Ha
cunikareni (entoeHT: CH2CIo/CH30H 99,5/0,5; 15-40mkm). [OBi dopakuii 3i6panu Ta ix po34nMHHNKM BUNApOBYBanu.
Buxia: 5,7r npomikHoi cnonykn 14 (38%) Ta npomikHoi cnonyku 13 (34%).

b) MpuroTyBaHHsA

Br. N (npomikHa cnonyka 15)

Cymiw npombkHoOi crnonykm (5) (0,0751monb), TiomopdoniH (0,0891mornb) Ta KoCOs (0,15mornb) y AM®
(200mn) nepemiwysanu npu 120°C npotarom 12 rogmH. PO3YMHHMK BUNApOBYBanMM [0 CYXOCTi. 3anuuiok
nomictunu y CH2Cl2 ta H20. OpraniyHun wap suginunm, sucywmnun (MgSOs), BiadinsTpyBanu Ta pO3YMHHKK
BMnNapoByBanu. 3anuwok (26r) ouiacTMnyu 3a AOMNOMOrOK KOFIOHKOBOI Xpomatorpadii Ha cunikareni (entoeHT:
uuknorekcaH/EtOAc 80/20; 20-45mkm). [OBi dpakuii 3ibpanu Ta iX po3yvHHVWKM BunaposyBanu. [Bi dpakuii
noegHamm. Buxia: 9,4r npomikHoi cnonykn 15 (37%); T.nn. 82°C.

Mpuknag A9

a) 4-amiHo6eHsonHoi kucnomm (0,219mornb) AofaBany [0 pPO34MHY 3-HiTpobGeH3oncynbdoHaTy HaTpito
(0,118momb) y H2SO4 70% (230mm1) Ta cymiw nepemiwyBany Ta HarpiBanu 3i 3BOPOTHIM XONOOUIbHUKOM. 2-
nponeH-1,1-gion, 2-memn-, giauetat (0,216monb) Aogasany MO Kpannax Ta Cymill HarpiBanu 3i 3BOPOTHIM
XOonoausnbHWKOM npoTsroMm 4 roanH. EtaHon (200mn) goganu Ta cymiw nepemiwysanu npu 80°C npoTsarom 48
roavH. Cymiw BMnapoByBanu, 3anvwok Bunumm y neoasHa Boga/NH4OH Tta ekctparysanu CH2Clz. OpraHivyHunm
wap sucywnnn (MgSO4) Ta BuNapoByBanu. 3anvLIOK OYMCTUNM 3a AOMOMOrOK KOMOHKOBOi xpomatorpadii Ha
cunikareni (eneHT: CH2Clo/2-nponaHon 99/1). YucTti dopakuii 3ibpanu Ta Bunaposysanu. Buxig: 21r etun 3-
MeTun-6-xiHoniHkapBokeunaTty (TfpoMikHa cnonyka 16) (45%).

b) MpomikHa crnonyka 16 (0,098morb) y TF® (270mn ) poganu npu Temnepatypi 0°C go posumHy LiAlH4
(0,098momb) y TT® nig N2. Mo 3akiHYeHHi gogasaHHsA, Boaa (10mn) goganm. Ocag sigdinbTpyBanu 1a npomMunu
CH2Cl2. OpraHiyHun wap sucywmnu (MgSOs), BiadineTpyBanu Ta Bunaposysanu. [NpoaykT Bukopuctanu 6e3
noJarnbLUOro ounLweHHs. Buxig: 16,7 1r 3-meTtnn-6-xiHoniHmeTaHony (NpombkHa crionyka 17).

¢) MnO; (0,237morb) goganu A0 Po34YnHy npoMikHOiI cionyku 17 (0,096mornb) y CH2Cl (200Mn) Ta cymiww
nepemillyBanu npu KiMHaTHIn TemnepaTtypi npoTarom 12 roguH. Cymiw BiadinsTpyBanu Kpi3b LeniT 1a ginstpat
nepewmiwysann 3Hosy 3 MnO> (20r) npotarom 12 roguH. MnO2 (10r) goganu 3HoBy. Cymill nepemiwyBanu
npotarom 12 roguH. Cymiw BigdinbTpyBanu Kpisb UeniT Ta BunaposyBanu. [MpoaykT Bukopuctanu 6e3
nogarnbLUoro ounweHHs. Buxig: 11,71r 3-metun-6-xiHoniHkapbokcanbgeriay (71%) (npomikHa cnonyka 18).

d) Po3uuH 6pomuuknorekcuny (0,14monb) y 1,1-okevbiceTani (50mn ) Ta Mg nepeTtBopeHHsa (50mn) aogamm
npu Temnepatypi 10°C po cymiwi TP (0,14monb) y 1,1-okcubicetaHi (10mn). Po3unH npomikHOi cronyku 18
(0,07monb) y Mg nepetBopeHHst (100mn) gopamm obepexxHo npu 5°C, cymiw BUNUMM y NbOAAHY BOAY Ta
ekctparysanm EtOAc. Buxia: 11,34r (z)-a-umknorekcmn-3-veTtun-6-xiHoninveTtaHony (63%) (npombkHa cnonyka
19).

Mpuknag A10

MpwuroTyBaHHsA

o] (npomixHa cnonyka 20)



Cymiw cnonykn (5) (0,001507monb), Tpnbymmn (1-eTokcueTeHin)ctanHaHy (0,00226morne) ta Pd (PPhs)s
(0,000151momb) y 1,4-piokcani (5mn) nepemiwysanu npu 80°C npotarom 3 roguH. OJogamm Bogy. Cymiw
ekctparysanm EtOAc. OpraHiyHun wap suginunu, sucywmnm (MgSOs), BigdinbTpyBanu Ta pPO3UMHHUK
BunaposyBanu. Lien npoaykT Bukopuctanu 6e3 nogansLworo ouniueHHs. Buxia: 1,4r npombkHoi cnonykm 20.

Mpuknag A11

MpuroTyBaHHA

(npomixkra cnonyka 21)

Luc+rpanc

Cymiw cnonyku (45) (otpumany BignosigHo go B6) (0,00125monb) y NaOH 3N (5mn) ta iPrOH (1,7mn)
nepemillyBanyM npu KiMHaTHIA TemnepaTypi npoTarom Houi, noTim Bununn y H2O, nigkucneHo HCI 3N Ta
ekctparysanm EtOAc. Opradiynmn wap suginunu, sucywmnnm (MgSOQOs), BiadinbTpyBann Ta PO3UMHHUK
BMNapoByBanu. 3anuLiok nomictmnu y aneTtnnosomy edgiipi. Ocag siadineTpyBanu Ta sucywmnu. Buxia: 0,26r
npombkHOT cnonykn 23 (56%). (T.nn.: 232°C)

Mpuknag A12
a) MpuroTyBaHHsA
(npomixHa cnonyka 22) (npomixHa cnonyka 23)

Cymiw 5-6pom-1H-iHgon-2,3-gioH (0,221monk) y NaOH 3N (500mn) nepemiwysanu npu 80°C npotarom 30
XBUIVH, OOBENW OO0 KiMHATHOI TemnepaTypyu Ta godanu 2-neHtaHoH (0,221mornb). Cymiw nepemiwysBanu Ta
HarpiBanu 3i 3BOPOTHIM xonoaunsHvkoM npoTsarom 1 roguHu Tta 30 xBunuH Ta nigkucnunm AcOH o gocsirHeHHs
pH=5. Ocapg BigdinbTpyBanu, npoMmMnu BoAok Ta Bucywmnu. Buxig: 52,3r npoMikHOT cnonyku 24 Ta NpoMiKHOT
cnonykn 25. (3aranbHun Buxia: 80%).

b) MpuroTyBaHHsA

H,CO

(npomixwa cnonyka 24) (npomixHa cronyka 25)

nBuLi 1,6M (0,0816monb) gogasanu no kpannax npu -78°C go cycneHsii npombkHoi cnonyku 25 (0,034morb)
Ta npombkHoOi cnonyku 26 (0,034monb) y TId (300mn ) nig notokom N2, Cymiw nepewmiwysanu npu -78°C
npotarom 30 xsunuH. nBuLi 1,6M (0,0816monb) Aogasamm no kpannax. Cymiw nepemiwysanu npotarom 1
roavHun. Cymiw npomikHoi cnonykn 9 (0,102viomb) y TF® (250mn) gopanum nosinbHo. Cymil nepemilysanu npwm
Temnepartypi Big -78°C go -20°C, sununm y H2O/HCI 3N ta ekctparysanu EtOAc. OpraHiyHuin wap suainunm,
Bucywmnu (MgSOa4), BiadinbTpyBanu, Ta PO34YMHHUK BUNApoByBanu Ao cyxocTi. Buxig: 20,89r npomikHa cnonykn
26 Ta npombkHOT cnonykn 27 (86%).

Mpuknag A13

a) MpuroTtyBaHHsA

9 (npomixHa cnonyka 26)
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4-amiHo-3-mMeTOoKeMbeH3omHy kucrnoTy (0,054mornb) gogasarm Mo Mopuisx MpY KiMHaTHIM TemnepaTypi 0o
po3unHy 3-xnop-2-etun-2-6yreHan (0,065monb) y AcOH (100mn). Cymiw nepemiwyBanu Ta HarpiBanu 3i
3BOPOTHIM XONOAMMBHWKOM NpoTAroM 8 roguvH Ta BUMapoByBanu Ao cyxocTi. 3anuwok nomictunn y CH2Cly,
Aojanu BoAy Ta PO3YMH MepeTBopunn y ocHoBy 3a gornomorol EtN. OpraHiyHun wap BuAginunu, BUCYLLNMAK
(MgSOs4), BiadINbTPYyBanu, Ta PO3YUMHHUK BUMNApOBYBanu. 3anuLIOK Kpuctanidysanu 3 2-nponaHoHy. Ocap
BiAdiNbTPYBanu Ta Bucywmnu. Buxig: 2,5r npomikHoi crionykun 26 (18%).

b) MpuroTyBaHHsA



Q (npomixHa crnionyka 27)
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CDI (0,012morb) goganu npu KiMHaTHIn TemnepaTypi A0 PO34MHYy NpoMmikHoi cnonykn 26 (0,011morb) y
CH2Cl2 (30mn). Cymiw nepemiwyBanu npu KimHaTHIN TemnepaTypi npotarom 1 rogumHu. MeTokcuamiHomeTun
(0,012monb) pojanu Ta cymill nepemiwyBany npu KiMHaTHIn TemnepaTypi npotarom 8 roavH. Joganu H20. Ocapg,
BiadinbTpyBanu. ®inbTpat ekctparyBanu CH2Clo. OpraHiyHmi  wap suginum, Bucywmnu  (MgSOa),
BiAIiNbTPYBaNM, Ta PO3YMHHUK BUMNApOBYBanu. 3anuvWoOK Kpuctanidysanu 3 paueTunosoro edipy. Ocap
BiAdinbTPYBanu Ta Bucywmnu. Buxig: 0,95r npombkHoi cnonykn 27 (31%) (1.nn.: 148°C).

Mpuknag A14

MpuroTyBaHHsA

Br\q\r (npomixHa cnonyka 28)
s
N

4-bpombeHseHamiH (0,034mornb) goAany Npy KiMHaTHIM TemnepaTypi A0 PO34nHY 3-xropua-2-etun-2-0yraHan
(0,041momb) y AcOH (60mn). Cymiw nepemiwyBanu Ta HarpiBanu 3i 3BOPOTHIM XONMOAMIMBLHUKOM NpOTSAroMm 8
roavH, 4oBenu Ao KiMHaTHOT TemnepaTypu Ta BunapoByBanu o cyxocTi. [poaykT kpuctanizysanu 3 EtOAc. Ocag
BiadineTpyBanu, npommnun K2CO3 10% Tta nomictmnm y CH2Clz. OpranivHnid wap suginunu, sucywumnu (MgSOa),
BiAiNbTPYBanu, Ta pO34YMHHUK BUNapoByBanu. Buxig: 4,6r npomikHoi cnonyku 28 (54%).

Mpuknag A15

a) MpwuroTyBaHHs

(npomixaia cnonyka 29)

Po3unH KOH (0,326momb) y H20 (150mn) gopgasanu nosinbHO npu 5°C go po3yuHy 1,3-LMKNorekcaHaioHy
(0,268momb) y H20 (150mn). TemnepaTypa He noBuHHa pJocaram 12°C. KI (2r) notim 2-6Gpom-1-(4-
HiTpodeHin)etaHoH (0,294morb) Gyno gogaHo no nopuisix. Cymiw nepemiwyBanu npu KiIMHaTHIA TeMnepaTypi
npoTtarom 48 rogvH. Ocag sigdinsTpyBanu, npomunu H20 notim avetnnosum edipom Ta Bucywmnu. Buxig: 63r
(85%). YactuHy uiei dpakuii (1r) kpucranisysann 3 EtOH. Ocap sigdinbTpyBanu Ta sucywmnu. Buxig: 0,51
npompkHoOT cnonykn 29 (42%) (1.nn.: 100°C).

b) MpuroTyBaHHsA

]

Cymiw npombkHoi crionykn 29 (0,145mormb) y H2SO4 (40mn) nepemiwyBanu npu KiMHaTHIR Temneparypi
npotarom 1 roguHu, BUNWNW y nia, nepeTBopuim y ocHoBy 3a gonomoroo NH4OH Tta ekctparysanu CH2Cla.
OpraHiyHnn wap suainum, sucywmnu (MgSOa), BigdinbTpyBanu, Ta pPO3YMHHWMK BUMNApOBYBanu. 3anuiok
kpuctanidysanu 3 EtOH. Ocapg sigdinbtpyBanu ta sucywmnu. Buxig: 31r (58%). YactmHy uiei dopakuii (1r)
kpuctanisysanu 3 EtOH. Ocap sigginbTpysanu Ta sucywmnu. Buxig: 0,7r npomikHoi cnonyku 30 (58%) (T.nn.:
200°C).

C)%-|pI/IFOTyBaHHFI

(npomixHa cnonyka 31)

Cymiw npomikHoi cnonyku 30 (0,039morb), Hikens PeHnea (10r) y EtOH (100mn) rigporeHisoBanu npwu
KiMHaTHI TemnepaTypi nig TMckom y 36ap npotsarom 1 rognHu. Cymiw BiadinbTpyBanu Ha UeniTi Ta NpoMuUm
CH2Cl2. OpraHiynmn wap suainumu, sucywmnu (MgSOQOa), BiadineTpyBann, Ta PO3YMHHWK BUMApOBYBanw.
Banuwok (9,5r) kpucTanisysanu 3 avetnnosoro edipy. Ocag sigdinbTpyBanu Ta Bucywmnu. Buxia: 4,6r (52%).
®inbTpaT BMNapoByBanu. 3anuwiok (2,7r) ouicTunu 3a AONOMOTOK KONOHKOBOI XpomaTtorpadii Ha cunikareni
(entoeHT: CH2Cl2 /CH30H; 99/1; 15-40mkm). [iBi dopakuji 3ibpanu Ta po3ymHHKK BUNapoByBanu. Buxia: 1,6r F1 1a
1,2r F2. F2 kpucrtanisysanu 3 EtOH. Ocag siadineTpysanu Ta sucywmnu. Buxia: 0,24r npombkHoi cnonykun 31(2%)



(T.nn.: 202°C).
d) MpuroTtyBaHHSA

(npomixkHa cnonyka 32)

MpomikHy cnonyky 30 (0,02monb) Aoganm npu KiMHaTHIA TeMnepaTypi A0 pO34uHy 3-xrop-2-eTun-2-6yteHan
(0,04monb) y AcOH (50mn). Cymiw nepemillyBanu Ta HarpiBanm 3i 3BOPOTHIM XONOAUITbHUKOM MPOTATOM 4 roauH.
Po3unHHuK BumapoByBanu Ao cyxocTi. 3anuwok kpuctanizyBanu 3 EtOAc. Ocag BiadinbTpyBanu Ta BUCYLLMIN.
Banuwok nomictnu y CH2Cl.. Cymiw nepetsopuim y ocHoBy 3a ponomoroto K2COs 10% Ta ekctparysanu
CH2Cl2. OpraHiynmin wap suaginumu, sucywmnu (MgSOa), BiadineTpyBann, Ta PO3YMHHWK BUMApOBYyBamnw.
Banuwok kpucrtanidyBanu 3 EtOH. Ocap BigdinbTpyBanu 1a Bucywmnu. Buxia: 2,5r npomikHoi cnonykn 32 (40%).

