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Cnonyka cdopmynu (lo):

ne

R® 03Hauae 3aMicHUK,

R? 03Hauae aToM BOAHIO abo 3aMiCHWK,

R® 03Hauae aToM BoAHIO abo 3aMiCHWK,

KinbLe A o3Hayae apomaTU4HeE KinbLe, Lo MoXe ByTn 3amilleHnM, i

Kinbue B o3Hauae 5-uneHHe retepoapomMaTUYHE KifbLe, WO MOXe OyTK 3aMilleHUM,
abo ii cinb.
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Many3b BUHaxoay

MpencTaBneHnii BUHaxig CTOCYETbCS NipUAA3MHOHIB.

[MepeaymoBM CTBOPEHHS BUHaxoQy

docdopiectepasn (POE) € cyneppoguHolo depMeHTiB, Wo koaywTbcs 21 reHamu, i
po3ginaTbcsa 11 OKpeMmx poawH 3rigHO i3 CTPYKTYPHUMM i pyHKUiOHanNbHUMKM BRactusBocTamu. Lli
depMeHTn MeTaboniTUYHO iHAaKTUBYIOTBCS  YOIKBITAPHUMM  BHYTPILUHBOKNITUHHUMU  BTOPUHHUMMU
Mecemkepamu, UMUKNIYHUM ageHo3MHMoHodocdaTom (LAMD) i UMKiYHUM ryaHO3MHMOHOMOoCHhaToM
(uFrM®); ®LE cenekTMBHO KaTani3ytoTb rigponia 3'-eCTepHOro 3B’sA3KYy, YTBOPHOKYM HEaKTUBHUIA 5'-
MoHodpocdhat. Ha ocHoBi cybcTpaTHOI cneumdivHocTi, ®E poanHn MoxXyTb 4OAATKOBO NOAINWUTY Ha
Tpu rpynu: i) UAMO-OJE (®AE4, ®OE7, ®OES), ii) ur MO-OAE (POAES, ®OEG6 | ®OEI), i iii) noaginHo-
cybetpatHi ®OE (POE1, OAE2, OAE3, OOE10 i ®OE11).

UAM® i ufM® BknoYeHi B perynioBaHHSA NPakTUYHO KOXHOro oi3oinoirdHOro npoLecy, Takoro sik
nNpoayKyBaHHSA i Ais npo3ananbHOoro megiatopy, (PyHKUist iIOHHOro kaHany, m‘s3oBe po3crnabneHHs,
HaBYaHHS i OpMYBaHHS NaMm‘aTi, AudepeHLialis, anonTos, NninoreHes, rmikoreHoni3 i rMKOHeoreHes.
Ocobnuneo, B HeWpoHax, Ui BTOPWHHI MECEeHIKepu BigirpaloTb BaXfMBY POSib B PEryntoBaHHI
CMHaNTUYHOI nepefadi, TakoX K i B HenpoHanbHin andepeHuiadii i BmxkmBaHHi (Nat. Rev. Drug
Discov. 2006, vol. 5: 660-670). PerynioBaHHs uux npoueciB ULAM® i uM® cynpoBomXyeTbCs
akTuBauieto npoteiHkiHaan A (PKA) i npoTteiHkiHasm G (PKG), siki B cBOto Yepry doocopuniooThb pPisHi
cybcTpaTi, BKOYaYM TPaAHCKPUMUINHI dpakTopK, iOHHI KaHamnu i peuenTtopu, WO PErynioTb pPisHi
disionorivyHi npouecn. KoHueHTpauii BHYTPILWHBOKNITUHHOrO LAM® i ufM® BBaXatoTbCA TMMYacoOBO,
NPOCTOPOBO i PYHKLiOHANbHO PO34iNeHUMMN 3aBASKM PErYIOBaHHIO adeHin i ryaHinuuknas y Bignosigb
Ha 30BHILLHBOKITITUHHE curHantoBaHHs i ix gerpagadito ®OE (Circ. Res. 2007, vol. 100(7): 950-966).
O[IE 3abesnedyloTb Tinbku 3acid gerpagadii umkniyHUX Hykneotugis LAM® i ufM® B kniTMHax, i,
Takmm vmHom, ®[E BigirpaloTb CyTTEBY POSb B CUTHamMOBAHHI LIMKNIYHOIO HyKneotuay. Takum YnHOM,
®OE moxyTb 6yTK HaraToobiugouMmy LingMu Ans pisHUX TepaneBTUYHUX fikapCbKnx 3acobis.

docdogiectepasn 10A (POE10A) 6ynu Bigkputi B 1999 TpboMa HesanexHumu rpynamu (Proc.
Natl. Acad. Sci. USA 1999, vol. 96: 8991-8996, J. Biol. Chem. 1999, vol. 274: 18438-18445, Gene
1999, vol. 234: 109-117). MNMpoBeaeHi gocnigkeHHs nokasanu, wo ®AE10A Hanbinbwe obmexeHa 3a
po3noBCOAXeHICTIO cepen Beix Bigomnx ®AE poaun; ®AE10A MPHK BMUCOKO ekcripecyeTbCa TinbKn Yy
MO3Ky i gedkax (Eur. J. Biochem. 1999, vol. 266: 1118-1127, J. Biol. Chem. 1999, vol. 274: 18438-
18445). Y mosky, MPHK i npoteiH ®[JE10A BUCOKO PO3MOBCIOMKEHUN B cepefoBULLi LLIMNOBUAHUX
HevipoHiB (MCN) cmyractoro Tina (Eur. J. Biochem. 1999, vol. 266: 1118-1127, Brain Res. 2003, vol.
985: 113-126). MCN posginstotbcsa Ha asi rpynu: MCN, wo ekcnpecytoTs D; gonamiHOBI peuenTtypw,
Lo BignoBigaloTb 3a 6e3nocepeaHin (cTpiaToHirpaneHmmn) wnsx, i MCN, wo ekcnpecye D, gonamiHOBI
peuenTopu, WO BignosigaioTe 3a HebesnocepedHin (cTpiaTonaniganbHui) wnax.  PyHKUis
Be3nocepeHbOro LWNAXY € NMNaHOBOK i BUKOHYETLCS, B TOM Yac sk HebesnocepedHin wnax aie sk
ranbMiBHU Ha nosepfiHkoBy akTuBauito. Ak ®OE10A ekcnecyetbeca B 060x MCN, iHriGitopn ®OE10A
MOXYTb aKTUByBaTu obuaBa Ui Wsxu. AHTUNCUXOTUYHA eDEKTUBHICTL Cy4acHUX mMeaukameHTis, D,
abo D,/5-HT,, aHTaroHicTiB, B OCHOBHOMY 0OyMOBIeHa iX akTuBauieto He 6e3nocepegHbOro LMsAxy B
cmyractomy Tini. Ak ®OE10A iHribiTopu 3gaTtHi akTMByBaTu UeW LWNSX, BBaxawTb, wo POE10A
iHriGiTopn € 6araToobiUAUYUMU aHTUNCUXOTUYHUMIN NiKapCbKMMK 3acobamu. HagMipHUA aHTaroHiam
D, peuenTopa B MO3Ky aHTaroHictamu D, Buknukae npobnemu - ekctpanipamigansHi nobiyHi ecpekTn i
rinepnponaktuHemito. OgHak, ekcnpecis ®OE10A obmexyeTbCa UMMM CTpiaTanbHMMK WsXamu y
MO3KY, i, TAKUM UYMHOM, OYIKYETbCS, WO NOBiYHIi edekTn BuknuMKaHi iHriitopamm OOE10A OyayTb
cnabwymMmn nopiBHAHO 3 icHytouummu D, aHTaroHictamu. CTOCOBHO rinepnponaaTtuHemii, ®OE10A
iHriGiTopy He ByayTb NiABULLYBATW NPOOYKYBaHHS MPOSIAKTUHY, 3aBASKA HEAOCTAaTHbOMY aHTaroHi3aMy
D, peuentopa B rinogisi. Kpim Toro, npucytHicte ®JE10A B 6e3nocepegHbOMy LUNSAXY POOUTH iX
nepcneKkTMBHMMM, OCKinbkM iHribyBaHHsa ®OE10A 6yge matun pag nepesar nopiBHAHO 3 iCHyto4MMu Dy
aHTaroHictTamu; GeanocepefHin WNSAX BBaXaETbCA TakMM chnpusie GaxaHin Aaii, i akTmBauis Uboro
wnaxy ®OE10A iHribiTopamyn Moxe nepelukokatu ekcTpanipamiganbHUM CUMMNTOMaM BUKITUKAHUM
aHTaroHiamom D, peuentopa. Kpim Toro, aktupauis UbOro LUMSAXY MOXe MNOnerwmTu CcTpiapHUn-
TanamiyHui BUTOK, LLIO CTUMYIIOE BUKOHaHHA npoueaypHux ctpaTterin. Kpim Toro, nigBuLLEHHS piBHIB
BTOPUHHUX MeceHpkepiB 6e3 Grokagu gonamiHy i/abo iHWMX HENPOTPaAHCMITTEPHMX peLenTopiB
MOXe TakoX 3abes3nevyBaTy TepaneBTUYHI NepeBary 3 He3Ha4YHUMK NOBIYHUMKN edhekTamMm MOPIBHSHO
3 iCHYYMMM aHTMNCUXOTUYHMMK 3acobamu (Hanpwknag, rinepnponakTMHaemis i Habip Baru). Lle
YHiKanbHe po3noineHHs i yHKUis B MO3Ky BkasdylTb Ha Te, wo PLE10A npepncraBnsie BaxvBy
HOBY UiNb AN4A MiKyBaHHA HEBPOSONYHUX i NCUXIaTPUYHMX PO3MafiB, 30Kpema, NCMXOTUYHUX po3nagis
noAidHMX Wn3odpeHii.

Ak iHriditop docdopiectepasn (POE)10, B WO2006/072828 Oyna onucaHa cnonyka
npeacrasneHa hopmMysoto:
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Kpim TOro, sik iHribitop cboccbomeCTepasM d>,£lE )10, B WO2008/001182 Takox Oyna onucaHa
crnorsyka npeAcTaBneHa 3aranbHo opMyrow

4

AN

HET?

KopoTkuin onuc sBuHaxoay

TexHiyHa npobrema

OpHak, icHye notpeba B HOBUX iHribiTopax cocdoaiectepasm (PAE)10A.

BupiweHHa npobnemu

BuHaxigHvkamun Gyno BCTaHOBNEHO, WO crnonyka npeactasneHa dopmynow (l,) abo ii cinb
(3ragyeTtbes B ubomy onuci sik cnonyka (l,)) € iHribitopom ®E 10A i nicna iHTEHCMBHUX AOCHIOXEHb
Oyno 3aBepLUEHO NpeacTaBNeHNA BUHaXiIa,.

Cepepg cnonyk (l,), cnonyka npeactasneHa dopmynoto (1) abo ii cinb (3ragyetbcsa B LIbOMY OMUCI
sk cnonyka (1)) € HOBOK CNONYKOH0.

B ubomy onwuci, cnonyka (lo), wo Bknoyae crnonyky (I) abo ii nponikapcbky dopMy, Takox
3ragyeTbCs SK Cnonyka npeacTaBneHoro BUHaxoay.

TobTo, NpefcTaBneHnn BMHaxig 3abesnevye HacTymnHi 03HaKW.

[1] Cnonyky popmynu (l):
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R’ 03Hauyae 3aMiCHWK,

R’ 03Hauya€ aToM BOAHIO ab0 3aMiCHUK,

R® 03Hauyae aToM BoAHIO abo 3aMiCHUK,

Kinbue A o3Hayae apoMaTuyHe KinbLe, Lo MoXe 6yTn 3amilieHunM, i

Kinbue B o3Hauyae 5-4uneHHe reTepoapomMaTuyHe Kinble, Wo MoXxe 0yTh 3aMilLleHUM;

3a YMOBM, LLO HACTYMHi CNOSyKK:
1-(2-xnopdeHin)-6-meTun-3-{5-tiokco-4-[3-(TpucdTopmeTun)deHinl-4,5-aurigpo-1H-1,2,4-

Tpuazon-3-ininipnaasuH-4(1H)-oH,

1-(4-xnopdeHin)-3-[4-(2-dpTopdeHin)-5-Tiokco-4,5-gurigpo-1H-1,2,4-tpnason-3-in]-6-

meTunnipuaasnH-4(1H)-oH,

1-(4-xnopdeHin)-6-meTun-3-{5-tiokco-4-[3-(TpncdTopmeTun)deHinl-4,5-aurigpo-1H-1,2,4-

Tpuason-3-in}nipnaasuH-4(1H)-oH,

1-(4-xnopdeHin)-3-[4-(2-cbTopdeHin)-5-(meTuncynbdanin)-4H-1,2,4-tpmuason-3-inj-6-

mMeTunnipmaasunH-4(1H)-oH,

1-(4-xnopdeHin)-6-metun-3-{5-(MeTnncynsdatin)-4-[3-(tpudtopmeTnn)deHin]-4H-1,2,4-

Tpuason-3-injnipnaasnH-4(1H)-oH,

1-(2-xnopdeHin)-6-meTun-3-{5-(MeTuncynsdaHnin)-4-[3-(TpudpTropmeTun)dpeHin]-4H-1,2,4-

Tpuason-3-ininipnaasnH-4(1H)-oH,

OH,

3-(3,5-gumeTun-1H-nipason-1-in)-1-deHinnipugasuH-4(1H)-oH,
1-(4-xnopdeHin)-3-{1-[3-xnop-5-(TpudTopMeTUN)NipnanH-2-in]-1H-nipason-5-in}nipugasuH-4(1H)-

3-[1-(2-dbTOpcheHin)-1H-nipa3on-5-in]-1-[3-(TpudTopmeTnn)deHrin]nipnagasmH-4(1H)-oH,
3-[1-(3-xnopdeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHin]nipnaasnH-4(1H)-oH,
3-[1-(4-meTokcudeHin)-1H-nipason-5-in]-1-[3-(TpudTopmetun)deHin]nipnaasmH-4(1H)-oH,
3-(1-dpeHin-1H-nipason-5-in)-1-[3-(TpucdTopmeTnn)deHin]nipnaasnH-4(1H)-oH,
3-[1-(3-HiTpodheHin)-1H-nipason-5-in]-1-[3-(TpucdTopmeTun)deHin]nipugasunH-4(1H)-oH,
3-[1-(1,1-piokcupoTeTparigpoTiodeH-3-in)-1H-nipason-5-in]-1-[3-

(TpuddTOpMeETUN)PeHin]nipnaasnH-4(1H)-oH,

OH,

3-[1-(4-meTundeHin)-1H-nipason-5-in]-1-deHinnippnaasnH-4(1H)-oH,
3-[1-(4-xnopdpeHin)-1H-nipason-5-in]-1-deHinnipnaasuH-4(1H)-oH,
3-(4-eTnn-5-tiokco-4,5-gurigpo-1H-1,2,4-tpnason-3-in)-1-(4-metundeHin)nipnagasnH-4(1H)-oH,
1-(4-xnopdeHin)-3-{1-[3-xnop-5-(TpudTopMmeTUN)NipnanH-2-in]-1H-nipason-3-in}nipuaasuH-4(1H)-

3-[1-(2-dpTOopdeHin)-1H-nipason-3-in]-1-[3-(TpudTopmeTun)dpeHinlnipngasuH-4(1H)-oH,
3-[1-(3-xnopdeHin)-1H-nipason-3-in]-1-[3-(TpudTopmeTun)deHin]nipnaasnH-4(1H)-oH,
3-[1-(3-meTokcndeHin)-1H-nipason-3-in]-1-[3-(TpudTopmeTun)deHrin]nipngasmH-4(1H)-oH,
3-(1-deHin-1H-nipason-3-in)-1-[3-(TpucdTopmeTun)deHin]nipnaasnH-4(1H)-oH,
3-[1-(3-HiTpodbeHin)-1H-nipa3on-3-in]-1-[3-(TpudpTopmeTnn)deHin]nipugasmH-4(1H)-oH,
3-[1-(4-meTundeHin)-1H-nipason-3-in]-1-deHinnippnaasunH-4(1H)-oH,
3-[1-(4-xnopdpeHin)-1H-nipason-3-in]-1-deHinnipnaasuH-4(1H)-oH,

crnonyka opmynu:



10

15

20

25

30

35

40

UA 106741 C2

ae

Kinbue A’ € 6eH3on, wWo moxe OyTV 3amilleHnin OOHUM 3aMiCHUKOM, WO BMbupalTb 3 aTomMa
ranoreHy i ankinbHoi rpynu,

R'e

(1) eTunbHa rpyna, abo

(2) dbeHinbHa rpyna, wo Moxe 6yTn 3amiweHo ogHUM abo Oinblue 3aMiCHWKIB, Lo BMOMpaloTh 3
atoma gTopy i TPMPTOPMETUIBHOT rpynu,

R® € aToM BogHI0 a6o MeTUNbHA rpyna, i

Ra € atom BogHto abo C;4 aumkniyHa ByrneBogHeBa rpyna, Lo Moxe 0yTu 3amilleHoto, cnonyka
dhopmynu:

ae

Kinbue A” € 6eH3om, Wo Moxe 6yTn 3amileHniA ranoreHom, i

R e auunbHa rpyna

BUKITHOYEHI;

abo ii cinb.

[2; Cnonyky 3rigHo i3 saragaHum sulle [1], ae

R® o3Havae aTtoM ranoreny, rigpokcu rpyny, Ci 1o ankineHy rpyny, Wwo moxe 6yTn 3amiweHoto, abo
C1.10 ankoKkcurpyny, Lo moxe 6yTu 3amileHolo.

[3] Crnonyky 3rigHo i3 3aragaHum Buwe [1] abo [2], ge

R” o3Havae Cy.1p ankokcurpyny, o moxe 6yTn 3amileHo ogHuM abo Binblue 3amiCHUKIB, WO
BnbmpatoTb 3 aToma ranoreHy, Ci.1o ankokemrpynu i Cz 7 ULMKNOAnNKiNbHOI rpynu.

[4J Cnonyky 3rigHo i3 saragaHum suwe [1] abo [2], ge

R® o3Havae Cy.1g ankokeurpymny.

[5] Cnonyky 3rigHo 3 6yab-siIKMM OAHUM 3radaHum Bule [1] - [4], oe

R” o3Hauyae peHinbHy rpyny, wo Moxe OyTu 3amiwieHoo 1 - 5 3amicHMKamu, Wo BMOMpaKTb 3
aToma ranoreHy, Ci 1o ankinbHoi rpynu, wo Moxe 6yTn 3amiwieHoto, i Cy.1g anKOKCUrpynu, WO MOXe
OyTK 3amilLieHOt0.

[6] Cnonyky 3rigHo 3 6yab-siIKMM OAHUM 3radaHum Bue [1] - [5], e

R” o3Hauyae peHinbHy rpyny, wo Moxe OyTu 3amiwieHoo 1 - 5 3amicHMKamu, Wo BMOMpaKTb 3
atoma ranoreHy, C.1o ankineHoi rpynu i Cy.1o ankokcurpynu.

[7] Cnonyky 3rigHo 3 6yab-gKnuM OgHUM 3ragaHum Bue [1] - [6], ge

R" o3Havae ceHinbHy rpyny, Wwo Moxe 0yTn 3amilleHoto 1 - 5 atomamu ranoreHis.

[8; Cnonyky 3rigHo 3 6yab-gKnuM OgHUM 3ragaHum suue [1] - [7], e

R” o3Hauvae atom BogH abo Ci 1o ankokcurpyny, Lwo Moxe 0yTu 3aMilLeHot.

[9; Cnonyky 3rigHo 3 6yab-sikuM ogHUM 3ragaHum sule [1] - [8], e

R” o3Hauvae atom BoaHIo abo Ci. 3¢ ankokeurpyny.

[10] Cnonyky 3rigHO 3 ByAb-AKMM OaHUM 3ragaHum Buwe [1] - [9], oe

R” osHayae aTom BOAHIO.

[11] Cnonyky 3rigHO 3 ByAb-AKMM oAHMM 3ragaHum Buule [1] - [10], ge

Kinbue A o3Havae 6eH3on, Wwo moxe ByTun samieHun 1 - 5 3aMmicHVKkamu, LWo BMBUPAIOTL 3

(1) aToma ranoreny,
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(2) Cy.10 ankinebHOT rpynu, Lo Moxe ByTn 3amilleHolo,

(3) Cy.10 ankokcurpynu, Lo Moxe 6yTu 3amilleHoto,

(4) 4-6-4neHHOT reTepouuKNiYHOI rpynu, Wwo mictnte 0 ado 1 atoM KucHi i 1 - 3 aTtoMu asoTy, siK
retepoaTtomMu, Wo Moxe ByTH 3aMilLeHOoto,

(5) C1.10 ankincynb@OoHiNbHOI rpynu, Wo Moxe 0yTu 3amilLeHoto,

(6) C3.7 LMKNOANKINBHOT rpynu, WO MOXe OyTh 3aMmilleHoto,

(7) uiaHorpynu,

(8) kapbamoinbHOI rpynu, WO MoXe ByTn 3amilleHoto,

(9) C1.10 ankincynbOHINOKCUMrpynu, Lo MoOXe ByTn 3amilleHoto,

(10) Cs.7 umknoankin - C,.g ankiHinbHOT rpynu, Lo Moxe ByTu 3aMilLeHoto,

(11) TeTparigponipaHinbHOI rpynu, Wo Moxe 6yTu 3amilLeHoto,

(12) purigponipaHineHoi rpynu, Lo Moxe ByTu 3aMilLeHOolo,

(13) MOHO-(C1.1¢ ankin-kapBoHin)-amiHOrpynu, LWo Moxe ByTn 3amileHoto,

(14) C;.10 anKoKcU-kapOOHINbHOT rpynu, Lo MOXe ByTH 3aMilLeHolo,

(15) C1.10 ankincynbdiHinbHOI rpynun, WO MOXe OyTK 3aMilleHoto, i

(16) C1.10 ankincynbdaHinbHOI rpynu, Wo Moxe 6yTu 3amilleHoto.

[12] Cnonyky 3rigHO 3 OyaAb-SiKMM 0AHMM 3ragaHum Buule [1] - [11], e

Kinbue A o3Hauyae 6eH3or, Wwo Moxe 6yTu 3amilieHnit 1 - 5 3amicHMkamu, Lo BUOMparoTh 3

(1) atoma ranoreny,

(2) C1.10 ankinbHoT rpynu, Lo Moxe 0yTn 3aMilleHolo,

(3) C1.10 ankokcurpynu, Lo Moxe 6yTn 3amilleHoto,

(4) Cz7 umMknoankineHoi rpynu,

(5) ranoreHo Cy.1 ankincynboHinokeurpynu,

(6) Cs.7 umknoankin - C,.g ankiHinbHOI rpynwy, i

(7) 4-6-yneHHoi reTepoumkniyHol rpynu, wo mictute 0 abo 1 atom kucH i 1 - 3 aTomn a3oTy, K
retepoaTtomMu, WO Moxe OyTn 3amilleHo ogHMM abo Oinblue 3aMiCHUKIB, WO BMOMpaloTb 3 atoma
ranoreHy, rigpokcurpynu, okcorpynu, Ci.io ankokcu-kapOboHinbHoi rpynn, Ciig ankokcurpynu, Lo
MOXe OyTK 3aMillleHoto, i Cy.1g ankinbHOI rpynu, Wo MoXxe 0yTH 3aMilLIEHOHO.

[13] Cnonyky 3rigHo 3 6yab-aKMM ogHUM 3raganunm Buule [1] - [12], oe

Kinbue A o3Hadae 6eH3on, Wwo moxe OyTu 3amiwieHun 1 - 5 3amicHMkamu, Lo BMOUpaoTb 3

(1) aToma ranoreHy,

(2) C1.10 ankinbHOI rpynu, Wo Moxe 6yTn 3amiwieHoro 1 - 3 aTomamu ranorexy,

(3) C1.10 ankokcurpynu, Lo mMmoxe 6yTun 3amiweHoro 1 - 3 aTomamu ranoreny,

(4) Cz7 umMknoankineHoi rpynu,

(5) ranoreHo Cy.1 ankincynboHinokeurpynu,

(6) Cs.7 umknoankin - C,.g ankiHinbHOI rpynuy, i

(7) 4-6-4neHHoI reTepounkniyHOi rpynu, wo Mictutb 0 abo 1 atom kucHio i 1 - 3 aTomn a3oTy, K
retepoatomMu, WO Moxe OyTu 3amiweHot 1 - 4 3amicHMKamu, Lo BUMOUpalTb 3 aToma raroreHy,
rigpokcurpynu, okcorpynu, Ci.iq ankokcu-kapOoHinbHOi rpynu, Ciio ankokCUrpynu, o Moxe OyTu
3amilleHoto ranoreHoM, i Cy g ankineHoi rpynu, Wwo mMmoxe 6yTu 3aMilLieHO0 ranioreHoM.

[14] Cnonyky 3rigHo 3 6yab-aKMM ogHUM 3raganum Buule [1] - [13], oe

Kinbue A o3Ha4yae 6eH3on, AKui 3amilLeHuni

(1) (i) 1 abo 2 atomamu ranoreHy, abo (ii) ogHieto Cy.1o anNKOKCUrpymnoto, i

(2) ogHieto 4-6-4nNEeHHO reTePOoLMKIIYHOK Ppynoto, Wo MicTUTb 0 abo 1 aTom kucHio i 1 - 3 aTomum
as3oTy, siK retepoartomMu, WO Moxe OyTu 3amiweHow 1 - 4 3amicHukamu, Wwo BubUparTb 3 atoma
ranoreHy, rigpokcurpynu, okcorpynu, Ci.io ankokcu-kapOoHinbHoi rpynu, Ciig ankokcurpynu, Lo
MOXe OyTM 3aMilLleHO ranoreHom, i Cq_1o ankifibHOT rpynu, Wwo Moxe OyTy 3aMilLieHOH rasioreHoMm.

[15] Cnonyky 3rigHo i3 3ragaHum Bulle [14], ge

4-6-4NEeHHO reTepOoLMKITIMHOK rpynoto, Wwo MicTuTb 0 abo 1 aTom kucHio i 1 - 3 aToMu asoTy, sk
reTepoatoMn, € MopdoniHo, niponin, gurigponiponin, nipasonin, gurigponipasonin, ninepuaun,
aseTuauHIN, niponiguHin, okcasoniauHin, imigasonin abo imigasoniguHin.

[16] Cnonyky 3rigHo 3 6yab-aKMM ogHUM 3raganunm Buule [1] - [15], oe

Kinbue B os3Havae imigason, nipason, Tpuason abo TeTpas3on, KOXKEH 3 sKMX Moxe O6yTu
3amiweHmn 1 - 3 3amicHMKamu, o BMOUpatoTb 3 atoma ranoreHy i Cy.19 ankinbHOI rpynu, Wo Moxe
OyTn 3aMiLLLEHOID ranioreHom.

[17] Cnonyky 3rigHO 3 OyAb-SKMM OAHMM 3ragaHum Bule [1] - [16], e

Kinbue B o3Hauae nipason, wo moxe Oyt [ogaTkoBO 3amiwleHui 1 - 3 3aMiCHMKaMu, Lo
BNOMpatoTb 3 atoma ranoreny i C,.1g ankinbHOI rpynu, Wo MoXxe OyTW 3aMilLleHO rarioreHoMm.

[18] Cnonyky 3rigHO 3 OyAb-SKMM 0AHMM 3ragaHum Buue [1] - [17], e

Kinbue B o3Ha4vae nipason.
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[19] Cnonyky 3rigHo i3 3aragaHum Buwe [2], ae

R' o3Havae deHinbHy rpyny, wWo moxe 6yt 3amiweHoto 1 - 5 3amicHukamu, Wwo BubupaoTb 3
atoma ranoreny, Ci.ig ankinbHOI rpynu, Wo mMoxe OyTu 3amilieHoto, i Cq.1p anKkoKCUrpynu, Lo Moxe
OyTn 3aMmilLieHo10,

R? 03Hauyae aTom ranoreHy, rigpokcurpyny, C,.1o ankinbHy rpyny, wo Moxe 6ytn 3amiwieHoto, abo
C1.10 ankoKkcurpyny, o mMoxe 6yTu 3amilLeHoto,

R” o3Hayvae atom BogHto abo Ci.1o ankokcurpyny, Wwo Moxe 6yTy 3aMilLieHolo,

Kinbue A o3Hauyae 6eH3or, Wwo Moxe 6yTu 3amilieHunin 1 - 5 3amicHmKamu, LWo BUOMpaTh 3

(1) aToma ranoreHy,

(2) Cy.10 ankineHOT rpynu, Lo Moxe ByTn 3amilleHolo,

(3) Cy.10 ankokcurpynu, Lo Moxe ByTn 3amilleHoto,

(4) 4-6-4yneHHOT reTepouuKniYHOI rpynu, Wwo mictnte 0 abo 1 atom kucH i 1 - 3 aTtomu asoTy, sk
retepoaTtomMu, Lo Moxe ByTu 3aMilLeHOoo,

(5) C;.10 ankincynb@OHINbHOT rpynu, Lo Moxe 6yTu 3amileHoto,

(6) C3.7 UMKNOAnKINbHOT rpynu, WO MOXe OyTK 3aMillleHoto,

(7) uiaHorpynu,

(8) kapbamoinbHOI rpynu, Lo Moxe ByTin 3aMileHoto,

(9) C1.10 ankincynbdoOHINoKCMrpynu, Lo Moxe 6yTn 3amilleHoto,

(10) C;.7 umknoankin - C,.g ankiHifibHOT rpynu, Wo Moxe 6yTu 3amilLleHoto,

(11) TeTparigponipaHineHOI rpynu, Wo MoXe 6yTn 3aMilleHoto,

(12) gurigponipaHineHOi rpynu, Wo Moxe ByTn 3amilleHoto,

(13) MoHO-(C1.1¢ ankin-kapBoHin)-amiHOrpynu, WO Moxe ByTn 3amieHoto,

(14) Cy.19 anKoKCU-KapOOHINbHOT rpynu, WO MOXe ByTH 3aMilLeHOlo,

(15) Cj.10 ankincynbdiHiNbHOT rpynu, WO Moxe ByTn 3amileHoto, i

(16) C;1.10 ankincynbdaHineHOI rpynu, Wo mMoxe ByTn 3amilleHolo, i

Kinbue B o3Havae imigason, nipason, Tpuason abo TeTpasosl, KOXeH 3 SIKUX Moxe OyTu
3amilleHmn 1 - 3 3amicHMkamu, Wwo BubupatTb 3 aToma ranoreHy i Cy.io ankinbHOI rpynu, Wo Moxe
OyTM 3aMiLLIEHOLO ranioreHoMm.

[20] Cnonyky 3rigHo i3 3ragaHum BuLle [19], ge.

Kinbue A o3Hadae 6eH3on, Wwo moxe OyTu 3amiwieHun 1 - 5 3amicHMkamu, Lo BMOUpaoTb 3

(1) aToma ranoreHy,

(2) C1.10 ankinbHOI rpynu, Lo Moxe OyTu 3aMilleHolo,

(3) Cy1.10 ankokcurpynu, Lo Moxe OyTn 3amilleHoto,

(4) Cz7 umMknoankineHoi rpynu,

(5) ranoreHo Cy.1 ankincynboHinokeurpynu,

(6) Cs.7 umknoankin - C,.g ankiHinbHOI rpynuy, i

(7) 4-6-uneHHoI reTepouumkniyHoi rpynu, wo mictutb 0 abo 1 atom kucHio i 1 - 3 aTomn asoTy, K
retepoaTtomMu, WO MOXe OyTu 3amiweHol ogHuM abo Ginblie 3amicHuKIB, WO BMOUpaloTb 3 aToma
ranoreny, rigpokcurpynu, okcorpynu, Cjio ankokcu-kapboHinbHoi rpynu, Ci g ankokcurpynu, Lo
Moxe ByTu 3amileHoto, i Cy.19 ankinbHOI rpynu, Wo Moxe ByTu 3aMmilleHoto.

[21] Cnonyky 3rigHo i3 3ragaHum BuLle [2], ae

R’ osHauae deHinbHy rpyny, Wwo moxe 6yt 3amiweHoo 1 - 5 3amicHukamu, Wwo BMOMpaoTh 3
atoma ranoreHny, C.1o ankineHoi rpynu i Cy.1o ankokcurpynu,

R? o3Hauae Ci.1o ankokcurpyny, o Moxe OyTu 3amilleHo ogHUM abo Ginblue 3amiCHUMKIB, LLO
BNGMpatoTb 3 atoma ranoreny, Cq.1q ankokenrpynu i Cs; LMKIOAnkinbHOI rpynu,

R® 03Hauyae aTtom BogHO a60 Cy 10 arnkokcurpyny,

Kinbue A o3Hauyae 6eH3or, Wwo Moxe 6yTu 3amilieHnit 1 - 5 3amicHmKamu, LWo BUOMpaTh 3

(1) aToma ranoreHy,

(2) C1.10 ankinbHOI rpynu, Wo Moxe 6yTn 3amieHoto 1 - 3 aToMmamu ranorexy,

(3) C1.10 ankokcurpynu, Lo mMoxe 6yt 3amilieHoto 1 - 3 aTomamu ranoreHy,

(4) C3.7 UMKNOAnKineHOT rpynu,

(5) ranoreHo Cy. 1o ankincynbgoHinokcurpynu,

(6) Cs.7 umknoankin - C,.¢ ankiHinbHOTI rpynu, i

(7) 4-6-4yneHHOI reTepoumkniYHOI rpynu, wo Mictutb 0 abo 1 aTom kucHo i 1 - 3 aTomm a3oTy, SK
retepoatomMu, WO Moxe OyTu 3amiweHow 1 - 4 3amiCHMKamu, WO BMOMpalTb 3 atoMa rasioreHy,
rigpokcurpynu, okcorpynu, Ci.,q ankokcu-kapOoHinbHOi rpynu, Ci.ip anKOKCUrpynu, WO MOXe OyTu
3aMiLLieHOt0 ranoreHom, i Cq.1o ankinbHOI rpynu, Wo Moxe 6yTU 3amilleHO0 rarioreHoM,

Kinbue B o3Hauae nipason, wo moxe OyTM [oOaTKoBO 3amiwleHund 1 - 3 3aMicHMKaMu, Lo
BNOMpatoTb 3 atoma ranoreHy i C,.1g ankinbHOI rpynu, Wo MoXxe OyTW 3aMilLleHO rarioreHoMm.

[22] Cnonyky 3rigHo i3 3ragaHum BuLle [2], ae
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R' o3Hauae deHinbHy rpyny, Wwo mMoxe 6yt 3amilieHot 1 - 5 aTomamu ranoreHy,

R? 03Hauae Cy.1o anKoKCurpyny,

R® 03Hauae aTom BofHIO,

Kinbue A o3Ha4vae 6eH3on, AKui € 3aMilleHUM

(1) ()1 abo 2 aTomamu ranoreHy, abo (ii) ogHieto C,.1g anNKOKCUIpymnoto, i

(2) ogHieto 4-6-4nNeHHO0 reTepPOoLMKIIYHOK FPyMoto, Wo MicTUTb 0 abo 1 aTom kucHio i 1 - 3 aTomum
asoTy, SK retepoartomu, WO Moxe OyTu 3amiweHow 1 - 4 3amicHuMkamu, Wo BubMpaloTb 3 aTtoma
ranoreny, rigpokcurpynu, okcorpynu, Cjio ankokcu-kapboHinbHoi rpynu, Ci o ankokcurpynu, Lo
MOXe ByTY 3aMmilLleHO0 ranoreHom, i Cq 1o ankinbHOI rpynu, LWo Moxe 6yTu 3aMilLleHOH ranoreHom,

Kinbue B o3Ha4vae nipason.