Mpwknag A16

MpurotyBaHHSA

O (npomixHa cnonyka 33)

L

NH,

Cymiw 2-(4-HiTpodpeHin)-1-cpeHinetaHoH (0,083monk ) Ta Hikenb PeHes (20r) y EtOH (200mn) rigporeHisyBanu
npu KiMHaTHIA TemnepaTtypi npotarom 1 roguHu nig tmckom 36ap, NoTiM BiAdINbTPYBaNU Ha UeniTi, NPOMUIN
CH2CI2/CH30H Ta Bucywmnu. Buxig: 17,5r npomikHoi cnonyku 33 (97 %).

B. NpuroTyBaHHA KiHLUEBMX COMNYK

Mpuknag B1

MpuroTyBaHHsA

(cnonyxa 306)

POCI; (0,024monb) foaasamm nosinsHo npu Temnepatypi 5°C go AM® (0,024mornb). Cymiw nepemiLuysani
npu KiMHaTHIn TemnepaTypi npoTsarom 30 xBWNWH, noTiMm oxonogumm o 5°C. ETunosuit edip 3-okco-6yraHoBoOT
kucnotn (0,024monb) gogasarm noBibHO. Cymiw nepemiwyBanu npu 5°C npotarom 30 xBunuH. 1-(4-
amiHodeHin)-2-deHinetaHoH (0,024monb) 6yno goaaHo no nopuiax. Cymiw nepemiwysanu npu 90°C npoTtarom 3
roavH Ta posumHunu y CHoCla. Jlsogsina goganu sogy. Cymiw nepetsopunn y ocHoy 3a gonomoroto NH4OH Ta
ekctparyBann CH2Clo. OpraHiynmin wap suginumm, sucywmnu (MgSOs), BigdinbTpyBanu, Ta pPO3YMHHUK
BMMapoByBanu. 3anvLloK KpucTanidyBanu 3 2-nponaHoH/gietunosoro edip. Ocag BigdinbTpyBanu 1a BUCYLUMIIN.
Buxig: 0,9r cnonyku 306 (11%) (T.nn.: 136°C).

Mpwknag B2
MpuroTyBaHHA
Q {cnonyka 2)
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KMbO4 (10r) 6yno gogaHo Mo nmopuisx Mpy KiMHaTHIN TemnepaTypi A0 PO34MHY N e

(oTpnmaHoi BignosigHo Ao npuknagy A7.e) (0,022moneb) y Tpic(giokca-3,6-rentun)amid (1mn) ta CH2Clz2 (100mn).
Cymilw nepemilyBanu npu KimHaTHIn TemnepaTtypi npoTsarom 8 roauH, BiadineTpyBanu Ha ueniti, npomumm CH2Cl2
Ta Bucywmnu. 3anuwok (6r, 100%) kpucranidyBanu 3 pgietunoBoro edipy/netponerHoro edipy. Ocap
BiAdinbTpYyBanu Ta Bucywmnu. Buxig: 2r cnonyku (2) (33%); T.nn. 82°C.

Mpwknag B3

a) MpwuroTyBaHHs

(cnonyka 3)

nBuLi 1,6M (0,07monb) gogasanu noeineHO npu TemnepaTypi -70°C Ao po3ymHy NpPOMPKHOI cronyku (5)
(0,058momb) y TId (150mn). Cymiw nepemiwysanu npun -70°C npotarom 30 xsunuH. Po3uwH 2,3-gurigpo-1H-
iHaeH-2-kap6oHiTpuni (0,07monb) y TT® (100mn ) fogamm noineHo. Cymiw nepemiwysanu npu -70°C npoTsirom 1
roavHKW, OOBENW NOBIMBHO A0 KiMHATHOI TeMnepatypu, rigponidyBann H>O Ta ekctparysanu EtOAc. OpraHiyHui



wap suginunu, sucywmnm (MgSOsa), BiodinbTpyBanu Ta PO3YMHHKK BMNapoByBanu. 3anvwok (22r) o4mcTunum 3a
AOMOMOrolo KOMOHKOBOT XpomMaTorpadii Ha cunikareni (entoeHT: CH2Clo/umknorekcan 80/20 go 100; 15-35mkm).
YucTi dpakuii 3ibpany Ta po3unHHUK BUNaposyBanu. [ipyry dpakuito KpuctaniayBanu 3 2-nponaHoHy/aneTmnoBoro
eduipy. Ocag BiadinbTpyBanu 1a Bucywmnu. Buxig: 0,11r cnonyku (3). ®inbTpaT KOHUeHTpyBanu. Buxig: 0,55r
cnonyku (3); T.nn. 145°C.

b) MpuroTyBaHHsA
o
= RS
uuc (cnonyka 4} uuc (cnonyka 5)

nBuLi 1,6M (0,022monb) gopasanu nosinbHO npu Temnepatypi -70°C A0 po3yMHY NPOMDKHOT crnonyku (5)
(0,018momb) y TTd (50mn). Cymiw nepemiwysanu npu -70°C npotarom 1 rognHun, gosenu go -40°C, notim
oxonoavmnu o -70°C. Po3uuH npomikHoi cnonykm 7 (0,018monb) y TF® (40mn) goganu noginbHo. Cymiww
nepemiwysanu npu -70°C npotarom 1 roguHu, notiv gosenu go -20°C, rigponisysann H2O Ta ekcTtparyBanu
EtOAc. OpraHiynmi wap suginunu, sucyumnmn (MgSQa), BiadinbTpyBanu Ta po34YMHHUK BUNapoByBaniun. 3arnuLLok
(6,5r) oumcTMnm 3a QONOMOroK KOMOHKOBOI XxpomaTorpadii Ha cunikareni (entoeHT: Tonyon/EtOAc 90/10; 1540,
Mkm). OBi dpakuii (F1 1a F2) 3ibpanu Ta po3unHHMK BunaposyBanu. F1 (2,4r) kpuctanidyBanu 3 gMeTUoBoro
egipy. Ocaa BiginbTpyBanu Ta sucywmnu. Buxia: 1,8r cnonykm (4) (29%); T.nn. 123°C. F2 (0,9r) kpuctanizysanu
3 auetunosory edipy. Ocag BigdinbTpyBanu ta sucywmnu. Buxia: 0,2r cnonyku (5) (3%); T.nn. 120°C.

c) MNpuroTyBaHHA
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(cnonyka 7) (cnonyka 8)

nBuLi 1,6M y rekcani (0,107monb) goaasanu no kpannax npu -78°C nig notokom N2 4O Cymilli NPOMDKHOT
crnonykn (6) (0,089morb) y TTd. Cymiw 6yna nepewmiwana npu Temnepatypi -78°C npotsrom 1 roanHn. Cymiw
npombkHOi cnonykn 7 (150mn) gpoganu npy TemnepaTtypi -78°C nig notokom N2. Cymiw nepemiwysanu npu -78°C
npoTarom 2 roguH, gosenu go 0°C, sununn y H2O Ta ekctparysanu EtOAc. OpraHivyHun wap Buainunu, BUCYLLMIN
(MgSO0s4), BiaGINbTPYBANU Ta PO3YNHHUK BuNaposysanu. 3anuwiok (31r) oumcTnnu 3a JONOMOrOH0 KOFTOHKOBOT
xpomaTtorpadii Ha cunikareni (enteHT: umknorekcaH/EtOAc 85/15; 20-45mkm). OBi umcTi dpakuii 3ibpanu Ta ix
PO34YMHHUKM BUNapoByBanu. Buxia: 11r cnonyku (7) (38%) Ta 8,2r cnonyku (8) (28%).

d) MpuroTyBaHHSA

(cnonyka 503)

Po3unH xnopmetnn6enseH (0,0069momb) y anetnnosom edipi (8Mn) gogasanu nosinbHO A0 cycneHsii Mg
(0,0069momb) y HeBenukin KinbkocTi gumeTtunoBoro edipy. Cymiw nepemiwyBanu npu KiMHaTHIN TeMnepaTypi
npotarom 30 xBunuH (HepiBHicT Mg), noTim oxonoaunu go 5°C. PosunH npomikHoi cnonykm 27 (0,0027mornb) y
Tre (8mn) poparm nosinbHo. Cymiw nepemiwysanu npu 5C° npotarom 15 XBWNWMH, MOTIM NpW KiMHaTHINA
Temnepatypi npotarom 2 roauH, sunumm y H>O Ta BigdinbTpyBanu Ha ueniti. Ocag npomunu EtOAc. ®dinbTpaTt
ekctparyBanm EtOAc. OpraHiyHuii wap suginunu, sucywmnu (MgSOQOs), BigdinbTpyBanu, Ta PO3YMHHUK
BMnaposyBanu. 3anuwiok (1r) 6yno ounwieHo 3a AONMOMOrOK KOMOHKOBOI XxpomaTorpadii Ha Kpomasin (enteHT:
CH2Cl2 100 po CH2Cl2/CH30H 99/1; 15-40mkm). YmncTi dppakuii 3ibpanm Ta po3uMHHUK BMNapoByBasnu. 3anmLiok
(0,51, 56%) kpucTtanizyanu 3 gietunosoro edipy. Ocag BiadinbTpyBanu T1a Bucywmnu. Buxig: 0,14r cnonykm 503

(15%).
Mpwvknag B4: npuknaan moandikaujv KiHUeBOT rpynu
a) MpuroTtyBaHHSA
0 (cnonyka 156)
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9 (cnonyka 8)

o N o
Cymiw  TpaHc (otpumaHa BignosigHO go npuknagy B3.c)
(0,018momb) y HCI 3N (60mn) ta TI® (60mn) nepemiwysanu npu 60°C npoTtarom Houi. CyMilwl nepeTsopunm y
ocHoBy 3a gonomoroto 10% posunHy KoCOs Ta ekctparyBanu CH2Clo. OpraHiyHuin wap BUAINWAW, BUCYLLMIIMW
(MgSO0a4), BiadinbTpyBanu Ta po34NHHKK BUMaposyBanu. Buxia: 4,6r cnonyku (156) (82%).
b) MpuroTyBaHHsA

(cnonyka 9)

(cnonyka 7)

Cymiww Lge (oTpymaHa BignosigHo go  npwuknagy B3.c)
(0,0122momb) y HCI 3N (40mn) ta TId (40mn) nepemilyBanu Ta HarpiBanu 3i 3BOPOTHIM XONOAWIBHUKOM
NpPOTArOM HOYi, BUMiNK y Body, nepetBopunn y ocHoBy 3a gonomoroto KoCOs 10% Ta ekctparyBanu CH2Cla.
OpraHiyHnin wap suaimnu, sucywmnun (MgSQas), BiadinbTPyBanM Ta PO3YUHHUK BUMNAPOBYBanu. 3anuiiok
O4YNCTUNN 3a AOMOMOrOK KOJIOHKOBOI Xpomatorpadiii Ha cvnikareni (entoeHT: uuknorekcaH/EtOAc 40/60; 15-
40MmkMm). YunceTi dpakuii 3ibpanu Ta po3uwHHKK BunaposyBanu. Buxig: 2r cnonyku (9) (562%); T.nn. 226°C.

c) MpwuroTtyBaHHsA
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uuc (cnonyka 10) Ta (TpaHc) (cnonyka 11)

Cymiw cnonyku (4) (0,0015monb), 2-MeTokcmeTaHamiH (0,003mork) Ta KoCOs (0,003mornb) y AMP (5mn)
nepemiwysanu npu 140°C npotarom 48 roavH. OJogann H20. Cymiw ekctparyBanu EtOAc. OpraHiyHuin wap
Buainunu, sucywmunun (MgSOs), BigdinbTpyBanM Ta pO34MHHMK BunapoByBanu. 3anuwiok (1r) ouacTunu 3a
AOMOMOro KOSMOHKOBOI XpoMatorpadii Ha cunikareni (entoeHT: uuknorekcaH/EtOAc 60/40; 15-40mkwm). [Bi
dpakuii 3ibpanu Ta po3umMHHKK BunaposyBanu. O6uasi dpakuii Oynu kpuctanisoBaHi po3dinbHo 3 neHTaHy. Ocaa
BigdineTpyBanu ta Bucywunu. Buxig: 0,05r cnonykm (10) 9%; t.nn. 115°C) 1a 0,057r cnonykm (11) (10%; 1.nn

107°C).
d) MpuroTtyBaHHSA
o i N oSS
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uuc (cnonyka 12) Ta {rpaHc) (cnonyka 13)

Cymiw cnonyku (4) (0,0015monb) y 2-(MeTunTio)eTaHamiH (2vmn) nepemiwysanu npu 120°C npoTtarom 8 roanH.
KoCOs 10% popanun. Cymiw ekctparysanm CH2Clo.  OpraHiynmn wap suainunu, sucywmnu  (MgSOu),
BiAINLTPYBaNM Ta PO3YMHHMK BUMapoByBanu. 3anuwok (2,2r) o4YicTMnnM 3a [JOMOMOrol  KONTIOHKOBOT
xpomaTtorpadiii Ha cunikareni (emoeHT: uuknorekcaH/EtOAc 70/30; 15-40, mkm). OBi dpakuii 3ibpann Ta
PO34YMHHUK BuNaposyBanu. Mepuy dpakuio kpuctanisyBanu 3 gietunoBoro edipy /netponenHoro eduipy. Ocag
BiadinbTpyBanu Ta sucywmnu. Buxig: 0,08r cnonykn (12) (14%); T.nn. 120°C. Opyry dpakuito kpuctanisysanu 3
pietunosoro egiipy. Ocaa BigdineTpyBanu ta sucywmnun. Buxia: 0,18r cnonyku (13) (31%); T.nn. 125°C.

e) MpwuroTyBaHHs

Q (cnonyka 14)
S
~ e
o NT su/(

uuc

Cymiw cnonyku (4) (0,001507monb), etuHintpumeTuncunad (0,003013morb), Cul (0,000151monb) Ta Pd
(PPh3z)s (0,000151mor) y N,N-gnetunetanamini (5mn) nepemiwysanu npu 100°C npotarom 24 roavH. Jopanu
Boay. Cymiw BiadineTpyBanu Ha ueniti, npomunun EtOAc Ta dinbTpat ekctparysann EtOAc. OpraHiyHmi wap
Buainunu, sucywmnu (MgSOs), BigdinbTpyBanu Ta Po3YMHHUK BunaposyBanu. 3anuuwok (1,3r) ousctunu 3a



OOMOMOTOK KOMOHKOBOI Xpomarorpadii Ha cunikareni (entoeHT: uwmknorekcaH/EtOAc 85/15; 15-40, mk). YucTi
dhpakuii 3ibpam Ta po3unHHKK BunapoBysBanu. 3anuwok (0,3r) kpuctanisyBanu 3 neHTaHy. Ocag BigdinbTpyBanu
Ta Bucywmnu. Buxig: 0,11r cnonyku (14) (18%); T.nn. 114°C.

f) MpuroTyBaHHsA
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Cymiw cnonyku (14) (0,013monb) Ta KF (0,038Morb) y ouTtoBin Kncnoti (50mMn) nepemiwyBany npu KiMHaTHIN
Temnepatypi npotarom 2 roguwH. H20 gopganu Ta cymiw ekcTtparyBanu gietmnosum edipom. OpraHivyHun wap
Buainunu, sucywmnu (MgSOs), BigdinbTpyBanu Ta PO3YMHHUK BunaposyBanu. 3anuuiok (4,4r) ouictunu 3a
[OMOMOTO KOJIOHKOBOT Xpomatorpadpii Ha cunikareni (entoeHT: uuknorekcaH/EtOAc 70/30; 15-40, mkm). OgHy
dpakuito 3ibpanu Ta po3uwHHUK BunaposyBanu. Lo dpakuito (3r, 73%) kpuctanisysanu 3 gietmunosoro edipy.
Ocap sigdinbTpyBanu Ta ucywmnu. Buxia: 2,45r cnonyku (15) (60%); T.nn. 132°C.

g) MpuroTtyBaHHSA
uuc (cnonyka 15) Ta Tpanc (cnonyka 17)
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Cymiw UMc (cnanyka 14) Ta TPakC (cnonyka 16) oTpMMaHa BigMoBiOHO 4O Mpvknagy

B.7.a) (0,0056monb) y KOH [1M, H20] (10mn) Ta metaHon (30mn) nepemillyBanu npu KiMHaTHIN TeMnepaTypi
npotarom 1 roguHu, Bununu y soay Ta ekctparyBanu EtOAc. OpraHiyHnin wap suginunu, sucywmnu (MgSOa),
BiAINbTPYBaNMM Ta pPO3YMHHMK BUMNApoOBYBanu. 3anuWwoK (2,2 ) OYMCTAIM 32 [JOMOMOTOK  KOJNOHKOBOI
xpomaTorpadii Ha cunikareni (enoeHT: yuknorekcaH/EtOAc 85/15 to 70/30 ; 15-40mkm). [Bi dopakuii sibpam Ta
pPO34YMHHUK BunNapoByBanu. leply dpakuito kpuctanidyanu 3 gietunosoro edipy. Ocaa BiadinbTpyBanu Tta
Bucywmnu. Buxig: 0,2r cnonykm (15) (11%); T.nn. 133°C. Opyry dpakuito Kpuctaniysanu 3 fdietunosoro edipy.
Ocap sigdinbTpyBanu Ta Bucywmnu. Buxia: 0,3r cnonyku (17) (16%); T.nn. 128°C.
h) MpuroTyBaHHsA

o {cnonyka 18)

HO

LHC

Cymiw cnonykmn (4) (0,001205mornb), 2-nponiH-1-on (0,002411mornb), Pd(PPhs)s (0,000121morne) T1a Cul
(0,000121momb) y N,N-gnemmnetaHamidi (5mn) nepemiwysanu npu 100°C npoTtarom 2 roguH. Jopanu Bopy.
Cymiw BigdinbTpyBanu Ha ueniti, npomunun EtOAc Ta ekctparyBanum EtOAc. OpraHiyHuin wap Buginunm,
sucywmnun (MgSOy), BiadineTpyBanu Ta po3yvMHHMK BunaposyBanu. 3anuwok (0,7r) ounctunu 3a [ONOMOroH
KONOHKOBOI XxpomaTorpadii Ha cunikareni (entoeHT: CH2Cl2CH3OH 98/2; 15-40, mMkm). YucTi dpakuii 3ibpann ta
PO34YMHHUK BuMapoByBanu. 3anuLLOK KpucTanidyBanu 3 neTpornenHoro edipy Ta pgietunosoro edipy. Ocapn
BiadinbTpyBanu Ta Bucywmnu. Buxig: 0,1r cnonykn (18) (23%); .nn. 113°C.

i) MpwurotyBaHHSA
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Cymiw cnonyku (4) (0,006027monb) ta KF (0,024108mone) y AMCO (20mn) nepewmiwysanu npu 140°C.
Po3unHHUK BMnapoByBanM [0 CyxocTi. 3anuLWOK nigdanM 3acTuraHHio y BoAi Ta Aietunosoro edipi. Cymiw
ekcTparyBanu pietmnosum edipom. OpraHiyHum wap BuZINWAM, MPOMUNM AieTUIoBuM edipoM, MPOMUIIM
HacuyeHuM posunHom NaCl, sucywmnu (MgSOg4) BiadinbTpyBanu Ta po3yMHHMK Bunaposysanu. 3anuwok (1,71)
O4YUCTUNM 3a OONOMOroK KOMOHKOBOT XpomaTorpadii Ha cunikareni (enoeHT: yuknorekcaH/EtOAc 85/15; 15-40,
MKkM). Tpu dopakuji 3ibpanm Ta ix po3unmHHUKK BynapoByBanu. Mepuly dpakuito KpucTaniayBanv 3 neTponenHoro
egipy. Ocag sigdinetpyBanu Ta Bucywmnu. Buxig: 0,21r cnonykn (19) (11%); T.nn. 92°C. Opyry dpakuito



KpucTanidyBanu 3 netponerniHoro edipy. Ocapg sigdinbTpyBanu 1a sucywmnu. Buxia: 0,33r cnonykum (20) (17%);
T.nn.114°C.
j) MpurotyBaHHSA
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Cymiw cnonyku (4) (0,003013monb), auetun xnopuay (0,003315monb) ta noguagy Hatpito (0,006027mornb) y
CN3CN (10mMn) nepemiwyBanu Ta HarpiBanu 3i 3BOpPOTHIM xonoausbHWKoM npoTsarom 1 roguvHn. Joganu KoCOs
10%. Cymiw ekctparysann CH2Cla. Opraniynui wap suginunum, sucywmnm (MgSOs), BigdinbTpyBanu Ta
PO3YMHHUK BMNapoByBanu. 3anuwok (1 r) ounctmnm 3a JONOMOroK KOMOHKOBOI xpoMaTorpadiii Ha cunikareni
(enoeHT: uuknorekcaH/EtOAc 80/20; 15-40, mkm). [IBi dpakuii 3ibpanm Ta iX po3unHHKKKM BUNaposysanu. MNepLly
dpakuito kpucTanisysanu 3 netTponenHoro egipy. Ocaa BigdineTpyBanu Ta sucywmnu. Buxia: 0,12r cnonyku (21);
T.nn. 110°C.

k) MpuroTtyBaHHs

o (cnonyka 22)
| =
™~ e
o NN,
HUC

Cymiw cnonykn (21) (0,000898monb), TpumeTunaunankapboHiTpun (0,001347momb) Ta Pd(PPhs)s
(0,00009mo0nb) y N,N-gnetunetaHamini (5mn) nepemiwysanu npu 100°C npoTarom 2 rognH. Joganu sogy. Cymiw
ekctparysanm EtOAc. Opradiynmin wap suginunu, sucywmnu (MgSOs), BiadinbTpyBanun Ta PO3UMHHUK
BunapoByBanu. 3anuwok (0,4r) ouMcTunM 3a [OOMOMOTOK KOJIOHKOBOI Xpomatorpacdiii Ha cunikareni (ernoeHT:
uuknorekcaH/EtOAc 80/20; 15-40mkm). YncTi dpakuii 3ibpann Ta po3unHHuk Bunaposysanu. 3anuuwok (0,18r,
62%) kpucTtanisysanu 3 netponerHoro egiipy. Ocap sigdinbTpyBanu Ta sucywmnu. Buxig: 0,13r cnonykum (22)
(45%); T.nn. 138°C.

I) MpurotyBaHHSA
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cnony«a 23) (TpaHc) (cnonyka 24)
uMc (cnonyka 25) (TpaHc) (cnonyka 26)

Cymiw cnonykn (4) (0,00603momb), Pd(OAc)2 (0,000603mornb), PPhs (0,00904mornb) Ta KoCOs
(0,012054mormb) y CO (ras) Ta meTtaHon (40mn) nepemiwyBanu npu 90°C npotarom 8 roavH nig mckom CO y
56ap. fopgamm H20. Cymiw ekctparysann EtOAc. OpraHiyHun wap suginunu, sucywmnu (MgSOy),
BigdiNbTpyBanu Ta poO34YMHHYK BUNapoByBanu. 3anuwok (6r) o4McTunmM 3a JONOMOrOH0 KOJIOHKOBOT XpomaTorpadii
Ha cunikareni (enmtoeHT: CH2CI2/CH30OH 100/0 po 98/2; 15-35mkm). Yotupu dopakuii (F1-F4) 3ibpanu Ta po3unHHKK
BunaposyBanu. Buxig: 0,13r (umc) F1; 0,02r F2 (uuc, cnonyka 25); 0, 055r F3 (tpaHc, 3%) 1a 0,11r F4 (TpaHc;
cnonyka 26). F1 kpuctanisysann 3 netponevHoro edipy. Ocan sigdinbTpyBanu Ta Bucywmnu. Buxig: 0,03r
cnonyku (23) (1%); T.nn. 91°C.

F3 kpuctanisyBanu 3 netpornenHoro edipy. Ocag BigdinsTpyBanu Ta Bucywmnu. Buxig: 0,035r cnonyku (24)
(1%); T.nn. 99°C.

m) MpuroTyBaHHSA
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Cymiw cnonykn (4) (0,009mormb) 1a Zn (0,027monb) y ouTosin kucnoti (30mn) nepemiwysanu npu 60°C
npoTarom 4 roguH, BigdinbTpyBanu Ha ueniti, npomunu CH2Clz, Bunaposysanu go cyxocTi, po3unHunu y CH2Clz
Ta npomunu KoCOs 10%. OpraHiynwi wap suginumm, sucywmnu (MgSOQa), BiadinbTpyBanm Ta pPO3YMHHUK
BMMapoByBanu. 3anuwok (4r) o4nucTurM 3a [JOMOMOrOK KOMOHKOBOI xpomaTtorpadiii Ha ouinikareni (enoeHT:
uuknorekcaH/EtOAc 75/25; 15-40, mkm). OgHy dopakujto sibpanm Ta po3ymHHUK Bunaposysanu. Lito dpakuito (1r
37%) kpucTtanisysanu 3 netponevHoro egipy. Ocaz siadinbTpysanu T1a sucywmnun. Buxig: cnonyka (25); T.nn.



88°C.

n) MNpuroTyBaHHS
o {cnonyka 27)
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Cymiw cnonyku (4) (0,001502monb), Sn(CHa)s (0,003004monb) Ta Pd(PPh3)s (0,00015mo05b) Y MeTunbeH3on
(5mn) nepemiwyBanu Ta HarpiBanu 3i 3BOPOTHIM xonogunsHukoM npoTarom 3 roanH. Ko:CO3 10% goganm. Cymiww
ekctparysanm EtOAc. Opradiynmin wap suginunu, sBucywmnum (MgSOs), BiadinbTpyBanu Ta PO3UMHHUK
BunapoByBanu. 3anuwok (0,7r) ouscTunM 3a JOMOMOTOK KOJIOHKOBOI Xpomatorpacdiii Ha cunikareni (enoeHT:
uuknorekcaH/EtOAc 85/15; 15-40mkm). OBi dopakuii (F1 Ta F2) 3ibpanu Ta ix po34nmHHUKM BynaposyBanu. Buxia:
0,27r (F1, BuxigpHun matepian) 1a 0,14r (F2). F2 kpucranidyBanu 3 neHTaH Ta neTponenHun ediip. Ocan
BiAdinbTPYyBanu Ta Bucywnnu. Buxig: 0,08r cnonykm (27) (17%); T.nn. 110°C.

0) MpuroTtyBaHHs

{cnonyka 28)
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Cymiw crnonyku (4) (0,001507monb), TpubytuneTteHinctaHaH (0,002260monb) Ta Pd(PPhs)s (0,000151monb) y
AiokcaHi (5mn) nepemiwysanu npu 80°C npotdarom 8 roavH. Oopjanu sogy. Cymiw BiadineTpyBanu Ha ueniTi,
npomunu EtOAc Ta ekctparysanu EtOAc. OpraHiyHun wap suginunu, sucywmnm (MgSQOs), BigdinbTpyBanu Ta
pPO34MHHUK BuNapoByBanu. 3anuwok (0,65r) ouncTunm 3a JONOMOror KONOHKOBOI XxpomaTorpadii Ha cunikareni
(emoeHT: yuknorekcaH/EtOAc 90/10; 15-40mkm). YmcTi dopakuii 3ibpamm Ta po3yMHHMK BUNapoByBanu. 3anuLiok

KpucTanidysanu 3 neTtponenHoro egipy. Ocag sigdinbTpyBanu T1a sucywmnu. Buxia: 0,071 cnonyku (28) (14%);
T.nn. 108°C.

p) MpuroTyBaHHSA
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(cnonyxa 29)

Cymiw cnonykn (5) (0,001507morb), TpudpeHin(deHinmetnn)ctanad (0,002260monb) Ta  Pd(PPhs)s
(0,000151momb) y AgiokcaHi (5vn) nepemiwyBanu npu 80°C npotarom 8 roauvH. [Oopanu Bogy. Cymiw
ekctparysanm EtOAc. Opradiynmin wap suginunu, sBucywmnum (MgSOs), BiadinbTpyBanu Ta PO3UMHHUK
BMnapoByBanu. 3anuwok (1,4r) ouscTunM 3a [OMOMOTOK KOJIOHKOBOI Xpomatorpadiii Ha cuinikareni (enoeHT:
CH2CI/EtOAc 96/4; 15-40, mkm). Yucti dpakuii 3ibpanm Ta po3umHHMK BunaposyBanu. 3anuwok (0,38r)

Kpuctanidysanu 3 netponenHoro egipy. Ocaj sigdinbTpyBanu T1a sucywmnu. Buxia: 0,16r cnonyku (29) (28%);
T.nn. 112°C.

q) MpwuroTtyBaHHs
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Cymiw cnonykn (4) (0,001507monb), Tpubytun-2-tieHincranaH (0,00226mornk) Ta Pd(PPhs)s (0,0001507monb)
y giokcaHi (5mn) nepemiwysanu npu 80°C npoTsirom 8 roavH. Joaanu KoCOs 10%. Cymiw ekctparyBanu EtOAc.
OpraHiyHni wap suainunu, sucywmnu (MgSQas), BiadinbTpyBanu Ta po3yYMHHKK BunapoByBanu. 3anvwok (1,71)
O4MCTUNM 3a JONOMOrOK KOMOHKOBO| Xpomatorpadii Ha cunikareni (entoeHT: umknorekcaH/EtOAc 85/15; 15-40,
MKkM). YucTi dppakuii 3ibpanu Ta posumMHHUK BunaposyBanu. 3anuwok (0,65r) kpuctanisysanu 3 AjeTUNOBOro
edipy. Ocag sigdineTpysanu Ta sucywmnu. Buxig: 0,35r cnonyku (30) (61%); T.nn. 142°C.

r) MpuroTyBaHHA

(cnonyka 31)




Cymiw cnonyku (4) (0,0015monb), 3-TieHin6opoHoBoi kucnomm (0,00226monb), Pd(PPhz)s (0,00015monb) Ta
JioKcaH nepemilyBanu Ta HarpiBanu 3i 3BOPOTHIM XonoAumnbHUKOM npoTtarom 24 roauH. Jopanu KoCOsz 10%.
Cymiw ekctparyBanu EtOAc. OpraHiyHun wap suginunu, sucywmnun (MgSOs), BiodinbTpyBanu Ta po3UMHHUK
BunaposyBanu. 3anuwok (0,8r) ouMcTnnu 3a OONOMOIOK KOJOHKOBOI XpomaTtorpadii Ha cunikareni (eneHT:
unknorekcaH/EtOAc 80/20; 15-40mkm). YncTi dopakuii 3ibpanu Ta po3umHHuK BunaposyBanu. 3anuwok (0,4r, 70%)
KpucTanisysanu 3 netponeviHoro edipy. Ocag sigdinetpysanu 1a sucywmnu. Buxig: 0,39r cnonyku (31) (68%);
T.nn. 113°C.

s) MpurotyBaHHSA
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Cymiw cnonykn (4) (0,003morb), miumMH MeTMnoBui cknagHwin edip MoHorigpoxnopugy (0,0066morb) Ta
Pd(PPh)s (0,0003momb) y EtsN (2mn) 1a Tonyon (10mn) nepemiwysanu npu 100°C nig tuckom CO y 56ap
npotarom 8 roAuH, BiadinsTpyBanu Ha ueniti, npomunu CH2Cl2 Ta BunaposyBanu. 3anuLuok (2r) ousctunu 3a
[OMOMOTO KONIOHKOBOT Xpomatorpadii Ha cunikareni (entoeHT: uuknorekcaH/EtOAc 80/20; 75-35, mkm). OgHy
dpakuito 3ibpann Ta po3unHHUK BunapoByBanu. Lo dpakuito (1r 80%) kpucTtanisysanu 3 gietunosoro edipy.
Ocag sigdinbTpyBanu Ta Bucywmnu. Buxig: 0, 46r cnonyku (32) (37%).

t) MpuroTyBaHHA
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Cymiw cnonykn (4) (0,003wornb) T1a rigpasuHkapbokcansgerig (0,0045monb) y 1-6ytaHoni (15mn)
nepemiwysanu Ta Harpisanu 3i 3BOPOTHIM XONOAUNBbHWMKOM MPOTSArOM HOYi, BUNWNM Yy BOAY Ta eKcTparysanv
CH2Cl2. OpraHiyHun wap suginum, sucywmnu (MgSOs), BiadinbTpyBanu Ta po34YMHHUK BUNAPOBYBanun. 3anmLuok
OYNCTUN 33 LOMOMOTO KONOHKOBOI XxpoMaTorpadii Ha cunikareni (entoeHT: CH2CIlo/CH30H/NH4OH 95/5/0,1; 15-
40, mkm). OBi dpakuii (F1 1a F2) sibpann Ta ix po3unHHvkn Bunaposysanu. Buxia: 0,3r F1 1a 0,3r F2. F1
kpucrtanidysanu 3 CH3CN Ta gietunosoro edipy. Ocag BigdinetpyBanu Ta sucywmnu. Buxig: 0,102r cnonykm
(33); T.nn. 224°C. F2 kpucranisysannm 3 CH3CN Ta giemnosoro edipy. Ocag BigdinbTpyBanu Ta BUCYLLMMN.
Buxia: 0,2r cnonykm (34); .nn. 185°C.

u) MNpuroTyBaHHSA
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Cymiw cnonyku 4 (0,015monb) Ta NaN3 (0,045monb) y AM® (50mn ) nepemiwysanu npu 140°C npoTtsarom 2
roavH. fopann K2COs3 10% Ta cymiw ekctparysanm EtOAc. OpraniyHui wap suginunu, sucywmnm (MgSOa),
BigdiNbTpyBanu Ta po34YMHHVK BUNapoByBanu. 3anuwok (6r) o4McTUnmM 3a JONOMOrOH0 KOJIOHKOBOT XpomaTorpadii
Ha cwunikareni (emoeHT: uuknorekcaH/EtOAc 60/40; 15-40mkm). Mepwy pakuito 3ibpanu Ta pPO3YMHHYKK
BMNapoByBanu. 3anvok Kpucranisyeanu 3 gietunosoro edipy. Ocap sigdinbTpyBanu Ta sucywmnu. Buxia: 1,26r
cnonyKvl (35) (24%); T.nn. 160°C.