[23] Cnonyky 3rigHO i3 3ragaHum Bulle [22], Oe 4-6-4NeHHOK TreTepPOLMKMIYHOK TPYNoo, LWOo
micTute 0 abo 1 atom kucHio i 1 - 3 atomm asoTy, SK rerepoatomu, € MopdoniHo, niponin,
aurigponiponin, nipasonin, gurigponipasonin, ninepuaunn, aseTUauHIN, NiponiauHIn, okcasoniauHin,
imigasonin abo imigasoniguHin.

[24] Cnonyky 3rigHo i3 3ragaHum BuLle [1], ae

R' 03Hauae apomaTUyHy rpyny, Lo Moxe GyTu 3aMilLieHoto,

Kinbue A o3Hadae apomaTUyHe KinbLe, WO € 3aMilLleHNUM

(a) ogHMM 3amiCHUKOM, Lo BUBMpatTh 3

(1) C3.7 uMKNOanKinbHOT rpynu, Wo Moxe ByTn 3aMmilleHoto, i

(2) 4-6-4neHHO0 reTepOoLMKITIMHOT rpynn, Wo MicTuTb 1 - 5 retepoaTtomis, LLIO BMOMpalOTb 3 aToma
as30Ty, aToMma CipKM | aTOMa KUCHIO, sika MOXe OyTu 3aMilleHolo, i

(b) ogHoro abo 6inbLue 4OAAaTKOBMX 3aMICHMKIB.

[25] Cnonyky 3rigHo i3 3ragaHum Bulle [24], ge

R' 03Hauae peHinbHy rpyny, Lo Moxe ByTH 3aMilLieHO!o,

R? 03Hauyae aToM BOHIO, aTOM ranoreHy, rigpokcurpyny, Ci.io ankineHy rpyny, o moxe 06yTu
3amiweHoto, abo C;.1p ankokcurpyny, Lo mMmoxe 6yTu 3amilleHoto,

R® 03Hauae aTom BofHI0 a60 Cy.yo anKOKCUIpyny, L0 MoXe 6yTi 3aMiLLeHolo,

Kinbue A o3Hauyae 6eH30n KinbLe, WO € 3aMilleHUM OQHUM 3aMiCHUKOM, Lo BUOGUpatoTh 3

(1) Cz7 umMknoankineHoi rpynu, Wo mMoxe OyTK 3amillleHoto,

(2) pyrigponipaHinbHOi rpynu, Wo Moxe OyTu 3aMmilleHo,

(3) TeTparigponipaHinbHOi rpynu, Wo Moxe OyTn 3amileHoto, i

(4) 4-6-yneHHoI reTepoumkniyHOl rpynu, wo Mictntb 0 abo 1 atom kucHo i 1 - 3 aTomn a3oTy, K
retepoaTtomMu, Lo Moxe OyTu 3aMilLieHOoto,

i MOXXe ByTu 3amilleHM JO4AaTKOBMMU 3aMiCHUKaMW, i

Kinbue B o3Hauvae imigason, nipason, Tpuason, TeTpason, isokcason, 1,3-okcason, gypaH abo
TioheH, KOXKEH 3 AKNX MOXEe BYTU 3aMilLieHMN.

[26] Cnonyky 3rigHo i3 3aragaHum Buwe [25], ge

4-6-4NEeHHO reTepoLMKITIMHOK rpynoto, Wo MictuTb 0 abo 1 aTom kucHi i 1 - 3 aToMu asoTy, sk
reTepoatoMn, € MOpONiHO, Miponin, gurigponiponin, nipasonin, Awrigponipasonin, ninepuann,
aseTuauHin, niponiguHin,  okcasoniguHin, imigasonin, imigasoniguHin, i3okcasonin, nipuaun,
ninepasuHin abo Tiazonin.

[27] Cnonyky 3rigHo i3 3ragaHum Bulle [24], oe

000aTKOBUMU 3amiCHMKamMu € 1 - 4 3aMiCHMKM, WO BMOMpatoTh 3

(1) aToma ranoreny,

(2) okcorpynu,

(3) rigpokcurpynu,

(4) C1.10 ankinbHOT rpynu, Wo Moxe OyTu 3aMilleHoto,

(5) C1.10 ankoKkcurpynu, Lo Moxe OyTn 3amilleHoto,

(6) C1.10 ankincynb@OHiNbHOT rpynu,

(7) mopdboniH-4-incynbOHINbLHOI rpynu,

(8) uiaHorpynu,

(9) kapbamoinbHoi rpynu,

(10) ranoreHo Cy. 1o ankincynbgOoHINoKcHUrpynu,

(11) Cs.7 umknoankin - C,.¢ ankiHinbHOT rpynu,

(12) an-Cy.10 ankin-amiHorpynw,

(13) MoHO-(C1.1¢ ankin-kapboHin)-amiHorpynu,

(14) C;.19 ankoKkcu-kapOOoHiNbHOT rpynu,

(15) dpeHokcurpynu,

(16) C1.10 ankincynbiHinbHOI rpynu,

(17) 6eHsimigason-2-inokcurpynu, i
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(18) 6eHsimigason-2-incynbdOHINbHOI rpynu.

[28] Cnonyky 3rigHo i3 3ragaHum Bulle [24], oe

R osHauae deHinbHY rpyny, Lo Moxe 6yTu 3amilieHoo 1 - 5 aTomamu ranoreHy,

R’ 03Hauae aToM BOAHI0 a60 Cy_1o anKOKCUIpyny,

R® 03Hauae aTom BofHIO,

Kinbue A o3Havae 6eH30M, KM € 3aMilleHUA OHIED 4-6-4eHHO reTePOLMKITIYHOI rPYMnoto, Lo
MicTutb 0 abo 1 atom KuCHIO | 1 - 3 aTOMK a30Ty, K reTepoaTtoMu, WO Moxe OyTu 3amiwleHoro 1 - 4
3aMicHMKamu, Wo BubMpalTb 3 aToma ranoreHy, rigpokcurpynu, okcorpynu, ramoreHo Cigg
ankokcurpynu, Ci.io ankokcu-kapboHiny i Cijo ankinbHOi rpynu, Wo Moxe 6yTn 3amilieHor
ranoreHom,

i AkM Moxe ByTn oaaTkoBO 3amiweHnit 1 abo 2 3amicHUKamu, LWo BMBUpaloTb 3 aToma ranoreHy
i C1.10 @nKokeurpynu, i

Kinbue B o3Ha4vae nipason.

[29] Cnonyky 3rigHo i3 3ragaHum suwe [28], e

4-6-4NeHHO reTepOoLMKIIYHOK rpynoto, Wwo MicTuTb 0 abo 1 atom kucHio i 1 - 3 aTomm asoTy, K
reTepoatoMn, € MOpOSiHO, Miponin, gurigponiponin, nipasonin, gurigponipasonin, ninepuaun,
aseTuauHInN, niponiguHin, okcasoniauHin, imigasonin abo imigasoniguHin.

[30] 1-[2-dTOp-4-(3,3,4,4-TeTpadTopniponianH-1-in)deHin]-5-metokcu-3-(1-gpeHin-1H-nipason-5-
in)nipnaasuH-4(1H)-oH abo 1ioro cine.

[31] 1-[2-cpTOpP-4-(2-0KCONiponignH-1-in)deHin]-5-meTokeun-3-(1-dpeHin-1H-nipason-5-in)nipnaasuH-
4(1H)-oH abo woro cinb.

[32] 1-[4-(3,4-gnpTop-1H-nipon-1-in)-2-dpTopdeHin]-5-meTokcun-3-(1-deHrin-1H-nipason-5-
in)nipyaasuH-4(1H)-oH abo 1ioro cineb.

[33] 1-[2-dpTOp-4-(1H-nipa3on-1-in)deHin]-5-meTokcu-3-(1-enin-1H-nipason-5-in)nipnaasvH-
4(1H)-oH abo woro cinb.

[34] 1-[4-(4-xnop-1H-nipa3on-1-in)-2-dpTopdeHin]-5-metokeu-3-(1-dpeHin-1H-nipason-5-
in)nipnagasuH-4(1H)-oH abo 1ioro cine.

[35] 1-[2-dpTOp-4-(2-0KCO-1,3-0KCazonianH-3-in)deHin]-5-meTokcun-3-(1-deHrin-1H-nipason-5-
in)nipuaasuH-4(1H)-oH abo roro cinb

[36] 3-[1-(2-dpTOpheHin)-1H-nipason-5-in]-1-[2-dTop-4-(1H-nipa3son-1-in)dpeHin]-5-
mMeTokcunipnaasunH-4(1H)-oH abo 1oro cinb.

[37] 3-[1-(3-xnopdeHin)-1H-nipason-5-in]-1-[2-pTop-4-(1H-nipason-1-in)deHin]-5-

mMeTokcunipnaasnH-4(1H)-oH abo noro cinb.

[38] 1-[4-(4,4-pmumeTnn-2-okconiponiguH-1-in)-2-propdeHin]-5-metokeu-3-(1-deHin-1H-nipason-5-
in)nipuaasuH-4(1H)-oH abo 1ioro cineb.

[39] 1-[4-(5,5-aMmeTun-2-okco-1,3-okcasonigunH-3-in)-2-propdeHin]-5-metokeun-3-(1-peHin-1H-
nipason-5-in)nipnaasuH-4(1H)-oH abo 1oro cinb.

[40] 5-meTokcu-1-[2-meToken-4-(1H-nipason-1-in)deHrin]-3-(1-deHin-1H-nipason-5-in)nipnaasuH-
4(1H)-oH abo noro cinb.

[41] Mponikapcbka dopma crnonyku 3rigHo 3 Oyab-kuM ogHUM 3ragaHum Bulle [1] - [40]

[42] MegnkameHT, Lo MICTUTb CMONYKY 3rigHO 3 OyAb-KuM ogHMM 3ragaHum Bulle [1] - [40] abo i
nponikapcbKy opmy.

[43] MegnkameHT, Wo MicTuTb cnonyky cdopmynu (lo):

(o)

ne

R’ 03Hauyae 3aMiCHWK,

R? 03Hauyae aTom BOAHI0 abo 3aMiCHUK,
R® o3Hauae aTom BOAHIO abo 3aMiCHUK,
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Kinbue A o3Hayae apoMaTuyHe KinbLe, Lo Moxe ByTn 3aMilieHnM, i
Kinbue B o3Hauyae 5-4uneHHe reTepoapomMaTuyHe KinbLe, Wo MoXe ByTy 3aMillleHuM,
abo ii cinb, abo i nponikapcbky dopmy.
[44] MepgukameHT 3rigHO i3 3ragaHum Buwe [43], SKUM € areHToM pAnsi  iHrioyBaHHSA
5 docogiectepasn 10A.
[45] MeaukameHT 3rigHO i3 3ragaHum Bule [43], sikMA npudHadeHun ans npodinaktukn abo
NiKyBaHHS LWN30dpPeEHii.

[46] Cnoci®6 npodinakTnkm abo nikyBaHHA LWKM30MpeHii, WO BKMOYaAE BBEAEHHSI CCaBLO
edeKTUBHOI KifbKoCTi cnonyku dopmynu (lo):

(To)

10
ne
R! 03Hauae 3aMicHuK,
R? 03Hauae aToM BOAHI0 a60 3aMiCHMK,
R® 03Hauae aTom BogHI0 a60 3aMiCHMK,
15 Kinbue A o3Hayae apoMaTuyHe KinbLe, LWo MoXe OyTu 3aMilleHuMm, i
Kinbue B o3Hauyae 5-uneHHe reTepoapoMaTuyHe KinbLe, Wo MoXe ByTr 3aMillleHuM,
abo ii coni, abo ii nponikapcekoi hopmu.
[47] BacTocyBaHHA cnonyku hopmynm (lg):

(o)

20 ae
R! 03Hauae 3aMicHUK,
R? 03Hauae aToM BOAHI0 a60 3aMiCHMK,
R® 03Hauae aTom BogHI0 a60 3aMiCHMK,
Kinbue A o3Hadae apomMaTUyHe KinbLe, Lo MOXe OYTh 3aMilileHnM, i
25 Kinbue B o3Havae 5-4neHHe reTepoapomaTtunyHe KinbLe, Wo Moxe byTn 3amileHnm,
abo ii coni, abo ii nponikapcbkoi hopMu, K MEANKaMEHTY.
[48] BacTocyBaHHsA cnonyku hopmynm (lg):
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(o)

ae
R! 03Hauae 3aMicHUK,
R? 03Hauae aToMm BOAHI0 ab0 3aMiCHMK,

5 R® 03Hauae aTom BogHI0 a60 3aMiCHMK,
Kinbue A o3Hayae apoMaTuyHe KinbLe, Wo MoXxe 6yTH 3aMilLleHnM, i
Kinbue B o3Hauyae 5-4uneHHe reTepoapomMaTuyHe Kinble, Wo MoXe 0yTh 3aMilLleHuM,
abo ii coni, abo ii nponikapcekoi bopmu,
Npv BUrOTOBIEHHI MeankaMeHTy ans npodinakTukn abo nikyBaHHA LWN30MpPeEHii.

10 Kpim TOro, npeactaBneHuin BMHaxig Takox 3abesnevye HacTymnHi O3HaKu.

[1’] Cnonyky npegctasneny dopmynoto (1):

@

ae
R’ 03Hauyae 3aMiCHWK,
15 R’ 03Hauya€ aToM BOAHIO abo 3aMiCHUK,
R® 03Hauae aTom BogHIo a60 3aMiCHMK,
Kinbue A o3Hadae apomMaTUyHe KinbLe, Lo MOXe OYTU 3aMilileHnM, i
Kinbue B o3Havae 5-4neHHe apomaThyHe reTepoumKIivyHe Kinbue, Wo Moxe OyTu 3aMmilleHunm;
32 YMOBM, LLIO HACTYMHi CMOMYKN BUKIOYEHI:
20 cronyka npegcraeneHa hopMyroto:

N—N
0
/ )*S—Ra
L
R N~
e

Kinbue A’ o3Havae GeH3on, Wwo MoXxe OyTW 3aMillleHMA OOHWM 3aMiCHMKOM, Lo BUOUpaTb 3
ranoreHy i ankiny,
25 R" osHauae (1) eTun abo (2) deHin, wWo moxe G6yTM 3amilieHnin ogHMM abo Binblue 3aMiCHUKIB,
Lo BMOMpatloTb 3 TOpY | TpudpTOpMETUY,
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R® o3Hauae BogeHb a60 MeTu, i

Ra o3Hauvae atom BoaHto abo C; 4 auukniyHy ByrneBOAHEBY rpyny, Lo MOXe OYTU 3aMilLeHOlo; i
crnoryka npeacTasneHa opmysoto:

ae

Kinbue A” osaHauae 6eH3on, Lo Moxe ByTU 3aMillleHUI ranoreHoM, i

R" 03Hauae auunbHy rpyny;

abo ii cineb.

[2’] Mponikapcbky doopMy CNONYKM ONMCcaHoi SK B 3ragaHomy Buwe [17].

[3'] MegnkaMeHT, WO MICTUTb CNONYKY onucaHy sik B 3ragaHoMy Buule [1°] abo Ti nponikapcbky

thopmy.

[4’] MeamkameHT, WO MiCTUTL CNONYKyY nNpeactasneHy gopmynoto (lo):

(To)

ne

R’ 03Hauyae 3aMiCHWK,

R’ 03Hauya€ aToM BOAHIO abo 3aMiCHUK,

R® 03Hauyae aToM BOAHIO abo 3aMiCHUK,

Kinbue A o3Hayae apoMaTuyHe KinbLe, Lo MoXe ByTu 3aMilieHnM, i

Kinbue B o3Hauyae 5-uneHHe apoMaTU4HE reTepoLmKivHe KinbLe, Wo Moxe 6yTn 3amieHnm,
abo ii cinb.

[51 MegnkameHT onucaHwid sk B 3ragaHomy Buwie [4°], AkniA € areHTom Ans iHribyBaHHs

docdogaiectepasn 10A.

[6’] MegnkameHT onucaHni Sk B 3ragaHomy BuLle [4'], Sk NnpuaHavyeHni ans npodinaktukm abo

nikyBaHHS LWN30dpPeEHil.

[71 Cnoci6 npocpinakTnkn abo nikyBaHHS LUM30MPEHIi, KM BKMOYae BBeAEHHS edeKTUBHOI

KiNbKOCTi cnonyku npeactasneHoi popmynoto (l,):

11
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(To)

ae
R’ 03Hauyae 3aMiCHWK,

R’ 03Hauya€ aToM BOAHIO abo 3aMiCHUK,

R® 03Hauyae aToM BoAHIO abo 3aMiCHUK,

Kinbue A o3Hayae apoMaTuyHe Kinble, LWo MoXe OyTK 3aMilleHuMm, i

Kinbue B o3Hauyae 5-4uneHHe apoMaTU4HE reTepoLMKivHe Kinbue, WO MoXe 6yTn 3amileHnMm,
abo ii coni.

[8'] BacTocyBaHHs cnonyku npeacTasneHoi gopmynoto (lo):

(To)

ne
R! 03Hauae 3aMicHUK,

R? 03Hauae aToM BOAHI0 a60 3aMiCHMK,

R® 03Hauyae aToM BOAHIO abo 3aMiCHUK,

Kinbue A o3Hayae apoMaTuyHe KinbLe, Lo MoXe ByTn 3aMilieHnM, i

Kinbue B o3Hauyae 5-uneHHe apoMaTU4HE reTepoLMKivHe KinbLe, Wo Moxe 6yTn 3amieHnm,
abo ii coni,

AK MeOMKaMEHTY.

[9'] BacTocyBaHHs crnionyku npeactasneHol popmynoto (l,):

(Io)

ne
R’ 03Hauyae 3aMiCHWK,
R? 03Hauae aToM BOAHIO0 a60 3aMICHUK,

12
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R® 03Hauae aToM BoAHI0 260 3aMiCHMK,

Kinbue A o3Hayae apoMaTuyHe KinbLe, Lo MoXe 6yTn 3amilleHnM, i

Kinbue B o3Hauyae 5-4uneHHe apoMaTU4He reTepounKivHe Kinbue, WO Moxe 6yTn 3amileHnMm,

abo ii coni

npv BUroTOBIEHHI MeguKameHTy Ans npodinaktukm abo nikyBaHHS WN30GPEHii.

lMepeBarv BuHaxogy

Cnonyka npeactaBneHoro BuHaxogy € iHribitopom OLE i € kopucHoto, Sk nikapcbkuii 3acid ansi
npodinakTukn abo nikyBaHHs LUN30GPEHii, TOLLO.

KopoTkuin onuc mantoHkis

®ir. 1. pacpikn nokasyloTb A4030-3anexHe nigsuweHHsa Bmicty LAM® (®dir. 1A) i ulfM® (Pir. 1B) B
cmyractomy Tini npu aii cnonykm A.

@ir. 2. Mpadikn nokasyoTb A030-3anexHe iHribyBaHHa cnonykoio A metamdetamiH (MAP)- abo
MK-801-BuknukaHoi rineppyxnunsocTi. Cnonyka A 3MeHLLye CNOHTaHHY pyxnueicTb (-30-0 xB).

@ir. 3. padik nokasye 3sopoTHuit MK-801-BuknukaHun PPl gediunt npu 82 dB npeimnynbci npu
aii cnonykm A.

@ir. 4. I'padpik nokasye iHribyBaHHs1 cnonykamu y muwen MK-801-BMKNMKAHOI rineppyxrimnBocCTi.

[eTanbHuin onuc BMHaxogy

MpeacraBneHunt BUHaxig 6yae pos3kpuTuii AetanbHO HUXKYE.

AKLo cneuianbHO He BKa3aHO iHWe, B LLbOMY OMWCi, Npuknagamu “ranoreny” € dtop, Xnop, 6pom i
non.

AKWo cneuianbHO He BKasaHO iHWe, B UbOMY onuci, pasa “moxe GyTu ranoreHoBaHuM” abo
TEePMiH “ranoreHo” 03Havae, Wo Moxe ByTu NPUCYTHIN, AK 3aMiCHUKM, oguH abo Binbwe (Hanpuknag, 1
- 3) aTOMIB ranoreHis.

AKWOo cneuianbHO He BKas3aHO iHWe, B LbOMYy Onuci, npuknagamu “ankineHoi (rpynu)” € Ci.qg
arnkineHa (rpyna).

AKwo creuianbHO He BKasaHO iHWe, B LbOMY onuci, npuknagamu “Cqjo ankineHoi (rpynu)’ €
MeTun, eTun, nponin, isonponin, 6ytun, i300yTun, BTOP-OyTUN, TPeT-OyTWMN, NEHTWUN, i30MeHTuUn,
HEOMNEHTWIT i rekcun.

AKwo cneuianbHO He BKa3aHO iHLWe, B LbOMY onuci, TepMmiH “Cy 19 ankin (rpyna), wo Moxe 6ytu
ranoreHoBaHnM” o3Hayae Ci i ankinbHy (rpyny), wWo Moxe OyTn 3amilleHolo ranoreHom, i ii
npvknagamv € TpupTopmeTus.

AKWo cneuianbHO He BKa3aHO iHWeE, B LbOMY OMUCI, Npuknagamu “ankeHinbHoi (rpynn)” € Cog
ankeHinbHa (rpyna).

AKWo cneuianbHO He BKa3aHO iHWe, B LbOMY onuci, npuknagamm “C,g ankeHinbHoi (rpynu)” €
BiHIN, 1-nponex-1-in, 2-nponeH-1-in, isonponeHin, 2-6yTeH-1-in, 4-neHTeH-1-in, i 5-rekcen-1-in.

AKWo cneuianbHO He BKa3aHO iHWeE, B LbOMY OMWCI, Npuknagamu “ankiHineHoi (rpynn)” € Cog
arnkiHineHa (rpyna).

Mpuknagamu “C, ankiHineHoi (rpynn)” € eTunHin, 1-nponiH-1-in, 2-nponiH-1-in, 4-neHTuH-1-in, i 5-
rekcuH-1-in.

Akwo cneuianbHO He BKasaHO iHWe, B UbOMYy onuci, npuknagammn “Cs; uuknoankin-C,g
ankiHinbHoI (rpynu)” € LMKNONpPOoNineTuHInN.

Akwo cneuianbHO He BKasaHO iHLe, B LLbOMY OnuCi, Npuknagamu “Cs.; LuknoankinbHoi (rpynu)” €
LMKNONpOnin, WAKNOOYTUN, LUKIMOMEHTUIT i LIUKITOreKCUT.

Akwo cneuianbHO He BKasaHo iHWe, B LUbOMYy onwuci, npuknagamun “Ce4 apunbHoi (rpynn)’ €
deHin, 1-Had TN, 2-HadTnn, 2-6icbeninin, 3-6ideHinin, 4-6ideHinin i 2-aHTpun.

Akwo cneuianbHO He BKas3aHO iHWe, B UbOMY onuci, npuknagamu “Cs.i¢ apankineHoi (rpynu)” €
OeH3un, deHeTnn, pgudeHinmeTun, 1-HadpTunmeTnn, 2-HadpTunmeTtun, 2,2-gudeHineTnn, 3-
deHinnponin, 4-deHinbytun, 5-deHinneHTun, 2-6icbeHinmetun, 3-6ipeHinmeTun i 4-6icbeHinmeTnn.

Axkwo cneuianbHO He BKasaHO iHWe, B UbOMYy onuci, npuknagamn “Ce 14 apun-C,g ankeHinbHoi
(rpynun)” € ctupwmn.

Akwo cneuianbHO He BKa3aHO iHLLIE, B LLbOMY ONUCI, “reTepouunknivyHoo rpynoto” (i retepouukniyHa
YacTMHa B 3aMiCHMKY) € He-apomaTWyHa reTepouukriiyHa rpyna, abo retepoapunbHa rpyna (TobTo,
apomMaTu4dHa reTepouuknivyHa rpyna), i i npuknagamu € 3-14-4neHHa retepouuknivyHa rpyna, wo mae 1
- 5 reTepoaTtomiB, o BuBUpatoTb 3 asoTy, Cipku i KucH. Ls “retepoumkniyHa rpyna” moxe 6yTu
MOHOULMKIIYHO, BiLUKNIYHOK abo TPULMKIIYHOLO.

Mpuknagamu “3-14-4neHHoT reTepouunknivHol rpynu” € 3-14-4neHHa apoMaTuyHa reTepouuKIivHa
rpyna, wo mae 1 - 5 retepoatomiB, WO BMOMpalOTb 3 a30Ty, CiPKM i KUCHIKO, Taka K niposnin
(Hanpuknag, 1-nmiponin, 2-niponin, 3-niponin), dypun (Hanpuknag, 2-dypun, 3-dypun), TieHIn
(Hanpuknag, 2-TieHin, 3-Tienin), nipasonin (Hanpuknag, 1-nipasonin, 3-nipasonin, 4-nipasonin),
imigasonin (Hanpuknag, 1-imigasonin, 2-imigasonin, 4-imigasonin), isokcasonin (Hanpuknag, 3-
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isokcasonin, 4-idokcasonin, 5-idokcasonin), okcasonin (Hanpuknag, 2-okcasonin, 4-okcasonin, 5-
okcasonin), isoTtiazonin (Hanpuknag, 3-i3oTiasonin, 4-idotiasonin, 5-i3oTiasonin), Tiazonin (Hanpuknag,
2-Tiasonin, 4-tiazonin, 5-Tiasonin), Tpuasonin (Hanpuknag, 1, 2, 3-Tpnason-4-in ,1, 2, 4-tpmuason-3-in),
okcagiasonin (Hanpuknag, 1, 2, 4-okcagiason-3-in, 1, 2, 4-okcagiason-5-in), Tiagiasonin (Hanpuknag,
1, 2, 4-Tiagiason-3-in, 1, 2, 4-tiagiason-5-in), TeTpasonin, nipuaun (Hanpuknaga, 2-nipugun, 3-nipuaun,
4-nipugun), nipygasvHin (Hanpuknag, 3-nipygasvHing, 4-nipygasvdin), nipyumiguMHin (Hanpuknag, 2-
nipuMiguHIn, 4-nipumiguHin, 5-nipumMigurin), nipasudin, ingonin, isocingonin (Hanpuknag, 1-i3oiHaonin,
2-i3oingonin, 3-i3oiHgonin, 4-izoiHgonin, 5-idoiHgonin,  6-i3oiHgonin,  7-i3oiHgonin), iHAonin
(Hanpuknag, 1-ingonin, 2-iHgonin, 3-iHgonin, 4-iHgonin, 5-iHgonin, 6-iHgonin,  7-iHgonin),
6eH3o[b]dypaHin (Hanpuknag, 2-6eH3o[bldypaHin, 3-6eH3o[b]ldypaHin, 4-6eH30[b]dypaHin, 5-
6eH3o[b]dypaHin, 6-6eH3o[bldypaHin, 7-6eH3o[bldypaHin), ©GeH3o[c]dypaHin (Hanpuknag, 1-
6eH3o[c]dypaHin, 4-6eH3o[c]dypaHin, 5-6eH30[c]dypaHin), OGeHso[blrieHin (Hanpuknag, 2-
OeHs3o[b]rieHin, 3-6eH30[b]TieHin, 4-6eH3o[b]TieHin, 5-6eH30[b]tieHin, 6-6eH30[b]TieHin, 7-
©eH3o[b]tieHin), GeH3o[c]TieHin (Hanpuknag, 1-6eH3o[c]tieHin, 4-6eH3o[c]TieHin, 5-6eH3o[c]TieHin),
iHgasonin (Hanpuknag, 1-iHgasonin, 2-iHgasonin, 3-iHgasonin, 4-iHaasonin, 5-iHaasonin, 6-iHaasonin,
7-iHgasonin), 6eHsimigasonin (Hanpuknag, 1-6eHsimigasonin, 2-6eHsimigasonin, 4-6exsimigasonin, 5-
OeHsimigasonin), 1, 2-6eH3oi3okcasonin (Hanpuknag, 1, 2-6eHsisokcason-3-in, 1, 2-6eHsizokcason-4-
in, 1, 2-6eHsi3okcason-5-in, 1, 2-beHsi3okcas3on-6-in, 1, 2-6eHsizokcason-7-in), ©eH3okcasonin
(Hanpuknan,  2-6GeHsokcasonin, 4-6GeHsokcasonin, 5-6eH3okcasonin,  6-6eH3okcasonin,  7-
©eH3okcasonin), 1,2-6eH3oi3oTiasonin (Hanpuknag, 1,2-6eHsisoTtiaszon-3-in, 1, 2-6eHsisoTtiazon-4-in, 1,
2-BeHsizoTiason-5-in, 1, 2-6eHsisoTtiazon-6-in, 1, 2-6eHsizoTiason-7-in), 6eH3oTiazonin (Hanpuknaga, 2-
BeHsoTiasonin, 4-6enHsoTiasonin, 5-6beHsoTiasonin, 6-6eH3oTiasonin, 7-6eH3oTiazonin), i3oxiHONIN
(Hanpwvknag, 1-idoxiHonin, 3-i3oxiHonin, 4-izoxiHonin, 5-i3oxiHonin), xiHonin (Hanpuknag, 2-xiHonin, 3-
XiHonin, 4-xiHonin, 5-xiHonin, 8-xiHonin), uUWMHOMIHIN (Hanpuknag, 3-UWHOMIHIN, 4-uMHoniHIN, 5-
LUMHONIHIN, 6-LUMHOMIHIN, 7-uMHOMIHIN, 8-umHoniHIn), dTanasuHin (Hanpuknag, 1-pranasuvHin, 4-
dTanasuHin, 5-pranasuHin, 6-dTanasuHin, 7-prtanasuHin, 8-dTanasuHin), xiHasoniHin (Hanpuknag,
2-xiHa3oniHin, 4-xiHa3oniHin, 5-xiHasoninin, 6-xiHa3oniHin, 7-xiHa3oniHin, 8-xiHasoniHin), XiHokcaniHin
(Hanpuknag, 2-xiHokcaniHin, 3-xiHokcaniHin, 5-xiHokcaniHin, 6-xiHoKcaniHin, 7-xiHokcaninin, 8-
XiHokcaniHin), nipasono[1,5-alnipugun (Hanpuknag, nipasono[1,5-1]nipuanH-2-in, nipasono[1,5-
a]nipngun-3-in, nipasono[1,5-alnipuavH-4-in, nipasono[1,5-alnipnann-5-in, nipasono[1,5-alnipnanH-6-
in, nipasono[1,5-alnipngunn-7-in), imigaso[1,2-alnipuamn (Hanpuknag, imigaso[1,2-alnipnguH-2-in,
imigaso[1,2-a]nipuamH-3-in, imigaso[1,2-alnipnguH-5-in,  imigaso[1,2-ajnipuamH-6-in,  imigaso[1,2-
ajnipuguH-7-in, imigaso [1,2-alnipuguH-8-in); i

HacuyeHa abo HeHacmyeHa 3-14-uneHHa He-apomMaTuU4vHa reTepouMKIiiyHa rpyna, wo mae 1 - 5
retepoatomis, WO BWBMpalTb 3 asoTy, CipPKM i KUCHIO, Taka K TeTparigpodypun, okcasoniguHin,
imigasonidin (Hanpuknag, 1-imigasoniHin, 2-imigasonidin, 4-imigasonidin), asupuguhin (Hanpuknag, 1-
asnpUAnHIN, 2- asMpuaviHin), as’eTuavHin (Hanpuknag, 1-aseTnavHin, 2-a3eTUaunHIn), niponiguHin
(Hanpuknag, 1-niponiguHin, 2-niponiguHin, 3-niponiguHin), ninepuanHin (Hanpwuknag, 1-ninepuaunHin,
2-ninepuauHin, 3-ninepuavHin), asenadin (Hanpuknag, 1-asenadin, 2-asenadin, 3-asenadin, 4-
asenaHin), asokaHin (Hanpuknag, 1-as3okaHin, 2-a3okaHin, 3-a3okaHin, 4-a3okaHin), ninepasuHin
(Hanpuknag, 1,4-ninepasvH-1-in, 1,4-ninepasuH-2-in), AdiaseniHin (Hanpuknag, 1,4-giasenid-1-in, 1,4-
piasenin-2-in, 1,4-piaseniH-5-in, 1,4-giaseniH-6-in), giasokadin (Hanpuknag, 1,4-giasokad-1-in, 1,4-
pia3okaH-2-in, 1,4-pia3okaH-5-in, 1,4-pgias3okaH-6-in, 1, 5-piasokan-1-in, 1, 5-pia3okan-2-in, 1, 5-
AiasokaH-3-in), TeTparigponipaHin (Hanpuknag, TeTparigponipaH-4-in), mopdoniHin (Hanpuknag, 4-
mMopcponiHin), TiomopdoniHin (Hanpuknag, 4-TioMopdoniHin), 2-okcasoniguHin, gurigpodypun,
aurigponipaxin i aurigpoxiHonin.

AKLWO cneuianbHO HE BKa3aHO iHWe, B LbOMY OMNUCi, Npuknagamm “5-10-4neHHnx reTepoumKnivyHnX
rpyn” € rpynu, Wwo MatoTb 5-10-uneHiB 3 Nomixk 3ragaHoi BuLle “3-14-4neHHoi reTepouuKnivyHoi rpynu’.

Akwo cnelianbHO He BKa3aHo iHWe, B LIbOMY ONUCi, Npuknagamu “apoMaTuyHOi reTepoLmKnivyHOT
rpynn” (i apomMaTU4HOI reTepoUMKIiYHOT YaCTMHM B 3aMicHUKY) € “3-14-uneHHa apomaTuyHa
retepouukniyHa rpyna, wo Mae 1 - 5 retepoaTomiB, WO BMOUPaTb 3 a30TY, CipKM i KUCHIO”, siK
npuknaz 3rafjaHoi BuLLe “reTepoumnkniyHol rpynun’.

Akwo cneuianbHO He BKaszaHO iHWe, B UbOMY ONWUCI, nNpuknagamu “He-apoMaTuUyHOl
reTepouukniyHoi rpynu” (i apoMaTUYHOI reTepPOLMKITIMHOI YacTUHW B 3aMiCHUKY) € “HacudeHa abo
HeHacuyeHa 3-14-yneHHa He-apomMaTudHa reTepouuknivyHa rpyna, wo mae 1 - 5 retepoatomis, O
BNOMpPalOTb 3 a30TY, CiPKM i KUCHIO” SIK NpUKNag 3ragaHoi BULLIE “TeTEPOLIMKIIYHOI rpynun”.