V) MpuroTyBaHHsA
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Cymiw cnonyku (4) (0,009monb) Ta TioceyosnHu (0,0099morb) y etunosomy cnupTi (30Mn) nepemiwyBanu 1a
HarpiBanu 3i 3BOPOTHIM xonoAubHVKOM npoTsarom 12 rognH Ta po3unH KOH (0,0149morb) y H20 (5mn) gopganu
nosinbHo. Cymill nepemillyBany Ta Harpisanu 3i 3BOPOTHIM XONOAUNBHMKOM MpoTaroM 1 roguHu, Bununu y soay
Ta ekcTparyanu CH2Clo. OpraHiyHuin wap suginunu, sucywmnu (MgSOs), BiadinbTpyBanM Ta pPO3UMHHUK
BMMapoByBanu. 3anvLUoK OYNCTUM 3@ JOMOMOTOK KOMOHKOBOI XpoMaTorpadii Ha cunikareni (umknorekcaH/EtOAc
70/30; 1540, mkm). YucTi dopakuii sibpamm Ta po3uwHHMK BunaposyBanu. Buxia: 1,1r F1 (37%) ta 0,4r F2 (13%).
F1 kpuctanisyBanu 3 2-nponaHoHy. Ocag BiadinbTpyBanu Ta sucywmnun. Buxia: cnonyka (36). F2 kpuctanisyBanm
3 2-nponaHoHy. Ocag BiadinbTpyBanu Ta Bucywmnu. Buxia: cnonyka (37).
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CHsl (0,0034mornb) goaanu nNoBsinbHO Npu KiMHaTHIM TemnepaTypi A0 po3unHy cnonyku (36) (0,0015mornb),
cnonyka (37) (0,0015momb) Ta K2COs (0,0034momb) y auetoH (15mn). Cymiw nepemiwyBanu npu KiMHaTHiv
Temnepatypi npotarom 8 roauH. Jopanu Bogy Ta cymiw ekctparyBanm CH2Clo. OpraHiynmi wap suginunm,
sucyumnu (MgSOy), BiadineTpyBanu Ta pPO3YMHHUK BUNAPoOBYBanu. 3anuwiok (1,2r) ounctunu 3a [ONOMOror
KOIOHKOBOI xpomaTorpadii Ha cunikareni (entoeHT: yuknorekcan/EtOAc 85/15; 15-40mkm). YncTi dppakuii 3ibpanu
Ta po34MHHUK BUnaposyBanu. Buxig: 0,6r F1 (57%), Ta 0,18r F2 (17%). F1 kpuctanidyBanu 3 gietunosoro edipy.
Ocap sigdinbTpyBanu Ta sucywmnu. Buxig: 0,28r cnonyka (38) (27%). F2 kpucranisyBanu 3 gietnrnosoro edipy.
Ocap sigginbTpysanu ta sucywmnn. Buxia: 0,065r cnonykm (39) (6%).

x) MpuroTtyBaHHsA
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(0,0014monb) y HCI 3N (5Mn) tTa TF® (5mn) nepemiwyBanu Ta Harpisanu 3i 3BOpOTHIM XONOAUINBHUKOM MPOTSroM
ABOX AHiB, notim Bununun y H>O, nepetBopunu y ocHoy 3a pgonomoroto KoCOs Ta ekctparyBanu CHoClo.
OpraHivyHni wap suginunu, sucyumnu (MgS0Os), BiagdinbTpyBanu Ta po3unHHUK BUnaposyeanu. Buxig: 0,5r F. Lio
dpakuito F kpuctanizysanu 3 2-nponaHoHy. Ocag BigdinbTpyBanu Ta sBucywmnu. Buxig: 0,35r cnonykm (40)
(74%).

y) MpuroTyBaHHsA

{cnonyka 188)

Cymiw cnonyku (5) (0,045vwonb), auetamig (0,90013more) 1a KoCOs3 (0,225mormnb) nepemiwyBanu Ta
HarpiBanu 3i 3BOPOTHIM xonoaunbHukom npu 200°C npoTsarom 2 rOAMH, OXOMOAXYBanu Npu KiMHaTHIN
Temnepartypi, Bununu y H20O/CH2Clz; Tta ekctparysanu CH2Clz. OpraniyHun wap suainumm, sucywumnn (MgSOa),
BiAINbTPYBaNM Ta PO3YMHHWK BUMNapoByBanu Ao cyxocTi. 3anuwok (14,4r) kpuctanidysanu 3 CH3OH. Ocag
BigdinbTpyBanu ta Bucywmnu. dinbTpaTt BUnaposyeanu. 3anuwok (11,27r) oumctmnm 3a AOMNOMOrOK KOJIOHKOBOT
xpomaTorpadii Ha cunikareni (entoeHT: CH2CIlo/CH30OH/NH4OH 96/4/0,1; 15-35mkm). Yncti dopakuii 3ibpam Ta
pO34MHHUK BUNaposysanu. Buxia: 4,2r cnonykun (188) (65%).

z) MpuroTyBaHHsA

(cnonyka 248)
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Cymiw cnonykn (188) (0,00032monb), 6eHsorHa kucnota (1,5 eksiBaneHTta, 0,00048mornb), 1-emn-3-(3'-
avnmeTvnamiHonponinkap6ogiimin. HCI (1:1) (1,5 exsiBaneHTa, 0,00048Mornb), N-rigpokcubeHnsoTtpmason (1,5
eksiBaneHTa, 0,00048mvonb) Ta EtsN (1 ekBiBaneHTa, 0,00032monb) y CH2Cl2 (2mn) nepemiwyBanu npu KiMmHaTHIN
Temnepatypi npotarom 15 rogvH. Po34nMHHMK BunaposyBanu. 3anuLLIOK OYUCTUNM 3@ JOMOMOrOK PiAUHHOT
XpomaTtorpadii BACOKOro TCKY Ta O TpMMaHi dopakuii 3ibpanu Ta po3unHHUK BunaposyBanu. Buxia: 0,066r cnonyku

(205) (49,50%).
aa) MNpurotyBaHHsA
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Cymiw npomikHoi cnonykmn 20 (0,001507monb) y HCI 3N (10mn) Ta TT® (10Mn) nepemiluyBanu npuy KiMHaTHIlA
Temnepatypi npoTarom 8 roauH, nepeTBopunu y ocHoBy 3a gonomorotd 10% Ko.COs Ta ekctparysanu CHClo.
OpraHivyHni wap suainunu, sucyumnu (MgSOs), BiadineTpyBanu Ta po3vMHHWMK BUNapoBysBanun. 3anuwok (1,2r)
ouYNCTUIN 3a AOMOMOrOK KOJIOHKOBOI Xpomatorpacdiii Ha cunikareni (entoeHT: uuknorekcaH/EtOAc 85/15; 15-
40mkm). YmcTi dpakuii 3ibpanm Ta po3vmHHMK BunaposyBanu. 3anuwok (0,4r) kpuctanidyBanu 3 nNeTponenHoro
egipy. Ocag BigdinbTpyBanu ta sucywumnu. Buxia: 0,3r cnonyku (6) (58%); T.nn. 108°C.

ab) MpwuroTyBaHHs
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Cymiw crnonyku 213 (oTpumaHy BignosigHo go B4) (0,00305monb) ta CH3ONa (30% y CH3OH)
(0,00916monb) y CH3OH (25mn) nepemiwyBanu Ta HarpiBamm 3i 3BOPOTHIM XONOAUITbHMKOM npoTarom 15 roguH
noTiM OXONoAunu Ao kKimHatHoi TemnepaTtypu, Bununun y H20 Ta ekctparysanu EtOAc. OpraHiyHui wap Buginunu,
Bucywmnun (MgSOg), BiadinbTpyBanu, Ta pO3YMHHWK BuMNapoByBanu A0 cyxocTi. 3anuwok (1,1r) ounctmnu 3a
OOMOMOTOK KOJIOHKOBOI XpomaTtorpadii Ha cunikareni (enteHT: uuknorekcaH/EtOAc; 40/60; 1540mkm). [Bi
hpakuii 3ibpann Ta po3unHHKK Bunaposyeanu. Buxia: 0,3r F1 1a 0,5r F2 (50%) F2 kpucTanisyBanu 3 gieTmnoBoro
egipy/netponenHoro edipy. Ocan BiadineTpyBanu Ta sucywmnu. Buxia: 0,26r F1 kpuctanisysanu 3 neHTaHy.
Ocap sBigdinbTpyBanu Ta Bucywmnu. Buxig: 0,19r. Lo dpakuito oumctvnM 3a [JOMOMOrol  KOMOHKOBOT
xpomartorpadii Ha cunikareni (entoeHT: CH2Clo/CH30H ; 98/2; 15-40mkm). YucTi dopakuii 3ibpanm Ta po3ymHHMK
BunaposyBanu. Buxig: 0,11r. Liio dpakuito 6yna oumileHa 3a JONOMOro KONOHKOBOT XxpoMaTtorpadii Ha kpomasin
(emtoeHT: CH30H/H20; 70/30). Yncti dpakuii 3ibpanm Ta po3unmHHMK BunaposyBanu. Buxia: 0,09r. (9%) Lo
dpakuito kpuctanisysanu 3 gietunosoro edipy. Ocag sigdinbTpyBanu Ta Bucywmnu. Buxia: 0,08r cnonyku 419
(8%).
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MopomeTan (0,00456monb) Aoganu npu Temnepatypi 5°C Ao cymiwi cnonyka (9) (0,0019mons), cnonyka (8)
(0,0019mosb) Ta tBUuOK (0,00456momb) y TI® (30mn ) nig notokom No. Cymiw nepemiwyBany npu KiMHaTHIn
Temnepatypi npotarom Houi, Bununu y H20 ta ekctparysanu CH2Clo. OpraHiyHui wap suainumm, BuCyLUINNU
(MgSOs4), BiadinbLTpYBanM Ta PO3YMHHUK BUMAPOBYBanuW. 3arnuvLOK OYUCTUNM 3@ [OMOMOrOK  KONOHKOBOT
xpomaTtorpadii Ha cunikareni (emoeHT: uuknorekcaH/EtOAc 65/35; 15-40mkm). [Bi dhpakuii 3ibpanu Ta po34mMHHMK
BunaposyBanu. Buxia: 0,35r cnonykn (42) (30%; 1.nn. 125°C) 1a 0,35r cnonykun (43) (30% ; T.nn. 116°C).

Mpwknan B6
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NaH 60% (0,01068monb) goganu npu Temnepatypi 0 °C nig notokom N2 oo cymiwi cnonyku (8) Ta cnonyku
(9) (0,0089mo0mb). Cymiw nepemiwysanu npotsrom 30 xBunuH. EtTun 6pomauetaT (0,01068mornb) goganu npu
Temnepatypi 0°C. Cymiw nepemillyBanu npu KiMHaTHii TemnepaTypi npoTarom 1 roavHw, rigponidysany Boga Ta
ekctparysanm EtOAc. Opradiynmn wap suginunu, sucywmnn (MgSQOs), BiadinbTpyBann Ta PO3UMHHUK
BMMapoByBanu. 3anuLlloK OYUMCTUNM 3a [JOMOMOrOK KOJOHKOBOI XpomaTorpadiii Ha cunikareni (entoeHT:
umknorekcaH/EtOAc 60/40; 15-40mkm). BaxkaHy dopakuii (F1-F4) 3iGpamm Ta po3uvMHHUK BunapoByBanu. Buxia:
0,11r F1; 0,13r F2; 0,75r F3 T1a 0,8r F4. F3 kpuctanidysanu 3 gietunosoro edipy. Ocag siadinsTpyBanu Ta
Bucywmnu. Buxia: cnonyka (44); T.nn. 152°C. F4 kpuctanidysanu 3 agietmnosoro edipy. Ocapg sigdinsTpyBanu Ta



Bucywmnu. Buxia: cnonyka (45); T.nn. 147°C.
b) MpuroTyBaHHsA
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BpommeTvn6eHnson (0,007monb) gogasanu no kpannsix npu 0°C nig notokom N2 Ao po3unHy cnonyku (8) Ta
cnonykn (9) (0,0064mork) Ta NaH 60% (0,007monk) y OM® (40mn). Cymiw nepemiwyBanu npu KiMHaTHiv
Temnepatypi npotarom 1 roavHu, rigponisyBanu Bofoto Ta ekctparysanu EtOAc. OpraHiyHui wap suainunu,
npomunu sofoto, sucywmnu (MgSOs), BiAMINLTPYBaNM Ta PO3YMHHUK BUMapoByBamnu. 3anuLoK OYMCTUNN 3a
[OMOMOTO KOJNOHKOBOT xpomartorpadii Ha cvnikareni (entoeHT: umknorekcaH/EtOAc 70/30; 15-40mkm). BaxaHi
dpakuii (F1-F4) 3ibpanu Ta pos3unHHuK BunaposyBanu. Buxia: 0,15r F1, 0,11r F2, 0,6r F3 (23%) 1a 0,8r F4. F3
KpucTtanidysanu 3 gietunosoro edipy. Ocag BigdineTpyBanu Ta sucywmnu. Buxia: 0,13r cnonyku (46); T.nn.
137°C. F4 kpucranisysanu 3 AIMNE Ta netponenHoro edipy. Ocaa BigdinbTpyBanu Ta sucywmnun. Buxig: cnonyka
(47); T.nn. 130°C.

Mpwknag B7

a) 3-Xnopb6eHsonkapbonepokconHa kucrota (0,088monk) goaanu npyu TemnepaTypi 0°C 4o po3ymHy cnonyku
(48) (oTpumana signosigHo fo npuknagy B2) (0,044mornb) y CH2Cl2 (200mMn) Ta cymiw nepemiwysanu npwu
KiMHaTHIn TemnepaTypi npoTarom 12 roamH. Cymiw npomurm K2CO3z 10%. OpraHiyHun wap sBucywmnm (MgSOa),
BiAdinbTPYBanu Ta BunaposyBanu. 3anuwok pekpuctanidyBanu 3 (C2Hs)20. Buxig: 8,2r umknorekcun (3-veTtun-6-
XiHOMiHiN)MeTaHoH, 1-okena (cnonyka 49) (69%).

b) 4-Metun6ensoncynbdoHinxnopua (0,043monb) gogarmm oo posudvHy cnonyku (49) (0,028monb) y K2CO3
(400mn ) Ta CH2Cl2 (400Mn) Ta cymilw nepemilyBanu npu KiMHaTHIn TemnepaTypi npoTtarom 1 rogvHu. Cymiw
ekctparyBanu CH2Cl.. Opraniynmi wap sucywmnu (MgSOs), BiadineTpyBanu Ta BunaposyBanu. 3anuiiok
pekpuctanisysann 3 (Cz2Hs)20. Buxig: 6,64r 6-(umknorekcunkap6boHin)-3-metun-2-(1H)-xiHoniHoH (cnonyka 50)
(85%); T.nn. 256,1°C.

Mpuknag B8
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Cymiw cnonykn (7) (0,0229morb), rigpokcunaminy (0,0252monmb) ta N,N-guetunetanamivy (0,0252mornb) y
eTtaHoni (100mMn) nepemilyBanu Ta Harpisamm 3i 3BOPOTHIM XONOAUINBHUKOM MPOTAroM 6 rOAWH, BUNWUAKW Y BOAY Ta
ekctparyBann CH2Clo. OpraHiyHuin wap suginunu, sucywmnm (MgSOa), BiadinbTpyBanu Ta pPO3YMHHUK
BmnaposyBanu. 3anuwwok kpucrtanidysanu 3 CH3CN. Ocag sigdinbTpyBanu 1a Bucywmnm . 3anuiuok o4McTvunm 3a
OOMOMOrol KOMOHKOBOI xpomaTtorpadii Ha cunikareni (entoeHT: CH2CIl/EtOAc 80/20; 15-40mkm). OBi dppakuii
3ibpanu Ta po3unHHKK BUNapoByBanu. Buxig: 2,8r cnonyku (44) (36%; 1.nn. 133°C) 1a 3r cnonyku (45) (38%; T.nn.
142°C).

b) MpuroTyBaHHSA
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lNapasvH (0,41mMonb) goganm npu KiMHaTHIM TemnepaTypi 40 po3yuHy cnonyku (7) (0,015monb) y eTaHoni
(75mn). Cymiw nepemiwyBanu Ta HarpiBany 3i 3BOPOTHIM XONOAUIMBHMKOM MPOTArOM HOYi, BANWNKM Y BoAy Ta
ekctparyBanu CH2Cl. OpraHiyHni wap suginunu, sucywumnu (MgSO4), BigdinbTpyBann Ta PO3YUHHUK
BMNapoByBanu. 3anuoK O4YUCTUNN 3a [OMNOMOroK KOMOHKOBOI Xpomatorpadii Ha cunikareni (eneHT:
CH2CIl2/CH30OH/NH4OH 98/2/0,1).

YucTi dpakuii 3ibpanu Ta po3uHHMK BUNapoByBanu. 3anuLIoK KpucTtanisysanu 3 gieturnosoro edipy. Ocag
BiadinbTpyBanu Ta Bucywmnu. Buxig: 0,8r cnonykun (53) (15%);1.nn. 110°C.

Mpwknag B9

MpuroTyBaHHA
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Mpoueaypa ansa cnonyk 400, 401, 402, 403, 404 ta 405. Cymiw npoMikHOI cnonykn 21 (OTpMMaHy BiAMNOBIAHO
po A11) (0,000269monb), amaHTaguH rigpoxnopug (0,000404monb; 1,5 eksiBaneHTa), N'-(etunkap6oHimigoin)-
N,N-ammeTun-1,3-nponangvnamin rigpoxnopug (0,000404monb; 1,5 ekBiBaneHTa), 1-rigpokcu-1H-6eH3oTpnason
(0,000404momb; 1,5 ekBiBaneHTa) Ta EN (0,000269mormnb) y CH2Clz (2mn) nepemiwyBanu npu KiMHaTHIN
Temnepatypi npotarom 12 roAuvH. PoO34MHHMK BunapoByBanu. 3anulLIOK OYUCTUNM 3@ JOMOMOrOK PiAUHHOT
xpomaTtorpadii Bucokoro Tucky. OTpumani dpakuii sibpanm Ta po3umHHUK BunaposyBanu. Buxig: 0,063r cnonyku
520 (46,37%).

Mpwknag B10

MpurotyBaHHSA

OO~ (cnonyka 233)

SN
/

H,CO N

e

Cymiw npomikHoi cnonykm 27 (0,0026monk) Ta npomikHoi cionykn 26 (0,0026morns) y EtOH (380mn) Ta
KoHUueHTpoBaHoi H2SO4 (19Mn) nepemiwyBanu Ta Harpisanu 3i 3BOPOTHIM X0NoAurbHWKOM npoTarom 15 roguH,
oXxornoaunun Ao KiMHaTHOT TemMnepaTypu, BUNMNN Y NbOAsAHY BOAY, NepeTBOpUIM y ocHoBy 3a gornomoroto KoCOz Ta
ekctparysanm EtOAc. OpraHiyHui wap suginunu, sucywmnu (MgSOQOs), BigdinbTpyBanu, Ta PO3YMHHUK
BMnapoByBanu. 3anuwok (17,9r) ounctmnm 3a JONOMOroK KONOHKOBOI xpoMaTorpadii Ha cunikareni (enoeHT:
unknorekcaH/EtOAc; 80/20; 15-35mkm). YucTi dppakuii 3ibpany Ta po3unHHvk Bunaposysanu. Buxia: 0,85r F1, 1,1r
F2 ta 11,5r F3. F1 1a F2 6ynu kpucrtanizoBaHi okpemo 3 netponerHoro edipy. Ocap BigdinbTpyBanu Ta
sucywmnu. Buxig: 0,34r cnonyku 233.

Mpwknag B11

MpurotyBaHHSA

N (cnonyka 511)
-
s
N

Cymiw cnonykn 22 (otpumaHy BignosigHo o B4) (0,004 monb) y HCI (3N) (20mn) ta Tr® (20mn)
nepemiwyBany Ta HarpiBanu 3i 3BOPOTHIM XONMOAMIBHMKOM MPOTArOM 8 rogwH, BUNUNW Ha nia, nepeTsopunn y
ocHoBy 3a ponomoroto NAH Ta ekctparysanu CH2Clo. Opraniynun wap suginunu, sucywmnu (MgSOa),
BiAINbTPYBaNM, Ta pPO3YMHHWMK BunapoByBanu. 3anuwok (1,2r) ouacTunu 3a [JOMOMOrol  KONOHKOBOI
xpomaTorpadii Ha cunikareni (entoeHT: CH2Clo/CH3OESNH4OH; 93/7/0,5; 15-40mkm). OBi dopakuii 3idpann Ta
pO34nMHHUK BunaposyBanu. Buxig: 0,5r F1 (41%) ta 0,4r F2. F1 kpuctanisyBanu 3 netponewnHoro edipy. Ocag
BiAdinbTpYBanu Ta sucywmnu. Buxig: 0,17r cnonykn 511 (14%).

Mpuknag B12

MpuroTyBaHHsA

(cnonyxa 514)

Cymiw cnonykn 524 (oTpumany signosigHo Ao B9a) (0,0018monbk) Ta KOH 85% (0,0094monb) y EtOH (15mn)
nepemilyBany Ta HarpiBanu 3i 3BOPOTHIM Xx0NnoAunIbHUKOM npoTarom 24 rogmH, Bunumm y H20 Ta ekctparyBanu
CH2Clz2. OpraHiyHmi wap suginunu, sucywmnu (MgSOg), BiadineTpyBanu, Ta pO3YMHHMK BUNapoByBanu.
3anuLIoK o4McTMNM 3a LONOMOroK KOMOHKOBOI XpoMatorpadii Ha cunikareni (emoeHT: CH2Clo/umknorekcaH
80/20; 15-40mkm). OBi cbpakuii 3sibpamm Ta posunHHMK BunaposyBanu. Buxig: 0,35r F1 (64%) ta 0,17r (SM) F1
KpucTtanidysanu 3 gietunosoro edipy. Ocag siadineTpyBanu Ta sucywmnu. Buxia: 0,33r cnonykmn 514 (60%)
(T.nn.: 185°C).

Mpuknag B 13

MpwuroTyBaHHsA

(cnonyka 515)




Cymiw npombkHoi cnonyku 28 (0,019monb), 2-6eH3odypaHinbopoHosoi kucnota (0,028monb), Pd(PPhs)s
(0,001monb) Ta BHT (HeBenuka kinbkicTb) y AiokcaHri (25mn ) Ta Na2COs [2] (25mn) nepemillyBanu Ta Harpisanu 3i
3BOPOTHIM XONnoAurbHWKOM npoTarom 8 roamH Ta ekctparysanu EtOAc. BoasHwii wap nepeTBOpMM y OCHOBY 3a
ponomoroto NH4OH Ta ekctparyBanu CH2Cly. OpraHivynui wap suairunu, sucywmnun (MgSOs), BigdinbTpyBanu,
Ta PO34YMHHVK BUNapoByBanu. 3anuwok (3,6r) ounctmnmn 3a 40oNoOMOror KOMOHKOBOT XpoMaTorpadii Ha cunikareni
(emtoeHT: CH2CI/CH30H 99/1; 15-40mkm). YucTi dopakuii sibpamm Ta po3umHHMK BunaposyBanu. Buxig: 1,8r
(33%). Lo dpakuio kpuctanisysanu 3 2-nponaHoH/gietunosoro edipy. Ocag BigdinbTpyBanu Ta BUCYLLMNN.
Buxig: 0,39r cnonykn 515 (7%) (T.nn.: 134°C).

Mpwknan B14

MpurotyBaHHA

{cnonyka 526)

Tpuemncunat (0,0012vonb) gogany NOBIMbHO NpU KIMHATHIM TeMnepaTypi A0 PO34MHY NPOMDKHOI CMOMYKM
32 (0,004monb) y CF3COOH (5mn) Ta AcOH (10mn). NaBH4 (0,0012monb) 6yno gogaHo no nopuisx nif noToKoM
No. Cymilw nepemiwysani npu KiMHaTHIM TeMnepaTtypi NpoTaroM 8 roAwH, BUNWAW Ha nig, NnepeTBOpuUin y OCHOBY
3a gonomoroto K2COs Ta ekctparyBanu CH2Clz. OpraHiynuin wap sugimmnu, sucywmnm (MgSOs), BigdinbTpyBanu,
Ta PO34YMHHVK BUNapoByBanu. 3anuwok (1,2r) ounctmnmu 3a 4ONOMOror KOMOHKOBOT XpoMaTorpadii Ha cunikareni
(entoeHT: CH2CI2/CH30H 99/1; 15-40mkm). [OBi dppakuii 3ibpanu Ta po3unHHUK BunaposyBanu. Buxig: 0,5r F1
(43%) T1a 0,4r F2. F1 posuuHunu y iPrOH. Oogann HCI/iPrOH (1 eksiBaneHT). Ocag BigdinbTpyBanu Ta
Bucywmnn; Buxig: 0,32r cnonykn 526 (1.nn.: 248°C).

Mpwknag B15

MpuroTyBaHHA

(cnonyka 471)

Cymiw npomikHoi crnonykn 33 (0,082momb) Ta 3-xnop-2-etmn-2-6yreHan (0,098monb) y AcOH (200mn)
nepemiwysanu Ta HarpiBanu 3i 3BOPOTHIM XONOAWUITBHUKOM MpPOTAroMm 8 roauH. PO34YMHHMK BunapoByBanu A0
cyxocTi. 3anuwok po3unHunn 'y CH2Clz Ta npomunun K2CO3 10%. OpraHiynmi wap suginunum, sucywmnm (MgSQOy),
BigdinbTpyBanu, Ta PO3YMHHUK BUMapoByBanu. 3anuwok (27r) ounmctunm 3a [OMOMOrOK  KOFOHKOBOT
xpomartorpadii Ha cunikareni (emoeHT: CH2ClL/EtOAc 95/5 po 92/8; 15-35mkm). [OBi dpakuii 3ibpanu Ta
po3unHHUK BunmaposyBanu. Buxig: 0,7r F1 T1a 5,3r F2. F1 kpuctanidyBanu 3 2-nponaHoHy/aietmnosoro edipy.
Ocap sigdinbTpysanu Ta sucywmnu. Buxia: 0,25r cnonykun 471 (2%) (t.nn.: 140°C).

Tabnuui 1-8 nokasytotb crnonyku copmynu (I-A) Ta (I-B) ski Gynu oTpumaHi BignosigHO [0 OAHOro 3
BULLEHaBEAEHUX MPUKNaAiB.



Tabnuus 1

0 R
3
R = R
/

N R2
Cnon. | Mpukn. | R® R? R? R disuuni pani
Ne Ne
54 B2 Cl etun H /CLOJ/ -

F
3 B3a Cl etun H ©Q/ T.nn. 145 °C
55 B3b Cl eTun H @/ T.nn. 131 °C
56 B3b Cl eTun H @\/ T.0n. 104 °C
0\/
57 B3b Cl etun H heHineTun T.nn. 100 °C
58 B3b Cl eTun H @/ T.nn. 150 °C
59 B3b Cl etun H @Oj/ T.0n. 150°C
0
60 B3b Cl eTvn H @\/\/I/ T.nn. 138°C
(e}

61 B3b OCH3; etun H @/ -
62 B3b OCH3; eTun H @/ T.0n. 130 °C
63 B3b OCHs; eTtun H T.0n. 116 °C
64 B3b Cl etmn H -(CH2)2-O-CHs; T1.nn. 82 °C




Cron. | Mpukn. | R? R® R? R disnyri gaHi
Ne Ne
65 B3b OCHs eTtvn H 1-MeTunuuknorexkcun T.nn. 82 °C
66 B3b OCHs etnn H 3-METOKCULIMKIOTEKCUN | TPaHC; T.nn.
94 °C
67 B3b OCH; etun H 3-MEeTOKCULMKIOreKcun | uuc; T.0m.
108 °C
68 B3b QOCH; etun H 4- (MeTMneToKCH)- (A), T.nN.
LMKIOreKcun. 82 °C
69 B3b OCH; etun H 4-[C(CH3) 3] uuc; 1.nn.92
yuknorexkcun °C
70 B3b OCH; etnn H 4- [C(CH3) TpaHc;
3]umknorekcun T.nn.108 °C
71 B3b OCH; eTun H 4-MeTUNLMKNOreKcun (B), T.nn.
92 °C
72 B3b OCH3; etun H 4-MeTunuMKnorexcun (A), T.nn.
80°C
2 B2 Cl etvn H CH2-CH (CHa) 2 T.nn. 82 °C
73 B3b Cl etun H -CH,-0-C2Hs T.nn. 82 °C.
48 B2 H metun | H Liuknorekcun -
74 B4 | eTn H @/ -
75 B4 | etun H @03/ T.nn. 124 °C
o}
76 B4 I etun H ij/ T.nn. 138 °C
O
77 B4 | etun H o T.nn. 120 °C
T
78 B4 CN eTun H T.nn. 128 °C




Cron. | Npukn. | R? R® R* R ®iznuHi aaHi

Ne Ne

79 B4 CN etun | H /©/\OJ/ T.nn. 136 °C

F
80 B4 CN etun | H @03/ T.nn. 120 °C
(o]

81 B4 CN etun | H ©:j/ T.nn. 139 °C

82 B4 MeTun etun H CO/ T.nn. 106 °C

83 B4 MeTun eTtun H (:Ioj/ T.nN. 149 °C

o]
84 B4 MeTun etun H /@10)/ T.nn. 118 °C
F

85 B4 MeTun Etun H @/ T.0n. 180 °C

86 B4 MeTun Etun H dedinetun T.nn. 53 °C

87 B4 MeThn Etun H @/ T.nn. 87 °C

88 B4 meTun ETtun H -CH2-CH(CHa) 2 T.nn. 68 °C

89 B4 MeTun ETun H m 1.nn. 120 °C

31 B4 3-tiazonin | ETun H 4-MeToKCULMKIoreKkeun uuc; 113 °C

90 B3b OCHa; H H 4-METOKCULMKNOTeKCU TpaHc, T.nn.
126 °C

91 B3b OCH;, H H 4-METOKCULIMKNOreKcun LMG, T.NN.
100 °C

92 B3b OCH3; H CH3 4-MEeTOKCULUMKNOreKCHUn | uvc; T.nn.
120°C

93 B3b OCH; H CH3 4-METOKCULIMKNOreKeun TpaHCc ; T.NN.




Cnon. [ Mpukn. | R? R’ R* R diavyHi faHi

Ne Ne
111°C

94 B3b OCHg3; metun | H 4-MEeTOKCULIMKNOTreKCHn uuc, T.nn. 96
°C

95 B3b OCH; chenin | H 4-MeToKCULIMKNOreKkcun uumc; HCI (1:
1), T.nn.138
°C

96 B3b OCH3 nponin | H 4-MEeTOKCMLIMKNOTeKCUN | TPaMc; T.NN.
118 °C

97 B3b OCH3 nponin | H 4-MEeTOKCULMKNOTreKenn yue; T.nn.
108 °C

98 B3b OCH3; metun | H 4-MEeTOKCULIMKNOreKeun umc; T.nn.
104 °C

99 B4 N(CH3)2 eTtnn H (B); T.nn.

\O/O< o 102°C
100 |B3b Ci eTun H /O/\ T.nn. 114 °C
o

101 B4 MeTun etun | H 4-BYTOKCULIMKIOreKCHn uue; T.nn. 86
°C

102 | B3b Cl etun H :0: ~ T.nn. 78 °C

103 | B3b cl etun H :O: - 1.nn. 91 °C

104 B4 N (CHa) 2 | etun H @/ 1.nn. 103 °C

105 |[B4 N (CH3) 2 etun |H Oj/ T.nn. 170 °C

L
106 B3b Cl etmn H .__Q/ T.nn. 137 °C




Cnon. | Npukn. | R? R R* R diznuni gani
Ne Ne
107 B3b Cl etun H T.nn. 137 °C
Yy
108 B4 MeTun eTtnn eTun | 4-MeTOKCHMLUMKNOreKkcun Uuc ; T.NM.
g1°C
109 B4 MeTun eTtun H 4-2TOKCHMUMKNOrekcun TpaHc; T.nn.
160 °C
110 B4 MeTun etun H T.0n. 90 °C
\/DO/\
111 B4 MeTun eTtun H T.nn. 94°C
\/(Q(\
112 B4 mMeTun eTun H O/ T.nn. 176°C
113 B4 MeTun eTtun H T.nn. 106 °C
ST
114 B4 nponin H H 4-MeTOKCULUKNOrekcun uuc; T.nn.
74°C
115 B4 MeTun eTun H 4-eTOKCULMKNOreKcun uuc; T.nn.
108 °C
116 B4 MeTun eTun H T.nn. 110 °C
oy
117 B3b Cl etun H @/\ T.nn. 124 °C
118 B3b Cl etun H @/\/\ T.nn. 107 °C
119 B3b Cl etun H @\ T.nn. 129 °C
(o]
i
120 B4 MeTun etun H :Oi - T.nn. 106 °C