AKWo creuianbHO HE BKa3aHO iHWeE, B LUbOMY OMWUCI, MpuknagamMu “Hacu4eHoi reTepoumKITivyHOl
rpynn” (i Hacu4eHoi reTepouMKiYHOI YacTUHM B 3aMICHMKY) € HacuveHa 4depepn 3ragaHoi “He-
apomaTuyHoi  reTepouukniyHoi  rpynu”. i cneundiyHMMK  npuknagamu € TeTparigpodypun,
MopdoniHin, TiomopdoniHin, ninepnguHin, NiponiguHin i ninepasuHin.
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Akwo cneuianbHO He BKasaHO iHWe, B UbOMY OMNWCi, npuknagamm “5-6-4neHHOl HacuYeHoi
reTepoUMKIiyHOi rpynu” (i HACMYEHOI reTepoUnKNIYHOT YaCcTMHM B 3aMiCHUKY) € Taki, WO MalTb 5-6-
yYneHiB cepepf 3ragaHoi “HacuyeHol reTepoLmKITivYHOI rpynn”.

AKWo cneuianbHO He BKa3aHO iHWeE, B LbOMY onuci, npuknagamm “ankokcn (rpynm)” € Ciag
ankokcu (rpyna).

AKWo cneuianbHO He BKa3aHO iHWe, B LbOMYy onuci, npuknagamm “Ci,q ankokcu (rpynu)’ e
METOKCW, €eTOKCW, MPOMOKCK, i30Mpornokcn, OyToKcKH, i300yTOKCKM, BTOP-OYTOKCKU, MEHTUNOKCKU |
reKCUroKcu.

Akwo cneuianbHO He BKa3aHo iHLLE, B LibOMY onuci, npuknagamu “Cs; uuknoankinokeu (rpyna)” €
LMKNOMPOMINOKCH, LIMKMOBYTUMOKCHU, LIUKITONEHTUMOKCHU, LIMKITOrEKCUIOKCH.

Akwo cneuianbHO He BKasaHoO iHWe, B UbOMYy onuci, npuknagamm “Ce.4 apunokcu (rpynu)’ €
deHinokeu, 1-HadpTUNOKCH i 2-HapTUNOKCK.

Akwo cneuianbHO He BKasaHO iHWe, B LbOMY onuci, npuknagamu “C,.i¢ apankinokcu (rpynu)” €
©eH3UNoKeu i PeHEeTUNOKCH.

AKwo cneuianbHO He BKAa3aHO iHLWeE, B LIbOMY OMMUCI, NpyKnagamn “ankin-kapOoHinoken (rpynu)” €
C1.10 ankin-kapOoHinokcu (rpyna).

Akwo cneuianbHO He BKa3aHO iHWe, B UbOMYy onuci, npuknagamu “Ciio ankin-kapOoHinokcm
(rpynu)” € aLeToKcK i MPOMiOHINOKCK.

AKwo cneuianbHO He BKa3aHoO iHLe, B LIbOMY OMWCI, NpyKnagaMu “ankokcu-kapboHinokecu (rpynu)”
€ C1.1p ankokcu-kapboHinokecu (rpyna).

AKWo cneuianbHO He BKasaHO iHWe, B LbOoMy onuci, npuknagamm “Ci.jp ankokcu-kapboHinokcu
(rpynu)” € MEeTOKCUKapBOHINoKeH, €TOKCMKapOOoHInokey, NPONoKcKKapbOHINoKecK i
OyTokcrkapbOoHinokeu.

AKWo cneuianbHO He BKa3aHO iHWe, B LbOMY OMWCI, Npuknagamu “MoHO-ankin-kapbamoinokcu
(rpynn)” € moHo-C,.19 ankin-kapbamoinokcu (rpyna).

AKWo cneuianbHO He BKa3aHO iHWe, B LbOMY ONKUCI, npuknagamm “moHo-Ciiq ankin-
kapbamoinokcu (rpynu)” € meTunkap6amoinokcu i eTunkapbamMoinokcu.

Akwo cneuianbHO He BKa3aHO iHWe, B LbOMY ONWCi, Npuknagamu “gi-ankin-kap6amoinokcu
(rpynun)” € gi-Cy. 1o ankin-kapbamoinokcu (rpyna).

AKwo cneuianbHO He BKasaHoO iHWe, B LUbOMY onuci, npuknagamu “gi-C; 1o ankin-kapbamoinokcu
(rpynn)” € gumeTunkapbamoinokeu i gieTunkap6amoinokcu.

AKWOo cneuianbHO He BKa3aHO iHWe, B UbOMy onuci, npuknagamu “Ceg.i, apun-kapboHinokcu
(rpynun)” € 6eH3oinokcm i HadpTunkapboHinokew.

AKWo creuianbHO He BKasaHO iHWe, B LUbOMYy OMWCi, npuknagamu “moHo- abo ai-Cei4 apwun-
kapb6amoinokecu (rpynu)” € deHinkapbamoinokecu i HadTunNKapdamoinokeu.

AKWOo cneuianbHO He BKa3aHO iHLWE, B LbOMY OMUCI, NpuKNagamu reTepouUKiYHOT YaCTUHU
“retepoumkn-okcn (rpynu)’ € Taki, Wo nogibHi Ao 3ragHoi “reTepoumkniyHoi rpynu’. CneuudidHo,
npuknagammn “retepouukn-okcu (rpynu)” € 5-14-uneHHa retepouumkn-okcn (rpyna), wo mae 1 - 5
retepoatoMis, L0 BUOMpatoTb 3 @30Ty, CipKM i KUCHIO.

Akwo cneuianbHO He BKasaHo iHWe, B LIbOMY OMWCIi, NPUKNagamu apomMaTU4HOI reTepoLUKivyHOT
YacTUHU “reTepouuK-okcy (rpynm)” € Taki, WO MNoAibHi “apomMaTWyHI reTepouMKNIYHIA rpyni”, sK
npuknagm 3ragaHoi “retepouukniyHoil rpynn”. CneuundivHo, npuknagaMmy “apoMaTuyHoi reTepoLmKn-
okcu (rpynm)” € 3-14-yneHHa apomaTuU4Ha reTepoLumKkIi-okeu (rpyna), wo mae 1 - 5 retepoaTtomis, WO
BNOMPAIOTb 3 a30TY, CipKU i KNCHIO.

AKWO cneuianbHO He BKas3aHO iHWeE, B LbOMY onwuci, npuknagamm “Ciio ankincyrnb@OoHiNoKcK
(rpynu)” € MeTuncynbdOHINOKCK | eTUNCYNbOHINOKCH.

AKWwo cneuianbHO He BKa3aHO iHWe, B LUbOMY onuci, npuknagamu “‘ranoreHo Ci.qg
ankincynbdOHINoKcK (rpynu)”’ € ranoreHoMeTUNCy b OHINOKCH i ranoreHoeTUnCynbgOoHINoKeH.

Akwo cneuianbHO He BKa3aHoO iHLLIE, B LIbOMY ONUCI, NpuKnagamu “ankincynbgaHinbHoi (rpynu)” €
C1.10 ankincynbaHinbHa (rpyna).

Akwo cneuianbHO He BkasaHO iHWe, B LbOMYy onuci, npuknagamu “Ciip ankincynbdaHinbHoi
(rpynn)” € MmeTuncynbdaHin,  eTuncynbdadin,  nponincynbdaHin,  izonponincynbdaHin,
OyTuncynbganin, BTop-6yTnncynsdatin i TpeT-6yTnncynsdatin.

Akwo cneujianbHO He BKa3aHo iHLLe, B LbOMY onuci, npuknagamu “Cs ; LuknoankincynbgaHinbHOT
(rpynn)” € uwmknonponincynbdain, uuknobyTuncynbdaHin, LMKNoneHTuncynbdaHin i
LMKrorekcuncynbdaHin.

AKWo cneuianbHO He BKasaHO iHWe, B LbOMYy onuci, npuknagamu “Cg.i4 apuncynbdaHinbHoi
(rpynn)” € peHincynbdanin, 1-HadTuncynbgaHin i 2-HadTuncynbdaHin.

AKWOo cneuianbHO He BKa3aHO iHWeE, B LbOMY onuci, npuknagamun “C;.i¢ aparnkincynbgaHinbHoi
(rpynn)” € 6eH3nncynbdaHin i dpeHeTuncynbgatin.
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Akwo cneuianbHO He BKasaHOo iHWe, B LbOMY OMWCi, MpuUKNnagamu reTepouunKniyHOi YacTuHU
“retepoumkn-cynbdaHinbHol  (rpynu)” € Taki, Wwo nopfibHi 3ragaHin  “reTepouuMkniyHin - rpyni’.
CneundiyHo, npuknagamun “reTepoumnkn-cynbdaHinbHoi (rpynu)” € 5-14-uneHHa reTepouunkn-
cynbdaHinbHa (rpyna), wo mae 1 - 5 retepoatomis, WO BUOGUPAIOTL 3 a30TY, CipKW i KUCHIO.

AKWo cneuianbHO He BKa3aHO iHWe, B LIbOMY OMUCI, NpuKnagamu “ankin-kapboHinbHoi (rpynu)” €
C1.10 ankin-kapOboHin.

AKWo cneuianbHO He BKasaHO iHWe, B LbOMYy onuci, npuknagamu “Ciio ankin-kapboHinbHoi
(rpynn)” € aueTun, NponioHin i nisanoin.

Akwo cneuianbHO He Bka3aHO iHLWe, B LbOMY onuci, npuknagamu “Cs; UmMknoankin-kapboHinbHoi
(rpynun)” € umknonponinkapboHinbHa, LMKNoneHTUNKapboHineHa i LumknorekcunkapboHineHa rpyna.

Akwo cneuianbHO He BKas3aHO iHWe, B LbOMY onuci, npuknagamun “Cg.i4 apun-kapboHinbHOT
(rpynn)” € 6en3oin, 1-HadTOIN | 2-HadTOIN.

Akwo cneuianbHO He BKasaHO iHWeE, B LbOMYy onuci, npuknagamn “C-.is apankin-kapboHinbHoi
(rpynun)” € chbeHinaueTnn i 3-cpeHinnponioHin.

AKWwo cneuianbHO He BKAa3aHO iHWe, B LbOMY OMNWUCI, NpuKnagamMu retepouukriiyHoi 4YacTUHK
“reTepoumKn-kapOoHinbHOI (rpynun)” € Taki, Wo NogibHi 3ragaHin “retepoumknivHiv rpyni’. CneumdidHo,
il npuknagamun € 3-14-yneHHa reTepoumkn-kapOoHinbHa (rpyna), wo mae 1 - 5 retepoatomis, Lo
BMOMpaloTb 3 a30Ty, CipkM i KncHo. Kpim Toro, i cneumndiyHnmMm npuknagamm € NikoniHoiN, HIKOTUHOI T,
i30HIKOTMHOIN, 2-TeHoin, 3-TeHoin,  2-cpypoin, 3-dypoin, 1-MopdooniHinkapboHin,  4-
TiomopdoniHinkapboHin, asupuauH-1-inkapboHin, asmpuanH-2-inkapboHin, aseTuauH-1-inkapboHin,
aseTuamnH-2-inkapboHin, niponignH-1-inkapboHin, niponianH-2-inkapBoHin, niponianH-3-inkapboHin,
ninepnaunH-1-inkapboHin, ninepuanH-2-inkapboHin, ninepnanH-3-inkapboHin, asenaH-1-inkapboHin,
asenaH-2-inkapboHin, asenaH-3-inkapboHin, asenaH-4-inkapboHin, asokaH-1-inkapBoHin, asokaH-2-
inkapOoHin, asokaH-3-inkapboHin, asokaH-4-inkapboHin, 1,4-ninepasuH-1-inkapboHin, 1,4-ninepasuH-
2-inkapboHin, 1,4-piasenaH-1-inkapboHin, 1,4-giasenaH-2-inkapboHin, 1,4-giasenaH-5-inkapboHin, 1,4-
piasenaH-6-inkapboHin, 1,4-pia3okaH-1-inkapboHin, 1,4-gia3okaH-2-inkapborin, 1,4-gia3okaH-5-
inkapboHin, 1,4-giazokan-6-inkapboHin, 1, 5-giazokaH-1-inkapboHin, 1, 5-gia3okaH-2-inkapboHin i 1, 5-
Aia3okaH-3-inkapOoHin.

AKwo crneuianbHO He BKasaHo iHWe, B LbOMY OMUCi, Npuknagamu “kapOokcu (rpynu), Wo Moxe
OyTn ectepudbikoBaHa” € kapOoKcK, ankokcu-kapboHin, wo moxe 6yTu 3amiweHuii, Cg 14 apunokKcu-
KapOoHin, wo moxe Oyt 3amiweHun, C;is aparnkinokcu-kapOoHin, wWo moxe OyTu 3amileHun,
cuninokcu-kapboHin, wo moxe 6ytn 3amiweHun (Hanpuknag, TMC-O-CO-, TES-O-CO-, TBS-O-CO-,
TIPS-O-CO-, TBDPS-0O-CO-, ToLWo).

AKwo cneuianbHO He BKka3aHO iHLWe, B LbOMY OMUCI, NpyKNagamu “ankokcu-kapboHineHoi (rpynu)”
€ MeTOKCHKapbOoHin, eToKCcMKapBOHin, NponokcMkapboHin, i TpeT-6yTokcnkapOOoHin.

AKWO cneuianbHO He BKa3aHO iHWe, B UbOMY onuci, npuknagamn “Ce.14 apunokcu-kapOoHInbHOI
(rpynu)” € peHokcrkapBOoHin.

Akwo cneuianbHO He BKa3aHO iHWe, B LbOMy onuci, npuknagamu “C.is apankin-kapboHinbHoi
(rpynun)” € 6eH3unokcmMkapOoHin i deHeTunokcnkapOoHin.

Akwo cneuianbHO He BKa3aHoO iHLWIEe, B LiIbOMY OMNUCI, NpuKnagaMn “ankincynboHinbHoI (rpynu)” €
C1.10 ankincynboHinsHa (rpyna).

Akwo cneuianbHO He BkasaHO iHWe, B LbOMy onuci, npuknagamum “Cji.ip ankincynbOoOHinbHOI
(rpynn)” € meTuncynbdOoHIn i eTuncynbdOoHin.

AKLWLO cneuianbHO He BKA3aHO iHLWe, B LibOMY Onuci, npuknagamu “Cs; LMKIOAnKiNCynbgOHINbHOI
(rpynn)” € umknonponincynbgoHin, LUMKNOBYTUNCYNbMOHIn, LMKINOMEHTUICYNbMOHIN i
LMKITOreKcuncynbdoHin.

AKWo cneuianbHO He BKasaHO iHWe, B LbOMYy onuci, npuknagamu “Cg.i4 apuncyrnb@OHINbHOI
(rpynun)” € cpenincynbdoHin, 1-HadTNNCyNbGOHIN i 2-HadTUNCynbdOHiIn.

Akwo cneuianbHO He BKasaHOo iHWe, B LbOMY OMWCI, NpUKNagaMmu reTepouuMKniyHOl YacTuHU
“reTepoumKn-cynb@oHINbHOT  (rpynn)” € Taki, Wo nofibHi 3ragaHin  “reTepounknivHin  rpyni”.
CneuundiyHo, npuknagamu “reTepoumkn-cynbdoHinbHOI (rpynu)” € 5-14-uneHHa reTepounkn-
cynbdoHineHa (rpyna), wo mae 1 - 5 retepoatomis, WO BUOMPAIOTb 3 a30TY, CIPKU i KUCHIO.

Akwo cneuianbHO He BKasaHoO iHLWe, B LLbOMY OMWCI, NpUKNagamu HacuyeHol reTepoLMKITiYHOT
YaCTMHU  “HacWYeHOi  reTepouUMKI-CynbMOHINLHOI  (rpynn)” € Taki, Wo nofibHi 3ragaHin
“reTepoumknivHivi rpyni”. CneumdivyHo, npuknagamu “‘retepoumkn-cynb@oHineHoi (rpynun)’ € 5-14-
UneHHa reTepouunkn-cynbdoHinbHa (rpyna), wo mae 1 - 5 retepoatomis, WO BUOUpalTh 3 a3oTy,
CipKW | KUCHIO.

AKWOo cneujianbHO HE BKa3aHo iHLIE, B LibOMY OMWCI, NpUKNagamn “ankincynbdininbHoi (rpynn)” €
C1.10 ankincynb@iHineHa (rpyna).

16



10

15

20

25

30

35

40

45

50

55

60

UA 106741 C2

Akwo cneuianbHO He BKa3aHO iHWe, B UbOMYy onuci, npuknagamu “Ci.jo ankincynbgiHinbHOi
(rpynn)” € meTuncynbiHin i eTuncynbaiHin.

AKWo cneujianbHO He BKa3aHo iHLWIEe, B LLbOMY onuci, npuknagamu “Cs; uuknoankincynb@iHinbHoi
(rpynn)” € LmknonponincynbdiHin, LMKNobyTuUncynbdiHin, LMKIONEHTUNCYNbMIHIN i
LMKriorekcuncynbadiin.

AKWo cneuianbHO He BKasaHO iHWe, B LbOMYy onuci, npuknagamu “Ceg.i, apuncynb@iHinbHoi
(rpynn)” € peHincynbiHin, 1-HadTUNCcynbgiHin i 2-HadTuncynbdidin.

Akwo cneuianbHO He BKa3aHO iHWeE, B LbOMY OMWUCI, NpuKnagamu reTepoumnknivyHOl YaCcTUHK
“reTepoumkn-cynb@iHineHOT  (rpynun)” € Taki, Wo nodibHi 3ragaHin  “reTepoumknivHii - rpyni”.
CneumndiyHo, npuknagamn ‘retepoumnkn-cynb@iHineHoi (rpynn)” € 5-14-yneHHa reTepouukn-
cynbiHinbHa (rpyna), wo Mae 1 - 5 retepoatoMis, WO BUBMPaIOTL 3 a30TY, CiPKX | KUCHIO.

Akwo cneuianbHO He BKa3aHO iHLLE, B LbOMY ONUCI, NpuKnagamu “ankin-kapbamoinsHoi (rpynu)” €
C1.10 ankin-kapbamoinbHa (rpyna).

Akwo cneuianbHO He BKa3aHO iHWe, B LbOMy onuci, npuknagamu “Ciio ankin-kapbamoinbHoi
(rpynn)” € metunkapbamoin, etunkap6amoin i nponinkap6amoin.

AKWwo cneuianbHO He BKas3aHO iHWeE, B LUbOMY OMWUCi, Mpuknagamu “MoHo- abo gi-ankinamiHo
(rpynn)” € moHo- abo fi-Cy 19 ankinamiHo (rpyna).

Akwo cneuianbHO He BKa3aHO iHWe, B UbOMY OMNUCI, NpUknagammn “MoHo- abo ai-Ci.,q ankinamiHo
(rpynn)” € meTunamiHo, eTunamiHo, NponinamiHo, AMMETUIIaMIHO i AieTunamiHo.

AKwo cneuianbHO He BKasaHo iHLWe, B LIbOMY OMNWCi, Npyknagamu “ankin-kapboHinamiHo (rpynm)” €
C1.10 ankin-kapboHinamiHo.

AKWwo cneuianbHO He BKasaHo iHWe, B LboMy onuci, npuknagamun Ci,q ankin-kapboHinamiHo
(rpynn)” € aueTunamiHo, NponioHinamiHo i nisanoinamiHo.

AKWo cneuianbHO He BKa3aHO iHLWIE, B LbOMY OMUCI, NpuUKNagamu reTepouMKiYHOT YaCTUHM
“retrepoumkn-amiHo (rpynu)” € Taki, Wwo nofibHi 3ragaHin “retepoumknivnii rpyni”. MNpuknagamm
“reTepoumkn-amiHo (rpynu)” € 2-nipugun-amiyo.

AKwo cneujianbHO He BKa3aHO iHWeE, B LbOMY ONWUCI, MpuKnagamn “retepoumnkn-kapooHiny”
“reTepoumkn-kapOoHinamiHo (rpynu)” € Taki, Wo nopAibHi 3ragaHoMmy “reTepouukn-kapboHiny”.
Mpuknagamm “reTepouukn-kapboHinamiHo (rpynu)” € nipuaun-kapoboHinamiHo.

Akwo cneuianbHO He BKasaHO iHWe, B LbOMY OMWCI, Npuknagamu “retepouumkniyHol (rpynu)”
“reTepoumkn-okcukapboHinamiHo (rpynu)” € Taki, Wo noAibHi 3ragaHii “reTepouumknivHin  rpyni”.
Mpuknagamm “reTepouukn-okcnkapboHinamiHo (rpynu)” € 2-nipugun-okcnkapboHinamiHo.

Akwo cneuianbHO He BKa3aHO iHLWe, B LUbOMY OMNWUCI, Npukrnagamun “retepouuknivyHol (rpynm)”
“retepoumkn-cynbdoHinamiHo (rpynu)’ € Taki, Wo noAdibHi 3ragaHii  “reTepouuknivHin  rpyni’.
Mpuknagamm “reTepouukn-cynb@oHinamiHo (rpynu)” € 2-nipugnn-cynbdoHinamiHo.

Ao cneuianbHO He BKa3aHO iHWeE, B LbOMY OMMUCI, Mpuknagamun “ankokcu-kapOoHinamiHo
(rpynun)” € Cy.1o ankokcn-kapboHinamiHo.

AKwo cneuianbHO He Bka3aHO iHWe, B LbOMY onuci, npuknagamu Cj.i9 ankokcu-kapboHinamiHo
(rpynn)” € MeToKcukapOoHinamiHo, €eTOoKCcuKapOoHinamiHo, nponokcukapboHinamiHo i
OyTokcukapboHinamiHo.

Akwo cneujianbHO He BKa3aHO iHWe, B LIbOMY OMUCI, Npuknagamu “ankin-cynsgoHinamido (rpynu)”
€ Cy.19 ankin-cynbgoHinamiHo.

AKWOo creuianbHO He BKa3aHO iHWe, B LUbOMYy onuci, npuknagamu “Ci.io ankin-cynbgoHinamiHo
(rpynn)” € meTuncynbdOHINamiHo i eTuncynbdOoHiNnamiHo.

AKWwo cneuianbHO He BKasaHO iHWe, B LUbOMY OMuUCi, npuknagamm “moHo- abo gi-Cs
umknoankinamiHo (rpynu)” € LMknonponinamiHo, UMKNONeHTUNAMIHO i LIMKIOrekcunamiHo.

AKLWO cneuianbHO HE BKa3aHO iHWe, B UbOMY onuci, npuknagamu “Cs ; umknoarkin-kapboHinamiHo
(rpynn)” € umknonponinkapOoHinamiHo, UMKNoneHTUNkapboHinamiHo i LumknorekcunkapboHinamiHo.

Axkwo cneuianbHO He BKasaHO iHWe, B LUbOMy onuci, npuknagamun “Cs; UUKNOaAnkinokcu-
kapboHinamiHo (rpynu)” €  LMKIOMPONOKCUKapOOoHiNamiHo,  LMKIONEHTUNOKCMKapOOoHinamiHo i
LMKINorekcunokcnkapboHinamiHo.

Akwo cneudianbHO He BKkasaHO iHWe, B LUbOMYy onuci, npuknagamm “Cs; UMKNoankin-
cynboHinamiHo  (rpynu)” €  UMKNonponincynb@OoHiNamiHo,  UUKNOMNEHTURCYNbgOoHIinamiHo i
LMKnorekcuncynbdoHinamiHo.

AKWOo creuianbHO He BKa3aHo iHLWe, B LbOMY OMWCi, Npuknagamm “MoHo- abo gi-Ce.14 apunamiHo
(rpynn)” € dheHinamiHo i andeHinamiHo.

AKWwo crneuianbHO He BKasaHO iHWe, B LbOMY ONWCi, Npuknagamu “mMoHo- abo fi-C.qs
aparkinamino (rpynu)”’ € 6eH3unamiHo.

AKWo cneuianbHO He BKasaHO iHWe, B LbOMy onuci, npuknagamm “Ce.ys apun-kapboHinamiHo
(rpynn)” € 6eH30inamiHo i HadToiNamiHo.
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Akwo cneuianbHO He BKa3aHO iHWe, B UbOMY onuci, npuknagamu “Ce.q4 apun-cynbdoHinamiHo
(rpynun)” € cpeHincynbdoHinamiHo, 2-HadTnncynedoHinamiHo i 1-HadTrncynegoHinamiHo.

CumBonu B 3raganux suile dopmynax (Popmyna (ly) i @opmyna (1)) 6yayTe po3KpuUTi HMKYE.

B sragaHin Buiie popmyni, R' 03Hauyae 3aMiCHUK.

Mpvknagamu 3amicHUKa NpeAcTaBneHoro R' € 3aMiCHWKM, WO BUGMPAlOTb 3 OMMUCAHOMO HIMKYE
3aMicHuKa rpynu A.

[BamicHuk rpynn A]

(1) aTomu ranoreHis;

(2) HiTporpyna;

(3) uiaHorpyna;

(4) kapbokcurpyna, wo moxe 6yTn ectepudpikoBaHa;

(5) ankinbHa rpyna, o Moxe 6yTu 3amilLeHolo;

(6) ankeHinbHa rpyna, Lo Moxe 6yTu 3amilLeHol;

(7) ankiHinbHa rpyna, wo moxe O6yTn 3amiweHot (Hanpuknag, Cs; umknoankin - C,g ankiHinbHa
rpyna, Wwo Moxe 6yTun 3amilLeHoto;

(8) C5.7 umMknoankinbHa rpyna, o Moxe 0yTu 3aMilleHOlo;

(9) Cs.14 apunbHa rpyna, wo Moxe 6yTn 3aMilLieHOI;

(10) C;.16 apankinbHa rpyna, o Moxe 0yTn 3aMilLeHOIO;

(11) Ce.14 apun - C,. arnkeHinbHa rpyna, o Moxe 0yTu 3aMilleHOl;

(12) reTepouuknivyHa rpyna, Wo Moxe OyTu 3aMmiLleHOlo;

(13) rigpokeurpyna;

(14) ankokcurpyna, Lo Moxe ByTu 3amiLLeHolo;

(15) Cs.7 uMknoankinokecurpyna, Lo moxe 6yTu 3amilLeHo;

(16) Cs.14 apunokcurpyna, Lo MOXe ByTu 3amilleHolo;

(17) C.16 apankinokcurpyna, o moxe 6yTu 3amileHoto;

(18) ankin-kapboHinokcurpyna, Lo Moxe 6yTu 3aMilLeHol0;

(19) ankokcu-kapboHinokcurpyna, Lo Moxe 6yTh 3aMilLieHol;

(20) moHo-arnkin-kapbamoinokcurpyna, Wwo Moxe 6yTn 3amilleHolo;

(21) pi-ankin-kapbamoinokcurpyna, o Moxe 6yTn 3amileHolo;

(22) Ceg.14 apun-kapOoHinokcurpyna, Lo Moxe 0yTu 3amiLleHO!o;

(23) moHo- abo fi-Cg 14 apun-kapbamoinokcurpyna, o Moxe 6yTu 3amilleHOIo;

(24) retepouukn-okcurpyna, o mMoxe OyTu 3amilleHo (Hanpuknag, apomMaTUyHa reTepoLmKrl-
okeurpyna, wo moxe 0yTu 3amilLeHo)

(25) Cy.10 ankincynbdoHinokeun (rpyna), wo mMoxe 6yTn 3amiweHot (Hanpuknag, ranoreHo Ci o
ankincynb@oHinokeu (rpyna), Wwo moxe 6yTn 3amieHoto);

(26) mepkanTorpyna;

(27) ankincynbdaHinbHa rpyna, wo mMoxe 6yTn 3aMilLeHOoto;

(28) C3.7 umknoankincynbdaHineHa rpyna, wo Moxe 6yTu 3amilleHolto;

(29) Ce.14 apuncynbaHinbHa rpyna, Wwo Moxe 6yTn 3aMileHolo;

(30) C;.16 apankincynbdaHinbHa rpyna, Wwo Moxe 0yTn 3aMileHoto;

(31) reTepouukn-cynbaHinbHa rpyna, Lo Moxe 6yTu 3aMilLieHol0;

(32) popminbHa rpyna;

(33) ankin-kapboHinbHa rpyna, o Moxe OyTu 3aMilleHOH;

(34) Cs.7 unknoankinkapboHinebHa rpyna, Wwo Moxe 0yTu 3aMilleHOL;

(35) Cs.14 apunkapboHinbHa rpyna, Lo moxe 6yTn 3aMilLieHot;

(36) C-.16 apankinkapboHinbHa rpyna, wo Moxe 6yTh 3aMilLeHOt;

(37) reTepouukr-kapOoHinbHa rpyna, Lo Moxe 6yTn 3amilleHoto;

(38) ankincynboHinbHa rpyna, Lwo Moxe 0yTun 3amilleHolo;

(39) C3.7 umknoankincynbgoHinbHa rpyna, wo Moxe 6yTu 3amilleHolto;

(40) Cg.14 apuncynboHinbHa rpyna, Wwo Moxe 6yTn 3aMileHoto;

(41) reTepouukn-cynbOHinbHa rpyna, Lo Moxe 6yTu 3aMilLeHoL0;

(42) ankincynbiHinbHa rpyna, Wo Moxe 6yTn 3aMileHoto;

(43) C3.7 umknoankincynbdiHinbHa rpyna, wo MoXe 6yTn 3aMilLeHoto;

(44) Cg.14 apuncynbiHineHa rpyna, wo Moxe 6yTn 3amileHolto;

(45) reTepouukn-cynbdiHineHa rpyna, Wwo Moxe 0yTn 3amilleHolo;

(46) cynbdorpyna;

(47) cynbamoinbHa rpyna;

(48) cynbiHamoinbHa rpyna;

(49) cynbheHamoinbHa rpyna;

(50) TiokapbamoinbHa rpyna:
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(51) kapbamoinbHa rpyna, wo moxe Oyt 3amilleHoo [Hanpuknag, ankin-kapbamoinbHa rpyna,
Lo Moxe 6yTu 3amileHoto]

(52) amiHorpyna, o mMoxe 6yTun 3amiweHoto [Hanpuknag,

amiHo,

MOHO- abo Aai-ankinamiHorpyna, Lo MoXe 6yTu 3amileHoto,

MOHo-or fi-Cs.; UuKnoarnkinamiHorpyna, Lo mMoxe 6yTu 3amileHoto,

MOHO- abo Aai-Cg 14 apunamiHorpyna, Lo moxe 6yTu 3amiweHoto,

MOHO- abo ai-Cy.1¢ apankinamiHorpyna, o moxe 6yTu 3amilLLeHOoto,

reTepoLUmMKIliyHa amiHorpyna, wo mMmoxe 6yTu 3amilleHoto,

Ce.14 apun-kapboHinamiHorpyna, o moxe 6yTu 3amilLeHoto,

dopminamiHo,

ankin-kapboHinamiHorpyna, Lo moxe 6yTun 3amilieHoto (Hanpuknag, MoHOo-(Cy 19 ankin-kapboHin)-
amiHorpyna, Lo Moxe 0yTu 3aMilLleHot0),

Cs.7 umknoankin-kapboHinamiHorpyna, Lo moxe 6yTu 3amilLeHoto,

reTepoumkI-kapooHinamiHorpyna, Lo Moxe OyTu 3amilleHoto,

Cs.7 umKnoarnkinokcun-kapboHinamiHorpyna, o moxe 6yTu 3amilLeHoto,

reTepoLMKIT-OKCUKapboHinamiHorpyna, wo Moxe 0yTn 3aMilleHolo,

kap6amoinamiHorpyna, Lo Moxe 6yTu 3amileHoto,

ankincynbgoHinamiHorpyna, o moxe 6yTu 3amilleHoto,

Cs.7 umMknoarnkin-cynbdgoHinamiHorpyna, Lo mMoxe 6yTu 3amileHoto,

reTepouykniyHa cynbdoHinamiHorpyna, wo mMoxe 6yTu 3amilLeHoto,

Cs.14 apuncynbdoHinamiHorpyna, wo moxe 6yTu 3amilleHoo]

Cepep 3ragaHux BuLLe 3amicHukiB rpynun A, To6T10, 0cobnmBo,

"ankokcun-kapBoHinbHa rpyna, Wwo Moxe 6yt 3amileHor",

"ankineHa rpyna, wo moxe 6yTu 3amilieHo",

"ankeHinbHa rpyna, o mMoxe 0yTu 3amilleHo",

"ankiHinbHa rpyna, wo Moxe 0yTu 3amilleHo",

"ankokcurpyna, o mMoxe 6yTn 3amilieHoro",

"ankin-kapOoHinokcurpyna, wo moxe 0yTu 3amilleHo",

"ankokcu-kapboHinokecurpyna, wo moxe 0yTu 3amilleHo",

"MOHO-ankin-kapbamoinokcurpyna, Lo moxe 0yTu 3amilleHor",

"niankin-kapbamoinokeurpyna, wo moxe 6yTu 3amileHor",

"ankincynbaHinbHa rpyna, Wwo Moxe 6yTn 3amiweHoto",

"ankinkapboHinbHa rpyna, o moxe 6yTn 3amileHo",

"ankincynboHinbHa rpyna, Wwo Moxe 6yTn 3amiweHor",

"ankincynbiHinebHa rpyna, wo moxe 6yTun 3amilieHor",

"ankin-kapbamoinbHa rpyna, wo Mmoxe 6yTu 3amiweHoto",

"MOHO- abo gi-ankinamiHorpyna, o Mmoxe 6yTu 3amilleHor",

"ankin-kapboHinamiHorpyna, Lo Moxe 6yTun 3amilieHor",

“MOHO-(C1.10 @nkin-kapboHin)-amiHorpyna, Lo MoXe 6yTu 3amilieHo”

"ankokcu-kapboHinamiHorpyna, wo Moxe 6yt 3amieHor", i

"ankincynboHinamiHorpyna, wo Moxe 6yTn 3amiweHor",

iX 3aMiCHVMKM MOXYTb BUOMpaTUCL 3, Hanpuknag, HacTynHUX 3amicHukiB rpynm B. KinbkicTb
3aMiCHUMKIB 3HaxoAuWTbCHA B iHTepBani Big 1 A0 MakcMmanbHOI KiNbKOCTI, ika MOxe ByTu MpUCyTHS,
Oinblw nepeBaxHo 1 - 3 i We nepeBaxHo 1.