I




Cnon. | Npukn. | R? R3 R* R DianyHi gaHi
Ne Ne
41 B3b Cl etnn H 0 TpaHC;
\O\/ T.nn.157 °C
182 | B3b meTun etun H uuc ; T.NN.
D/ 170 °C
HO
183 B3b MeTun eTtun H TPaHC ;
/O/ T.nn.144 °C
HO
184 | B3b MeTun etun | H /O/ T.nn. 138 °C
HO
185 B3b Cl etun H T.nn. 120 °C
QT
186 | B3b Cl etvn H
AT
T
187 | B3b MeTun evn | H T.nn. 162 °C
o AT
Y
216 B4 C=N etun H T.nn. : 160
& <
217 B4 mMeTun etun H Eranepioar
@x/oj/ (1:1) .nn. :
143 °C
218 | B4 | eTun H T.nn. ;102
o .
219 B4 C=N eTtun H H;,;\/ T.0n. : 115
H,C C
220 |B4 Ci eTvn H 1.nn.: 107 °C

/
o]
?‘n




Cnon. | Npwkn. | R® R® R* RT dizuuHi paHi
Ne Ne
221 B4 Cl etun H F (B) T.nn.
/O/ 113 °C
o
222 B4 | etun H T.NN. : 206
& .
223 B4 Cl etun H (TpaHc) ;
/U T.nn.117°C
HC
224 |B4 MeTUn etun H F (A);T.nn.:
103 °C
HaC\OO/
225 B2 Cl eun |H O/ T.NN. : 94 °C
226 | B3b Cl eTtun H (TpaHc);
/U T.nn. : 157
CZHSO oC
227 B3c METOKCH N H /O/ T.nn. : 204°C
H,CO
228 | B4 Cl etun H /O/ T.nn.:136°C
H,CO
229 B3b n-nponin H H (TpaHc) ;.
/O/ HCI(1: 1) ;
H
{0 T.nn. : 150
°C
230 B3b Cl etun H T.nn.: 116
o
OCH,
231 B3b Cl etnn H




Cnon. | Apukn. | R? R’ R? R’ DizuuHi gani
Ne Ne
232 B3b Cl etun H %/ T.nn: 112°C
233 B10 i-nponin H C(=0) (uwc) ; T.nn.
O- /O/ 91°C
CaHs H,CO
234 B4 meTtun etun H T.nn. ;122
@\v/ °C
235 B4 MeTun etun H O\/\/ T.nn.: 106 °C
236 B4 MeTun erTun H T.nn.: 104
E I °C
CH,
237 B4 MeTun etun H @/\ T.nn.: 90 °C
238 B4 MeTun H H (umc) ; T.nn. :
H,CO
239 B3b Cl etun H HyC (TpaHc) ;
T.nn. :126 °C
240 | B3b Cl etvn |H H,C (umc) ; T.nn. :
128 °C
241 B4 MeTun eTun H Q\/ T.nn.:90°C
7
242 B4 MeTtun etun H Hy (B); T.nn.:
110 °C

o
Q
o




Cnon. | Mpukn. | R? R RY RT diznyHi gaHi
Ne Ne
243 B3b Cl eTun H Q\/ T.nn. :134 °C
244 B3b Cl etun H T.nNn.: 127
[K:l\,/ °C
245 B4 etun | H (umc) ;T.nn. :
NHC(=O)NH2 D/ 176 oc
H,CO
246 B4 MeTun etun H /O/ (B)
HaC
247 B3b Cl etun Ejtj/’ T.nn.:92°C
(]
248 B4 MeTun etun H (A); T.nn.:
H,C
249 B3b Cl ertun H (B); T.nn. :
[Z:]// 138 °C
250 B4 MeTUN etun | H (TpaHc) ;
/[::]/, T.an.: 118
O-nnponin °C
251 B4 MeTun etun H (B) ;. HCI (1
©/ 1)
252 B4 Cl eTun H U
Looni
253 B3b Cl eTun H (B)

K]
g |

OCH,




Cron. | Npukn. | R? R’ R* R’ ®iznyHi gaui
Ne Ne
254 B3b MeTun etun H : LGHZJ\ T.NN.:74°C
255 B4 MeTun eTun H (umc) ; T.nn. :
/O/ 68 °C
O-nnponin
256 B4 MeTun etun H T.nn.: 210
T e
H
257 B4 MeTun eTun H @/ T.nn.: 113 °C
OCH,
258 B4 MeTun etun H C,H; SN T.nn.; 92 °C
»
CH;y N
259 B3b MeTUn eTun H /@/\ 1.0 115°C
OCH,
260 B3b MeTtun etun | H @/\ T.nn. : 60 °C
OCH,
261 B3b Cl eTun H (A);T.nn..86
o e
N(CH,);
262 B3b Cl eTtun H (B); T.nn. ;
/O/ 101 °C
C,H;
263 B3b MeTun etun H T.nn.: 130
T e
N(CH;,);
264 B3b Cl eTmn H @/ T.nn. ;124
°C




Cnon. | Mpukn. | R? R® R® R’ DianyHi aaHi
Ne Ne
265 B3b Cl eTvn H T.nn.: 126
O B
266 B4 N (CHs) 2 eTtun H ocH, (TpaHc) ;
T.nn.: 102 °C
267 | B4 N (CH3) etun H OCH, (umnc ;. HCI
(1:1); T.nn.:
170 °C
268 B4 MeTun eTtun H (A) ;. HCI (1:
@/ 1); 7.nn.:206
°C
269 B4 MEeTUN eTun H % Tnn.:104 C
270 B3b MeTun etvun H T.on. 117
°C
271 B4 NHC;HsO | eTun H -
CHs @\/
272 B4 MeTvn etun H -
/\/’*O/
OCH,
273 B4 NH2 etun H ©/\/ -
274 B3b Cl etun H F -

¢




Cnon. | Npukn. | R? R’ R* R ®i3nyHi AaHi
Ne Ne
275 B3b Cl etun H ?Fa T.nn.:99°C
276 B3b Cl eTtun H @X T.Nn.:95°C
277 B4 METUN etwn H F T.nn.: 105
F
@v ¢
278 B3b Cl etun H T.nn. : 141
h
279 B3b Cl etun H H T.NN. : 168
°C
H
280 B4 Ci etun H {@/ -
H
281 B4 Cl eTun H jHa T.00. 140 °C
282 B4 Cl eTtun H T.nn.: 169
o:@/ °c
283 B4 MEeTUn eTin H @X T.nn.: 96 °C
284 B3b Cl CHzN(C | H T.an.: 115 °C
Ha)2 @\/
285 B4 MeTUN eTun H Hsy T.0n. ;133
: j\ °C




Cnon. | Mpukn. | R? l'Rg R* R DianuHi gani
Ne Ne
286 | B4 MeTun CH,OC | H (TpaHc),
Hs /(j/ T.nn. : 106
H,CO
3 nC
287 B4 MeTun CHzN(C | H T.nn : 110
Hs)z /O/ °C
H,CO
288 B3b Cl n- H T.nn.: 110 °C
nponin O\/
289 B4 NH» etun H T.nn.: 218
Q\/ c
290 B4 MeTun n- H T.nn.: 90 °C
nponin @\/
291 B3b Cl n- H (umc); T.nn.
nponin /O/ 128 °C
H,CO
2092 B3b Ci n- H (TpaHc)
nponin Q/ ;T.nn. ;104
H,CO oc
293 B3b Cl eTun H T.nn.: 105
s .
294 B4 MeTun n- H (umc); T.nn. :
nponin /U 94°C
H,CO
295 B4 MeTUn CHoN(C | H T.0n.;: 83 °C
Ha)z @v
296 B3b Cl ertun H S T.nn.: 99 °C
ay
297 B4 Cl eTun H 1 T.nn.: 110C
LA




Cron. | Npwkn. | R? R’ R* R’ ®dianyHi pani
Ne Ne
298 B4 meTun etmn H F]\/ T.nn. : 93 °C
S
299 B4 MeTun eTvn H S T.nn.: 105
L1 o
300 B4 MEeTUN etun H T.nn.: 114
r o
301 | B3b meTun etun H Z T.nn. ;143
N
302 B4 METOKCU etun H @/\ T.nn.:93°C
303 B4 MEeTHN etun H @/\ T.nn.: 82 °C
304 | B4 n-GyTvn eTun H @\ z
305 B3b Cli n- H T.n0. ;125
nponin @/\ °C
306 B1 MeTun C(=0)0 | H 1.nn. 136 °C
CaHs Q/
307 B4 MeTtun 1- H T.nn.: 81°C
nponin ]@/\
308 B4 METOKCH n- H T.nn.: 80 °C
npornin @/\
309 B4 | n- H T.0n.: 120
nponin ©\/ °C
310 |B3d MeTun etun [ H S HCI (1:1)
| 1 ;r.nn. 129
°C




Cnon. | Mpukn. | R? R? R? R’ ®Di3n4Hi faHi
Neo Ne
31 B3b Cl H H T.nn. ;160
A .
312 | B3b Cl H H (TpakHc) ;
/O/ T.00.:145C
H,CO
313 B3b Cl H H T.0n. ;103
Ok o
314 B4 n-nponin n- H HCI(1: 1)
nponin ©/\ T.na. : 150
°C
315 B4 n-nponin eTtun H @/\ T.nn.: 140 °C
316 | B3b Ci H H HCI(1:1)
©/ T.NN. : 168
°C
317 B3b Cl H H S T.nn.: 168
1 o
318 B4 MeTun n- H HCIH(1: 1),
nponin q T : 200
°C
509 | B3b Cl eTun H (]/ -
0
510 B4 MeTun etun H (E/ .H20(1:1)
0
513 | B4 mMeTUn etun H D/ - |
|
Heco  ©
516 B4 Cl etnn H T.nn. ;120
Ol e
]

I
I




Cnon. | Npukn. | R? R® R* R disnuni gaHi |
Ne Ne
517 B4 Cl eTnn H CH2CH(CHa3)2 -
518 B4 Ci eTtun H @/ -
519 B4 Cl etun H H (A+B)

/Nj@—ocm

o

521 B4 I eTun H @/ -
522 B4 MeTun etun H 0 J:;]/ (A)

- 'O)I\N

H
1 B4 meTtun metun | H (A)
o

H,CO
525 |B4 Cl etun H U -

Heco  ©
527 B4 F etvun H ©/\ T.nn. : 116°C
Tabnuus 2

X
CH;—CH,
H =
O 0 N -

Cnon. | Mpwkn. [ R X ®dizunyHi gani
Ne Ne
5 B3b Cl (0] TpaHc,; T.nn. 120 °C
121 B3b 1-ninepnauHin (0] uue; HCI(1: 1)




Cnon. | Npukn. | R? X Di3nyHi gaHi
Ne Ne
122 B3b 1-ninepuaunHin O] TpaHc; HCI (1:1);
T.nn.128 °C
123 B3b 4-TiomopchoniHinom @] umc; T.nn. 105 °C
124 B3b 4-TiomopdponiHinom 0 TpaHc ; T.Nn.115°C
125 B3b 4-mopdoniHinom 0 TpaHc; T.nn. 118 °C
126 | B3b 4-mopdhoniHinom 0] uwc; T.nn. 118 °C
127 B3b -N(CHa)z (0] TpaHcp; T.nn. 96 °C
128 B3b -N (CHa) 2 0 uuc; T.nn. 114 °C
B3b Cl (0] uue; T.nn. 123 °C
B3c OCH3; (@] TpaHc, T.nn. 68 °C
7 B3c OCH3; (@] yue, T.nn. 116 °C
6 B4 AueTtun 0 TpaHc; T.nn. 108 °C
129 B4 AueTvn o] uuc: T.nn. 106 °C
11 B4 NH-(CH3)2-OCHjy (@] TpaHc; T.nn. 107 °C
10 B4 NH-(CHz)2-OCH3 0 uue; T.nn. 115 °C
12 B4 NH-(CH3)2-SCHj5 (@] uuc; T.nn. 120 °C
13 B4 NH-(CH,)2-SCHa 0 TpaHc; T.nn. 125 °C
14 B4 -C=C-Si(CHs)3 o] umc; T.nn. 114 °C
16 B4 -C=C-8i(CHs)a o] TpaHc; 1.nn.108 °C
15 B4 -C=CH o] umc; 1.nn.132-133 °C
17 B4 -C=CH Q Tpaxc; T.nn. 128 °C
18 B4 -C=C-CH;0OH o] yme, T.nn. 113 °C
130 B4 -C=C-CH,0H 0] TpaHc; T.nn. 108 °C
19 B4 (o] uuc ; T.nn. 92-99 °C
20 B4 F @] TpaHc; T.nn. 114 °C
21 B4 | QO uuc ; T.nn. 110 °C
22 B4 CN 0 umc; T7.nn.137-138 °C
26 B4 H o] TpaHc
23 B4 -C (=0)-OCH; (o] umc; T.nn. 91 °C
24 B4 -C (=0)-OCH; @] Tpawc ; 1.An. 99 °C
25 B4 H (0] uuc; T.nn. 88 °C




Cnon. [ Mpukn. | R? X disvuHi AaHi

Ne Ne

27 B4 Metun o] uwme; T.nn.110-112 °C

131 B4 MeTun 0] TpaHc; T.nn. 25 °C

28 B4 Etenin o) uuc ; T.nn. 108 °C

132 B4 ETenin &) TpaHc; T.nn. 103 °C

29 B4 deHin (0] TpaHc; 1.nn. 112 °C

30 B4 2-Tienin (0] umc; 142 °C

133 B4 2-tiasonin 0] uuc; 108 °C

134 | B4 2-thypaHin o} yuc ; 7.nn. 105 °C

51 B8a OCH3 N-OH | [1a(A), 4a]; T.nn. 133
°C

52 B8a OCH; N-OH | [1a(B), 4a]; T.nn. 142
°C

53 B8b OCH;3 NNH2 | [1a(2), 4a)]; T.nn. 110
°C

135 B4 NH:z 0 uuc; T.nn. 203 °C

136 B4 NHz (0] TpaHc, T.nn. 202 °C

137 | B4 -C (=0)-OCH (CHa) 2 o ywc; T.nn. 105 °C

138 B4 -C (=0)-OCH (CHa) 2 @] TpaHc; T.nn. 88 °C

38 B4 SCH; (0] yuc ; T.nn. 124 °C

39 B4 SCHa @] TpaHc ; T.nn. 116 °C

32 B4 H \j\D/ (o] umc; T.nn. 130 °C

T

139 B4 Etun (0] uuc ; T.nn. 180 °C

188 B4 NH; 0 uumc + TpaHc

189 | B4 H 0 1.nn. 154 °C

/N@OCHE
o}
190 B4 o] TpaHc; T.nn. 156 °C




Cron. | Mpukn. [R? @i3nyHi aaHi
Ne Ne
191 | B4 H J NH uuc : T.nn. >260 °C
L
/ —
o
192 B4 H Vi NH H20 (1: 1); TpaHc;
N o .
- _ T.nn. 248 °C
O
193 B4 H umc; T.nn. 224 °C
AL s
(o] (o]
194 B4 H TpaHc ; T.nn. 234 °C
A A
o] o]
195 B4 n uuc ; T.nn. 108 °C
- j]/\ocsz
(@]
196 B4 Rli Tpaxc; T.nn. 127 °C
7N NocH,
0
197 B4 II:II umc; T.nn. 150 °C
s
(0]
198 | B4 }l':li TpaHc ; T.nn. 90 °C
~ s
0
199 | B4 LC/MS [M+H]" : 475. 4
H
/N
(o]
200 |B4 ! _ LC/MS [M+H]" ; 464.3
I