[BamicHuk rpynu B]

3amicHuk rpynu B Bkntovae HacTynHi

aToM raroreHy;

rigpoKCUrpyna;

HiTpOrpyna;

uiaHorpyna;

Cs.14 @purbHa rpyna, wo moxe 0ytu 3amiweHoro (“Ce.14 apuibHa rpyna” Mmoxe 6yt 3amilieHo
ogHUM abo Ginblue 3amiCHUKIB, WO BUOMpPalOTbL 3 HACTYMHUX: ranoreH, rigpokcu, uiaHo, amiHo, Ci g
arnkin, wo Moxe 6yTu ranoreHoBaHUM, MoHo- abo fi-C;.1g ankinamiHo, MoHo- abo fi-Cg 14 apunamiHo,
MOHO- abo gi- C;.16 apankinamiHo, Cs.; umknoarnkin, Ci.1o ankoken, dopmin, Ci.1o ankin-kapooHin, Cs 7
umknoankin-kapborin, Ce.14 apun-kapooHin, C;.i;¢ apankin-kap6orin, Ci.,q ankokcu-kapoboHin, Ce.i4
apunokcu-kap6oHin, Cr.1s apankinokcu-kapooHin, Ci.q9 ankincynbdadin, Ci.io ankincynbidin, Cy.q
ankincynbdoHin, kapbamoin, Tiokapbamoin, MoHo- abo ai-Cq.io ankinkap6amoin, MoHo- abo Ai-Ce.14
apun-kapbamoin i 1.i.);
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Ce.14 apunokeurpyna, wo moxe 6ytu 3amiweHot (“Ce.14 apunokcurpyna” moxe 6yTu 3amilieHowo
ofgHMM abo Ginblle 3amMiCHUKIB, WO BMOMPalOTb 3 HACTYMHUX: ranoreH, rigpokcu, uiaHo, amiHo, Cy.ig
arnkin, wo Moxe OyTu ranoreHoBaHuM, MOHO- abo fi-Cy.1o ankinamiHo, MoHo- abo gi-Cg.14 apunamiHo,
MOHO- abo gi- C;.16 apankinamiHo, Cs.; umknoarnkin, Ci.1o ankoken, dopmin, Ci.1o ankin-kapooHin, Cs;
umknoankin-kapborin, Ce.14 apun-kapooHin, C;.;¢ apankin-kap6orin, Ci.,q ankokcu-kapO6oHin, Cg.iy
apunokcu-kap6oHin, Cr.1¢ apankinokcu-kapooHin, Ci.q9 ankincynbdadin, Ci.io ankincynbgidin, Ci.q
ankincynbdoHin, kapbamoin, Tiokap6amoin, MoHo- abo ai-Cq.;o ankinkap6amoin, MoHo- abo Ai-Ce.14
apun-kapbamoin i 1.i.);

C,.16 apankinokcurpyna, wo moxe ©Oytn 3amiweHow (“C;is apankinokcurpyna” moxe 6yTtu
3amilLieHoo ogHUM abo BinbLue 3amiCHMKIB, L0 BUOMPAOTb 3 HACTYNMHUX: aTOMU ranoreHis, rigpokcu,
uiaHo, amiHo, Cy.19 ankin, wo moxe 6yTn ranoreHoBaHWM, MOHO- abo fi-C;.1o ankinamiHo, MoHo- abo
[i-Cs.14 apunamiHo, MoHo- abo ai- C;.1¢ apankinamiHo, Cs; umknoankin, Ci.,o ankokcn, dopmin, Ci 1o
ankin-kapboHrin, Cs.; uwuknoankin-kap6oHin, Cgi4 apun-kapborin, C;.i apankin-kapboHin, Ci.ig
ankokcu-kapboHin, Ce.14 apunokcu-kapboHin, C;.1 apankinokcu-kapoboHin, C.19 ankincynsganin, C.qg
ankincynbinin, Ciio ankincynbdoHin, kapbamoin, Tiokapbamoin, MoHo- abo gi-Ci.qg
ankinkap6amoin, moHo- abo fi-Ce.14 apun-kapbamoin i 1.i.);

MOHO- abo An-5-10-4neHHa reTepoumkiiiyHa rpyna, wo Mae 1 - 4 retepoaTtomis, WO BMOMpalTh 3
asoTy, CipkM i KUCHIO (Hanpuknag, dypwn, nipugun, TieHin, niponiguHo, 1-ninepyaunHin, 4-ninepmuawn,
ninepasuHin, 1-mopdoniHin, 4-tiomopdoniHin, asenaH-1-in, asokaH-1-in, asoHaH-1-in, 3,4-
AWrapoi3oXiHOMiH-2-in i T..), 9kun mMoxe Oyt 3amiweHun (“moHo- abo au-5-10-yneHHa
reTepoumkriiyHa rpyna, wo mae 1 - 4 retepoaTomis, O BUOMPaAIOTb 3 a30TY, CipKU i KNCHIO” MOXe ByTn
3amilieHoo ogHMM abo Ginblue 3amiCHUMKIB, O BMOMPAlOTb 3 HACTYMHUX: ranoreH, rigpokcu, LiaHo,
amiHo, Cy.1p ankin, wo moxe 6yt ranoreHoBaHUM, MOHO- abo Ai-Ci.1o ankinamiHo, MoHo- abo fi-Cg.14
apunamiHo, MoHo- abo fi- C;.1¢ apankinamiHo, Cs; uuknoankin, Cq.io ankokcu, dopmin, Ci.q9 ankin-
kapboHin, Cs; uwmknoankin-kapboHin, Cg.14 apun-kapboHin, C;.,s apankin-kapboHin, Ciiq ankokcu-
kapboHin, Cgis apunokcu-kapboHrin, C;.is apankinokcu-kapboHin, Ci.q ankincynbdanin, Ciig
ankincynbinin, Ciio ankincynbdoHin, kapbamoin, Tiokapbamoin, MoHo- abo gi-Cig
arnkinkap6amoin, moHo- abo fi-Ce.14 apun-kapbamoin i 1.i.);

amiHorpyna, o Moxe OyTu 3amilleHow [Hanpuknazg, amMiHorpyna, Wwo Moxe OyTu 3amileHoto
ogHUM abo ABOMa 3aMiCHMKamM, Wo BMOUpaoTb 3 rpynu, wo Mictutb Ci1q ankin, C,e ankeHin, Cg.14
apun, C;.1¢ apankin, reTepounknivyHy rpyny i rerepoumkn-ankineHy rpyny (Ci 1o ankin, C, ¢ ankeHin, Cq.
14 apun, C7_1 aparnkin, reTepouuknivyHa rpyna i retepouukn-ankineHa rpyna MoxyTb 6yTu 3amileHmMm
aToMamMu ranoreHy, rigpokcu, uiaHo, amiHo, Ciio ankinom, wWo Moxe OyTuM ranoreHoBaHUM (He
ankineHWN i ankeHiNbHUI 3amiCHUKK), MOHO- abo Ai-Ci (g ankinamiHo, MoHo- abo Aai-Cg 14 apunamiHo,
MOHO- abo pfi- C;i6 apankinamiHo, Cis; umknoankinom, Cijo ankokcu, dopminom, Ciio ankin-
kapboHinom, Cs; uuknoankin-kapboHinom, Ce14 apun-kap6oHinom, C;.is apankin-kapboninom, Ci.qg
ankokcu-kapboHinom, Cs;  uuknoankinokcu-kapoborinom, Cgi4 apunokcu-kapboHinom, Cqg
aparnkinokcu-kapboHinom, Cii9  ankincynbganinoMm, Cz;  uuknoankincynsdainom, Cig
ankincynbiHinom, Csy LMKnoankincynbgiHinom, Ci10 ankincynb@oHinom, Css
uuKnoankincynbgoHinomMm, kapbamoinom, Tiokapbamoinom, moHo- abo Ai-Ciig ankinkapbamoinom,
MOHO- abo ai-Cs.14 apun-kapbamoinom). “TeTepouunkn” B “reTepouukn-ankini’ € Takum Xe caMmum siK
3rajaHo BuLle B “reTepounknivHiv rpyni’];

C;.7 UMKnoarnkin;

C1.10 ankokcu, Wwo Moxe Oytu 3amiweHnn (“Ciig ankokcn” moxe OyTu 3amilleHuin ogHuM abo
Oinblle 3amiCcHUKIB, WO BMOMPaKTb 3 HACTYMHMX: ranoreH, rigpokcu, amiHo, MOHO- abo pgi-Ci.qg
ankinamiHo, MoHo- abo fi-Cg.14 apunamiHo, Cs; umknoankin, Ci,q ankokcu, dopmin, Ciio ankin-
kapOoHin, Cs; uumknoankin-kapboHin, Cg.i4 apun-kapboHin, C;..¢ apankin-kapooHin, Ci.iq ankokcu-
kapOoHin, Cegi1s4 apunokcu-kapborin, C;.i6 apankinokcu-kapboHin, Ci.q ankincynbdanin, Ciig
ankincynbginin, Ciip ankincynbdoHin, kapbamoin, Tiokapbamoin, MoHo- abo ai-Ciig
ankinkap6amoin, moHo- abo fi-Ce.14 apun-kapbamoin, i 1.i.);

dopmin;

C1.10 @nkin-kapOoHin (Hanpwuknag, auetun);

Cs.7 uMKnoarnkin-kapoboHin;

Ce.14 apun-kapboHin;

C-.16 apankin-kapboHis;

C1.10 ankoKcu-kapboHin;

Cé.14 apUIOKCH-KapOOoHin;

C-.16 aparnkinokcu-kapboHis;

C1.10 @ankincynbanin;

C1.10 @ankincynbiHin;
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C1.10 ankincynedoHin;

kapbamoin;

Tiokapbamoin;

MOHO- C,.1g ankinkapbamoin (Hanpuknag, metunkap6amoin, etTunkap6amoin, Towo);

ni-Cq.10 ankinkapbamoin (Hanpuknag, aumeTunkapbamoin, aietunkapbamoin,
eTunMmeTunkapbamoirn, ToLwo);

MOHO- abo gi-Cq14 apun-kapbamoin (Hanpuknag, deHinkapbamoin, 1-HadTunkapbamoin, 2-
HadpTMnkapbamoin, Towo); i

MOHO- abo aun-5-7-4neHHun reTepoumnkri-kapbamoin, wo mae 1 - 4 retepoaTtomis, O BUOGUparoTb 3
asoTy, CipKku i KnCHI0 (Hanpuknag, 2-nipugunkapbamoin, 3-nipugmnkapbamoin, 4-nipyannkapbamoin,
2-TieHinkap6amoin, 3-TieHinkapbamoin, ToLo).

Cepep 3ragaHux BuLLe 3amicHuKiB rpynn A, To6T0, ocobnumeo,

“Cé.14 apUIOKCU-KapOOHiIn, Lo MOXe ByTK 3amilLleHniA”,

“C+.16 apankinokcu-kapOoHin, wo moxe 6yTn 3amilleHnin”,

“Cs.7 umknoarnkin - C,.g ankiHin, wo moxe 6yTn 3amileHnin”,

“Cs.7 UMKIIOArKin, Wo Moxe 0yTn 3amilleHnin’,

“Ce.14 @puUI, SIKUIA MOXe OyTK 3amilleHnin”,

“C5.16 @parnkin, wo Moxe 6yTu 3amilleHnin”,

“Cg.14 apun-C,.g arnkeHin, wo Moxe 0yTn 3amilleHnin”,

“reTepoumkniyHa rpyna, wo Moxe 0yTn 3aMillleHo”,

“Cs.7 LMKIOATKIMNOKCH, O MOXe ByTW 3aMmilieHnin”,

“Cg.14 @PUITOKCHU, LLIO MOXe BYyTU 3amieHnn”,

“C+.16 @parnkinokcu, Wwo Moxe 6yTn 3amiieHnin”,

“Ce.14 apun-kapboHinokeu, wo Moxe 6yTy 3amilleHnin”,

“MOHO- abo fi-Cg_14 apyn-kapbamoinokcu, Wwo moxe 6yTu samiieHun”,

“reTepoLMKI-OKCH, Lo MOXe OyTK 3aMilLleHni”,

“apomaTnyHa reTepoLMKI-OKCH, L0 MOXe OyTK 3aMillleHniA”,

“Cs.7 UMKNoankincynbdatin, Wwo moxe 6yt samileHnn”,

“Ce.14 apuncynbdaHin, Wwo Moxe 6yTn 3amilieHnn”,

“C+.16 @parnkincynbgarin, Wwo mMoxe 0yTu 3amilleHnn’,

“reTepoumkn-cynbdadin, Wwo moxe 0yTn 3amilleHnn”,

“Cs.7 UMKnoankin-kapboHis, wo moxe 6yTn 3amieHnn”,

“Cg.14 apun-kapboHin, o moxe 6yt 3amileHnin”,

“C+.16 @pankin-kapOoHin, wo moxe 6yTun 3amieHnin”,

“reTepoumkn-kapboHin, Wwo Moxe OyTn 3amilleHnin”,

“Cs.7 LMKNOAnKIiNCcynbdOoHin, Wwo moxe 6yTn samieHnn”,

“Cg.14 apuncynboHin, Wwo moxe 0yTn 3amilleHnin’,

“reTepoumKn-cynb@oHin, Wo Moxe 0yTu 3amilleHnin’,

“Cz.7 UMKnoankincynbiHin, wo moxe 6yTn 3amilieHnin”,

“Ce.14 apuncynbiHin, wo moxe 6yTn 3amiieHnin”,

“reTepoumKkn-cynbaiHin, Wwo Moxe 6yt 3amiweHnin’,

“kapbamoin rpyna, o mMmoxe 0yTu 3amilleHo”,

“amiHorpyna, wo moxe 0yTu 3amilleHow”,

“MOHO- abo aun-Cs.; LUMKnoarnkinamiHorpyna, Lo Moxe 6yTu 3amilleHoto,

“MOHO- abo Ai-Cg_14 apynamiHorpyna, o mMmoxe 6yt 3amileHoto,

“MOHO- abo fi-C;.1¢ apankinamiHorpyna, wo moxe 6yTu 3amieHoto,

“reTepouuKIiyHa amiHorpyna, Lo mMoxe 6yTu 3amileHoto,

“Cg.14 apun-kapboHinamiHorpyna, Lo Moxe 0yTu 3amilleHoto,

“Cz.7 Unknoankin-kapboHinamiHorpyna, Lo Moxe 6yTu 3aMilLeHoto,

“reTepoumkn-kapOoHinamMiHorpyna, Lo mMoxe 6yTn 3amileHoto,

“C3.7 UMKoankinokcu-kapoboHinamiHorpyna, wo moxe OyTu 3amillleHoto,

“reTepoumkn-okcukapboHinamiHorpyna, o moxe 0yTu 3amilleHoto,

“kapbamoinamiHorpyna, Lo Moxe 6yTu 3aMilLeHoto,

“ankincynbgoHinamiHorpyna, Lo Moxe 6yTu 3amileHoto,

“Cs.7 UMKnoarnkin-cynbgoHinamiHorpyna, Lo Moxe 0yTu 3amilleHoto,

“reTepouuKkIiivyHa cynbgoHinamMiHorpyna, wo Moxe 6yTu 3aMilLeHot, i

“Cg.14 apuncynboHinamiHorpyna, Lo Moxe 6yTu 3amileHoto,

X 3aMiCHUKM MOXYTb BUBUpPATUCH i3, HAaNpuknag, 3ragaHnx BULLIE 3aMiCHUKIB rpynu B i HacTynHux
3amicHukiB rpynu B'. KinbkicTb 3amiCHMKIB 3Hax0aMUTLCA B iHTepBani Big 1 40 MakCUMarbHOI KifTbKOCTI,
sKka Moxe 6yTu NnpucyTHS, GinbLu nepeBaxHO 1 - 3 i We nepeBaxHo 1.
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[3amicHuk rpynn B’

3amicHuk rpynu B’ Bkroyae HacTynHi

Ci10 ankin, wo Moxe 6yTn 3amiweHun ogHumM abo Oinblie 3aMiCHUKIB, WO BMOMpalTb 3
HaCTYNHUX: ranoreH, rigpokcu, uiaHo, amiHo, MOHO- abo gai-Ci.,o ankinamiHo, MoHo- abo Ai-Cg 14
apunamiHo, MoHo- abo ai-C.¢ apankinamiHo, Cs; umnknoankin, Ci..q ankokcu, gopmin, Cq.q ankin-
kapboHin, Cs; umknoankin-kapboHin, Cg.14 apun-kapboHin, C;..¢ apankin-kapooHin, Ci.iq ankokcu-
kapboHin, Cg.is apunokcu-kapboHin, C.s apankinokcu-kapbonin, Ci.q ankincynbdanin, Ciig
ankincynbinin, Ciio ankincynbdoHin, kapbamoin, Tiokapbamoin, MoHo- abo gi-Ciqg
ankinkap6amoin, MoHo- abo ai-Cg 14 apun-kapbamoin, i T.i.;

C,6 ankeHin, wo mMoxe OyTu 3amiweHnn ogHuM abo Oinblle 3amicHukiB, WO BuUBUpalTb 3
HaCTYNHUX: ranoreH, rigpokcu, uiaHo, amiHo, MOHO- abo gai-Ci.i9 ankinamiHo, MoHO- abo Ai-Cg 14
apunamiHo, MoHo- abo ai-C;.1¢ apankinamiHo, Cs.; umknoankin, Ci..q ankokcu, dopmin, Ci.qo ankin-
kapboHin, Cs; umknoankin-kapoboHin, Cg.14 apun-kapboHin, C;.is apankin-kapborin, Ci.;o ankokcu-
kapboHin, Cgi4 apunokcu-kapbonin, C;.is apankinokcu-kapboHin, Ciiq ankincynbedaHin, Ciig
ankincynbinin, Ciio ankincynbdoHin, kapbamoin, Tiokapbamoin, MoHo- abo gi-Ci.qg
ankinkap6amoin, MoHo- abo fi-Cg.14 apun-kapbamoin, i T.i.; i

C,s ankiHin, wo moxe OyTn 3amiwleHnin ogHMM abo Oinblle 3amMicHUKIB, WO BUbUpalTb 3
HaCTYNHUX: aTOMM rarnoreHiB, rigpoKcu, LiaHo, amiHO, MOHO- abo Ai-Ci.1g ankinamiHo, MoHo- abo gi-Cg.
14 @punamiHo, MoHo- abo fi-C;.;¢ apankinamiHo, Cs; uuknoankin, C..,q ankokcu, gopmin, Ci.1o ankin-
kapboHin, Cs; umknoankin-kapboHin, Cg.is apun-kapboHin, C,..¢ apankin-kapooHin, Ci.,q ankokcu-
kapboHin, Cegi14 apunokcu-kapbonin, C;.is apankinokcu-kapboHin, Ciiq ankincynbedaHin, Ciig
ankincynbidin, Cyj1p ankincynodoHin, kapbamoin, Tiokapbamoin, MoHo- abo Ai-Cigg
ankinkap6amoin, MoHo- abo fi-Cg.14 apun-kapbamoin, i T.i..

Cepega Hux, R'e, Hanpuknag, nepeBaxHo

arnkinbHa rpyna, Wwo Moxe 6yt 3amieHoto,

Cs.7 uMKnoarkinbHa rpyna, Lo Moxe 6yTun 3amilleHoto,

Cs.14 apuribHa rpyna, wo Moxe 0yTu 3aMilLleHOHo,

He-apoMaTu4dHa reTepouukniyHa rpyna, Wwo moxe 6yTu 3amiweHoto, abo

reTepoLyKIliyHa rpyna, wo MoXe 6yTu 3aMillieHoto.

Cepep Hux, cneumdivHo, R'e, Hanpwuknaga,

nepeBaxHo eHinbHa rpyna, wo Moxe OyTu 3amiwleHoo 1 - 5 3amicHukamu, Lo BMOMpaTb 3
atoma ranoreHy, Ci_ig ankinbHOi rpynu, wo moxe 6ytn 3amiweHoro, Cq 1o ankokcurpynu, LWo Moxe
OyTn 3amilLeHol,

OinblWw nepeBaxHO deHinbHa rpyna, wo Moxe 6yTn 3amiweHow 1 - 5 3amicHMkamu, WO
BMbmMpatoTb 3 aToma ranoreHy, Ci.1o ankinbHOI rpynu i Cq.1p ankoKCUrpynu, i

LLie nepeBaxHoO (beHinbHa rpyna, Wwo Moxe 0yTu 3amilleHoro 1 - 5 atomamm ranoreHis.

B iHLWIOMY acnekTi npeacTaBneHoro BUHaxoay, K R* nepesaKHUMU €, 30KpemMa, Hanpuknag,

5- abo 6-uneHHa apomaTMyHa rpyna (nepeBaxHO (eHin, nipnaun), Wwo Moxe OyTn 3amilleHo
oAHMM abo Oinblue 3amicHUKIB, O BUOMpalOTb 3

aToma ranoreHy (nepeBaxHo, aToma xJiopy, atoma ¢ropy),

LiaHorpynu,

rigpokcurpynu,

arnkineHoi rpynu (NepeBaxxHo, MeTUIy, i300yTuny), Wo Moxe OyTn 3amilleHoto,

ankokcurpynu (nepeBaxxHO, METOKCUIpynu), WO Moxe ByTn 3amilleHoto,

ankincynbgaHinbHOI rpynu, Wo mMoxe 6yTu 3amileHoto,

ankincynb@iHiNbHOI rpynu, Wo Moxe ByTn 3amileHoto,

ankincynbOHINbHOI rpynu, WO MoXxe 6yTK 3amilLeHoto, i

aMiHoOrpynu, o Moxe 6yTu 3aMilLieHOolo.

KinbkicTb 3aMiCHMKIB 3HaxoauTbCA B iHTepBani Big 1 4O MakKCMMarbHOI KiNbKOCTI, sika Moxe byTn
npucyTHS, Binbl nepeBaxHo 1 - 3 i Wwe nepeBaxHo 1.

3o0Kkpema, Hanpuknag, apoMaTuyHa rpyna, wo moxe OyTu 3aMileHow, € OaxaHo sK R*.
“ApOMaTU4YHOIO TPYMOLO, WO MoXe OyTu 3amilleHo” € “Cg 14 apun, akuii moxe OyTu 3amilleHnR” i
“reTepoapun, Sk Moxe byTun 3amilleHnin” cepes 3amiCHUKIB NPUBEOEHNX BULLE.

R! €, Hanpuknag, nepeBaxHo, eHinbHa rpyna, sfka € 3amilleHo ofHMM abo OGinblie
(nepeBaxHo, 1 - 5) 3amicHMKamu, LWwo BubnpaThb 3

(a) C1.10 ankinbHoI rpynu (Hanpwknag, isonponin, i3o0yTun), i

(b) aTomiB ranoreHiB (Hanpuknag, xnop, ¢top), Ci.1o ankineHoi rpynu (Hanpuknag, metun), Ci.qg
ankoKcurpynu (Hanpuknag, MeTokcu).

B sragaHin Buiie popmyni, R? o3Hayae atom BOAHI0 abo 3aMiCHUK.
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Mpuknagamu 3amicHVMKa npencTaBrieHoro R? € 3aMiCHMKY, LLO BMbMpaloTb i3 3ragaHoro BuLle
3amicHuka rpynu A.

Cepep Hvx, R® €, Hanpuknag, nepeBakHO

aToM raroreny,

rigpokcurpyna,

arnkinbHa rpyna, wo Moxe 6yTn 3amilleHoto, abo

ankoKkcurpyna, wo Moxe 0yTu 3aMilLeHoto.

Cepega Hux, cneundivHo, R?e, Hanpwuknag,

nepeBaxxHO, aToM ranoreHy, rigpokcurpyna, C;.1o ankineHa rpyna, wo moxe 6ytu 3amiieHoto, abo
C1.10 ankokcurpyna, Lo moxe 6yTn 3amilleHoto,

Oinbw nepeBaxHo, Cjjo ankokcurpyna, wWwo Moxe OyTM 3amiweHow opgHuM abo Oinblue
3aMiCHUKIB, Lo BUBMpatoTb 3 atoma ranoreny, Cq 1o ankokeurpynu i Cxz 7 LMKNoankinbHol rpynu, i

e nepeBaxHo, Cy_1g ankokcurpyna.

B iHWOMY acnekTi npeacTaBneHoro BUHaxoay, sk R? nepeBaxHo €, 30KpeMa, Hanpvknag,

(i) aTom BoAHIO,

(i) aTom ranoreny,

(iiii) rigpokcurpyna,

(iv) ankinbHa rpyna wo moxe 6yTu 3amilieHo ogHUM abo GinbLie 3amicHuKiB, Wo BUbMpaoTh 3
aTOMIB ranoreHiB, rigpoOKCUrpynu, aMiHOrPYynu i ankokcurpynu,

(v) amiHorpyna, wo Moxe 6yt MoHO- abo fi-3aMilLleHOo arnkinbHOK rpynoto, abo

(vi) ankokcurpyna, wo Moxe 6yTu 3amilleHoo ogHMM abo Binblie 3amicHukiB, WO BMBMpaTh 3
LiaHorpynu, amiHOrpynu, ankokCcurpynu, rigpoKcurpynu, atomis ranoreHis i Cz 7 LMKNOAnKinNbHOT rpynu

i BiNbLL NepeBaXkHUM €, HaNpuKnaga,

(i) atom BOgHIO,

(ii) rippokcurpyna,

(iii) C1.10 ankinbHa rpyna (Hanpuknag, meTtun), abo

(iv) Cii10 ankokcurpyna (Hanpuknag, METOKCM, €TOKCW, i30MPOMOKCH, LIMKITONPONINIMETOKCH,
ANOTOPMETOKCH), WO Moxe ByTu 3amieHoto ogHMM abo GinbLue 3amiCHUKIB, WO BUOMpaOTb 3 aTOMIB
ranoreHiB i C3.; LMKNOanKineHoOT rpynu.

B 3rapgaHin Buwe dopmyni, R® o3Hauae atom BOAHI0 abo 3aMiCHUK.

Mpuvknagamn 3amicHUKIB NpeacTaBneHnx R? € 3amicHuKY, Lo BMOUpatoTh i3 3ragaHoro 3amMicHuKa
rpynu A.

Cepega Hux, Re, Hanpuknaza, nepeBaxHo

aToM rarnoreny,

rigpokecurpyna,

arnkinbHa rpyna, wo Moxe 6yTtn 3amiweHoto, abo

ankokcurpyna, wo Moxe 0yTu 3aMilleHoto.

Cepep Hux, cneumdivHo, R’e, Hanpwuknaga,

nepeBaxHO aToM BOAHI0, abo Ci 3o ankokcurpyna, Lo Moxe 6yTn 3aMileHoto,

OinblWw nepeBaxHo, atoM BoAH abo C; 1o ankokcurpyna, i

LLe nepeBaXHO, aTOM BOHIO.

B iHWOMY acnekTi NpeACcTaBNeHoro BUHaxoay, sk R® nepeBaxHuM €, 30kpema, Hanpuknag,

(i) aTom BoAHIO,

(i) aTomamu ranoreny,

(iii) ankinbHa rpyna, wo moxe 6yTn 3amileHoo ogHUM abo GinbLue 3amicHUKIB, WO BUOMpaoTh 3
aToMiB rarnoreHis, rigpoKCUrpynun, amiHorpynu i ankokcurpynu,

(iv) amiHorpyna, Lo moxe 6yTn MOHO- abo AM-3aMilLeHO0 ankinbHO rpynoto, abo

(vi) ankokcurpyna,

i BinbLU NepeBaXxHO0 €, HaNpuKnag,

atom BoAHto i Cy.19 ankinbHa rpyna (Hanpuknag, meTtun).

B 3rapaHin Buile cdopmyni, Kinbue A o3Hayae apoMaTUYHe KinbLe, Lo MOXe ByTU 3aMillleHUM.

“ApOMaTUYHUM KinbLeM” “apomMaTUYHOrO Kinbus, sike MoXe OyTu 3amiweHnM” € nepeBaxHo 5-16-
UYneHHe apomaTtuyHe Kinbue, Ginbll nepeBaXHo 5-6-4nieHHe apoMaTU4YHe Kinble i e nepeBaXHo 6-
UYNEeHHK apoMaTUYHK KinbLe.

“ApomaTunyHe KinbLe” “apoMaTMYHOrO KinbLs, sike MoXe OyTu 3amillieHnIn” NnpeacTaBneHe KinbLem
A, Hanpuknag, Bkmo4ae (i) apoMaTUYHMIA UMKMIYHWIA BYrNeBOAEHb, (i) apomaTnyHe reTepouuKIlivHK
Kinbue, Wo MicTuTb 1 - 4 reTepoaTomiB, LLO BUOMPAIOTb 3 a30TY, KUCHIO i CIPKU.

3ragaHuni “(i) apomMaTUYHMIA UMKMNIYHUMIA BYrNeBOAEHb, Hanpuknag, Bktodae Cg.qy apoOMaTUYHI
LMKNIYHI BYrneBoAHi, Taki gk 6eH3on, HadTaniH, aHTpaueH, dbeHaHTpeH, aueHadTuneH (nepeBaxHo
Cé.12 apOMaTUYHI LUKIIYHI BYrneBOAHi, 0COBNMBO NepeBaXHNM € 6eH30r).
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3rapaHe “(ii) apomaTnyHe reTepoumnknivHe Kinbue, Wo MicTutb 1 - 4 reTepoaTomis, WO BUBMPaIOTh
3 as30Ty, KUCHIO i Cipk4, Hanpuknag, BkMw4yae 5- abo 6-yneHHi apoMaTtudHi  MOHOLMKIIYHI
reTepoLMKnivHi Kinbu4d, Taki 9K dypaH, TiodeH, nipon, 1, 3-okcason, i3okcason, 1, 3-Tiason, i3oTiason,
imigason, nipason, 1, 2, 3-okcagiason, 1, 2, 4-okcagiason, 1, 3, 4-okcagiason, gypasaH, 1, 2, 3-
Tiagiason, 1, 2, 4-tiagiason, 1, 3, 4-Tiagiason, 1, 2, 3-tpmnason, 1, 2, 4-Tpmason, TeTpason, nNipuauH,
nipuaasuH, NipumiaunH, nipasud, 1, 2, 3-tpuasuH, 1, 3, 5-Tpnasun, 1, 2, 4-tpnasui, 1, 2, 3, 4-TeTpasuH,
1, 2, 3, 5-TeTpasuH, 1, 2, 4, 5-TeTpasuH i T.i.; i

8 - 16-unenHi (nepeBaxHO 8 - 12-4YneHHi) apoMaTW4YHi KOHOEHCOBaHi reTepouMKNiYHI KinbLs
(nepeBaxkHO reTepouuKnivHi Kinbusa copMOBaHi KoHAEeHCyBaHHAM 1 - 2 3ragaHux 5-6-4neHHux
apoMaTMYHMX MOHOLMKMIYHUX reTepoumnKnivyHuX Kineub (nepesaxHo 1 kinbue) 3 1 - 2 6eH30nbHUMU
KinbUaMKU (nepeBaxHO 1 KinbLem), abo reTepoumnkniyHi Kinbus cOpMOBaHi KOHOEHCYBaHHAM 2 - 3
3ragaHux igeHTUYHUX 5-6-4NeHHUX apoOMaTUYHNX MOHOLIMKMIYHUX FreTePOLMKNIYHNX Kinelb abo pisHnx
reTepoUMKITiYHUX Kineup), Taki 9k 6eH3odypaH, isobeH3zodypaH, 6eH3oTiodeH, iHaon, i3oiHgon, 1H-
iHaason, 6eHsimigason, 6eH3okcason, 6eHsizokcason, 6eH3oTiazon, 6eHsizoTiaszon, 1H-6eH3oTprason,
XiHOMiH, i30XiHONIH, UWMHOMIH, XiHAa30MniH, XiHOKcaniH, TanasuH, HadTUPUAMH, MNYPWUH, NTEPUAVH,
kapb6ason, a-kapboniH, [-kapboniH, y-kapboniH, akpuauH, deHokcasuH, deHoTiasuH, deHasuH,
deHokcaTiiH, TiaHTpeH, deHaHTpuauH, deHaHTPOoNiH, HAOMI3WH, nipononipuauH, nipono[1,2-
blnipngasun, 1H-nipono[2, 3-b]nipasuH, nipasono[1,5-a] nipuguH, imigaso[1,2-alnipuauH, imigaso[1,2-
blnipngasun, imigaso[1,2-ajnipumiguH, 1, 2, 4-Tpuasono[4,3-ajnipuanH, 1, 2, 4-tpmnasono[4,3-
blnipygasuH i T.i.).

Konw “(ii) apomaTnyHe retepouukmnivyHe Kinbue, Wo MicTUTb 1 - 4 reTepoaTtomis, L0 BMOUPaOTL 3
as30Ty, KUCHIO i CipKW, MICTUTb a30T, apoMaTMYHE reTepoLMKIivHe Kinbue Moxe yTeoptoBaTn N-okcua.

Cepeg Hux, nepeBaxxHUM € GeH3on, NipuauvH, NipuaasuH, NipumiguH, nipasuvH, nipuamH N-okeug, 1,
2, 3-TpuasuH, 1, 3, 5-tpmasun, 1, 2, 4-tpmasun, 1, 2, 3, 4-tetpasuH, 1, 2, 3, 5-tetpasvH, 1, 2, 4, 5-
TeTpasuH, nipon, dypaH, TiodeH, nipason, imigason, i3okcason, i3oTiason, 1, 3-okcason, 1, 3-tiaszon,
1, 2, 3-Tpnason, 1, 2, 4-tpuason, Tetpason, 1, 2, 3-okcagiason, 1, 2, 3-Tiagiason, HadTaniH, XiHONIH,
XiHa3oniH, xiHokcaniH, 6eH3odypaH, 6eH3oTiodeH, 6eH3okcason, 6eH3oTiazon, 6eHsimigason, iHOomM,
1H-iHgason, 1H-nipono[2,3-b]nipasunH, 1H-nipononipnguH, 1H-imigasonipnanH, 1H-imigasonipasuH,
TpuasuH, i3oxiHoniH, ©6eH3oTiagia3on, GeHsi3okcason, OeHsi3oTiason, iHOA30M, NypwH, i30XIHOMIH,
dTanasuvH, HadTUPUAMH, LUMHONMIH, NTEPUAMH abo T.i., 0cObBNMBO NepeBaXHUM €, Hanpuknag, 6eH3on
abo nipuauH, | HanbinbLw NepeBaXxHUM € 6eH30/.

3amicHMKkamMm “apoMaTUYHOrO KiNnbLs, WO MOXe OyTW 3aMilieHMM”, sike NpeacTaBreHo KinbLeM A,
Hanpuknag, € 3amiCHUKY, Lo BUbMpatoThb i3 3ragaHux BuLLE 3aMiCHUKIB rpynu A.

30kpemMa, nepeBaxXHMMK MNpUKNagamMu  3amiCHUKIB  “@pOMaTMYHOrO Kinbls, WO Moxe 6yTtu
3amilleHnm” €

(1) aTom ranoreHy,

(2) C1.10 ankinbHa rpyna, Lo Moxe 6yTu 3amilleHoto,

(3) C1.10 anKkokcurpynu, Lo mMoxe 6yTun 3amillieHoto,

(4) 4-6-uneHHa reTepouukniyHa rpyna, wo mictute 0 abo 1 atom kucHo i 1 - 3 atomm asoTy, K
retepoatomu, Lo Moxe ByTn 3amilleHoto,

(5) C1.10 ankincynb@oHinbHa rpyna, wo moxe 0yTn 3amilleHolto,

(6) Cz7 umknoankineHa rpyna, o Moxe 0yTu 3aMmilleHoto,

(7) uiaHorpyna,

(8) kapbamoinbHa rpyna, Lo Moxe OyTu 3amilleHoto,

(9) C1.10 ankincynbdoHinokcurpyna, Lo Moxe O0yTu 3amilleHoto,

(10) Cs.7 umknoankin - C,.¢ ankiHinbHa rpyna, o Moxe 6yTu 3amileHolo,

(11) TeTparigponipaHinbHa rpyna, wo mMoxe 6yTn 3amileHoto,

(12) gurigponipaHineHa rpyna, wo moxe 0yTu 3amilleHolo,

(13) MoHO-(C1.1¢ ankin-kapOoHin)-amiHorpyna, Lo Moxe 6yTn 3amileHoto,

(14) C1.1p ankokcu-kapboHinbHa rpyna, wo mMoxe OyTu 3aMmillleHoto,

(15) C1.10 ankincynbiHinbHa rpyna, Wwo Moxe 6yTn 3amileHoto,

(16) C1.10 ankincynbdaHineHa rpyna, wo mMoxe 0yTu 3amilleHoto, i T.i..

Ak o4eBMAOHO cepeAHbOMY haxiBUIO B Uil ranysi, “4-6-4neHHa reTepoumnkniyHa rpyna, wo Mictutb
0 abo 1 atom kucHO i 1 - 3 aToMu asoTy, sik retepoaToMu,” “4-6-4NEHHOi reTePOLUKITIYHOT rpynu, Lo
MicTute 0 abo 1 atom kucHw i 1 - 3 atomm as3oTy, K reTepoartoMu, WO MoXe OyTu 3amilleHo” €
BKITOYEHO0 B “TeTEPOLMKIIIYHY rpyny” “reTepouMKnivyHOI rpynu, WO MoXe OyTu 3amilleHor”.

KinbKiCcTb 3aMiCHUKIB NepeBa)XHO 3HaxoauTbCs B iHTepBani 1 - 5.

KinbkicTb 3aMiCHUKIB “reTepouuKniyHOi rpynu, WO MoXe OyTu 3amilleHo” CTaHOBUTb OOUH abo
OinbLie, nepeBaxHo B iHTepBani 1 - 5, Ginbl NepeBaxHo B iHTepBani 1 - 3, Wwe nepeBaxHo oguH abo
AaBa.
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Konu kinekicTe 3amicHukiB aBa abo Ginbwe, 3amicHukM Ha Kinbui A MOXyTb o6‘egHyBaTUCh 3
YTBOPEHHSIM KinbLs, sike Mmoxe 6yTun 3amiweHum. “Kinbuem” “kinbus, wo moxe 6ytn 3amiieHun” € 5-6-
YfieHHe TreTepouMKIliyHe Kinble, WO MICTUTb OAMH aTom a3oTy abo [OBa aTtoOMM KUCHIO, SK
retrepoaTtomm.

“Kinbue” Moxe OyTM 3amiweHum ogHum abo Oinble (nepeBaxHo, 1 - 5) 3amicHMkamu, LIO
BNbMpatoTb 3 3amicHuKIB rpynu A.

B iHwWoMy acnekti npeacTtaBneHOro BWHaxody, MNepeBaXHUMW MpuKnagamuv  3aMiCHUKIB
“apoMaTU4YHOro KinbLs, WO Moxe OyTK 3amilleHM”, LLIO NMpeaCcTaBIeHo KinbLeMm A, €

aToMM ranoreHis (nepeBaxHO, aTOM ranoreHy)

uiaHorpyna,

rigpokcurpyna,

ankineHa rpyna, wo moxe 6yTu 3amiweHot (nepeBaxHo Ci.jo ankineHa rpyna, o moxe 6yTtu
3amilleHoto 1 - 3 aTomamu ranoreHis [Hanpuknag, TpudTopMmeTunbHa rpynajl),

ankokcurpyna, wo moxe 6ytn 3amiweHow (nepeBaxHo Ci g ankokcurpyna, wo Moxe 0yTu
3amiweHoto 1 - 3 aTomamu ranoreHiB [Hanpuknaa, MeTokcurpyna, audTopmMmeTokeurpynaj),

kapbamoinbHa rpyna

retepouukn-okcurpyna (nepesaxHo 5-10-4yneHHa reTepouukr-okcurpyna, wo Mictutb 1 - 3
retepoatomis, LLO BUOMpatoTh 3 a30Ty, KUCHIO i Cipku [Hanpuknag, 6eHsimigasoninokcurpynal),

ankincynbdaHinbHa rpyna, wo moxe 6yTu 3amilleHoto,

ankincynbiHinbHa rpynu, Wo Moxe 0yTu 3aMilleHoto,

ankincynb@oHinbHa rpyna, wo Moxe OyTu 3amiweHow (nepesaxHo, Ci.io ankincynbdoHinbHa
rpyna [Hanpuknag, meTuncynbdoHinbHa rpynay)),

reTepoumKI-cynb@OHinbHa rpyna (nepeBaxHo, 5-6-4neHHa HacudeHa reTepoumKn-cynbgoHinsHa
royna, wo mictutb 1 - 3 retepoatomis, WO BWBMpaloTb 3 as30Ty, KUCHIO i Cipku [Hanpwuknag,
mMopdoniHincynsdoHineHa rpynal),

aMiHorpyna, o Moxe 6yTu 3aMilLieHolo,

uuknoankineHa rpyna (nepeBaxHo, Cjz; UMKNoankin [Hanpuknag, uuknorekcun]) i HacuyeHa
reTepouukIiyHa rpyna (nepeBaxHo 5-6-uneHHa HacuyeHa reTepouumkniyHa rpyna, Wwo mictutb 1 - 3
retepoatomis, WO BMOWpaTb 3 asoTy, KWUCHK i Cipkun [Hanpuknag, MopdoniHinbHa rpyna i
ninepngunesHa rpynayj).

Kinbuem A €, Hanpuknag, nepeBaxHO GeH30r, Wo Moxe byTn 3amiweHun 1 - 5 3amicHMKamu, LWo
BMbMpatoTh 3

(1) aToma ranoreHy,

(2) C1.10 ankinbHOI rpynu, Lo Moxe OyTu 3aMilleHolo,

(3) C1.10 ankokcurpynu, Lo Moxe OyTn 3amileHoto,

(4) Cz7 umMknoankineHoi rpynu,

(5) ranoreHo Cy.1 ankincynboHinokeurpynu,

(6) Cs.7 umknoankin - C,.¢ ankiHinbHoTI rpynu, i

(7) 4-6-4neHHOI reTepoumkniyHOI rpynu, wo Mictutb 0 abo 1 aTom KucH i 1 - 3 aTomm a3oTy, SK
rerepoatomMu, WO MOXe OyTu 3amiweHo ogHuM abo Oinblue 3amiCHUKIB, WO BMOMpalTb 3 atoma
ranoreny, rigpokcurpynu, okcorpynu, Cjio ankokcu-kapboHinbHoi rpynu, Ciig ankokcurpynu, Lo
Moxe ByTu 3amieHoto, i Cy.19 ankinbHOI rpynu, Wo Moxe ByTu 3aMmilleHOo.

Kinbuem A €, Hanpuknag, OGinbw nepeBaxHO ©OeH3o0m, WO Moxe Oytn 3amiweHmn 1 - 5
3amicHMKamu, Lo BnbnpatTb 3

(1) aToma ranoreny,

(2) C1.10 ankinbHoI rpynu, Wo Moxe 0yTu 3amilleHoro 1 - 3 aTomamm ranoreHy,

(3) C1.10 ankokcurpynu, Lo mMmoxe 6yTun 3amiweHoro 1 - 3 aTomamu ranoreny,

(4) Cz7 umknoankineHoi rpynu,

(5) ranoreHo Cy. 1o ankincynbgOoHiNoKcurpynu,

(6) Cs.7 umknoankin - C,.¢ ankiHinbHOT rpynu, i

(7) 4-6-4neHHOI reTepoumkniyHOI rpynu, wo Mictutb 0 abo 1 aTom kucHo i 1 - 3 aTomm a3oTy, SK
retepoatomMu, WO Moxe OyTu 3amiweHot 1 - 4 3amicHMkamu, Lo BMOUpalTb 3 aToma rasnoreny,
rigpokcurpynu, okcorpynu, Ci.ig ankokcu-kapOoHinbHoi rpynu, Ciio ankoKCUrpynu, Lo Moxe OyTu
3amiLleHoto ranoreHoM, i Cy g ankineHoi rpynu, Wwo mMmoxe 6yTu 3amilLieHO0 ranoreHoMm.

Kinbuem A €, Hanpuknag, e nepeBaxHo

6eH3on, AKUI € 3aMilLleHUM

(1) (i) 1 abo 2 atomamu ranoreHy, abo (ii) ogHieto Cy.1g anNKOKCUrpymnoto, i

(2) ogHieto 4-6-4nNEHHO reTePOLMKIIYHOK PyMoto, Wo MicTUTb 0 abo 1 aTom kucH i 1 - 3 aTomum
as3oTy, sk retepoartomMu, WO Moxe OyTu 3amiweHow 1 - 4 3amicHMkamu, Wo BubUpalTb 3 atoma
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ranoreHy, rigpokcurpynu, okcorpynu, Ci.jo ankokcu-kapboHinbHoi rpynu, Ciig ankokcurpynu, Lo
MOXe ByTK 3aMilLleHO0 ranoreHom, i Cq 1o ankinbHOT rpynu, Wo Moxe 6yTy 3aMilLleHOH0 ranoreHoMm.

TyT, sk “ofHieto 4-6-4neHHO reTepOoLMKITIYHOK PYnoto, Wo MicTUTb O abo 1 aTtom kucH i 1 - 3
aTtoMu asoTy, AK retepoaTomMu,”, Hanpuknag, nepeBaxHO € MopdosniHO, niponin, aurigponiponin,
nipasonin, gurigponipasonin, ninepuaun, aseTUAWHIN, NipPoniguHIN, okcasoniguHin, imigasonin abo
iMmigasoniguHin.

B iHLWIOMY acnekTi npeacTaBneHoro BUHaxoay, sk Kinbue A, 30KpeMa, Hanpuknag, NepeBaXXHUM €
5-6-uneHHa apomaTtuMyHa rpyna, wWo Moxe OyTuM 3amilleHow oaHMM abo Oinblle 3aMiCHUMKIB, LWO
BMOGMpalOTb 3 aTOMIB ranoreHis, LiaHOrpynu, rigpokcurpynu, ankineHoi rpynu, Wo Moxe ©6ytn
3aMiLLIEHOI0, anKoKcurpynu, o moxe OyTn 3amiweHoto, kapbamoinbHOI rpynu, ankincynbgaHineHoi
rpynu, wo moxe OyTn 3amilleHow, ankincynb@iHiNbHOI rpynu, WO Moxe OyTu 3amilleHoto,
ankincynb@OHINBHOI  rpynn, WO Moxe OyTn 3aMilleHow, reTepouUnKn-CynbgOHINBHOI rpynu,
amiHorpynu, Lo Moxe ByTy 3aMilLleHOto, LIMKIOoarnkinbHOI rpynu, i HACMYEHOT reTepPOLMKIIYHOT rpynu, i

e cneundivyHo, NepeBaxHO0 € 5-6-uneHHa apomaTtuyHa rpyna (Hanpuknag, geHin, nipuamn), wo
MOXe OyTK 3aMilLleHO ogHMM abo Oinblue 3amiCHUMKIB, Lo BMOMpatoTb 3

(a) atoma ranoreHy (Hanpuknag, xmnop, dTop),

(b) uiaHorpynu,

(c) Ci10 ankinbHOi rpynu, wWo moxe 6yt 3amiweHo 1 - 3 atoMaMu ranoreHiB (Hanpuknag,
mMeTun, TpudpTopmeTuns),

(d) Cz7 umknoankineHoi rpynu (Hanpuknag, MeTun, TpudgpTopmeTun),

(e) Ci10 ankokcurpynu, wo moxe OyTu 3amiweHow 1 - 3 aTomamu ranoreHis (Hanpuknag,
ONPTOPMETOKCU, METOKCH),

(f) 5-10-4neHHOT reTepoLMKNIYHOI rpynu, WO MicTUTb 1 - 3 reTepoaTomis, WO BMOUPAIOTL 3 a3oTy,
KWUCHIO i Cipku (Hanpuknag, mopdoniHin, 6eHsiMigasonin, ninepuavHin),

(9) C1.10 ankin-cynboHinbHOI rpynu (Hanpuknag, MeTuncynbgoHin),

(h) 5-10-4neHHOT reTepouuKI-CyNbMgOHINbHOI rpynu, Wo Mictutb 1 - 3 retepoartomis, WO
BMOMpaloTb 3 a30Ty, KUCHIO i CipKkM (Hanpuknag, MopdoniHincynedoHin), i

(i) kapbamoinbHoi rpynu.

B sragaHin suule popmyni, kinbue B o3Hayae “5-4neHHe apoMaTUyHe reTepoLmKIlivHe Kinbue, LWo
MoXe OyTu 3amileHnm”.

Mpuknagamm “5-4rneHHOro apoMaTU4HOrO reTEPOLMKIIYHOIO KiNnbLs, WO Moxe ByTn 3amieHnm”,
O npeacTaBrneHo Kinbuem B, € 5-uneHHi apomaTuyHi reTepoumKnivHi Kinbus, wWo Mictate 1 - 4
retepoatomis (nepeBaxHo 1 - 2 atomu), WO BUOMPaOTb 3 a30Ty, KUCHIO i CipKW, Taki sik nipon, ypaH,
TiodbeH, nipason, imigason, idokcason, idotiason, 1,3-okcason, 1,3-Tia3on, Tpuason (Hanpwuknag, 1,2 3-
Tpuason, 1,2,4-tpuason), TeTpason, okcagiason (Hanpuknag, 1,2 3-okcagiason), i Tiagiason
(Hanpuknag, 1,2,3-Tiagiason). Cepen Hux, nipa3on, TPUason i TeTpason € nepeBaxHumu, i nipason €
HanBinbL nepeBaXxHUM.

Ak 3aMiCHUKM 5-4neHHOro apomaTM4HOro reTepoLuKIly NpeacTaBneHoro Kinbuem B, Hanpuknag,
MOXHa 3ragaTtv 3amiCHUKaMM, Lo BUOMpatoTh i3 3rafaHux BuLLE 3aMiCHMKIB rpynu A.

MepeBaxHVMW MpUKNagamMu 3aMiCHUKIB € aTOM ramnoreHy, ankinbHa rpyna, wo Moxe 0yTu
3amiweHoo i Cg.14 apunbHa rpyna, Lo Moxe OyTu 3amilleHo, Binbll NnepeBaXHO iX Npuknagamu €
aTom ranoreHy, ankineHa rpyna i Cg.14 apunbHa rpyna, Lie nepeBaxHo X npukrnagamy € ankinoHa
rpyna (Hanpwvknag, Metun).

Takox nepeBaxHo, KifnbLue B He mMae Takoro 3amicHuKa. IHWKMMKM crnoBamu, Kinbue B mae Tinbku
3aMiCHMKM nokasaHi B 3aranbHin dopmyni (lo).

Kinbuem B € nepeBaxHO 5-4neHHe a3oT-BMiCHE apoMaTu4yHe reTepouukniyHe Kinbue, wo mae 1 -
3 retepoaTtomiB, WO BMOMPaAlOTb 3 @30Ty, KUCHIO i Cipkn, sike Mmoxe 6yTu 3amiweHnm Ci 1o ankinbHOK
rpynoto (Hanpvknag, Metun) (Hanpuknag, nipasorn, TpyMason, TeTpason).

Ak Kinbue B, nepeBaxHum € imigason, nipason, Tpuason abo TeTpasors, KOXEH 3 KX MoXe 6yTu
3amiweHmn 1 - 3 3amicHMKamu, o BMOUpatoTb 3 atoma ranoreHy i Cy.19 ankinbHOI rpynu, Wo Moxe
OyTn 3aMilleHo ranoreHoMm, Ginbll NEPEBaXXHUM € Mipa3ofibHe Kinble, WO Moxe 6yTu Ao4aTKOBO
3amiweHe 1 - 3 3amicHMkamu, Wo BMOMpatloTb 3 aToma ranoreHy i Cijo ankinbHOI rpynu, WO MoXe
OyTK 3amilLleHO0 ranoreHoM, ocobnMBO NEPEBAXKHUM € Nipa3osibHE KiNnbLe.

B iHWoMYy acnekTi npeacTtaBneHoro BuHaxody, Kinblem B € nepeBaxHo 5-uneHHe a3oT-BMiCHe
apoMaTu4He reTepouMKIliYHe Kinbue, Wwo Mae 1 - 3 aTtomiB as3oTy (Hanpuknag, nipason, Tpuason,
TeTpason), sike moxe 6yTun 3amiweHe C1.1o ankinbHOK rpynoto (Hanpuknag, meTun).

Lle nepeBaxHo, Npuknagn 3amicHUKIB, pparMeHTIB i Kineub, KK NpUBeeHO B NpeacTaBfieHOMY
OMNUCi, BUKOPUCTOBYKOTLCS B KOMOiHALiT.

Hanpuknag, HacTynHi cnonyku, To0to, cnonykn (lg-A), (1o-B), (Io-C), (Io-D), (lo-E), (Io-F) i (1o-G), €
nepeBaxxHUMMU, sk cnonyka (lo).
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[Cnonyka (lp-A)]

OnwucaHa Buwe crnonyka (lo), Ae

R' o3Hauae deHinbHy rpyny, Wwo moxe OyTn 3amiweHow 1 - 5 3amicHMkamu, wWo BubuparTb 3
atoma ranoreny, Ci_1q9 ankinbHOI rpynu, Wo mMoxe OyTu 3amilleHoto, i Cq.1p anKoKCUrpynu, Lo MoXxe
OyTn 3aMilLieHO10,

R’ o3Hauae aToM ranoreHy, rigpokeurpyny, Cq.io ankinbHy rpyny, o Moxe 6yTi 3amileHoto, abo
C1.10 @NKOKCUTPYMy, L0 MOXe BYTU 3aMilLeHolo,

R® o3Havae atom BogHI0 abo C;.19 ankokcurpymny, Lo mMoxe 6yTn 3amilLeHoto,

Kinbue A o3Hadae 6eH3on, Wwo moxe ByTn 3amiweHun 1 - 5 3amicHMKkamu, WO BUOBUPAIOTL 3

(1) aToma ranoreHy,

(2) Cy.10 ankinebHOT rpynu, Lo Moxe ByTn 3amilleHoto,

(3) Cy.10 ankokcurpynu, Lo Moxe ByTn 3amilleHoto,

(4) 4-6-yneHHOT reTepouuKniyHoi rpynu, wo mictnute 0 abo 1 atom kucHwo i 1 - 3 atomu asoTy, sk
retepoaTtomMu, Lo Moxe ByTu 3aMilLeHOoo,

(5) C1.10 ankincynb@oHiNbHOI rpynu, Wo Moxe OyTu 3amileHoto,

(6) C3.7 UMKNOAnKINbHOT rpynu, WO MOXe OyTK 3aMillleHoto,

(7) uiaHorpynu,

(8) kapbamoinbHOI rpynu, Lo Moxe ByTn 3aMileHoto,

(9) C1.10 ankincynbdOHINoKCUMrpynu, Lo Moxe 6yTn 3amilleHoto,

(10) C;.7 umknoankin - C,.g ankiHinibHOT rpynu, Wo Moxe 6yTu 3amilLleHoto,

(11) TeTparigponipaHinbHOI rpynu, WO Moxe ByTun 3amilleHoto,

(12) gurigponipaHineHoi rpynu, Wo mMoxe ByTu 3aMmilLeHolo,

(13) MoHO-(C1.1¢ ankin-kapBoHin)-amiHOrpynu, LWo Moxe ByTn 3amieHoto,

(14) Cy.19 anKoKCU-KapOOHINbHOT rpynu, WO MOXe ByTH 3aMilLeHOto,

(15) Cj1.10 ankincynbdiHiNbHOT rpynu, Wo Moxe ByTn 3amileHoto, i

(16) C1.10 ankincynbdaHinbHOI rpynu, Wo Moxe 6yTK 3aMilLleHOo!O, i

Kinbue B o3Havae imigason, nipason, Tpuason abo TeTpasosl, KOXEH 3 SIKUX Moxe OyTu
3amilleHmn 1 - 3 3amicHMkamu, Wo BUMbUpatTb 3 aToma ranoreHy i Cy..o ankinbHOI rpynu, Wo Moxe
OyTK 3aMilLleHO0 ranoreHoM.

[Cnonyka (1p-B)]

OnucaHa Bue cnonyka (lp-A), e

Kinbue A o3Hadae 6eH3on, Wwo moxe OyTu 3amiweHun 1 - 5 3amicHMkamu, WO BMOUPAIOTL 3

(1) aToma ranoreHy,

(2) C1.10 ankinbHOI rpynu, Lo Moxe OyTu 3aMilleHolo,

(3) C1.10 ankokcurpynu, Lo Moxe OyTn 3amilleHoto,

(4) Cz7 umMknoankineHoi rpynu,

(5) ranoreHo Cy.1 ankincynboHinokeurpynu,

(6) Cs.7 umknoankin - C,.¢ ankiHinbHoTI rpynu, i

(7) 4-6-4neHHOI reTepoumkniyHOI rpynu, wo Mictutb 0 abo 1 aTom KucH i 1 - 3 aTomm a3oTy, SK
retepoartomMu, WO MOXe OyTu 3amiweHolo ogHuM abo Ginblie 3aMiCHUKIB, WO BMOUpalTb 3 atoma
ranoreny, rigpokcurpynu, okcorpynu, Cjio ankokcu-kapboHinbHoi rpynu, Ciig ankokcurpynu, Lo
Moxe ByTu 3amieHoto, i Cy.19 ankinbHOI rpynu, Wo Moxe ByTu 3aMmilleHOo.

[Crnonyka (Io-C)]

Onucana Buwe cnonyka (lp), oe

R' osHauae deHinebHy rpyny, wo moxe 6ytn 3amiweHoto 1 - 5 3amicHukamu, Wwo BnbupaTb 3
atoma ranoreHy, C,.1o ankineHoi rpynu i Cy.1o ankokcurpynu,

R? o3Hayae Ci.1o ankokcurpyny, o Moxe OyTu 3amilleHo ogHUM abo Ginblue 3amiCHUMKIB, LLO
BNGMpatoTb 3 atoma ranoreny, Cq.1g ankokenrpynm i Cs; LMKIoankinbHOi rpynu,

R® 03Hauae aTom BoAHI0 a6o Cy.qo ankokcurpymny,

Kinbue A o3Hadae 6eH3on, Wo Moxe OyTu 3amiweHun 1 - 5 3amicHMkamu, LWo BUOMpaoTb 3

(1) aToma ranoreHy,

(2) C1.10 ankinbHOI rpynu, Wo Moxe 6yTn 3amileHoto 1 - 3 aToMmamu ranorexy,

(3) C1.10 ankokcurpynu, Lo mMmoxe 6yt 3amilieHoto 1 - 3 aTomamu ranoreHy,

(4) C3.7 UMKNOAnKineHOT rpynu,

(5) ranoreHo Cy.1g ankincynbgoHinokcurpymnu,

(6) Cs.7 umknoankin - C,.g ankiHinbHOI rpynw, i

(7) 4-6-4neHHOT reTepouUKniYHOI rpynu, Wwo Mictnte 0 abo 1 atom kucHio i 1 - 3 aTtoMu asoTy, siK
retepoatomMu, WO Moxe OyTu 3amiweHow 1 - 4 3amiCHMKamu, WO BMOMpalTb 3 atoma rasioreHy,
rigpokcurpynu, okcorpynu, Ci.q ankokcu-kapOoHinbHOi rpynu, Ci.ip anKOKCUrpynu, WO MOXe OyTu
3amiLLieHoto ranoreHom i Cq 1o ankinbHOi rpynu, Lo MoXxe OyTu 3aMilLeHO rarioreHomMm,
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Kinbue B osHavae nipason, wo moxe OyTu gopgaTtkoBo 3amiweHun 1 - 3 3amicHUMKamu, WO
BNbMpatoTb 3 atoma ranoreHy i C;.1g ankineHoi rpynu, Wo Moxe ByTy 3aMillleHO0 ranoreHom.

[Crnonyka (Io-D)]

Onucana Buwe cnonyka (lp), ae

R osHauae deHinbHY rpyny, Lo Moxe 6yTu 3amilieHoo 1 - 5 aTomamu ranoreHy,

R? o3Hauae Cy.1o anKoKCUrpyny,

R® 03Hauae aToM BOAHIO,

Kinbue A o3Ha4yae 6eH3on, Wo € 3aMillleHUM

(1) (1)1 abo 2 atomamu ranoreHy, abo (ii) ogHieto C;.1o anNKoKCUrpynoto, i

(2) ogHieto 4-6-4nNeHHOO reTepoLMKNIYHOK rpynoto, Lo MicTUTb 0 abo 1 aTom kucHio i 1 - 3 aTomu
asoTy, siK retepoatomMmu, WO moxe OyTu 3amiweHow 1 - 4 3amicHukamu, WO BuGUpaKOTb 3 atoma
ranoreHy, rigpokcurpynu, okcorpynu, Ci.jo ankokcu-kapboHinbHoi rpynu, Ciig ankokcurpynu, Lo
MOXe ByTY 3aMmilLleHOo0 ranoreHom, i Cq 1o ankinbHOI rpynu, LWo Moxe 6yTu 3aMilLleHOH ranoreHom,

Kinbue B o3Ha4vae nipason.

TyT, “4-6-4NEHHO reTepoUMKNIYHOW rpynoto, Wwo Mictute 0 abo 1 atom kucHo i 1 - 3 aTtomm
asoTy, SK retepoaTomMu,” € NepeBaXHO, Hanpukniag, MopdoniHo, niponin, gurigponiponin, nipasonin,
avrigponipasonin, ninepuaun, aseTUauHIN, nNiponigwHin, okcasoniguHin,  imigasonin  abo
iMmigasoniguHin.

[Cnonyka (lp-E)]

OnwucaHa Buwe crnonyka (lo), oe

R' o3Hauyae apomaTuyHy rpyny, Lo Moxe ByTy 3aMilLeHoto,

Kinbue A o3Hayae apoMaTuyHe KinbLe, WO € 3aMilleHUM

(a) ogHUM 3amiCHUKOM, O BUBMpPAIOTH 3

(1) Cs.7 UMKNOAnKiNeHOI rpynu, WO MOXe OyTn 3aMillleHolo, i

(2) 4-6-4neHHOI reTepounKniYHOI rpynK, Wwo mictutb 1 - 5 retepoaTtomis, WO BUBMpalTb 3 atoma
as3oTy, aToma CipkuM | aToMa KUCHIO, LLIO MOXe BYyTU 3aMileHoto, i

(b) ogHoro abo GinbLue JoAaTKOBMX 3aMiCHUKIB.

TyT, 0cOGNMBO NepeBaXHo, 404AaTKOBUMU 3aMiCHUKaMK € 1 - 4 3aMiCHUKM, WO BUOMpaloTb 3

(1) aToma ranoreHy,

(2) okcorpynu,

(3) rinpokcurpynu,

(4) C1.10 ankinbHOT rpynu, Lo MOXe ByTu 3amilleHoto,

(5) C1.10 ankokcurpynu, Lo mMoxe 6yTn 3amilleHoto,

(6) C1.10 ankincynb®OHINbHOT rpynu,

(7) mopdoniH-4-incynboHinbHOI rpynu,

(8) uiaHorpynu,

(9) kapbamoinbHOI rpynu,

(10) ranoreHo Cy 1o ankincynbgOoHINOKCUrpynu,

(11) Cs.7 umknoankin - C,.¢ ankiHinbHOT rpynu,

(12) gn-Cy.19 ankin-amiHorpynu,

(13) moHo-(C1.1¢ ankin-kapboHin)-amiHorpynu,

(14) C1.1p ankokcu-kapboHinbHOT rpynu,

(15) deHokcurpynum,

(16) C1.10 ankincynbdiHinbHOI rpynu,

(17) 6eHsimigason-2-inokeurpynu, i

(18) 6eHsimigason-2-incynbdOHINbHOI rpynu.

[Crnonyka (Io-F)]

OnwucaHa Buwe cnonyka (lo-E), e

R’ 03Havae deHin, Wwo moxe OyTK 3amilLeHnMm,

R? 03Hauae aToM BOAHIO, aTOM ranoreny, rigpokcurpyny, Ci.io ankinbHy rpyny, o moxe 6yTtu
3amiweHoto, abo C;.1p ankokcurpyny, Wo mMmoxe OyTu 3aMmilleHoto,

R® o3Hauae aToMm BogHto abo Cy.io ankoKcurpymny, o mMoxe 6yTu 3amilLeHoto,

Kinbue A o3Hayae 6eH30/, KU € 3aMilleHUM OOHUM 3aMiCHUKOM, Lo BUOUpatoTh 3

(1) Cz7 umMknoankineHoi rpynu, Wo mMoxe OyTK 3aMillleHoto,

(2) gurigponipaHinbHOT rpynu, Wo Moxe ByTy 3amileHolo,

(3) TeTparigponipaHinbHOI rpynu, Wo Moxe 6yTu 3aMilLeHoto, i

(4) 4-6-4neHHOT reTepouUKNiYHOI rpynu, Wwo Mictnte 0 ado 1 atoM KucHi i 1 - 3 aTtoMu asoTy, sk
retepoaTtomMu, LWo Moxe OyTH 3aMilLieHoto,

i MOXXe OyTK 3aMmilleHM 0O4AaTKOBMMU 3aMiCHUKaMMW, i
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Kinbue B o3Hauvae imigason, nipason, Tpuason, Tetpason, i3okcason, 1,3-okcason, gypaH abo
TioheH, KOXKEH 3 AKNX MOXxXe ByTu 3aMilLileHnn.

TyT, “4-6-4NEHHO reTepPOoUMKIIYHOK rpynoto, Wwo mictute 0 abo 1 atom kucHwo i 1 - 3 aTomm
asoTy, SK retepoaTomMu,” € NepeBaXHoO, Hanpuknag, MopdoniHo, niponin, gurigponiponin, nipasonin,
aurigponipasonini, ninepuaun, aseTUavHIN, NiponiguHin, okcasoniguHin, iMigasonin, imigasoniguHin,
i3okcasonin, nipyann, ninepasuHin, ado Tiaszonin.

[Crnonyka (lo-G)]

Cnonyka (lo-E) abo Cnonyka (lo-F), oe

R! o3Hauae beHinbHY rpyny, Lo Moxe 6yTn 3amilieHoo 1 - 5 aTomamu ranorexy,

R? 03Hauae aToM BOAHI0 a60 Cy.1o anKOKCUrpyny,

R® 03Hauae aTom BOAHIO,

Kinbue A o3Hayae 6eH30m, SK1in € 3aMilleHUM OfHI€l0 4-6-4NEeHHO reTepoLMKIYHOK rPynoto, WO
MicTute 0 abo 1 atom kucHio i 1 - 3 atomm a3oTy, SK reTepoaTtomMu, LWo Moxe OyTu 3amiwteHoro 1 - 4
3aMiCHUKamn, WO BuBUpaoTb 3 aTtoma ranoreHy, rigpokcurpynu, okcorpynu, ranoreHo Ci.gg
ankokcurpynu, Ci.io ankokcu-kapboHiny i Ciio ankinbHOi rpynu, WO Moxe OyTn 3amilleHoro
raroreHom,

i Skun Mmoxxe 6yTn goaaTKoBO 3aMilleHnin 1 abo 2 3amicHMKaMu, WO BMOMpatoTb 3 aToMa ranioreHy
i C1.10 @anKokeurpynu, i

Kinbue B o3Ha4vae nipason.

TyT, “4-6-4NEHHO reTepoUMKNIYHOW rpynoto, Wwo Mictute 0 abo 1 atom kucHio i 1 - 3 aTomm
asoTy, Sk retepoaTomu,” € NepeBaXxHO, Hanpuknag, mopdoniHo, niponin, agurigponiponin, nipasonin,
avrigponipasonin, ninepuaun, aseTuavHin,  niponiguHin,  okcasoniguHin, imigasonin  abo
imigasoniguHin.

B iHWOMY acnekTi npegctaBneHoro BUHaxody, HacTynHi cnonyku, To6To, cnonykun (lo-H) i (lo-1) €
nepeBaxxHumu, sik cnonyka (lo).

[Cronyka (lp-H)]

Cnonyka (lp), oe

ae

R' o3Hauae ankinbHy rpyny, WO MOXe 6yTM 3aMileHO, arkoKCUrpymny, Lo Moxe 6yTu
3aMILLEHOI0, UMKIOAsKINbHY rpyny, Wo Moxe OyTu 3amiweHoto, abo apomaTtuyHy rpyny, O MOXe
OyTu 3amilLeHoto,

R? o3Hauyae aToM BOAHIO, TAPOKCUrPYNY, amnkinbHy rpyny, IO Moxe OyTu 3amilieHow, abo
ankoKkcurpyny, Wo moxe 6yTu 3amilleHoto,

R® 03Hauae aTom BoAHIo abo ankineHy rpyny, Wwo Moxe 0yTy 3amilLieHot,

Kinbue A o3Havae 5- abo 6-uneHHe apomaTtudHe Kinble, Wo Moxe B6yTn 3amiweHnm ogHuM abo
Oinblwe 3aMicHWKiB, WO BMOMpPaKTbL 3 aToMamu ranoreHy, uiaHorpynu, rigpoKcurpynu, ankinbHoi
rpynu, Wwo moxe OyTu 3aMilLleHOH, anKkoKCUrpynu, Lwo Moxe 6ytu 3amilleHor, kapbamoinbHoI rpynu,
ankincynbaHinbHoi rpynu, Wwo Moxe 6yTn 3amilleHoto, ankincynbgiHineHoi rpynu, wo moxe bytu
3aMILLEHOI0, TEeTEepOLMKN-CYNb@OHINBHOI  rpynu, amiHorpynu, LWo Moxe OyTu 3aMileHoto,
LIMKNOAnKiNbLHOI rpynu i HaCUYEHOI reTepoLnKNiYHOI rpynu, i

Kinbue B o3Havae 5-4neHHe apomaTUyHe reTepoLMKITiYHE KinbLue, LWo MoXe OyTK 3aMilleHnMm.