Cnon. [ Mpukn. | R? X DiznuHi gaHi
Ne Ne
201 B4 H 0] LC/MS [M+H]"; 523.3
_N o)
T O U
202 | B4 H O LC/MS [M+H] ; 465. 3
N S
- Y\/\U
0
203 | B4 : 0 LC/MS [M+H]"; 475.3
- \”/\©—0C2H5
0
204 B4 : /<Ni> 0 LC/MS [M+H]" ; 465. 3
- \
SN
(0]
205 |B4 H 0 R
~
O
319 B4 o] (4mc),eTaHeqioar
/\© (1:1);T.nn. 160 °C
320 B4 \@ (@] (4mc); T.nn.: 150 °C
321 B4 METOKCH CH2 | (umc);. HCI(1:1);
T.nn.:118°C
322 B4 n-ByTun (0] (umnc);. HCI (1:1);
T.nn.;: 168 °C
323 B4 OCH, (0] -
H
N
(0]
324 B4 0 R




Cron. | Mpukn. | R? ®dianyHi gani
Ne Ne
325 | B4 o o -
~N N
H ||
326 B4 H _
Q
327 B4 “ -
sV
(0]
328 | B4 P -
H
N N
0
329 B4 H _
T 1]
330 B4 'I':l| _
TN,
(o]
331 B4 [e] -
~N o}
Hoo |
|
332 B4 'I:.l' -
s
I /\@
333 B4 j\ -
/N
0
334 B4 H -




Cron. [ Mpukn. [ R? disnyHi fgaHi
Ne Ne
335 B4 N\]/CHS -
Ho
/”vr[»f
o
336 | B4 H ] :
NS
0
337 | B4 Ny :
H | j
/m/(
o
338 B4 n s N
~ \[.(\/ \CH3
o)
339 B4 -
H <
_N
o)
340 B4 Hy -
H
A I
o)
341 | B4 i — -
T
OCH,
342 B4 T{@ -
H
_N
o)
343 B4 OCH, -
H
,Np/
0
344 B4 -
H
/WO
0
345 B4 H -
_N




Cnon. | Mpukn. | R? ®ianyni fani
Ne Ne
346 B4 H -
/N
(o]
347 B4 -
H
AN CF,
(o]
348 B4 CH>OC(=0)CHj3 -
349 | B4 H \/?L (umc); T.nn.: 74 °C
N
(0]
350 B4 H -
YN\/‘\/O\/CHB
(0]
351 | B4 T,Ha . -
N
\( \JLO/\CHS
(o]
352 | B4 = -
H i
N =
Y N
o]
353 | B4 ?Ha (A);-HCI
AN, (1:2).H0(1:1);
¢ T.0n.:166 °C
354 B4 o) 1o}
o
o
CH,
H -
355 |B4 Py
356 B4 <




Cnon. | Mpukn. | R? ®ianyHi paHi
Ne Ne
357 B4 H -
T CL
o]
07" cH,
358 B4 /“ N_\ -
o) | =
359 B4 H -
_N o]
o]
360 B4 H _
YOS
o
361 B4 -
N
- N(CHa),
o]
362 B4 H _
_N
CH,
o]
H H -
363 | B4 /NTN CH,
o] CH,
364 B4 o] -
H H
H
/N\I'rN O/C 3
o)
CH, CH,
3 H H -
65 |B4 /NYNYO\/CH:
o o
3 H H -
% B4 /N\[rN\/\/C Hs
o)
367 B4 H H -




bi3nyHi gaHi

N(CH,),

O._~CH,

B4
B4

Ne

B4

B4

B4

Cnon. | Mpukn. [ R?

Ne

368
369
370
37

372

373

374

Cl
Cl

375
376




Cnon. | Apukn. | R? ®isnuni aaHi
Ne Ne
377 | B4 (lfll -
CF
\N/ﬁ\/ 3
H O
378 | B4 Q Z
\N/ﬁ\/CFa
H O
379 | B4 ﬁ) -
T
H O
380 | B4 ﬁ H, -
\N/H l \bll
H o
CH,
381 B4 (If]J N
\N/ﬁ
H O H,
0
382 | B4 (I? -
~ /S
il
Qe
CH,
383 B4 /l’;‘l OCH, (uwc);T.nn.:148 °C
m
OCH,
384 B4 /“ OCH, (TpaHc);T.nn.:141 °C
\[O(\/\Qi
OCH,
385 |B4 n 1.nn.:130 °C
-
\g/\/\o
Cnon. | NMpuin. | R? dianyni pani
Ne Ne
386 | B4 H s (ume);T.nn.:140 °C
-~ \i.(\/ \CHS
(o]
387 | B4 (TpaHc);T.nn.:155 °C




Tabnuua 3

0
CH,—CH,

R 3

N° Ty

H
Cnon. | Mpwkn. | Y. R diznyHi gaHi
Ne Ne
140 B4 (0] @/ T.nn. 220 °C
141 B4 0] ©O/ T.nn. 213 °C
142 B4 0 T.nNn. 148 °C
143 B4 0 1-meTunuMKnorekcun 1.nn.195-210 °C
144 B4 (o] 3-MEeTOKCULIMKNOreKcun umc; T.nn. 156 °C
145 B4 0] 3-MeToKCULMKNOorekcun TpaHc; T.nn. 156-163 °C
146 B4 (0] 4- (QaUMeTUNEeTHN) LMKnorekcun T.nn. 230 °C
147 | B4 0 4- (METUNETOKCK) LUKNOreKeun T.nn. 186 °C




Cron. [ Mpukn. [Y.  [RT ®iauyHi faHi
Ne Ne

148 B4 0 4-MeTUNUUKNOreKcun T.nn. 214 °C

36 B4 S 4-METOKCHLIMKINOreKeun uue; T.nn. 224 °C

37 B4 S 4-METOKCULMKIOreKCHn TpaHc ; 1.nn. 220 °C
0]

149 | B4 T.nn. 188 °C
\O/O/\

20 | B4 0 /O/\ T.nn. 192 °C
o

150 B4 (0] O/\ uwc; T.nn. 226 °C
/\0

151 B4 0} /O/\ TpaHc; T.nn. 226 °C
/\O

152 B4 (¢] U T.nn. 213 °C

153 B4 0] ©/\ T.nn. 200 °C

154 B4 0 T.n. 210 °C
(o]
!
155 B4 (o] 4, 4-gumeTUnUUKNorekeun T.nn. 242 °C
388 |B4 (0] CH2CH (CH>) » T.nn. 189 °C
389 B4 0 m T.Nn. 228 °C
(o]
390 B4 o] ©/\/ T.nn. 197 °C

391 B4 o ©/\0/\ T.nn. 145 °C




Cnon. | Mpukn. R’ ®Diznuni aaHi

Ne Ne

392 | B4 /@,\O;r T.nn. 192 °C
F

393 | B4 F (B); T.nn.:224 °C
HSC\O/O/

394 B4 F (A); T.nn.: 201 °C
HC

395 B4 /O< (A) ; T.nn.: 207 °C

CH,

H3C\O

396 | B4 @/\ T.0n.:212°C

397 B4 @/ (B); T.nn. : 238 °C

398 | B4 @/\ T.nn.: 234 °C

399 B4 (umc); T.nn.: 192 °C




Tabnuus 4

Cnon. | Npukn. | R® R? R’ R dianyHi aaHi

Ne Ne

156 B4 eTtun H OCHj3; | TpaHc ;T.nn.252 °C

157 B4 H H H OCHj3 | (uuc + TpaHc) ;T.nn.
244 °C

158 B4 H metun | H OCH; | umc; T.nn. > 260 °C

159 | B4 MeTun H H OCH: | uuc; 1.nn. 254 °C

160 | B4 MeTun H H OCHj3 | TpaHc ;T.nn.> 260
°C

161 B4 nponin H H OCHjs | T.nn. 208 °C

162 B4 nponin H H OCHj; | TpaHnc ;1.nn.232 °C

9 B4 etun H H OCH3 | uwc; 1.nn. 224-226
°C

43 B4 eTtun H CHs OCHj3; | TpaHc ;T.nn.116 °C

42 B4 etun H CHas OCH3; | umc; T.nn. 125 °C

44 B4 etun H CH;-COOC;Hs OCHj3 | umc; 1.nn. 152 °C

45 B4 etun H CH2-COOC;Hs OCHj3; | TpaHc ;T.nn.147 °C

46 B4 eTtun H 6eH3un OCH3 | umc; T.nn. 137 °C

47 B4 eTun H BeHaun OCH3; | TpaHc ;1.nn.130 °C

50 B4 MeTun H H H T.nn. 256.1 °C

163 B4 eTtun eTun H OCH3 | umMc; T.nn. 221 °C

164 B4 eTtnn eTtun H OCHj | umc; T.nn. 221 °C

165 B4 eTun eTtun H OCHj; | TpaHnc ;T.nn.215 °C

166 | B4 etun H H OCHj3 | LC/MS [M+H]";

L(”\/\o/ 429.4




Cron. | Npukn. | R? R* R R dianyHi aaHi
Ne Ne
167 | B4 etun H H \D OCH; | LC/MS [M+H]";
LffN X 4513
o}
168 B4 H H H OCH3 | uwc; T.nn. 106 °C
169 |[B4 ermn H H OCHs | LC/MS [M+H];
H‘/N\/‘% 409.3
o)
400 | B9 etnn H °] OCH3 |-
H
HrN\)LO/\
o]
401 B9 eTtun H H OCHs |-
LH/N\/\/N;
o o
402 B9 etun H H OCHs; | -
O
403 | B9 etun H Krn OCHs |-
N\/\s
0
404 | B9 etn H H OCH; |-
SR
o NI =
405 B9 etun H H ?Hn OCHs | -
H(N\/\ENJ
o J
406 B4 eTun H OCH; | -




Cnon. | Mpukn. |R? R* R® R ®ianyHi aaHi
Ne Ne
407 | B4 etmn H H‘r OCHj3 |-
(o]
408 | B4 etun H OCH; | -
(o}
409 B4 (CH, "O H H OCH; | 1.nn.: 168 °C
410 B4 CH,OCH; | H H OCH; | T.nn.: 194 °C
508 | B4 =) H H OCHs | -
kﬁN\NOCEHs
o]
520 B4 etun H H}, OCHs |-
(o]
Tabnuus 5
o) Rt
CH,—CH,
R
N \N
Voo
=N
Cnon. [ Mpukn. [R* [ R X dianyHi gaHi
Ne Ne
33 B4 H METOKCULMKIOTEKCUN CH |uwuc:T1.nn. 224 °C
34 B4 H METOKCULIMKIIOTEKCU CH | Tpawc; 7.nn. 185 °C
35 B4 H METOKCULINKIIOTEKCUN N uwmc ; 7.nn. 160-172




Cron. | Mpukn. [R*  [R’ diznyHi paHi
Ne Ne
°C
170 B4 H MEeTOKCHULUMKNorekeun TpawHc; T.nn. 146 °C
171 B4 H @/ (B) ; T.nn. 165 °C
172 B4 H MeTunuuKnorekcun umc+TpaHc ; T.nn.
143 °C
173 B4 eTn | MeTOKCULWKNOreKcun umc ; T.nn. 126 °C
n
411 | B4 H @/\/ T.nn.: 109 °C
412 B4 H @/ T.0Nn.: 180 °C
413 B4 H ©/\/ (A)
414 B4 H HacO\O/ T.NN.: 156 °C
Tabnuus 6
@]
L
R
Cnon. | Mlpukn. | R L DisnyHi gaHi

Ne Ne




Cnon. | MNpukn. | R L disuyHi gaHi
Ne Ne
49 B7 H N CH, -
o
cl)_
174 B3b OCH; N uue ; T.nn. 115 °C
175 B3b OCH3; SN TpaHc ; T.nn. 141 °C
176 B3b OCHs; X umc ; T.nn. 149 °C
177 B3b OCHg3; O T.nn. 126 °C
O N o7
178 | B3b OCH; X TpaHc ; T.nn. 160 °C
179 | B3b OCH; uuc ; .nn. 119 °C
180 B3b OCH; N TpaHc; 1.nn. 124 °C
181 B3b OCH; s TpaHc; T.nn. 92 °C
206 |B3b OCH; umc; T.nn. 144 °C




Cnon. | Mpukn. | R L DisnyHi faHi
Ne Ne
207 B3b OCHs5 m Tpawc; T.nn. 125 °C
o
A
CH,
208 B3b OCH; m uuc; T.nn. 127 °C
o
A
CH,
209 B3b OCH, m uuc; T.nn. 101 °C
o
N~ TN
210 B3b OCHs xn yuc; T.nn. 104 °C
oot
HC NT ~C
211 B3b OCH3 s TpaHc ; T.nn. 134 °C
PO e
e N~ ~C
212 | B4 OCH, e umc ; T.nn. 141 °C
(X
Ok
213 B4 OCH; m TpaHc; T.nn. 215 °C
HyC N
214 | B4 OCHs x uuc ; T.nn. 139 °C
oSG
HsC N
215 | B3b OCH, x TpaHc
p




Cnon. | Npukn. | R L DisnuHi AaHi
Ne Ne
415 B3b OCH3 (umc) ; T.nn.: 136 °C
=
o
N7 ~Cl
416 B3b OCHa m (umc)
=
N S
417 B4 OCH;4 (umc) ; T.nn. : 149 °C
RS
-
N" “ch,
418 B3b OCH3; X (TpaHc); T.nn.: 132
N S
419 | B4 OCH, m\m (umc); T.nn.: 217 °C
3
HLC N O
420 B3b OCHs N (umc) ;. HCI(1: 1) ;
m T.nn. : 200 °C
N
421 B4 OH ~ : \/\:\ (umc) ; T.nn.: 215 °C
o
N S
422 B4 OH x (TpaHc) ; T.Nn.: 178
N S
423 B3b OCH; xn T.nn.: 160 °C
OO w
o
CH,
424 | B3b OCHg x {uuc); T.nn.: 106 °C
oSy
N




Crnon. | Mpukn. | R L ®i3nyHi gaHi
Ne Ne
425 B3b OCH3; X (Tpanc) ; T.nn.: 120
N
426 B3b OCH3 m (umnc); T.nn.: 121 °C
o
N
427 B3b H \@\/\b T.nn.: 156 °C
P
N S
428 B3b OCH3; X (uwmc) ; T.nn.: 156 °C
T
o]
429 | B3b OCHs; N (TpaHc); T.nn.: 197
o}
430 B3b CH; x (B)
RO w
S
431 B3b CH3; S (A)
Ty
)
Tabnwua 7
o]
R1)‘\L
Cnon. | Npukn. | R L DisnuHi gaHi
Ne Ne
432 B4 SN T.nn. : 128 °C
o T
N~ "o
433 | B4 N T.nn. : 175 °C
e T
N 0




Crnon. | Mpukn. | R L ®iznuHi naHi
Ne Ne
434 B4 mj T.0n.; 170 °C
o
©/\/ N~ TO
435 B4 X T.nn.: 103 °C
9f OO S
N 0]
436 |B4 x T.nn.: 161 °C
OO [CCO
N (o}
437 B4 X (TpaHc) ;T.NN. :
N (o}
OCH,
438 | B4 o N T.nn.: 150 °C
c | T
0 N (o}
439 B4 O/\ x T.nn. : 150 °C
T
N S
440 | B4 Q/ mj (umc)
o
N (o]
OCH,
441 B4 @/\ ~ : i\ T.nn.: 166 °C
—
N S
442 | B4 N(GHs), X T.00.: 173°C
OOw
N S
443 B4 @/\ N T.nn.: 208 °C
e