[Cnonyka (lp-D]

Cnonyka (lp), oe

Kinbuem A € 5-6-uneHHe apomaTtuyHe Kinbue (Hanpuknag, deHin nipugun), wWo moxe 6yTn
3aMilLieHMM ogHMM abo BinbLue 3amiCHUKIB, WO BUOMpaloTh 3

(a) aTomiB ranoreHiB (Hanpuknag, xfop, dTop, 1og)

(b) uiaHorpynu

(c) Ci1o ankinbHOI rpynu, wo moxe OyTu 3amiwleHow 1 - 3 aTomMaMu ranoreHis (Hanpuknag,
MeTun, TpudgTopmeTun),

(d) Cs.7 umknoankineHoi rpynu (Hanpuknaa, MeTun, TpudTopmMeTUn),

(e) Ci10 ankokcurpynu, wWo Moxe OyTu 3amiweHoro 1 - 3 atomamu ranoreHiB (Hanpuknag,
ONPTOPMETOKCU, METOKCH),

(f) 5-10-4neHHOT reTepoLMKNIYHOI rpynu, Wo MicTutb 1 - 3 reTepoaTomis, O BMOMPAOTL 3 a30Ty,
KWUCHIO i cipku (Hanpuknad, mopdoniHin, 6eHsiMigasonin, ninepuauvHin),

(9) C1.10 ankin-cynboHINbHOI rpynu (Hanpuknaza, MeTuncynbdOoHi)

(h) 5-10-yneHHOi reTepouMKI-CyNbdOHINbHOI rpynKu, Wo Mictute 1 - 3 reTepoartomis, WO
BMOMpPalOTb 3 a30TY, KUCHIO i Cipkn (Hanpuknag, MopdoniHincynbgoHin),

(i) kapbamoinbHOI rpynu,

R' o3Hauae

(a) C1.10 ankinbHy rpyny (Hanpuknag, isonponin, i3obyTun), ado
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(b) atomn ranoreHis (Hanpuknag, xnop, ¢Top), Ci.19 ankinbHy rpyny (Hanpwuknag, metun) Cigp
ankokcurpyny (Hanpuknag, MeToKCK),

R” o3Havae

(a) BOAEHDL

(b) rigpokcurpyny

(c) Cy1.10 ankinbHy rpyny (Hanpuknag, metun), abo

(d) C1.10 ankokcurpyny, Wwo Moxe 0yTn 3amilleHo ogHMM abo Ginblue 3aMiCHMKIB, L0 BMOMpatoTb
3 aTtomiB ranoreHiB i Csz; UMKNoOankinbHOI rpynu (Hanpuknag, MEeTOKCW, €TOKCKM, i30MpPOrMOKCH,
LIMKNONPOninMeToKCH, ANpTopMeTOKCH),

R® o3Hauae BofeHb a6o Ci.qo ankineHy rpyny (Hanpuknag, Metun),

Kinbuem B € nepeBaxHO 5-uneHHa a3oT-BMiCHE apoMaTU4HE reTepoLunknivHe Kinbue, wo mae 1 - 3
aTomu a3oTy (Hanpuknag, nipason, Tpuason, TeTpason), wo moxe 6ytn 3amiweHum Cq 1o ankinbHO
rpynoto (Hanpwvknag, MeTun)

MepesaxHo, cnonyka (l,) He BkNoYae HacTynHi cnonykun abo ix coni:

1-(2-xnopdeHin)-6-meTun-3-{5-tiokco-4-[3-(TpucdTopmeTun)deHin]-4,5-aurigpo-1H-1,2,4-
Tpuason-3-in}nipnaa3suH-4(1H)-oH,

1-(4-xnopdeHin)-3-[4-(2-dpTopdeHin)-5-Tiokco-4,5-gurigpo-1H-1,2,4-tpnason-3-in]-6-
MmeTmnnipmaasunH-4(1H)-oH,

1-(4-xnopdeHin)-6-meTun-3-{5-tiokco-4-[3-(TpucdTopmeTun)deHinl-4,5-aurigpo-1H-1,2,4-
Tpuason-3-in}nipnaa3suH-4(1H)-oH,

1-(4-xnopdeHin)-3-[4-(2-cbTopdeHin)-5-(meTuncynbdanin)-4H-1,2,4-tpmnason-3-inj-6-
mMeTunnipuaasnH-4(1H)-oH,

1-(4-xnopdeHin)-6-metun-3-{5-(MmeTnncynsdatin)-4-[3-(tpudtopmeTnn)deHin]-4H-1,2,4-
Tpuason-3-in}nipnaa3suH-4(1H)-oH,

1-(2-xnopdeHin)-6-metun-3-{5-(MmeTnncynosdatin)-4-[3-(tpudTropmeTnn)deHin]-4H-1,2,4-
Tpuason-3-in}nipnaa3suH-4(1H)-oH,

3-(3,5-gumeTnn-1H-nipason-1-in)-1-deHinnipnaasnH-4(1H)-oH,

1-(4-xnopdeHin)-3-{1-[3-xnop-5-(TpucdTopmeTnn)nipnamH-2-in]-1H-nipazon-5-in}nipnaasmn-4(1H)-
OH,
1-(2-cpTopdheHin)-1H-nipason-5-in]-1-[3-(TpucdTopmeTun)deHininipnaasnH-4(1H)-oH,
1-(3-xnopdeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHininipngasnH-4(1H)-oH,

3-[1-(4-meTokendeHin)-1H-nipason-5-in]-1-[3-(TpudtopmeTun)deHrin]nipngasmH-4(1H)-oH,
3-(1-deHin-1H-nipason-5-in)-1-[3-(TpucdTopmeTnn)deHin]nipnaasnH-4(1H)-oH,
3-[1-(3-HiTpodbeHin)-1H-nipa3on-5-in]-1-[3-(TpudTopmeTun)derin]nipugasmH-4(1H)-oH,
3-[1-(1,1-piokcupoTeTparigpoTiodeH-3-in)-1H-nipa3on-5-in]-1-[3-
(TpudpTopmeTun)deHrin]nipugasmH-4(1H)-oH,
3-[1-(4-meTundeHin)-1H-nipa3on-5-in]-1-peHinnipnaasnH-4(1H)-oH,
3-[1-(4-xnopdpeHin)-1H-nipason-5-in]-1-derinnipnaasuH-4(1H)-oH,
3-(4-etnn-5-tiokco-4,5-gurigpo-1H-1,2,4-tpnason-3-in)-1-(4-metundeHin)nipnagasnH-4(1H)-oH,
1-(4-xnopdeHin)-3-{1-[3-xnop-5-(TpudTopmeTUN)NipnanH-2-in]-1H-nipason-3-in}nipugasuH-4(1H)-
OH,

3-[1-(2-dbTOpbeHin)-1H-nipa3on-3-in]-1-[3-(TpudTopMmeTUn)deHin]nipnaasmH-4(1H)-oH,

3-[1-(3-xnopdeHin)-1H-nipason-3-in]-1-[3-(TpudTopmeTun)deHin]nipnaasuH-4(1H)-oH,

3-[1-(3-meTokcndeHin)-1H-nipason-3-in]-1-[3-(TpudTopmeTun)deHrin]nipngasmH-4(1H)-oH,
3-(1-deHin-1H-nipason-3-in)-1-[3-(TpucdTopmeTun)deHin]nipnaasnH-4(1H)-oH,
3-[1-(3-HiTpodbeHin)-1H-nipa3on-3-in]-1-[3-(TpudpTopmeTnn)deHin]nipugasmH-4(1H)-oH,
3-[1-(4-meTundeHin)-1H-nipa3on-3-in]-1-deHinnipnaasuH-4(1H)-oH,
3-[1-(4-xnopdeHin)-1H-nipa3son-3-in]-1-deHinnipngasnH-4(1H)-oH,

cnonyky hopmynu:
/E\J\(Q S—Ra

R® N

o) ;\'_&
Yk

30

3
3
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Kinbuem A’ € 6eH30mMbHe Kinbue, Lo Moxe OyTn 3amilleHMM O4HMM 3aMiCHUKOM, Lo BUBuparTb 3
atoma rarnoreHy i ankinbHoi rpynu,

R'e

(1) eTunbHa rpyna, abo

(2) deHinbHa rpyna, Wo moxe OyTn 3amilleHo O0aHMM abo BinblLue 3aMiCHMKIB, WO BUOUpatoTh 3
atoma gTopy i TPMPTOPMETUILHOT rpynu,

R” € atom BogHto abo MeTunbHa rpyna, i

Ra € atom BogHto abo C; 4 auukniyHa ByrneBogHeBa rpyna, Lo Moxe 6yTu 3amileHoto,

cnonyky opmynu:

ae

Kinbuem A” € 6eH30sbHE KinbLe, WO Moxe ByTh 3amilleHUM ranoreHom, i

R" € aumnbHa rpyna.

CneuundpivyHo, 0cobnmBO nepeBaxHMMKU nNpuknagamv Cnonyk (lg) € HaCTynHi Cnonykw.

1-[2-dbTOp-4-(3,3,4,4-TeTpadTopniponianH-1-in)deHin]-5-metokeu-3-(1-deHin-1H-nipason-5-
in)nipuaasuH-4(1H)-oH abo 1ioro cineb.

1-[2-dpTOp-4-(2-oKkconiponiaunH-1-in)deHin]-5-meTokcu-3-(1-deHin-1H-nipason-5-in)nipnaasvH-
4(1H)-oH abo noro cinb.
1-[4-(3,4-andpTop-1H-nipon-1-in)-2-dTopdeHin]-5-meTokcu-3-(1-cdeHin-1H-nipason-5-
in)nipnagasuH-4(1H)-oH abo 1ioro cine.
1-[2-¢pTOp-4-(1H-nipa3on-1-in)deHin]-5-meTokeu-3-(1-deHin-1H-nipason-5-in)nipugasnH-4(1H)-oH
abo woro cinb.
1-[4-(4-xnop-1H-nipa3on-1-in)-2-TopdeHin]-5-metokeu-3-(1-deHin-1H-nipason-5-in)nipnaasuH-
4(1H)-oH abo noro cinb.
1-[2-dbTOp-4-(2-0KCO-1,3-0KCas3onianH-3-in)deHin]-5-meTokcun-3-(1-deHnin-1H-nipason-5-
in)nipuaasuH-4(1H)-oH abo roro cinb
3-[1-(2-bTopdeHin)-1H-nipa3on-5-in]-1-[2-dTOp-4-(1H-nipa3on-1-in)deHin]-5-meTokcunipmaasvH-
4(1H)-oH abo noro cinb.
3-[1-(3-xnopdpeHin)-1H-nipason-5-in]-1-[2-dTop-4-(1H-nipa3on-1-in)deHin]-5-meTokcunipnaasnH-
4(1H)-oH abo 1noro cinb.
1-[4-(4,4-pnmeTnn-2-okconiponiguH-1-in)-2-cdpTopdeHin]-5-meToken-3-(1-dpeHin-1H-nipason-5-
in)nipyaasuH-4(1H)-oH abo 1ioro cine.
1-[4-(5,5-anmeTnn-2-okco-1,3-okcasoniguH-3-in)-2-gpropdeHin]-5-metokcu-3-(1-cpeHin-1H-
nipason-5-in)nipnaasunH-4(1H)-oH abo 1oro cinb.
5-meTokcu-1-[2-meToken-4-(1H-nipason-1-in)dpeHin]-3-(1-deHin-1H-nipason-5-in)nipyaasunH-
4(1H)-oH abo noro cinb.

Konn cnonyka (l,) € cinnto, Hanpuknag, MOXHa 3ragaTu coni meTani, Comi amoHito, comi 3
opraHiYyHMMKU OCHOBaMW, COfi 3 HEOPraHiMHUMK KUCNOTaMu, COSfi 3 OpraHiYHUMMK KUcCrnoTamu, Cosi 3
OCHOBHUMU abo KUCIMMKU amiHoKucnoTamu. [lepeBakHMMKU MpuKkagaMyM conerl 3 meTanamu,
Hanpuknag, € coni NyXXHUX MeTanis, Taki Sk coni HaTpito, coni Kanito i T.i.; coni NyXHo3emMenbHUX
MeTaniB, Taki sik comi kanbuito, coni Mmarsito, coni 6apito i T.i.; i coni anomiHito. MNMepeBaxHUMK
npuknagammn conemn 3 opraHiYyHUMU OCHOBaMU € COMi 3 TpUMeTUnamiHoM, TpueTunamiHom, NipuaNHOM,
nikoniHom, 2,6-nyTMaMHOM, eTaHoNaMiHOM, AieTaHonaMiHOM, TpueTaHoNamiHOM, LUKNorekcmnamiHom,
avunknorekcunamiHom, N,N’-gmubeHauneTuneHgiamiHom i T.i.. MNepeBaxHMMM npuknagamm conen 3
HeopraHiYHUMK KUCMOTaMKn € COoMi 3 XIIOPBOAHEBOK KUCIOTOK, OPOMBOAHEBOK KMCIOTOK, a30THOH
KMCMOTO, CipYaHOK KMUCNOTO, POCKOPHOK KUCIOTOW i T.i.. MNepeBaxHMMKU Npuknagamm conen 3
OpraHiYyHMMKn KucrnotTamum € cofli 3 MypaLUMHOK KUCMOTOK, OLTOBOK KUCMOTOK, TPUATOPOLTOBOKD
KMCNOTO, PTanesBol KMCIOTO, PyMapoBOK KUCMOTOD, LLABNEBOK KUCMOTOK, BUHHOK KUCMOTOH,
ManeiHOBOK KWCMOTOH, JMMOHHOK KUCMoTa, OYpPLUTUHOBOK KUCMOTOK, SAOMYy4HOK KUCIOTOH,
MEeTaHCYNbGOHOBOK KUCMOTO, 6eH30MCYNbOHOBO KUCIOTO, MN-TOMYONCYIIbOHOBOI KUCIOTOH i
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T.i.. NepeBaxxHUMM Npuknagamu conen 3 OCHOBHMMW aMiHOKUCNIOTaMK € COJi 3 apriHiHOM, Ni3VHOM,
OpHITUHOM i T.i.. [lepeBaxHumn npuknagamuM cofnev 3 KAUCIIMMW amiHOKMCNoTaMmuM € coni 3
acnapariHoBO KWCMOTO, MyTamMiHOBOK KucroTot i T... Cepen HWX, NepeBaXHWMU € COfi, WO €
hapmMakonoriyHo NpUNUHATHUMW. Hanpuknag, y BuNagky, KOnuM B CMOMAyUi MNPUCYTHA KUCIOTHA
dyHKUiOHanbHa rpyna, Hanpuknag, nepeBaXXHMMW € HeopraHiyHi COSli, WO BKNOYAOTb COMi JTY>KHUX
MeTaniB (Hanpwvknag, coni HaTpito, TOLWO) i coni Ny)XHO3eMefnbHUX MeTarniB (Hanpuknag, cosni Kanbuito,
coni marhito, coni 6apito, Towwo) i amoHieBi coni. Ha npoTuBary, y Bunagky, Konv B Cnonyui NpUCyTHS
OCHOBHa (YyHKUiOHanbHa rpyna, Hanpuknag, nepeBaxXHUMW € COMi 3 HeOopraHiYHMMKM KucroTamu,
TakMMu SIK XINOPBOAHEBOK KWUCMOTO, 6pOM BOAHEBOK KWUCMOTOW, a30THOK KUCMOTOK, CipYaHOoIo
Kncnota, (pocOopHOO KUCMOTOK KUCIOTOW, TOLWOo, abo comni 3 OpraHiyHOK KWUCIOTOK, TakoK SK
ouToBa kucroTa, dTanesa kKucnoTta, (pymapoBa KuCnoTa, LWasfesBa KUCMOTa, BMHHA KUCNOTA,
ManeiHoBa KucroTa, NMMOHHa KucnoTa, OyplITMHOBA KUCMOTa, MeTaHCynb(oHOBa KUcroTa, n-
TOnyoncynboHOBa K1cnoTa, ToLwo.

Axkwo cnonyka (l,) BkMoyae isomepu, Taki 9k TayToMepu, ONTUYHI i3oMepu, CTEPUYHI i3oMepH,
3BOPOTHI i30Mepw i poTauiliHi i3oMepun, oOuH 3 iHWKX i30MepiB abo CyMilll TAKOX BKIOYEHI B CMOMYKY
npepctaeneHoro BuHaxogy. Kpim toro, skwo crnonyka (l,) Mae onTMYHWIA i3omMep, ONTUYHWUIA i3oMep
BUAINEHWI 3 pauemarty BKtoYeHui B cnonyky (lo).

Cronyky (lI,) MoxHa ogepxaTu y KpucTamiyin dopmi. | okpema KpucrtaniyHa dopma, i
KpucTaniyHa cymill MoXyTb OyTu BkMtodeHi B cnonyky (lo).

Crnonyka dopmyna (lg) Moxe ©OyTu capmaueBTUYHO MPUNRHATHUM  chiBKpucTanom abo
cniBkpuctaniyHoto  cinmo.  TepmiH  "cniBkpuctan" abo  “cniBkpuctanmiyHa  cinb’, Gk TyT
BMKOPUCTOBYIOTLCH, O3Ha4aloTb KPWUCTaniyHWA martepian, Wo cknagaerbca 3 ABOX abo bGinblie
OoKpeMux TBepaux cybcTaHuii npu KiMHaTHIM TemnepaTtypi, KOXHa 3 AKMX Mae 0ocobnumei i3nyHi
XapaKkTepuCTUKK, Taki 9K CTPYKTypa, Temnepartypa nfaBfeHHs i TEennOEMHICTb, FirPOCKOMIYHICTb,
PO3YMHHICTL | cTabinbHicTb. CniBkpuctan abo cniBkpucTaniyHy Cinb MOXHa ogepXaTtu 3rigHo 3
BiJOMMM per se crnocobom cniBkpucTanisauii.

Cronyky (lI,) MOxHa ogepaTtu sk conbBaTt (Hanmpuknag, rigpat) abo sk He-conbBaT i 0buasa
BKITtoveHi B cnonyky (l,).

Cnonyku MiyeHi isoTonamu (Hanpuknag, ’H, °H, c, *c, ®F, *s, ), TOLLO) TaKoX BKIMIOYEHi B
crnonyky (lo).

[Cnocobu opepxaHHs]

Cronyky npeacTtaBneHoOro BWMHaxody i CrnoOMyKy SiK CMPOBMHHI MaTepiany MOXHa ofepXatu
BiJOMVMM YMHOM, Hanpuknag, cnocobamu nokasaHMMM Ha HACTYNHUX cxemax. TyT gani, “KiMHaTHa
TeMmnepaTypa” o3Hadae Temnepatypy 3aranom B iHTepsani Big 0 go 35°C i “Hu3bka TemnepaTypa”
O3Ha4yae TemnepaTypy 3aranom Big -78 go 0°C.

Cnonyky (l,) MoxHa ogepxaTtu, Hanpuknag, 3a cnocobom po3KpUTUM HukYe abo CniBCTaBUMUM
cnocobom. Cnocobu ogepxaHHsa crnonyku (l,) PO3KpUTI HMKYe MpU PO3KPUTTI CMOCOBIB oaepXKaHHS
cnonyk (l-a), (I-b), (I-c), (I-d), (I-e), (I-f), (I-g), (I-h), (I-i), i (I-j), wo BKkNtOYeHi B cnonyky (lo).

CvmMBONM BUKOPUCTOBYBaHi ANSA CMOMYK B CXeMaxX peakui MawTb Taki X caMi 3Ha4eHHs, §K
3ragaHo Buwie. B ubomy onuci, metnnbHa rpyna (CHj) iHogi BMKOpMCTOBYETHCA No3HadeHHs Me.
Cronykun Ha cxemax MOXYTb BKIOYaTK iX COMi y BUMAAKax, KON cosni MoXyTb OyTu cpopMoBaHi i Taki
coni nopi6Hi po conen crnonykn (lo). Kpim Toro, cnonyky ogepxaHy B KOXHOMY Crnoco®i MoxHa
BMKOpUCTaT Be3nocepeHbo y opMi peakuinHoi CyMmilli abo sk HEOYMLLEHMI NPOJYKT B HACTYMHUX
peakuisax. OgHak, i MOXHa BUOINMTU 3 peakuilHOi CyMilli BMKOPUCTOBYIOYM 3BUYaMHWI cnocib.
Mpoaykt caM no cobi MOXHaM Ferko OYWCTUTU BIZOMMMM CMOCODaMM i30MI0BAHHSA, TakMMu SK
EeKCTpakUisl, KOHUEHTPYBaHHA, HeuTpanisauis, QinbLTpyBaHHA, neperoHka, nepekpucTanisauis i
xpomatorpadia. AnbTepHaTUBHO, AKLLO CMOSTlyKa Ha CXxemax € KOMepLinHO OOCTYMHOK, KOMepLUiiHWUI
NPOAYKT MOXHa BUKOpUcTath 6e3nocepenHbo i Ha 4OAATOK, MOXYTb OyTW BUKOPUCTaHI Taki NPOAYKTH,
L0 BMpOGNAOTLCA BigoMmMMu cnocobamm abo BUKOPUCTOBYHOUM CMIBCTABMMUIA CMOCIO. AKLLO Cnonyka,
AK BUXIOHWUA peareHT, MICTUTb aMiHO, KapboKcw, rgpoKcuibHYy abo reTepouuknivyHy rpyna, rpyny
MOXHa 3aXMCTUTW 3aXMCHOK TPYMolo, O 3a3Bu4Yal BUKOPUCTOBYETbCA B MENTUAHOMY CUHTESI. |
UbOMY BMNaAKy, SKWO GaxkaHo, LiNbOBY CMOMyKy MOXHA odepXaTu BUAANEHHSIM 3aXWUCHOI rpynu.
3axucHy rpyny MoxHa BBecTM abo BuMpanuTu Bigommmu cnocobamu, Hanpuknag, 6asywunchk Ha
cnocobax onuncaHux B “Protective Groups B Organic Synthesis, 3" Edition” (by Theodora W. Greene,
Peter G. M. Wuts, ony6bnikoBaHnm B 1999 Wiley-Interscience Corporation).

Mpuknagamu “X™ € aHioHM ranoreHy (Hanpuknaz, aHioH Xropy, aHioH 6pomy, aHioH roay, ToLo),
HITPaTHWUI aHioH i pocaTHUIN aHioH.

B umx cnocobax ogepkaHHs, NepeTBOPEHHS 3aMiCHMKA KOXHOIO i3 3aMiCHUKIB R* - R® i KOXHOrO i3
3amicHukiB Ha Kinbusix A i B npoBogaTh 3rigHO 3 METOAMKOK BiJOMOK MO CYTi, HaNpuknag, cnocobom
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onncanmm B “Comprehensive Organic Transformations” (by Richard C. Larock, ony6nikoBaHum B
1999 Wiley-VCH).

HacTtynHi BignoBigHi cnocobu MmoxHa npoBecTn 6e3 po3vmMHHWKA abo BUXiOHI MaTepianu MOXyTb
OyTn po3umHeHi abo cycneHgoBaHi B MPUNHATHOMY PO3YMHHUKY Mepeq peakuieto. | B LboMy BUMaAKy,
OOVH BUA PO3YMHHUKA MOXe OyTM BMKOPUCTaHWA He3anexHo abo gBa abo Ginblie pPO34YMHHKKIB
MOXYTb OyTn 06‘eAHaHi 3 NPUAHATHUM CMiBBIAHOWEHHAM. Crneun@iyHUMK NpUKNagamMmm po3vMHHUKIB
BMKOPMCTOBYBaHUX B cnocobax oaep>kaHHS NpeAcTaBreHoi CNonyku cneuianbHO NpuBoaATh Aani:

CnunpTtu: meTaHon, eTaHon, 1-nponaHon, 2-nponaHor, TpeT-6yTunoBui cnupT, 2-MeTOKCUeTaHon,
TOLWO

Etepu: pietunoBun etep, AiisonponinoBui etep, gudeHinosui etep, TetparigpodypaH, 1,4-
niokcaH, 1,2-gumeTokcueTaH, ToLo

ApomaTtunyHi ByrneBoaHi: 6eH3on, xnopbeH3on, ToNnyon, KCUMeH, TOLo

HacnuyeHa ByrneBOHi: LMKNOrekcaH, rekcaH, ToLlo

Awmign: N,N-anmetnncpopmamia, N,N-aumetunauertamia, Tpuamia rekcametmndgocdopy, TOLo

[anoreHoBaHi BYrneBOAHI: AUXOpMEeTaH, XrnopodopmM, TeTpaxnopug Byrneuto, 1,2-guxnopeTan,
TOLWo

HiTpunu: aueToHiTpmn, NponioHiTpun, Towo

Cynbdokemamn: gumeTuncynbdokeua, ToLwo

ApomMaTunyHi opraHidHi OCHOBM: NipnaWH, NIOTUOWH, TOLWO

AHrigpnan KMcnoT: ouTOBUI aHrigpung, Towo

OpraHiyHi KnCnoTn: MypallMHa KMCnoTa, OLUTOBa K1cnoTta, NponioHoBa KucrnoTa, TpudTopouToBa
KMCnoTa, MeTaHCcynbgOHOBA K1CIOTa, TOLLO

HeopraHiyHi KncnoTu: xnopBogHEBa KUCIOTA, CipyaHa KMcrnoTa, ToLo

EcTtepu: metunauerar, etunauertat, 6ytunaugerar, TOLWO

KeToHW: aLeToH, METUNETUIKETOH, TOLLO

CrneundiyHnmn npuknagamy ocHoB abo BIOHOBHKMKIB, WO BUKOPUCTOBYKTBCSA B crnocobax
OflepXXaHHSA CNonyku npeacTaBneHoro BUHaxo4y € HacTyrMHi:

HeopraHiyHi OCHOBU: rigpokcua HaTpito, rigpoKkcua Kanito, rigpokcug MarHito, Towo

OcHoBHi coni: kapboHaT HaTpito, kapboHaT kanito, kapboHaT Uuesilo, Kanblii kapboHar,
rigpokapboHaT HaTpito, TOLLO

OpraHiyHi OCHOBM: TpUeTMnaMiH, giisonponineTnnami, TpUbyTUNamiH, LMKNoreKCunanMeTunamiH,
nipuauH, nytuavH,  4-gumetunamiHonipuamH,  N,N-gumeTtunaniniH, N-metunninepuaumH,  N-
meTtunniponiguH, N-metunmopdoniH, 1,5-giasabiunknol[4,3,0]-5-HoHeH, 1,4-gia3abiunknol2,2,2]okTaH,
1,8-pia3abiunkno[5.4.0]-7-yHaeueH, imigason, Towo

Ankokcuan meTaniB: METOKCUA HaTPilo, €TOKCUA, HaTpito, TPeT-OyTOKCMA Karnito, TOLO

Fopvam nyxHUXx meTanis: rigpua HaTpito, rigpua kanito, Towo

Amign meTtanis: amig, HaTpito, giisonponinamiz niTito, rekcameTunaucunasung niTito, ToLo

OpraHoniTieBi peareHTU: METUMITIA, H-ByTUNNITIN, BTOP-OYTUNNITINA, TPET-OyTUNNITIA, TOLWO

CneundiyHnMn npuknagamm KMcnot abo KUCNOTHUX KaTanisaTopiB, LU0 BUKOPUCTOBYHOTHCS B
crnocobax ogepxaHHsA A58 CNoNykn NpeacTaBNeHoro BUHaXo4y € HacTYnMHi:

HeopraHiyHi kncnotu: xnopBogHEBA KUCHOTa, cipyaHa KMCroTa, a3oTHa kucnota, bpomBoaHeBa
Kucnora, pocdopHa KucnoTa, ToLo

OpraHiyHi KMCMOTK: OUTOBa KUCMOTa, TPMATOPOLITOBA KMCMOTA, LaBfeBa KUcroTa, dTanesa
KncnoTa, pymapoBa KMCNoOTa, BUHHA KUCMOTa, MarneiHoBa KMCNoTa, NIMMOHHA KUCoTa, GyplTuHOBa
KMcrnoTa, MeTaHCynb(oHOBa KUCMOTa, M-TONyoncynbgoHoBa kucnoTa, 10-kamdopcynsgoHoBa
KMcnoTa, ToLo

kncnotu Jloica: komnnekc TpudpTopug 6opy:edip, nogma UMHKY, 6€3BOOHUI XNopug antoMmiHito,
©e3BogHMI XNopug, LUMHKY, 6€3B0OAHMI Xopua 3anisa, Towo

Konn 3B’a3yBaHHi “reTepouumkniyHi crnonyku”, “kapbamaTtHi crnonyku”, “aueTtuneHoBi MNoxigHi”,
“noxigHi ©6opoHOBOI kmucnotu” abo “opraHoonoBsiHi cnonyku” 3 Kinbuem A MatoTb, rpynu, LWo
BiOXOAUTb, MPOAYKT MOXHa oOJepXaTu peakuield KOHAEHCYBaHHS B MPUCYTHOCTI  OCHOBWU
BMKOPWCTOBYIOMM | nanagieBui Kartanisatop, i MigHWA kartanisatop abo oaWH 3 HuWX.
“leTepoumkniyHMMK crnonykamn” € iMigason, nipasorn, niponiguH, aseTuawH, NiponifoH, ninepuaoH,
Towo, “kapbamatHMMKM cronykamu® € OKCasonigoH, TOWo, “aueTUIeHOBUMM noiigHuMn” €
uuMknonponinaueTuneH, Towo, “‘noxigHumMuM  GopoHoBoi  kucnotn” € (1-metun-1H-nipason-4-
in)6OPOHOBOI  KMCMOTM  MIHAKONOBUA  ecTep, TOLLO, “OpraHoOfIoBAHMMM  croflykamn” €  2-
(TpubyTMncTaHin)-1,3-okcason, Towo

Ak “nanagiesun kaTanizatop”, Hanpuvknag, MOXHa BUKOPUCTATU
Tpic(anbeHsunigeHaueToH)gunanagin (0), TteTpakicTpudeHindgocgiHnanagii (0) i T.i.. MNanagieBun
KaTanizatop mMoxe OyTh BUKOPUCTAHUIM B KINbKOCTI B iHTepBani npubnusHo Big 0,01 go 1 monb i
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nepesaxHo Bia 0,05 go 0,2 monb BigHOCHO 1 Monb cycbeTpaty peakdii. “Managiesun kaTtanisatop”
Moxe ©OyTn BukopuctaHui B KoMbGiHauii 3 docdiHoBuMU niraHgamu. Konm BUMKOPUCTOBYETHCA
docgiHoBUI niraHa, BiH BUKOPUCTOBYETBLCA B KiNbKOCTI B iHTepBani npnbnusHo Big 0,01 go 4 monb i
nepeaxHo Big 0,05 go 1 monb BigHOCHO 1 Monb cybecTpaTy peakuii. Ak “docdiHoBuiA niraHa”,
Hanpuknag, MoOXHa npuBecTn docdiHoBUA niraHAd, Takun sk TpudpeHindgocdiH, i 4,5-
Oic(andeHindocdino)-9,9-anmeTnnkcaHTeH. Ak “MigHi  kaTanisatopu”’, Hanpuknag, Moxe 0yTu
BUKkopuctaHun nogua migi (Cul) i okeng migi (Cu,0). “MigHuii kaTanisatop” Moxe 0yTU BUKOPUCTaHUN
B KiNbKoOCTi B iHTepBani npubnuaHo Big 0,1 go 1 monb i nepeBaxHo Big 0,1 go 0,5 monb BigHOCHO 1
Monb cybcTpaty peakuii. Kpim Toro, “migHui katanizatop” mMoxe OyTM BUKOPUCTaHUN pasoMm 3
niraHoom, Takum K N,N’-anmeTuneTtan-1,2-giamin, TpaHc-1,2-giamiHouMKrorekcaH i
caniyunanbgokcum. Takuin niraHa BUKOPUCTOBYETLCA B KiNbKOCTI B iHTepBani npmbnusHo Big 0,1 go 4
Monb i nepeBaxHo Big 0,1 o 2 monb BigHOCHO 1 Monb cybecTpaTy peakuii. Ak “ocHoBa” Moxe ByTn
BUKOPUCTaHUN TpeT-OyTokcMa HaTpito abo docdaTt Kanito i KinbKiCTb 3HaxoauTbCs B iHTepBani
npnbnusHo Bia 1 go 10 monb i nepeBaxHo Big 1 00 3 Monb BIGHOCHO 1 Monb cybecTpaTy peakuil.
lMepeBaxHNM € NpoOBeAEHHSI NPeacTaBnNeHol peakuii y BiACYTHOCTI pO34MHHMKA abo B MPUCYTHOCTI
iHEPTHOrO PO34YMHHUKA B peakuii. BUKOpMCTOBYBaHUI PO3YMHHUMK crieuiaribHO He OOMEXYETbCS AOKM
TpMBaE peakuisi, ane Hanpuknag, 6axxaHummn € etTepu, HITpunu i T.i.. baxaHo npoBoAUTU peakLuito Npu
KiMHaTHIlN TeMnepaTypi abo Npu HarpiBaHHi i3 3BOPOTHIM XONOANUIIBHUKOM i NepeBaXkHO Mpu HarpiBaHHi
i3 3BOPOTHIM XonoaunbHUKOM. Yac peakuii araranom 3HaxoauTbcsa B iHTepBani Big0,5 oo 48 rogwH i
nepesaxHo Big 1 4o 24 roauH.

Llto peakuito KoHAeHcauii MoOxHa npoBoauMTM 3a cnocobamu oncnaHumm B “Cross-Coupling
Reactions: A Practical Guide (Topics in Current Chemistry)” (Springer) “Experimental Organic Metallic
Chemistry for SynthEClzing Chemists” (Kodansha) i “Organic Synthesis using Transition Metals”
(Kagaku Dojin) abo cnisctaBumMmn cnocio6.

Cnonyku (l-a), (I-b), (I-c), (I-d), (I-e), (I-f), (1-g), (I-h), (I-i), i (I-]j), KOXHa 3 AKMX BKMOYEHA B CMOMYKY
(lo), moxxHa ogepxaTu 3a cnocobom oaepxxaHHa A, cnocodboM ofepxaHHs B, cnocobom ogepxanHs C,
cnocobom ofepxaHHs D, cnocobom ogepxaHHs E, cnocobom ogepxaHHst F, cnocobom ogepikaHHs
G, cnocobom ogepxaHHa H, cnocobom ogepxaHHs | abo cnocobom oaepxaHHA J, SK nokasaHo
HUKYe.

CnmBoONM B KOXHIN i3 3aranbHUX popMyn Ha cxemax peakuin MalTb Taki X cami 3HAYEeHHS, SK
3rajaHo BuLe, SKLLO crelianbHO He BKA3aHo iHLUe.
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Cnoci6 1 € cnocobom ogepxxaHHs cnonyku (Il1) peakuieto cnonyku (1) 3 giasoTyBanbHMM areHTOM.
Akwo H6axaHo, peakLuito MOXXHa NPOBOANTU B NPUCYTHOCTI KUCTOTMW.

Mpuknagamu gia3oTyBanbHOrO areHTa € HacTYMHI: HITPUTK NY>XHOTO MeTany, Taki K HITPUT HaTpito
i HiTpUT Kanito; C, ankinoBi ecTepyM a30TUCTOI KACMOTKW, Taki K T-OYTUNHITPWUT i i30aMinHiTpuT;
HITpO3UNXnopua, Hitpoauncynbdar i MoHookcug a3oTy. Cepen HUX, HITPUT HATPilo € DaXaHUM 3 TOYKK
30py TOro, WO BiH MoXe OyTu nerko ogepxaHwui i 3 HU3bKOK BapTicTio. Kpim Toro, ankinosi ectepu
a30TUCTOI KUCINOTU € BaxaHMMM 3 TOYKM 30pYy TOroO, WO BOHM MalTb NiABULLEHY peakTUBHICTb. | B
LibOMY BUMNAAKY, OCKIilTbKU HITPUT NY>XHOIO MeTany € TBepAnM npu KiMHaTHIN Temneparypi, Moro nepes
BUKOPUCTAHHAM PO34YUHAOTL Y BOA,.

Ak “kmcnota’, Hanpuknag, NPUAHATHUMU € XMNOPBOAHEBA KWUCMOTa, CipyaHa KucroTa i outoBa
KMCMOTAa | BOHU TaKOX MOXYTb BYTU BUKOPUCTaHI K CyMilLl.