)




Crnon. | Mpukn. |R L Di3nyHi gaHi
Ne Ne
444 | B4 H, ™ T.nn.: 149 °C
:IL O Sw
N S
445 B4 @/ m T.0n.: 133 °C
o
N S
446 | B3b x T.nn.: 150 °C
C CCT
N
447 | B3b e T.nn.: 165 °C
O OO w
N S
448 B3b N T.nn.: 147 °C
SO S
N S
449 | B3b ™ T.nn.: 154 °C
T 100
N S
450 | B3b e T.nn.: 157 °C
OGO w
N S
451 B4 HiC\, X T.0n.: 190 °C
N
~ OSw
k,N: N s
452 B4 0/\ ~ : j\:\ T.nn.: 187 °C
l\/N P
] N~ 8
453 | B3b T.nn. : 200 °C

o

g




Cnon. | Npukn. | R L Di3nyHi aaHi
No Ne
454 B3b ©/\ \@\/\D T.nn.: 160 °C
/
N
455 B3b x T.0n. : 139 °C
s
N (0] CH,
456 B3b N (A); T.nn. :
= 174 °C
N (0]
457 B3b X (B); T.nn.: 1
= 60 °C
N (o]
o
N
459 B4 ] -
NC N"
460 | B4 x T.n.:134°C
| P
Hed  © N~ O
461 B4 N (B); T.nn.:156
~ °C
N (o]
462 B4 ©/\ X T.nn.: 153 °C
P
N S
463 B3b ©/\ ~ : \/\/\ T.nn.: 161 °C
A
N (@]
464 | B4 U/\ T.nn.: 135°C
S




Cnon. | Mpuxn. |R L DiznyHi aaHi
No Ne
465 B4 X T.nn. ;131 °C
o~ | CCO
S N (0]
466 | B3b N HCI(1:1);
o} N S
467 | B3b o T.nn.: 142 °C
@A = N’ILO/ C(CHy)3
oo
N
468 B4 SN hydrate (1:1)
OO/ m ;T.nn. : 104 °C
N o]
469 |B3b AuMeTUneTUN SN T.nn.: 104 °C
OO w
N S
470 |B3b O/ ~ : :\/\ T.nn.: 161 °C
0 N s
472 B3b N\ S T.0N.: 144 °C
oh Ty
473 | B4 F X T.nn.: 143 °C
o e
N o]
474 | B4 FD\ m T.nn.: 196 °C
F N o
475 B4 /@/\ m T.nn.: 162 °C
F NZ o
476 B4 ©ji; T.00.: 171 °C




Cnon. | Mpukn. |R L QiznyHi aaHi
Ne Ne
477 B4 F x T.nn. : 1565 °C
T | e
N (o]
478 B2 TPUMETUNIMETUN SN T.Nn.: 124 °C
O Ow
N S
479 | B4 F x (A); 1.nn.;146
N S
H,CO
480 |B4 F X (B); T.nn.:162
N S
H,CO
481 B4 H, N T.nn.: 129 °C
o~ O
N S
482 | B4 E X T.nn.: 115°C
hOOS
o™ o
483 |[B2 /@/\ m T.nn.: 187 °C
F N s
484 |[B2 F X T.nn.: 162 °C
|ICARR GO
N S
485 B4 Hy x (A); T.nn.;130
N S
H,CO
486 B4 /(ﬂi,\ N (A); T.nn.: 124
N (0]

H,CO




Cnon. | Mpukn. | R L ®izuyHi gaHi
Ne Ne
487 | B4 /(ﬂi\ SN (B); T.nn.: 128
N (0]
H,CO
488 | B4 F X T.nn.: 85°C
OO
o Ao
H,CO
489 B2 H;(ﬁi\[/ X T.nn.: 150 °C
M ToO
N S
490 B4 H,C x (A); T.nn.; 117
N S
H,CO
491 B2 o] m T.nn.: 220 °C
N
| S N o
=
492 B4 H, xn T.nn.: 136 °C
o8 OO S
N S
493 | B2 SN T.nn.: 131 °C
N (@]
494 | B4 Hy s (A); T.nn.: 125
N (o]
495 B4 X T.nn.;: 135 °C
O OO®
Br N )
496 B4 F T.nn.; 139 °C




Cnon. | Mpukn. | R L dianvni naki
Ne Ne
497 (B4 XN T.an. : 127 °C
ol hOOS
N o}
498 | B4 X T.nn.: 195 °C
oA OOS
Br N o
499 | B2 F m T.nn. : 201 °C
P
o =
500 B3b U\ N\ 0 CH, |T.nn.:143°C
OGOy
501 B3b Nao© T.0n.: 137 °C
o |CCO
502 |B2 0‘—'}“ x T.nn.: 210 °C
o O
gz N S
N~ %
503 | B3d x i T.nn.: 134 °C
3
o8 ,
N” SCH,
OCH,
504 | B2 N T.nn.: 163 °C
oh »
Hy N (0]
505 B4 @/\ m“ T.nn.: 139 °C
P~
N
506 |B2 SN T.nn.: 139 °C
o :
Ha N S
Cnon. | Mpukn. | R L ®i3nyHi pani
Ne Ne
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Tabnuus 8 :

Cnon. | Npukn. | CTpykTypa Qi3nyHi gaHi
Ne Ne
511 B 11 IN -
o~ CH,
s
N CH,
514 B12 O—N -

515 B13 O -

CH;
524 B9a E IN/C)H T.nn.: 185 °C
O
/
N S
|
Cnon. | Npukn. | CTpyKTypa Di3nyHi gaHi
Ne Ne
471 B15 O (E)
526 B14 HCI(1:1)

C. dapmakosoriyHi npuknag

CurHanbHa TpaHcaykuisa y knoHosaHnx mGluRI peuenTopis nautokis y CHO knitnHax

CHO «knitnHu, ski ekcnecytoTb mGIUuR| peuentopu 6yny nomilieHi nonepeaHbo MOKPUTI YOpHi nnactuHn 96-
dopmary. HaCT)Z/I'IHOFO [OHS, BM/MB CMNOMYK 3a JaHUM BMHaxXO4OM Ha rryTamaT-akTMBOBaHE BHYTPILLUHbOKNITUHHE
nigsuwweHHs Ca* 6yrno ouiHeHo dpyopecLeHTHNX gocnigax. KnituHu 6ynu HanoBHeHi Fluo-3 AM, nnactuHn 6ynm
iHKyboBaHi NpoTAroM 1 roAuHW Npu KiMHaTHIN TemnepaTypi y TEMHOTI, KMiTMHW NPOMUMAM BOAOIKO Ta CMONYKM 3a
AaHuM BuHaxogom Oynu popaadi o knitmH Ha 20 xBunuH. licng uporo iHKydauiHoro 4acy, nigBuLLEHHS ca?
BMKIMKaHe rrytamaToM Oyrno 3apeecTpoBaHO Afsi KOKHOI, AK (PYHKLiS Yacy BMKOpUCTOBYIOUM PriyopecueHTHUi
3untyBay 3ob6paxeHHs 3 [lmactuH (P33, Molecular Devices, Inc.). Bynu 3anucaHi BiOHOCHI OOVHMLUI
dnyopecueHuii Ta 6yt oTpumaHi rpadiku cepegHbOCTaTUCTUYHUX AaHUX YOTUPUPA30BUX BUMiptOBaHb. Bynu
BMCTPOEHI KpUBI KOHUEHTpauia-peakujs Ha 6asi nikiB dnyopecueHuii (MakcumanbHum curHan Mk 1 Ta 90
CekyHAamu) Ansi KOKHOI KOHUeHTpauii Tectyemoi crnonyku. 3HauyeHHs1 plCsp sBNsiloTe cobo -log 3HaYeHHs
KOHUEHTpauii Cronyku, Lo TeCTyeTbCs, Ake oTpuMyoTb Npn 50% NPUrHIYEHHI BHYTPILLUHbOKIIITUHHOIO 3POCTaHHA
ca® iHOYKOBaHOrO rnyTamaTtoMm.

Cnonykun BignoBiAHO OO OaHOro BMHaxody nokasanu 3HaudeHHs plCso npuHanmHi 5. Cnonyku, BKIKOYEH Y
Tabnuui 1-8 nokazanu 3HayeHHs plCso NpuHanMHI 6.

Okpema rpyna crnonyk nokasanwu 3HaveHHsi plCso mixx 7 Ta 8. Lle ctocyeTbca cnonyk HaBegeHuxy Tabnumui 9.



Tabnuug 9:

Cnon. pICso
Ne

463 7,98
441 7,95
334 7,95
22 7,94
421 7,94
15 7,93
440 7,93
139 7,93
178 7,92
338 7,91
87 7,90
462 7,90
394 7,90
423 7,89
21 7,87
220 7.87
479 7,86
483 7,86
485 7,84
9 7,84
110 7,84
248 7,84
341 7,83
163 7,81
433 7,79

Cnon. piCso
Ne
281 7,63
487 7,63
299 7,63
431 7,61
o8 7,57
464 7,57
446 7,56
251 7,55
484 7,54
494 753
128 7,52
344 7,52
161 7,49
298 748
454 7,45
456 745
277 7,44
91 7,43
356 742
229 7.41
333 7.41
326 7,41
369 7,40
430 7,39
435 7,38

Cnon. plCso
Ne

89 7,25
108 7,25
373 7,25
255 7,23
527 7,23
303 7,22
296 7,22
221 7,21
193 7.21
14 7,20
131 7,19
438 7,19
148 7.8
496 7,18
236 7,17
332 7,17
481 7,16
191 7,16
457 7,14
20 7,14
145 7,13
268 7,13
512 7,13
474 7,13
10 7,11




Cnon. plCso Cnon. plCso Cnon. plCso
Ne Ne Ne

238 7,79 35 7,36 307 7,11
224 7,78 228 7,36 426 7.1
437 7,78 429 7,36 466 7,10
498 7,78 117 7,35 97 7,08
449 7,77 291 7,35 83 7,08
242 7.76 313 7,35 434 7,08
346 7,74 280 7,34 300 7,08
182 7,73 460 7.34 199 7,07
486 7,73 482 7,34 290 7,06
447 7,72 343 7,33 112 7,05
7 7,72 425 7,32 348 7,05
175 7,71 473 7,32 286 7,03
475 7,71 287 7,31 442 7,03
480 7,71 448 7,31 422 7,02
213 7,70 243 7,29 283 7,02
239 7,70 323 7,28 318 7,02
241 7,67 159 7,28 36 7,00
461 7,65 289 7.27 396 7,00
115 7,64 184 7.26

445 7,63 436 7,26

Okpema rpyna cnonyk nokasanu 3HaveHHsi plCso npuHanmHi 8. Lle ctocyeTbcs cnonyk HaBegeHux y Tabnuui
10.



Tabnwuus 10:

Cnon. Crpykrypa pICso
Ne
416 (o] 8,587
RS
~o N s
(umc)
27 o) 8,527
S
~o N
(umc)
174 o] 8,49
S
~o N o
(1c)
506 O o 8,48
S
o
N7 s
25 8,45
o}
N
o N
(umc)
4 [¢] 8.4
N
o N el
(umc)




Cnon. CTpykTypa plCso
Ne
19 o 8,38
SN
~o N E
(uuc)
429 o] 8,38
EN
~o N o
(uxc)
424 0 8,355
N
~o0 N
(umc)
176 o) 8.33
X
~o N s
(1mc)
210 [0} 8,315
SN
~o N
(umc)
114 Q 8,28
\
~o N
(umc)
0
488 E 8,27
X
~ s




Cnon. CrpykTypa pICso
Ne
504 O o 8,27
X
s
N (]
477 8,25
F
432 O o 8,237
%
>
N (o]
214 [e] 8,233
AN
~0 N/
(1mc)
465 o] 8,145
/ \ N
S =
N (o]
135 (o} 8,14
3
L -
o N NH,
(umc)
420 o 8,135
X
~o N/

(uwmc) Migpoxnopug (1: 1)




Cnon. CrpykTypa plCso
Ne
292 0] 8,13
X
~o N7
(uuc)
427 o] 8,115
s
P’
N S
208 o] 8,095
S
o N T
(umc)
419 ) 8,065
AN
~o N0
H
455 8,055
418 o] 8,045
XX
~o N
(TpaHc)
497 o 8,025
Q
e
N (o]
Cnon. Crpykrypa plCso
Ne
439 O o 8,023
X
o
N s
237 8,01
499 8




Cold allodynia TecT 3 3wmBaHHAM BeHHeTTa.

Xipyprisi:

Mig vac xipyprii BukopucroByBanucs SD nautoku Yonosivoi ctaTi, Baroto 240-280r.

Ona xipyprii, TBapuHu Oynn 3HeboneHi 3a gonomorot Thalamonal (1mn; nigwkipHo) Ta neHToGap6iTany
HaTpito (40mr/kr; BHYTpilWHbOYepepBHui (BY)). 3BMYaliHMin CiQHUYHUI HEpB MiBOT CTOPOHWU 3afHLOI nanmn OyB
OrofieHWin Ha piBHI cepeavHK cTerHa NpssMUM npunapyBaHHAM Kpisb biuenc femoris. Hanbnwkye go posranykeHHs
CiOHWYHOrO HepBy, NPUBNN3HO 7MM HepBy BYNo BUAINEHO Ta, YOTUPWU BiNnbHI NiraTypy 3 4,0 XPOMOBI CTpYHU Gyru
NoMiLLEHI HaBkoso cigHn4Horo Hepey. OcobnuBa o6epexHictb Oyna HanpaeneHa Ha Te, WO6 06B'I3aTK niraTypu
Takum YnMHOM, WO6 aiameTp HepBy 6yB nedb cTarHytun. Micns xipyprii, TBapuHU oTpumanu 1,25Mr/kr HaroKCcoHy
BY.

TecT Ha xonogHin Tapinui:

TecT XONOAHOT Tapifku BMKOHYBanu Ha MeTanivHii nnactuHi 30X30cv 3 Npo3opi akpMnoBi CTiHWM HaBKonoO fi.
XonogHa Tapinka 6yna oxonomxeHa go 0,0 (0,5)°C BukopucTtoBytoun Julabo F25 xonogunbhuk. Ons Tecty,
TBapuHa 6yna nomilleHa Ha XonoAHin Tapinui Ta Tpueanicte nigHiMaHHa o6ox, niBoi Ta npasoi 3agHix nan 6yna
BigMipeHa npoTaroMm 5 xBunuH. PisHuMUA y Yaci nigHiMaHHA Mbk nepes'd3aHo Ta HenepeB'sisaHolo fanoto Oyna
po3paxoBaHa.

Mpouenypa TecTyBaHHS:

MpuHavmHI nicna ogHoro TvKHS nicnst Xipyprii, TBAPUHM 6yNy NOMILLEHi HA XONMOAHIV Tapinui Ana TeCTyBaHHSA
Ta 6ynu npoBeAeHi BUMiIpIOBaHHSA 0O BBEAEHHS MikiB. TBAPUHM, LLO Manu pPisHWUIO Y Yaci nigHiMaHHA >25 cekyHa
MK nepes'a3aHol0 Ta Hernepes's3aHoo nanot 6ynu BigibpaHi ana Tecty Ha nikax. Linum BigibpaHum TBapuHam
O6yna BBegeHa BY cnonyka 3a gaHuMm BMHaxo4oMm Ta TecT MoBTOpMnM nicns 60 xBunuH (TecT nicns BBeAEHHS
nikiB). PesynbTatin oTpuManu NnpoTAroMm TecTy Nicnsa BBeOEHHs NikiB Oyrn BUpaxXeHi SK NPOLEHT Bif TUX TECTIB siKi
npoBOANUIIM 0O BBEAEHHS NiKiB.

[aHi 6yno npoaHanizoBaHo Ha 6a3i ycix abo Hi ogHoro kpuTepito (Ha 6asi pe3ynbTaTiB KOHTPOSILHUX TBAPUH) 3
TaKUMM OBMEXEHHAMM:

MpwrHiveHHs: (nicna nikis/oo nikie)*100<40%

AHTaroHiam: (nicns nikis/go nikie)*100<25%

Cnonyka (27) nokaszana aHTaroHiam npu Aosi 2,5mr/kr Baru Tina.