3 TOYKM 30py MiOBMWLLEHHSA PEAaKTUBHOCTI i EKOHOMIYHOT e(PEKTMBHOCTI, KifbKiCTb Aia30TyBarnbHOro
areHTa 3HaxoguTbca B iHTepBani 1 - 5 Monb i nepeBaxHo Big 1 4O 2 MOMb BiAHOCHO 1 MOfMb CNOMYKK
(I). BaxaHo npoBOAMTU peakuito Npu KiMHATHIM TemnepaTypi abo nNpu HWU3bKIA TemnepaTypi i
nepeBaxHo Npu TemnepaTypi B iHTepsani Big -30°C go 0°C.

Yac peakuii 3aranom 3Haxoautbca B iHTepBani Big 1 xBunuHM o 3 roguH i nepeBaxHo Big 1
XBUMWHM 40 1 roguHu.

MepeBakHO, NpeAcTaBneHy peakuilo NPOBOASATb Y BiACYTHOCTI PO3YMHHMKA abo B MPUCYTHOCTI B
pPeakuinHin CyMilwi iHepTHOro po3dmMHHMKA. Lli po3UnHHUKM HE 0BOMEXYIOTLCS AOKM TPUBAE peakuis, ane
nepeBaxxHo € BOAa.

Cnocid 2 € cnocobom opepxaHHsa cnonykn (V), cnonyku (IX), cnonyku (XVIII) abo cnonyku
(XXVIII) wnaxom 3‘egHanHs cnonyku (lI1) 3 cnonykoto (IV), cnonykoto (VIII), cnonykoto (XVII) abo
cnonykoto (XXVII).

Llen cnocib moxHa npoBoauth 3a cnocobom onucaHnm B Tetrahedron Lett., 2008, 49(14), 2262-
2264 abo BUKOPWUCTOBYHOYM crhiBCTaBMMUIA cnocib. Akwo 6GaxkaHo, peakuito MOXHa NpoBOAUTM B
NPUCYTHOCTI OCHOBM.

Kinbkictb BukopuctoByBaHux cronyk (IV), (VII), (XVII) abo (XXVIl) 3HaxoguTbca B iHTepBani
npmbnmaHo Big 1 Ao 5 Mornb i nepeBaxHo Big 1 0o 2 Mmonb BigHOCHO 1 Monb cnonyku (l11).

Ak “ocHoBa” MOXe ByTn BUKOPUCTaHUI, Hanpuknag, auetaTt HaTpito.

KinbkicTb BUKOPUCTOBYBAHOI “OCHOBMW” 3arariom 3HaxoauTbes B iHTepBani Big 1 4o 10 ekBiBaneHTiB
i nepeBaxHO Big 2 Ao 6 eksiBaneHTiB BigHocHO crionyku (I1).

MepeBaxHO, NpeAcCTaBMeHy peakuito NMPOBOAATL Y BiACYTHOCTI PO34YMHHMKA abo B NPUCYTHOCTI B
peakUiiHiin cyMilli iIHEepTHOro Po3dMHHMKA. Lli pO3YMHHUKN HE OOMEXYHOTLCS AOKU TPMBAE peakLisi, He
OaxaHMMM € CyMiLli cnupTiB | BOAWN.
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BaxaHo npoBoauTU peakuito nNpu KiMHaTHIA TemnepaTypi abo npw HWU3bKIM TemnepaTypi npu
OXOMNOMKEeHHi Ha BaHi 3 NbOAOM.

Yac peakuil 3aranom 3HaxoguTbCa B iHTepBani Big 5 cekyHO 00 24 roguH i nepeBaxHoO
3HaxoguTbCs B iHTepBani 5 cekyHa 40 1 roanHu.

R* € Cy.10 ankinbHa rpyna, Lo mMoxe 6yTu 3aMilLieHO0, | NepeBaXHO MeTUMbHA rpyna abo eTunbHa
rpyna. B ubomy cnoco6i, R? o3Hauae Cyo ankineHy rpyny, wo Moxe Oyt 3amiweHot, abo Ci.qq
arnkoKkcurpyny, o mMoxe 6yTu 3amilLieHoto.

Cnocib 3 € cnocobom oaepxanHsa cnonyku (VI), cnonyku (X), cnonykm (XIX), cnonyku (XXIII) a6o
cnonykn (XXXIV) 3 cnonyku (V), cnonyku (1X), cnonyku (XVIII), cnonykun (XXII) abo cnonykn (XXXIII).
Peakuito moxHa nposogutu B npucytHocTi N,N-gumetuncdopmaminy aumetvnauertanto i T.i. K
PO34YMHHUKA.

Llen cnocié moxxHa npoBoanTH 3a cnocobom onmcaHnm B Journal of Heterocyclic Chemistry, 1981,
18, 333-334 abo BUKOPMCTOBYHOUN CNIBCTAaBMMUIA CMNOCIO.

BaxaHo npoBOAUTW peakuitd Npu HarpiBaHHi i3 3BOPOTHIM XONOAUNBHUKOM | MepeBaXKHO npu
100°C - 150°C.

Yac peakuii 3aranom sHaxogutbes B iHTepBani Big 1 4o 10 roavH i nepesakHo Big 1 - 5 roguH.

Cnoci6 4 e cnocobom opepxaHHA cnonyku (I-a), cnonyku (I-e) abo cnonyku (XXXV) wnsixom
3‘egHaHHs cnonykum (VII) paszom i3 cnonykoto (VI), cnonykoto (XXIII) abo cnonykoto (XXXIV).

KinbkicTb BukopmctoByBaHoi cnonyku (VII) 3HaxoanTtbes B iHTepBani npubnusHo Big 1 4o 10 mornb
i nepeBaHo NpmnbnM3Ho BiA4 2 Ao 5 monb BigHocHO 1 monb cnonyku (VI), cnonyku (XXII) abo cnonyku
(XXXIV).

lMepeBaxHO, peakuildo NMPoBOAATb Y BIACYTHOCTI po3dMHHMKA abo B NPUCYTHOCTI B peakuirHin
CYMillli iHEpPTHOrO PO34MHHMKA. BUKOPUCTOBYBAHMI PO3YNMHHUK HE OBMEXYETLCA AOKU TPUBAE peakLis,
ane 6axaHumu € CNUPTK, OpraHivHi KNCroTK abo X cymiui.

BaxaHo npoBoanTu peakuito 3aranom Ha GaHi 3 NbOAOM, MPWU KiIMHATHIN TemnepaTypi, abo npwu
HarpiBaHHi i3 3BOpPOTHIM XonogunbHukoM i nepesaxHo npu 0°C - 150°C.

Yac peakuii 3aranom 3Haxogutbcs B iHTepBani Big 0,1 go 10 rogunH i nepesaxHo Big 0,5 go 5
roavH.

Llen cnoci6 moxHa npoBoantn 3a cnocobom onuncaHum B the Journal of Heterocyclic Chemistry,
1981, 18, 333-334 abo BMKOPUCTOBYHYM CMIBCTAaBMMMIA CMOCIO.

B ubomy cnocobi, R' osHauae Ci10 ankinbHy rpyny, wWo moxe Oytn 3amiweHow, Csy
LUMKNoankinbHy rpyny, Lo Moxe OyTu 3amiweHow, abo apomaTtuyHy rpyny, wWwo mMoxe Oytn
3aMiLLeHol0.

Cnocib 5 € cnocobom ogepxaHHa cnonykn (XI) peakuieto cnonyku (X) 3 rigpasnHoM, cnocobom
opepxaHHa cnonykm (XIII) peakuieto cnonyku (X) 3 amiakom, abo cnocobom ogepxaHHa cnonyku (XV)
peakuieto cnonyku (X) 3 amiHom (XII).

KinbkicTb BUKOPMUCTOBYBAHOrO rigpasuHy, amiaky i amiHy (XIl) 3HaxogunTbcA B iHTepBani NpubnusHo
Big 1 #o 10 monb i nepeBaxHo NpMGM3HO Big 2 40 5 Mornb BigHOCHO 1 Monb cnonyku (X).

MepeBaxHO, SKWO peakuis NpoBOAUTBLCA Yy BiACYTHOCTI PO34MHHMKA abo B MPUCYTHOCTI B
peakuinHiin cymili iIHEPTHOrO PO3YMHHUKA. PO34YMHHUK He OOMEXYETbCS OOKM TpMBae peakid, ane,
Hanpuknag, 6axaHummn € cnupty abo eTepw.

BaxkaHO npoBoAMTY peakuito Npu HarpiBaHHi i nepeBaxHo npu 50°C - 100°C.

Yac peakuii 3aranom 3HaxoguTtbes B iHTepBani Big 1 oo 10 roguH i nepeBaxHo Big 1 4o 5 roguH.

Llen cnoci6 moxHa npoBognTn 3a cnocobom onucanum B the Journal of Heterocyclic Chemistry,
1981, 18, 333-334 ab0 BMKOPUCTOBYOYN CMIBCTaBMMMIA CNOCIO.

Kpim TOro, npuwiHATHUM € cnoci® HarpiBaHHi B MiKpOxBWMMbOBLi abo cnocib HarpiBaHHA B
NPUCYTHOCTI TPUMETUIAanNoMIHIlO, K akTuBaTopa.

Temnepatypa peakuii y BMNagKy, KONM HarpiBaHHA BigOyBaeTbCsi B MiKPOXBWILOBLI, 3arariom
3HaxoguTbea B iHTepsani Big 50°C go 150°C i nepeaxHo Big 100°C go 130°C. Yac peakuii 3aranom
3HaxoguTtbca B iHTepeani Big 10 go 60 xB. i nepeBaxHo Big 10 go 20 xB. NepeBaxHO, peakuito
NpoBOASiTb Y BIACYTHOCTI pPO34YMHHMKA abo BUKOPUCTOBYHOYM B peakuii iHEPTHUA PO3YMHHMK.
Po3unHHUK HE 0OMEXYETLCA OOKM TpMBAE peakLis, ane, Hanpuknag, 6axaHumu € cnuptu abo etepw.

Akwo peakLito NpoBoAATb B MPUCYTHOCTI TPMMETUNAnNoMIHIl0, 9K akTuBaTopa, TPUMETUNantoMiHin
BMKOPUCTOBYETLCS B KiNbKOCTI B iHTepBani npubnusHo Big 1 8o 5 monb i nepeBaxHo NpubnnsHo Big 1
Ao 3 monb BigHocHO 1 monb crnonyku (X). MNMepeBaxHO, peakLuilo MPOBOAATb Y BiACYTHOCTI PO3UYMHHUKA
abo BMKOPMCTOBYHOUM B peakuii iHEPTHUA PO3YMHHUK. PO3UMHHMK He OOMEXYETbCA OOKM TpuUBaE
peakuid, ane 6axaHum € MeTuneHxnopua. baxaHo npoBoAUTK peakuito Npu HarpiBaHHiI i NeEpeBaXXHO
npu Big 50°C pgo 100°C. Yac peakuii 3aranom 3HaxoguTbcs B iHTepBani Big 1 go 15 roguH i
nepesaxHo Big 1 oo 10 roguH.

Cnocib 6 € cnocobom ogepxarHsi cnonyku (I-b) yepes Bzaemogito cnonyku (XI) 3 amiHom (XII).
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Y Bunagky, konu R® € BofieHb, cnonyka (XI) pearye 3 N,N-aumeTundopmamigammeTunauertanem
abo T.i., i HacTynHow B3aemogieto 3 amiHom (XIl) B kncnomy cepeposuLli 6e3 BMAINEHHS OAepXaHol
cnonykn (I-b). Ha npotuBary, sikwo R> e metunbHa rpyna, cnonyka (XI) pearye 3 N,N-
anveTunaueTamigoumeTunageTanem i peakuito npooasaTb 3 amiHom (XII) B kKucnomy cepenoBuLLi, SK
3ragaHo BuLe, 3 YTBOPEHHAM crionyku (I-b).

KinbkicTtb BUKOPUCTOBYBaAHOIO N,N-gumeTnndopmamigogumeTnnaveTanto abo N,N-
anveTunauetTamigoumeTunaueTanto 3Haxoautbcs B iHTepBani npubnuaHo Big 1 oo 5 monb i
nepeBaxxHo NpMbnun3Ho Big 1 Ao 2 Morb BigHOCHO 1 Monb cnonyku (XI).

BaxkaHo npoBoANTY peakuito Npu HarpiBaHHi i nepesaxHo npu 50°C - 100°C.

Yac peakuii 3aranom 3Haxoamtbca B iHTepsani Big 0,5 oo 3 roguH i nepesaxHo Big 0,5 go 1
rOOVHMN.

[MepeBaxHO, peakuito NpoBoAATb Y BIACYTHOCTI pPO3uYMHHMKA abo BUKOPMCTOBYHOUM B peakuii
iHEPTHUI PO3YMHHUK. PO3UMHHUK HE OBOMEXYETLCA AOKU TpUBAE peakuis, ane, Hanpuknag, 6axaHumm
€ HiTpunu.

KinbkicTb BukopuctoByBaHoro amiHy (XII) sHaxoautbcsa B iHTepBani npnbnmaHo Big 1 4o 5 mMonb i
nepeBaxHo Big 1 4o 2 monk BigHOCHO 1 monb cnonyku (XI).

Ak “kmcnoTa” Mmoxe 6yTK BUKOPUCTaHa, Hanpukag, ouToBa KUcroTa.

CTOCOBHO KiNbKOCTi BUKOPUCTOBYBAHOI KUCROTK, GaxaHMM € BMKOPUCTAHHS Takoi X camoi
KifIKbOCTi 9K i aLueTOHITpUNY BUKOPUCTOBYBAHOMO SIK PO34YMHHMKA B 3rafaHiin BuLLIE peakLil.

BaxxaHo npoBoANTM peakLito Npu HarpiBaHHi i nepeBaxHo npu 100°C - 130°C.

Yac peakuii 3aranom 3HaxoguTtbcsa B iHTepBani Big 0,5 no 3 roguH i nepesaxHo Big 0,5 go 1
rOOVHMN.

Llen cnoci6 moxHa npoBoguTn 3a cnocobom onucaHmm B Org. Lett., 2004, 6 (17), 2969-2971 abo
BMKOPUCTOBYIOUM CMiBCTaBUMUIA CMOCIO.

Cnoci6 7 € cnocobom ogepxaHHa cnonykn (XIV) 3 cnonykn (XII). MNpoaykT moxHa ogepxatun B
npucytHocTi N,N-anmeTtundopmamiganmeTunaueTanto, Sk po3dUnMHHMUKA.

BaxxaHo npoBoANTM peakuito Npu HarpiBaHHi i nepeBaxHo npu 100°C - 150°C.

Yac peakuii 3aranom 3Haxoamtbca B iHTepsani Big 0,1 go 5 rogumH i nepesaxHo Big 0,1 go 1
roavHM.

Llen cnoci6 moxHa npoBoautn 3a cnocobom onmcaHum B Arch. Pharm. Chem. Life Sci., 2007,
340, 17-25 abo BUKOPUCTOBYHOYM CNiBCTaBUMUIA CrOCi6.

Cnoci6 8 € cnocobom opepxaHHsa cronykn (I-¢) yepes B3aemogito cnonyku (XIV) 3 rigpasvHom
(VII). Peakuito MOxXHa NpOBOAUTU B NPUCYTHOCTI OPraHivyHoi KUCIOTW.

KinbkicTb BukopucToByBaHoro rigpasuHy (VII) sHaxoauTtbes B iHTepBani npubnusHo Big 1 go 5
MOnb i nepeBaxHO Big 1 40 2 Mornb BigHOCHO 1 Monb cnonykm (XIV).

Ak “opraHiyHa kucnorta” moxe 6yTu BUKOpPUCTaHa, Hanpuknag, ouToBa KucroTa.

KinbkicTb  BUMKOPUCTOBYBAHOI OpraHiyHOi KUCMOTW € MOAIGHOK [0 KiMbKOCTI, KOMM BOHAa
BMKOPUCTOBYETBCS SK PO3YUHHMK.

BaxkaHO npoBoAMTY peakuito Npu HarpiBaHHi i nepesaxHo npu 100°C - 130°C.

Yac peakuii 3aranom 3Haxoamtbca B iHTepsani Big 0,5 go 3 roguH i nepesaxHo Big 0,5 go 1
roavHM.

Llen cnoci6 moxHa npoBoautn 3a cnocobom onucaHum B Arch. Pharm. Chem. Life Sci., 2007,
340, 17-25 abo BUKOPUCTOBYIOYM CNiBCTaBUMUIA CMOCI6.

Cnoci6 9 € cnocobom ogepxaHHa cnonyku (XVI) 3 cnonykn (XV). Peakuito MoxHa npoBoantu B
npucyTHocTi 1H-6eH30[d][1,2,3]Tpmasony i ranoigy K1crnoTu.

lMepeBaxHO, peakuilo NpoBOAATb Y BIACYTHOCTI PO34YMHHMKA abo BUKOPUCTOBYHUM B peakLii
iHEPTHUA PO3YMHHUK. PO3YMHHUK creuianbHO He OOMEeXyeTbCsa [OOKM TpMBAE peakuis, ane,
Hanpuknag, 0axaHuMu € ranoreHoBaHi ByrneBOAHi.

Kinbkictb BukopuctoByBaHoro 1H-6eH30[d][1,2,3]Tpmasony 3Haxoautbcsa B iHTEpBani NpubnunsHo
Bia 1 fo 10 monb i nepeBaxHo Big 1 40 5 Monb BigHOCHO 1 Morb cnonyku (XV).

Ak “ranoig Kncnotu” Mmoxe 6yTn BUKOPUCTaHWIA , HAanpuknag, TioHinxnopua.

KinbkicTb BUKOPUCTOBYBAHOrO “ranoigy KMCrnoTu” 3HaxoauTbCs B iHTepBani npubnusHo Big 1 go 5
ekBiBaneHTIB i nepeBaxHo BiA 1 40 2 ekBiBaneHTIB BiAHOCHO crnonyku (XV).

BbaxxaHO nNpoBOAUTM peakuitdo NpW HarpiBaHHI i3 3BOPOTHIM XONOAWMBHMKOM, a TaKOX MOXHa
NPOBOAUTM peakuito Mpu  KOPOTKOYACHOMY MIKPOXBUNBLOBOMY OMPOMIHEHHI. HAKWoO peakuis
NPoOBOAMTBLCS MPY MIKPOXBUITLOBOMY ONPOMIHEHHI, Yac peakuii 3HaxoguTtbes B iHTepsani Big 0,1 go 1
rogvHn npu 80 BaTt i nepeBaxHo Big 0,1 oo 0,3 roanH.

Llen cnoci6 moxHa npoBoguTu 3a cnocobom onucaHum B Synthesis, 2007, 1204-1208 a6o
BMKOPUCTOBYHOUM CMIBCTABMMUIA CMOCIO.
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Cnoci6 10 € cnocobom opepxaHHa cnonyku (I-d) 3 cnonykn (XVI). NpoaykT MoxHa opepxatu
peakuieto 3 KUCIOTO, TAaKOK SK a3ui HaTpilo B MPUCYTHOCTI KaTanidatopa nepeHocy das.

lMepeBaxHO, peakuito NPoBOAATb BUKOPUCTOBYKOMM B peakuili  iHEPTHUA  PO3YMHHUIK.
BrkopncToBYyBaHU pO34YMHHKK CreLianbHO HE OOMEXYETbCA OOKM TPMBAE peakuid, ane, Hanpuknag,
DOaxkaHVM € BUKOPUCTaHHS ranoreHOBaHoro BYrNEBOAH0, 3MilLAHOrO PO3YMHHUKA 3 BOAOH) i T.i..

Ax “kaTanisatop nepeHocy ¢a3z” MOXe oytn BUKOPUCTaHWMN, Hanpuknaa,
TeTpabyTunamoHinbpomia.

KinbkicTb BUKOPUCTOBYBAHOIO “kaTarizaTtopa nepeHocy gas” 3HaxoauTbCs B iHTepBari NpubdnmnsHo
Big 0,1 0o 1 eksiBaneHTa i nepesaxHo Big 0,1 go 0,3 ekBiBaneHTiB BigHOCHO cnonyku (XVI).

KinbkicTb BUKOPMCTOBYBAHOIO asuay HaTpito 3HaX0AUTbCS B iHTepBani npubnusHo Big 1 4o 5 mornb
i nepeBaxHo Big 1 4o 3 monb BigHOCHO 1 Monb cronyku (XVI).

Ak “kncnoTta” MOXyTb ByTW BUKOPUCTaHI, HANPUKNaz, opraHiyHi KUCNoTwn.

KinbkicTb BMKOPMUCTOBYBaAHOI “KMCNOTW” 3HaxoouTbCA B iHTepBani npubnu3Ho Big 1 go 5
eKBiBaneHTiB i NnepeBaxHo Big 1 40 2 ekBiBaneHTiB BigHOCHO crionyku (XVI).

Temnepatypa peakuii 3HaxoguTbcs B iHTepBani Big 0°C go 100°C i nepeBaxHO npw KiMHATHIN
Temnepartypi.

Yac peakuii 3aranom 3Haxoautbca B iHTepBani Big 1 Ao 48 roguH i nepesaxHo Big 10 go 24
rOAWH.

Llen cnoci6 moxHa npoBoguTu 3a cnocobom onucaHum B Synthesis, 2007, 1204-1208 a6o
BMKOPUCTOBYHOUM CMIBCTaBMMUIA CMOCIO.

Cnocib 11 € cnocobom ogepxkaHHA cnonykn (XX) abo cnonykm (XXXI) 3 cnonyku (XIX) abo
crnonykn (XXX). Peakuito MOxHa npoBoanTK B KUCITOMY ab0o OCHOBHOMY cepegoBuLLi. lMepeBaxHo uto
peakuito npoBoaATb 06e3 BUKOPUCTAHHA PO3YMHHMKA abo BMKOPUCTOBYHOMM B peakuii iHepTHUR
PO34YMHHUK. BMKOpMCTOBYBaHMI PO3YMHHMK CheLianbHO He OBMeXyeTbCa OOKM TPUBAE peakuis, ane,
Hanpuknag, 6axaHuM € BUKOPUCTaHHA CIMPTIB, 3MILLAHOro PO34MHHMKA 3 BOAOIO | eTepiB.

Ak “kmcnoTta” MoXyTb 6YTU BUKOPUCTAHI, HanpuKaa, HeopraHivHi KUCNoTK.

Ak “ocHoBa” MOXYTb OYTU BUKOPUCTAHI, HAanpuKnaa, HeopraHidHi OCHOBW, Taki sk rigpokcuag, HaTpito
abo rigpokecua kanito. KpiMm Toro, Takoxx Moxxe 0yTn BUOKPUCTaHUIA TigpoKCua niTito.

KinbkicTb BUKOPMCTOBYBaHOI KMCNOTM abo OCHOBM 3HAxXoAuTbCS B iHTepBani NnpubnuaHo Big 1 o
10 monb i nepeBaxHo Big 1 Ao 5 Mornb BigHOocHO 1 Monb cnonyku (XIX) abo cnonyku (XXX).

BaxaHo npoBoauTM peakuilo Mpu KiMHaTHIN TemnepaTypi abo Npu HarpiBaHHi i NepeBaxHo npwu
KiMHaTHI Temneparypi.

Yac peakuii 3aranom 3HaxoauTbes B iHTepsani Big 1 4o 48 roguvH i nepesakHo Big 3 go 10 roguH.

Cnocib 12 € cnocobom opepxaHHsA cnonyku (XXI) abo crnonykm (XXXII) 3 cnonykn (XX) abo
cnonykn (XXXI). Tpoaykt MoxHa ogepxaTtn BukopuctoBytoun N,O-gumeTnnrigpokcunamidy
rigpoxnopva 3 KOHAEHCyBarbHMM areHTOM B MPUCYTHOCTI OCHOBW, Takoi sk TpuetunamiH abo N,N-
diisonponinetunamMiH. AnbTepHaTMBHO, KapboOHOBa KMCMOTa MepeTBOPIETLCA Y BIOMOBIAHUIA ranoig
Kncnotu, akminm notim pearye 3 N,O-gumeTtunrigpokcnnamiHy rigpoxnopuaoMm 3 yTBOPEHHAM LinbOBUX
NPoAYyKTiB.

Ak “koHOeHcyBamnbHUM  areHT” MoXe OyTu  BUKOpUCTaHMKW, Hanpuknag, 1-etun-3-(3-
AvmMeTunamiHonponin)kapbogiimigy rigpoxnopug B NpucyTHOCTI 1-rigpokcnbeH3oTpuasony.

MepeBaxHO LK peakuito NpoBoasTb 6e3 BUKOPUCTAHHSA PO3YMHHUKA abo BUKOPUCTOBYHOYM B
peakuii iHEpTHUA PO3YMHHMK. BMKOPUCTOBYBaHWMI PO3YMHHUK creuianbHO He OOMEXYyeTbCs AOKU
TpUBaE peakuis, ane, Hanpvknag, 6axaHnumu € HITpUnu, etepu i amign.

KinbKicTb BUKOPMCTOBYBaAHOIrO KOHAEHCYBArbHOrO areHTa 3HaxoauTbCs B iHTepBani npnbnnsHo Big
1 0o 5 monb i nepeBaxHo Big 1 4o 3 Monb BigHOCHO 1 Monb cnonykn (XX) abo cnonyku (XXXI).

OcHoBu, Taki 9k TpuetunamiH abo N,N-giisonponineTnnamii, nepeBakHO BMKOPUCTOBYIOTLCH B
KiNbKOCTi B iHTepBani npubdnusHo Big 1 go 10 monb i nepeBaxHo Big 2 A0 3 MONb BigHOCHO 1 MoOrnb
crnonykn (XX) abo cnonyku (XXXI).

BaxaHo npoBoauTM peakuilo Mpu KiMHaTHIN TemnepaTypi abo Npu HarpiBaHHi i NepeBaxxHoO npwu
KiMHaTHI TeMmneparypi.

Yac peakuii 3aranom sHaxoguTtbes B iHTepBani Big 1 oo 48 roamH i nepesakHo Big 5 oo 10 roguH.

Peakuito 3 ranoigom KuCrnoTu nNpoBOASATb B MNPUCYTHOCTI OCHOBW, TakKOl £IK TpUeTUNnamiH,
Bukopuctosytoun N,O-gumeTunrigpokcunaminy rigpoxnopua npyv CUHTE3I LiinboBOro NpoayKTy.

MepeBaxHO, LI peakuild NpoBoAsTb 6e3 BMKOPUCTaHHA PO3YMHHMKA abo BUKOPUCTOBYHOHUM B
peakuii iHEpTHUA PO3YMHHUK. BMKOPUCTOBYBAHMIA PO3YMHHUK CheuianibHO He OBOMEXYETbCsl [OKU
TpuBae peakuis, ane, Hanpuknag, 6axxaHnmu € etepu, ectepu, amign.

KinbkicTb OCHOBM, Takoi K TpMeTUnamiH, 3HaxoauTbes B iHTepBani npnbnuaHo Big 1 4o 10 Monb |
nepeBaXxHo Big 2 o0 3 Monb BIGHOCHO 1 Morb cnonyku (XX) abo cnonyku (XXXI).
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BaxxaHo NpoBoAUTK peakLito NpY OXONOAXeHHi Ha BGaHi 3 NnboaoM abo nNpu KiMHATHIN TeMmnepaTypi
i NepeBaxXHO NP OXONOMKEHHI Ha BaHi 3 NbOAOM.

Yac peakuii 3aranom sHaxogutbes B iHTepBani Big 0,5 oo 5 roavH i nepesaxHo Big 1 4o 3 rogunH.

Kpim Toro, cnonyky (XXI) a6o cnonyky (XXXIl) moxHa ogepxaTtu peakuieto crnonykm (XIX) abo
cnonykn (XXX) 3 tpumetunantomMiniem i N,O-gumeTunrigpokcunamity rigpoxnopuaom B MPUCYTHOCTI
OpraHiyHoi ocHoBM. KinbKiCTb OpraHiyHOi OCHOBMW, TpuMeTunantomidito i N,O-gumeTtunrigpokcmnnaminy
rigpoxnopuay 3HaxoguTbcs B iHTepBani npnbnusHo Big 1 4o 10 Monb i nepeBaxHo Big 2 00 5 Mornb
BigHocHO 1 monb cnonyku (XIX) abo cnonyku (XXX). lNepeBaxHo, L0 peakuito npoBoasTb 6e3
BUKOPUCTaHHA PO34nHHMKa abo BMKOPUCTOBYIOUM B peakuii iHepTHUIM pO3YMHHUK. BukopmnctoByBaHun
PO3YMHHUK creuianbHO He OOMEXYEeTbCA AOKWM TpWUBAE peakuis, ane, Hanpuknag, GaxaHumu €
ranoreHoBaHi ByrneBoaHi. baxxaHo NpoBOAUTM peakLito 3ararioM npy OXONOMAXeHHi Ha 6aHi 3 NbogoM
abo npu KiMHaTHIA TemnepaTtypi i NepeBaHO MNPV OXONOMXeHHi Ha 6GaHi 3 nNbogoM. Yac peakuii
3ararniom 3HaxoguTbcs B iHTepBani Big 1 4o 24 roguH i nepeBaxHo Big 1 4o 5 roguH.

Cnocib 13 € cnocobom opepxaHHsa cnonyku (XXII) abo cnonykmu (XXXII) 3 cnonykn (XXI) abo
crnonykn (XXXII). MNpoaykT MOXxHa ofepXaTu BUKOPUCTOBYHOUM “ankinyBanbHWiA areHT’, Takun Sk
peareHT [piH‘sipa abo opraHoniTIEBMIA peareHT.

MepeBaxHO, LI peakuito NpoBoAsTb 6€3 BMKOPUCTAHHA PO3YMHHUKA abo BUKOPUCTOBYHOYUM B
peakuii iHEpPTHUIA PO3YMHHUK. BMKOPUCTOBYBAHMI PO3YMHHUK cCreuiaribHo He OOMEXYETbCS [AOKU
TpUBaE peakuisi, ane, Hanpvknag, oaxxaHnmn € eTepuw.

KinbkicTb “ankinyBanbHOro areHta” 3HaxoguTbcsl B iHTepBani npubnuaHo Big 1 go 10 monb i
nepeBaxHo Big 2 4o 3 monb BigHOCHO 1 monb cnonyku (XXI) abo cnonykn (XXXII).

BaxaHo npoBoanTu peakuito npu -78°C abo npu oxonoaxeHHi Ha 6aHi 3 NbOAOM i NepeBaXKHO MpK
-78°C.

R’ € aTom BoaHto a6o Cy4o ankinbHa rpyna, Lo mMoxe 6yt 3amileHoto, i NnepeBaXXHO aTOM BOAH!O
abo meTunbHa rpyna.

R® € aTom BoaHI0 a60 Cy.1o ankinbHa rpyna, Lo Moxe YTy 3aMilLEHO, | NEpeBaXHO aTOM BOJHIO
abo meTunbHa rpyna.

Yac peakuii 3aranom sHaxogutbcs B iHTepBani Big 1 4o 10 roamH i nepesakHo Big 1 4o 3 roauH.

Cnoci6 14 € cnocobom opepxanHa cnonyku (XXIV) 3 cnonyku (XX). MpogyKkT mMoxHa ogepxatu
BUKOPUCTOBYIOUN AndbeHindgocdopmnasna B NpUCYTHOCTI OCHOBU, TaKoIl ik TPUETUNaMiH.

MepeBaxHO, L peakuito NpoBoAsTb 6e3 BMKOPUCTAHHA PO3YMHHUKA abo BUKOPUCTOBYHOUM B
peakuii iHEpTHUA PO3YMHHMK. BMKOpPUCTOBYBaHWMI PO3YMHHUK creuianibHO He OBMEXYeTbCs [AOKU
TpuBae peakuisa. Hanpuknag, y Bunagky, KOnM $IK PO3YMHHUK BUKOPUCTOBYETbCA TpeT-OyTaHon,
TMMYacCOBO YTBOPKETLCA TpeT-OyTunkapbamartHe noxigHe i Moro rigpornia nNpoBoAsTb B KMUCIIOMY
cepefoBuwi 3 yTBOpeHHsM cnonykn (XXIV). Kpim Toro, y Bunagky, KOMU K PO3YMHHUK
BWKOPUCTOBYETLCA TOMYO, i3ouiaHTHE noxigHe riaponisyeTbCA BOAHUM PO3YMHOM FigpoKcuay HaTtpito
3 yTBOpeHHAM cnonyku (XXIV).

KinbkicTb amdeHindocdopunasngy 3Haxoautbcs B iHTepBani npubnusHo Big 1 go 10 monb i
nepesaxHo Big 1 4o 3 Mornb BigHOCHO 1 Monb cnonykn (XX).

KinbkicTb TpueTunamiHy 3HaxoguTbcs B iHTepBani npubnumaHo Big 1 4o 10 monb i nepeBaxHo Big, 1
00 3 Monb BiAHOCHO 1 Monb crnonyku (XX).

BaxaHo npoBOAUTWM peakuito Npu KiMHaTHIM TemnepaTypi abo npu HarpiBaHHi i3 3BOPOTHIM
XONOAMNBHUKOM i NepeBaXxHO NP HarpiBaHHi i3 3BOPOTHIM XONOANIBHMUKOM.

Yac peakuii 3aranom sHaxoauTbes B iHTepBani Big 1 4o 20 roguH i nepeBaxHo Big 1 4o 10 roguH.

Llen cnocib moxHa npoBoguth 3a cnocobom onucaHum B Tetrahedron 1974, 30, 2151-2157 abo
BMKOPUCTOBYIOYM CMiBCTaBUMUIA CMOCIO.

Cnoci6 15 € cnocobom ogepxaHHa cnonyku (XXV) 3 cnonyku (XXIV). MpoaykT MoxHa ogepxatu
BUKOPUCTOBYOYM HITPUT B MPUCYTHOCTI COSi Migj.

MepeBaxHO UL peakuito NpoBoasiTb 6e3 BUKOPUCTAHHSA PO3YMHHUKA abo BUKOPWUCTOBYHOUM B
peakuii iHEpPTHUA PO34YMHHMK. BMKOPUCTOBYBaHWMI PO3YMHHUK creuianibHO He OOMEXYeTbCs [OOKU
TpUBaE peakLisi, ane, Hanpuknag, 6axaHnumm € amign.

Ak “cinb migi” moxe 6yTn BUkopuctaHun 6pomig migi (CuBr,) i T.i. i Oro KinbkicTb 3HaxoaUTbLCS B
iHTepBani NpMbnmaHo Big 1 8o 5 Mornb i nepeBaxHo Big 1 4o 2 Monb BigHOCHO 1 Monb cnonyku (XXIV).

Ak “HITPUT” MoXe OyTM BMKOPUCTaHWIA i30aMINHITPUT abo NEHTUNHITPUT i T.. i MOro KinbkicTb
3HaAxXO4MTbCA B iHTepBani npubnumaHo Big 1 4o 10 Mornb i nepeBaxHo Big 1 4O 3 MOMb BiZHOCHO 1 MOnb
cnonykm (XXIV).

BaxkaHo npoBoAMTM peakuito Ha OaHi 3 NbOAOM, NpU KiMHATHIN TemnepaTypi abo Npu HarpiBaHHi i
nepeBaxHo Npu TemnepaTypi B iHTepsani Big 0 go 70°C.

Yac peakuii 3aranom sHaxogutbes B iHTepBani Big 1 o 10 roavH i nepesaxHo Big 1 4o 5 roauH.
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Llen cnocid6 moxHa npoBoguTtu 3a cnocobom onucaHum B US5059599 abo BukopucToByloun
cnisctaBummm cnoci6.

Cnocib 16 € cnocobom opepxaHHs cnonyku (I-f) 3 cnonyku (XXV) i cnonyku (XXVI). MNpogykT
MOXHa ofep>aTn BUKOPUCTOBYIOYM Nanagiesui katanisatop B NPUCYTHOCTi OCHOBMW.

KinbkicTb BMKopucToBYBaHOI cnonykun (XXVI) 3Haxogutbcs B iHTepBani npubnusHo Big 1 go 10
MOJb | NepeBakHO NpubnM3Ho Big 1 40 3 Mornb BiAHOCHO 1 Monb cnonykn (XXV).

Ak “ocHoBa” Moxe OyTn BUKOPUCTaAHUI aueTaT Kanito abo kapboHaT Kanito i T.i. i MOro KinbKicTb
3Haxo4MTbCA B iHTepBani npubnumaHo Big 1 4o 10 Monb i nepeBaxHo Big 1 4O 3 MOMb BiAHOCHO 1 MOnb
cnonyku (XXV).

Ak “nanagieBun katanizatop” MOXe oytn BUKOPUCTaHUN bic[am-TpeT-OyTnn(4-
anveTunamiHogeHin)docdoinlaguxnopnanagin (1) abo tetpakic(TpudeHindocdin)nanagiv i T.i. i noro
KiNbKICTb 3HaxoauTbcA B iHTepBani npubnusHo Big 0,01 go 0,5 monb i nepesaxHo Big 0,03 go 0,1
MOIb BigHOCHO 1 Morb crnonyku (XXV).

lMepeBaxHO, LI peakuito NpoBoadATb 6e3 BUKOPUCTAHHA PO3YMHHMKA abo BUKOPUCTOBYHOUM B
peakuii iHEpPTHUA PO3YMHHUK. BMKOPUCTOBYBAHMI PO3YMHHUK cChelianbHO He OOMEXYETbCst [OKU
TpuBaEe peakuid, ane, Hanpuknag, 6axaHumu € cnupTu, CyMill PO34YMHHMKA 3 BOAOK, apOMaTU4Hi
BYrneBOAHi, eTepu, amigun i T.i..

BbaxaHo npoBoAUTWM peakuildo Npu KiMHaTHIA TemnepaTypi abo npwu HarpiBaHHi i3 3BOPOTHIM
XONOANITbHUKOM | MepeBaXXHO MPW HarpiBaHHi i3 3BOPOTHIM XONTOANNBHUKOM.

Yac peakuil 3aranom 3Haxoamtbca B iHTepBani Big 5 Ao 48 roavH i nepeBaxHo Big 10 go 20
rOOWH.

Llem cnoci6 moxHa npoBoauTu 3a cnocobom onucanum B Org. Lett.,, 2006, 8, 1787-1789 abo
BMKOPUCTOBYIOYM CMiBCTaBUMUIA CMOCIO.

R® o3Hauae ankokcurpymny, wo mMoxe 6yTu 3amilieHoto, abo rigpoKCUnbHY rpyny i T.i..

Cnoci6 17 € cnocobom opgepxaHHa cnonyku (XXIX) 3 cnonykn (XXVII) i peakuito MoxHa
NPOBOAMUTU B MPUCYTHOCTi OCHOBW.

Ak ocHoBa MOXYTb OyTW BMKOPUCTaHI OCHOBHI COMi, OpraHiyHi OCHOBMW, ankokcuan metanie abo
amign metaniB i T.i. i 6axaHum € kapboHaT kanito abo meTokcug HaTpito. KinbkicTb OCHOBM
3HaxoAuTbCA B iHTepBani npubnumaHo Big 1 4o 10 Monb i nepeBaxHo Big 1 40 3 MOfb BiAHOCHO 1 MOnb
cnonykn (XXVIII). TMepeBaxHO LU peakuilo NpoBoasiTb 0e3 BMKOPUCTAHHA PO3YMHHUKA abo
BMKOPUCTOBYIOUN B peakuil iHepTHUA PO3YMHHUK. BUKOPUCTOBYBAHWUA PO3UYMHHUK crieuianbHO He
0oOMeXyeTbCa OOKM TpMBAE peakuis, ane, Hanpuknag, OaxaHumu € eTepu abo amign. baxaHo
NPOBOANTMN peakuilo NpW KiMHaTHIN TemnepaTtypi abo npu HarpiBaHHi i3 3BOPOTHIM XONOAUNBHUKOM i
nepeBaXKHO NPW KiIMHATHIN Temneparypi.

Yac peakuii 3aranom 3HaxoguTbCs B iHTepBani Bia 1 4o 24 roguH i nepeBaxHo Big 2 40 4 roguH.

Cnocib 18 € cnocobom ogepxaHHsa cnonykn (XXX) abo cnonyku (I-g) 3 cnonykm (XXIX) abo
crnonykn (XXXVI).

MeTunioBaHHA MOXHa NPOBOAWUTU BMKOPUCTOBYHYMN TpUMETUICUAINgiasometaH abo metuniiogug
B MPUCYTHOCTi OCHOBMW.

Y BuNagKy, KONMW  peakuito NpoBOAATb  BUMKOPWUCTOBYKOUM  TpUMeETUNcuringiasoMeTaH,
TpumeTuncuningiasomeTaH BUKOPUCTOBYETBCS B KiNMbKOCTI B iHTepBani npnbnuaHo Big 10 go 50 monb i
nepeBaxHo Bin 5 go 20 monb BigHocHo 1 Monb cnonykn (XXIX) abo cnonykm (XXXVI)
BMKOPUCTOBYIOUN PO3YMHHUK, Takmi K MeTaHon i T.i.. BbaxaHo npoBoauTu peakuito 3ararnoMm npwu
OXONoKeHHi Ha BaHi 3 MbogoM abo nMpu KiMHATHIM TemnepaTypi i epeBaXKHO MPU OXONOAXKEHHI Ha
OaHi 3 nbogom.

Yac peakuii 3aranom sHaxoguTbCs B iHTepBani Big 1 4o 5 roguH i nepeBaxHo Big 1 40 2 roguH.

Y BWnNagky, KONMW BUKOPUCTOBYIOHMM MeTUnnoama B MNPUCYTHOCTI OCHOBW, peakuilo MOXHa
NPOBOAUTU BUKOPUCTOBYHOYN €TEPHUIN PO3YNHHWK B MPUCYTHOCTI MAPOKCUAY HaTpito i T.i..

MeTunnoama BUKOPUCTOBYETBCA B KinbKOCTi B iHTepBani npubnu3Ho Big 1 go 10 monb i
nepeBaxHo Big 1 4o 3 monb BigHocHO 1 monb crnonykn (XXIX) abo cnonykn (XXXVI). Kpim Toro,
OCHOBA, Taka $IK rigpoKcug HaTpito, TaKOX BUKOPUCTOBYETLCS B KiNbKOCTI B iHTepBani npubnusHo Big 1
8o 10 monb i nepeBaxHo Big 1 4o 3 monb BigHocHO 1 Monb cnonykn (XXIX) abo cnonyku (XXXVI).
BaxaHo NpoBOAMTU peakuilo Npy OXONOoMKeHHi Ha OaHi 3 NbogoM abo npu KiMHaTHIA TemnepaTypi i
nepeBaXxHO MpPU OXONOAXKEHHI Ha OaHi 3 Nbo4OM.

Yac peakuii 3aranom sHaxoguTbcs B iHTepBani Big 1 4o 5 rogvH i nepeBaxHo Big 1 4o 2 roguH.

Cnocib 19 € cnocobom ogepxaHHa cnonykm (XXXVI) 3 cnonyku (XXXV) i npoaykT MOXHa
oAepKaTu BUKOPUCTOBYHOYM TPUMETUIICUNINXIOPUS B NPUCYTHOCTI noguay HaTpito.

KinekicTb nogmay HaTpito 3HaXo4UTbLCA B iHTepBani npnbnmsHo Big 1 Ao 10 Monb i NnepeBaXxHo Bif
1 go 5 monb BigHOCHO 1 monb cronykn (XXXV). KinbkicTe TpumeTuncuninxnopugy 3HaxoguTbCs B
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iHTepBani npnbnusHo Big 1 o 10 monb i nepeBaxHo Big 1 O 5 MONb BIAHOCHO 1 MOMb CMOMNYKM
(XXXV).

lMepeBaxHO, L0 peakuilo NpoBoasiTb 6e3 BMKOPUCTaHHA PO3YMHHUKA abo BUKOPUCTOBYHOYM B
peakuii iHEpTHUA PO3YMHHUK. BMKOPUCTOBYBAHMI PO3YMHHUK cChelianbHO He OOMEXYETbCst [OKU
TpMBae peakuisi, ane, Hanpuknag, 6axaHumu € HiTpunu. baxaHo npoBoAUTM peakuito NpU KiMHATHIN
TemnepaTypi abo npu HarpiBaHHi i3 3BOPOTHIM XOJNOAMIBLHUKOM i MEPEBaXXHO MpPW HarpiBaHHi i3
3BOPOTHIM XONoAunbHUKOM. Yac peakuii 3aranom 3Haxoautbcs B iHTepBani Big 1 oo 20 roguwH i
nepesaxHo Big 3 oo 10 roauH.

Cnoci6 20 € cnocobom opepxaHHa crnonykn (XXXVII) 3 cnonykn (XIX) i npoaykt moxe 6ytu
OZlepP>XaHUN BUKOPUCTOBYHOUM MPUNHATHUM BiAHOBMIOBAIbHUA areHT.

Ak “BigHOBNOBaNbHUN arenT” MOXe oytn BUKOPUCTaHMUIM aniomMorigpug  niTito,
aiisobytnnantomorigpuva i T.i.. BiH Moxe GyTy BUKOPUCTaHWUI B KiNbKOCTi B iHTepBani npubnusHo Big 1
Ao 10 monb i nepesaxHo Big 1 oo 3 monb BigHocHO 1 Mornb cnonyku (XIX). MNepeBaxHo Lo peakuito
npoBoAATb 6e3 BUKOPUCTaHHA PO3YMHHMKA abo BUKOPMCTOBYKOUM B peakuii iHEPTHUN PO3YMHHUK.
BrkopncToBYBaHU pPO3YMHHKK CcreLianbHO He 0OMEXYETbCA AOKM TPUBAE peakuisi, ane, Hanpuknag,
OaxaHumu eTepu. baxxaHo npoBoANTM peakLito nNpu -78°C abo Npu OXONOMKEHHI Ha BaHi 3 NTbOAOM |
nepesaxHo npu -78°C.

Yac peakuii 3aranom sHaxogutbcs B iHTepBani Big 0,5 oo 5 roamH i nepesaxHo Big 1 4o 3 roauH.

Llem cnoci6 moxHa npoBoautM 3a crnocobom onucaHum B Comprehensive Organic
Transformations (WILEY-VCH) abo BMKOpMCTOBYKOUM CNiBCTaBUMUIA CNOCIO.

Cnoci6 21 € cnocobom ogepxaHHa cnonykn (XXXVII) 3 cnonykmn (XXXVII) i npoaykt moxHa
OfEepXXaTu BUKOPUCTOBYIOUM MPUNHSATHE OKUCIIEHHS.

Ak “okmcneHHs” moxe 6yTn BMKOpPUCTaHO, Hanpuknag, okucneHHs CeepHa abo OKWUCMEHHS
BMKOPUCTOBYIOUN OKMCHWK, TaKNA SK KOMMEKC TPUOKCUA CiPKU:NIPUANH, XITOPXpOMaT MipUAMHILO i T.i..
Konu npoBoasTe OKUCIEHHA BUKOPUCTOBYKOUU OKMUCHMK, OKUCHUK BMKOPUCTOBYETLCS B KiMbKOCTi B
iHTepBani npnbénusHo Big 1 go 10 monb i nepeBaxHo Big 1 40 3 Monb BiAHOCHO 1 MOMb CNOMNYKK
(XXXVII). MNepeBaxHo, Lo peakuito NnpoBoaATe 6€3 BUKOPUCTaAHHSA pPO34MHHUKA ab0 BUKOPUCTOBYIOUU
B peakuii iHEepTHUIN PO3YMHHMK. BMKOPUCTOBYBaAHMI PO3YMHHMK CheulianibHO He OOMEXYeTbCHA OOKU
TpUBaE peakuis, ane, Hanpuknag, OaxaHuMu € OUMeTUICYNbgOKCUA, ranoreHoBaHi BYINEBOAHI,
eTepu i ectepu. baxaHo nNpoBOAMTU peakuilo Npyu HU3bKIN TemnepaTypi abo npu KiMHaTHIN
TemnepaTypi. Yac peakuii 3aranom 3Haxoautbcs B iHTepBani Big 1 ao 10 roguH i nepeBaxHo Big 1 o
3 roguH.

Llem cnoci6 moxHa npoBoaMTn 3a cnocobom onucaHnm B Comprehensive Organic
Transformations (WILEY-VCH) a6o B Oxidation in Organic Chemistry (American Chemical Society)
BMKOPUCTOBYIOUU CMiBCTaBUMUIA CMOCIO.

Cnocio 22 € cnocobom opgepxaHHa cnonyku (I-h) 3 cnonykmn (XXXVIII). BukopuctoBytoum o-
To3annbeHaunisouiaHig (Organic Syntheses, Coll. Vol. 10, p692 (2004): Vol. 77, p198 (2000)), moxHa
opepxatu 1,3-okcasonbHy cnonyky abo 1,3-imigasonbHy cnonyky. ¥ BUNagky, Konv ogepxytoTb “1,3-
OKcasonbHy CMonyky”, peakuilo NpoBoAATb B MPUCYTHOCTI OCHOBW, Takoi SK kapboHaTt kanito. Ha
npotueary, y BuNagkKy, Konu ofepxywTb “1,3-iMigasonbHy crnonyky”, peakuito npoBoadATb B
NPUCYTHOCTI OCHOBW, TaKoi sIk KapOoHaT Karnito, i B MPUCYTHOCTI BOAHOro aMiaky abo amiHy, Takoro siK
MeTUnamiH.

OcHoBa, Taka sik kapboHaT kanito, BoAHMI amiak abo MeTunamMiH, BUKOPUCTOBYETLCS B KiNIbKOCTi B
iHTepBani npubnmaHo Big 1 4o 10 mMonb i nepeBaxHo Big 1 4o 3 Monb BigHOCHO cnonyku (XXXVIII).
MepeBaxkHO L0 peakLuilo NpoBoaATb 6€3 BUKOPUCTaHHSA PO34MHHMKA abo BMKOPUCTOBYHOUM B peakuii
iHEPTHUIN PO3YMHHKK. BMKOPMCTOBYBaHWIA PO3YMHHUK crneuianbHO He OOMEeXyeTbCA OOKUM TpUBaE
peakuis, ane, Hanpwvknag, 6axaHumu € eTepu, HITpunu i amign. bakaHo NpoBOANTM peakLilo 3aranom
npuv HU3bKIN TemnepaTypi abo Npu KiIMHaTHIN TemnepaTypi i NTepeBaXkHO NpU KIMHATHIN TeMnepaTypi.

Yac peakuii 3aranom sHaxoguTbes B iHTepBani Big 5 4o 30 roguvH i nepeBaxHo Big 5 0o 15 roguH.

Llen cnocib moxHa npoBogutu 3a cnocodom onuncaHum B New Edition: Heterocyclic Compounds
(Kodansha) abo B1kopuCTOBYtOUM CMiBCTaBUMUIA CMOCIO.

Cnoci6 23 € cnocobom ogepxaHHa cnonyku (I-i) 3 cnonykm (XXIV). Ooku TpuBae peakuisi, BiH
creujianbHO He OOMeXyeTbCs, ane nicnsa peakuii 3 BOAHWMM rMioKcaneBnM PO34YMHOM B CMUPTOBOMY
PO3YMHHUKY, B KuUcnomy cepeposuili, cnonyka (XXIV) moxe pearyBatm 3 Xr0Opua amoHilo i
OeH3anbaerigom 3 yTBopeHHsAM crnonyku (1-i).

BogHuin rniokcaneBuin po3vmMH BUKOPUCTOBYETLCS B KiNbKOCTI B iHTepBani npmbnusHo Big 1 oo 5
MOrnb | nepeBaxkHo Big 1 Ao 3 monb BigHOCHO 1 mornb cnonyku (XXIV). baxxaHo NpoBOAMTU peakLito
3aranioM Mpu HU3bKiIK TemnepaTypi abo npu KiMHATHIN TemnepaTypi i NepeBaXXHO NPWU KiMHATHIN
TemnepaTtypi.
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Yac peakuii 3aranom 3Haxoamtbca B iHTepBani Big 5 ao 30 roauH i nepesaxHo Big 10 go 20
rOOWH.

BeHsanbgeria i xnopua amMoHit0 BUKOPUCTOBYHTLCS B KiNbKOCTI B iHTepBani npnbénusHo Big 1 4o 5
Monb i nepeBaxHo Big 1 Ao 3 monb BigHocHO 1 monb cnonyku (XXIV). BukopuctoByBaHa KucnoTta
cneujianbHO He 0BMeEXYeETbCS AOKN TPMBAE peakLis, ane, Hanpuknag, 6axaHot € gocdopHa KucnoTa
i T.i.. BaxaHo npoBoguTM peakuilo 3aranoM Npu KiMHaTHIM TemnepaTtypi abo npu HarpiBaHHi i3
3BOPOTHIM XOSNTIOAMSIBHUKOM i MEepeBaXXHO MPW HarpiBaHHi i3 3BOPOTHIM XONoAUNbHUKOM. Yac peakuii
3aranom 3HaxoauTbces B iHTepBani Big 5 4o 40 roguH i nepeBaxHo Big 20 go 30 roguH.

Llen cnocib moxHa npoBoauTu 3a cnocobom onucaHum B New Edition: Heterocyclic Compounds
(Kodansha) abo BukopucToBytouM crniBcTaBumMmi cnociob.

Cnocib 24 € cnocobom ogepxaHHs cnonyku (XXXIX) 3 cnonyku (XXV). Ookn TpuBae peakuis, BiH
crneuianbHO He OOMexXyeTbCs, ane npOoAYKT MOXHa odepxatu peakuieto cnonyku (XXV) 3
TpUMeTMnCcuninaLeTMneHoM B eTepHOMY PO3YMHHUKY, TakOMy K TeTparigpodypaH, B MPUCYTHOCTI
nanagiesoro katanisatopa i MigHOro katamnizatopa, TakoX sik i OCHOBW. FAK nanagieBun kaTanisatop
Moxe OyTn BMKOpUCTaHWWA, Hanpuknag, auxnopup Oic(tpudeHindocdid)nanagivo (II) i T.i.
ManagieBun kaTanisaTop BMKOPUCTOBYETLCS B KiNbKOCTI B iHTepBani npudnusHo Big 0,01 go 1 monb i
nepesaxHo Big 0,05 go 0,2 monb BigHocHO 1 mMonb cnonyku (XXV). Kpim Toro, nanagin katanisatop
BUKOPUCTOBYETLCA pa3oM 3 docdiHOBUM firaHOoM, Taki sik TpudeHindocdiH. PocgiHoBMI niraHa
BMKOPUCTOBYETLCS B KiNbKOCTI B iHTepBani npubnusHo Big 0,01 go 1 monb i nepesaxHo Big 0,05 go
0,2 monb BigHOocHO 1 Momnb cnonyku (XXV). Ak MigHUIM KaTanisatop Moxe OyTu BUKOpUCTaHWN,
Hanpuknag, noava migi (Cul) i T.i.. MigHun katanisaTop BMKOPUCTOBYETLCHA B KifbKOCTI B iHTepBani
npubnusHo Big 0,1 go 1 monb i nepesaxHo Big 0,1 go 0,5 monk BigHOCHO 1 Monb cnonyku (XXV).
TpymeTuncuninaueTnneH BUKOPUCTOBYETLCS B KifbKOCTI B iHTepBani npubnusHo Big 1 4o 5 mMonb i
nepesaxHo Big 1 4o 3 monb BigHocHO 1 monb cnonyku (XXV). Peakuito npoBoasaTs B MPUCYTHOCTI
OCHOBM, Takoi SK TpUeTunamiH, i KinbKiCTb BMKOPUCTOBYBAHOI OCHOBWM 3HAxXoAWUTbCHA B iHTepBani
npubnumaHo Big 1 4o 5 Monb i nepeBaxHo Big 1 Ao 3 mMornb BigHOCHO 1 Mornb cnonyku (XXV). BaxaHo
NPOBOAMTM peakLito Npy HarpiBaHHi Npu TemnepaTypi B iHTepBani Big 40 go 60°C.

Yac peakuii 3aranom sHaxogutbes B iHTepBani Big 1 oo 10 gHiB i nepeBaxHo Big 5 0o 7 AHiB.

Llen cnocib6 moxHa npoBoaMTun 3a cnocobom onucaHmm B Tetrahedron Lett., 1975, 16, 4467-4470
abo BMKOPUCTOBYHOYM CMIBCTaBUMUIA CNOCIO.

Cnoci6 25 € cnocobom opepxaHHs cnonyku (XL) 3 cnonyku (XXXIX). [okM TpuBae peakuisi, BiH
creujanbHO He OBMeXyeTbCs, ane NPOAYKT MOXHa oaepxaTtu peakuieto cnonykm (XXXIX) 3 BogHum
po3unMHOM rigpokcuay HaTpito abo dTopug-ioHoM, Takum Sk dTopMa TeTpabyTunamoHilo B
CnMpTOBOMY abo eTepHOMY PO34MHHUKKY. KinbKicTb BOAHOrO pO34mMHY rigpokcuay HaTtpito abo dtopuma-
iOHY 3HaxoauTbCcs B iHTepBani npubnuaHo Big 1 o 100 monb abo Ginblwe i nepeBaxHo Big 1 o 3
MOIb BiAHOCHO 1 Monb cnonykn (XXXIX). baxaHo NpoBoAWTU peakuilo Npu OXONomkKeHHi Ha BaHi 3
nbogom abo npu KiMHaTHIA TemnepaTypi i MepeBaKHO MpW KiIMHATHIM TemnepaTypi. Yac peakuii
3aranom 3HaxoauTbes B iHTepBani Big 0,5 Ao 5 roguH i nepeBaxHo Big 1 4o 3 roauH.

Cnocid 26 € cnocobom opepxaHHs cronykn (I-j) 3 cnonyku (XL). Joku TpuBae peakuis, BiH
crneuianbHO He OOMeXyeTbCs, ane npoAyKT MOXHa ogepxaTtu peakuieto cnonyks (XL) 3 N-
rigpokcmbeHsonkapbokcimigoinxnopnoom B eTepi, AK PO3YMHHUKY. N-
rigpokcnbeH3onkapOoKCiMigoinxnopua BUKOPUCTOBYETLCA B KiNIbKOCTI B iHTepBani npubnuaHo Big 1 oo
5 monb i nepesaxHo Big 1 Ao 3 Momnb BigHOocHO 1 Momb cnonykm (XL). MNpeactaBneHy peakuito
NpoBOASATb B MPUCYTHOCTI OCHOBMW, Takoi SIK TPUETUNaMiH, i KiNbKiCTb BWKOPWCOBYBAHOI OCHOBMU
3HaAxXO4MUTbCA B iHTepBani npubnuaHo Big 1 4o 5 Mmonb i nepeBaxHo Big 1 4o 3 Monb BIAHOCHO 1 Monb
cnonyku (XL). BaxaHo npoBoAMTM peakuito 3araniom npu OXONOMXKeEHHI Ha 6aHi 3 nbogom abo npwu
KiIMHaTHI TemnepaTypi i nepeBaxHO Npu KiIMHaTHIN TemnepaTypi. Yac peakuii 3aranom 3HaxoauTbCs B
iHTepBani Big 1 oo 48 roavH i nepeBaxHo Big 5 0o 20 roauH.

Llen cnoci® moxHa npoBoamTn 3a cnocobom onucaHum B “New Edition: Heterocyclic Compounds”
(Kodansha) abo B1koprCTOBYtOUM CMiBCTaBUMUIA CMOCIO.

Cnonyky (l-e), e R’ € aTom ranoreHy (Hanpwvknag, atom 6pomy), MOXHa oepXxaTu 3a HacTyNnHUM
crnocobom. Cnouartky, crnonyka (V) pearye 3 peareHToM, Takum K N,N-
anveTundopmamiganmeTunauetans, 3 ytBopeHHAM cnonykm (XXII), e R? i R’ ¢ atomu BOJHIO.
Kinbkictb peareHTy, Takoro sik N,N-gumetundopmamigoumetvunauetans, € npubnusHo Big 1 go 5
MOnb, nepeBaxHO Big 1 0o 2 mMomnb BigHOCHO 1 monb crnonyku (V). baxaHo, Wo U peakLuito
NPOBOAATbL BMKOPUCTOBYIOUM B peakLii iHEPTHUA PO3YMHHUK (Hanpuknag, amign). baxaHo, wo uto
peakLito NPoBOAATL MpKU KiMHATHIN TeMnepaTypi abo Npu HarpiBaHHi i nepeBaXHO Npu TemnepaTypi B
iHTepeani Big 40 go 100°C. Yac peakuii 3aranom 3HaxoguTbcsa B iHTepBani Big 1 oo 20 roguH i
nepeBaxHo Big 1 o 10 roguH. lNoTim, ogepxaHa cnonyka (XXII) pearye 3 MOnekyrnow ranoreHy
(Hanpuknag, monekynow 6pomy) Ons BBeAeHHS aToMa ranoreHy B R monoxeHHi cnonyku (XXII).
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KinbkiCTb BUKOPMUCTOBYBaHOI MOMEKYSN ranoreHy 3HaxoauTbCs B iHTepsani npubnusHo Big 1 oo 5
MOMb i nepeBaxHO NpubnnsHo Big 1 Ao 2 monb BigHocHO 1 mMonb crnonykn (XXII). BaxaHo, wo Lo
peakLito NPOBOAATbL BUKOPUCTOBYIOUM B peakLii iHEpTHUIA PO3YNHHMK (HANpPUKIa4, OpraHiyHi KUCnoTn).
BaxaHo, WO peakuilo NpoBoAATb NPWU KiMHATHIA TemnepaTypi abo MNpu HU3bLKIM Temnepatypi i
nepeBaXKHO NpPUW KiMHaTHIA TemnepaTypi. Yac peakuil 3aranom 3Haxogutbecs B iHTepsani Big 1 go 10
rofoviH i nepeBaxkHo Big 1 oo 3 roauH.

Cronyky (I-e), ae R® e ankinbHa rpyna (Hanpuknag, MeTunbHa rpyna), MOXHa oAepXaTu 3a
HacTynHum crnocobom. Cnouvatky, cnonyka (XXIl) pearye 3 peareHtoMm, Takum sk N,N-
anveTunaudetamiganveTunaudetans, 3 yrBopeHHam cronyku (XXIII). KinbkicTb BUKOPUCTOBYBaHOroO
N,N-aMmeTunauetamigoumeTunaueTanto 3HaxogutbCs B iHTepBani npubnmnaHo 1 - 30 monb i
nepeBaxHo Big 5 no 20 monb BigHOCHO 1 Monb cnonyku (XXII). Lito peakuito nepeBaxHO NpoBOASTb
0e3 BUKOPUCTaHHSA PO34YMHHMKA abo BUKOPUCTOBYHOUM B peakuii iHEpTHUN po3vMHHUK. Kpim TOro,
OaxaHo nNpoBOAMNTM peakLito NpW HarpiBaHHi i3 3BOPOTHIM XONMOAMMBHUKOM, abo MOXHa HarpiBatu
BMKOPUCTOBYIOUN MIKPOXBUIBOBE ONPOMIHEHHI. TemnepaTypa peakuii npu HarpiBaHHi 3a JONOMOro
MIKpPOXBUITLOBOIO ONPOMIHEHHI 3a3Bu4Yal 3HaxoauTbes B iHTepBani Big 50°C go 150°C i nepeBaxHO
npu Temnepartypi B iHTepeani Big 100°C go 130°C. Yac peakuii 3aranom 3HaxoanTbCs B iHTepBani Big
1 oo 60 xB. i nepeBaxHo Big 3 Ao 20 xB.

Cronyky (l-e), Bbe R® e ankinbHa rpyna, WO 3amilieHa atomMoM dTopy (Hanpuknag,
TpudpTOopMETUbHA Tpyna), MOXHa oAepXaTu 3a HacTynHum crnocobom. Cnouyatky, crnonyka (XXII)
pearye 3 ecTepoM, WO Mae€ ankinbHy rpyny 3amiweHy aTomMoMm dTopom (Hanpwuknag, eTwn
TpudTOpaLeTaT), B OCHOBHOMY cepefnoBuLli. KinbkicTb BUKOPUCTOBYBAHOrO €CTEpPY 3HaxXoAuTbCs B
iHTepsani Big 1 go 20 monb i nepeBaxHo Big 1 0o 10 monk BigHocHO 1 Monb cnonyku (XXII). Lo
peakLito NpoBOAATb B NPUCYTHOCTI OCHOBM, TaKOI K METOKCKA, HATpIto, i KiNbKICTb BUKOPUCTOBYBAHOI
OCHOBW 3HaxXo4MTbCA B iHTepBani npnbnusHo Big 1 4o 5 monb i nepeBaxHo Big 1 4o 3 MONb BiAHOCHO
1 monb cnonykn (XXII). BaxaHo, WO U0 peakuilo NPOBOAATb BUKOPUCTOBYIOUMM B peakuii iHepTHUI
PO34YMHHUK (Hanpuknagd, etepu). baxaHo, Wo peakLito NPOBOAATL NMPU OXOSO4XKEHHI NboAOM abo npwm
KiMHaTHIN TemnepaTtypi i nepeBaXxHO Npu KiMHATHIN TeMnepaTtypi. Yac peakuii 3aranom 3HaxoguTbCcs B
iHTepBani Big 0,5 go 7 gHiB i nepeBaxHo Big 1 ao 3 gHiB. Kpim Toro, cnonyky (I-e) MoxxHa ogepxatu
peakuito npoaykty 3 cnonykot (VII). Kinekicte BukopuctoBysaHoi cnonyku (VII) 3Haxogutbcsa B
iHTepBani npnbnusHo Big 1 o 10 mMonb i NepeBaxHO NpMBNU3HO BiA 2 A0 5 Monb BiAHOCHO 1 Monb
CUPOBUMHHOrO matepiany. [epeBaxHo, L0 peakuilo NpoBoAsaTb 6e3 BUKOPUCTaHHA pPO34MHHMKA abo
BMKOPUCTOBYIOUM B peakuii iHEepTHUM PO3YMHHWMK. BMKOPMCTOBYBaHUN PO3YMHHMK creuianbHO He
0BMeXyeTbCH AOKM TPUBAE peakuis, ane, Hanpuknag, 6axaHumu € cnupTu | opraHivHi kncnotu abo ix
cymili. BaxxaHo NpoBOANTM peakuild NPU OXONOMKEHHI NMboAOM abo Mpu KiMHaTHIN Temnepatypi abo
npu HarpiBaHHi i nepeBaxHO Npu TemnepaTypi B iHTepsani Big 0°C go 150°C. Yac peakuii 3aranom
3HaxoguTbes B iHTepsani Big 0,1 go 10 roauH i nepesaxHo Big 0,5 go 5 roguH. Llen cnoci®é moxHa
npoesoauTn 3a cnocobom onucaHmm B Journal of Heterocyclic Chemistry, 1981, 18, 333-334 a6Go
BMKOPMCTOBYIOUM CMiBCTaBUMMUIA CMOCiO.

Cnonyky (l-e), oe R’ € aTom ranoreHy (Hanpuknag, atoMm ¢Topy), MOXHa ofepXaTu peakuieto
cnonyku (l-e), ge R’ € aTom BOAHIO, 3 peareHTOM, Takum SK ranoreHyBanbHUW areHT. Hanpuknag,
KON BBOAATb aTtom dTOpPY, 1-(xnopmeTun)-4-gtop-1,4-Aia3oHinbiumknol[2.2.2]oktaHy
Oic(teTpadbTopbopat) (TyT pgani 3ragyetbes Ak CenekTdptop) MOxe OyTM BUKOPUCTAHUA  SK
dTopyBanbHun areHT. KinbkicTb BukopuctoByBaHoro Cenektdtopy 3HaxoauTbCs B iHTepBani
npnbnusHo Big 1 Ao 30 monb i nepeBaxHo Big 5 go 20 monb BigHOCHO 1 monb cronyku (l-e). Lo
peakuilo MepeBakHO MPOBOAATE BMKOPUCTOBYOMM B peakuii iHEepTHUM PO3YMHHWK (Hanpuknag,
HiTPVAK, Towo). Kpim TOro, toaxaHo NpoBOAUTY peakLilo NPy OXONOMKEHHI Nbogom abo Npu KiMHaTHIN
TemnepaTypi i nepeBaxHO Mpu KiIMHaTHIN TemnepaTtypi. Yac peakuii 3aranom 3HaxoauTbCs B iHTepBani
Bia 1 oo 20 gHiB i nepeBaxHo Big 5 oo 15 aHi..

Cnonyky (l-e), oe R’ € ankinbHa rpyna (Hanpuknag, MeTurbHa rpyna), MOXHa ojepxaTtu 3a
HacTynHoto peakuieto. Cnovatky, cnonyka (XXIl) pearye 3 ectepom (Hanpuknag, metundgopmiatom) B
OCHOBHOMY cepefoBuLLi. EcTep BUKOPUCTOBYETLCA TaKOX SIK PO3YMHHMK. Lilo peakuito npoBoasTbL B
NPUCYTHOCTI OCHOBM, TaKol Ik METOKCUA, HaTpIlo, i KifbKICTb BUKOPUCTOBYBAHOI OCHOBU 3HAXOAUTLCS B
iHTepBani npndnmaHo Big 1 Ao 5 monb | nepeBaxHo Big 1 4o 3 Monb BigHocHO 1 Monb cnonyku (XXII).
3aranom, 6axaHO NPOBOAUTY peakLito NMPU OXONOMKEHHI NboAOM abo npu KiMHaTHIA TemnepaTypi i
nepeBaXHO MpuW KiMHATHIA TemnepaTypi. Yac peakuii 3aranom 3HaxoauTbcs B iHTepBani Big 1 go 20
rogviH i nepeBaxkHo Big 2 Ao 10 roauH.

Cnonyky (I-e) moxHa opepxaTu OOAaTKoBOK peakuito npoaykty 3 cnonykoto (VII). KinbkicTb
BukopuctoByBaHoi cnonyku (V1) s3Haxogntecs B iHTepBani npubnuaHo Big 1 4o 10 Monb i nepeBaxHo
npubnusHo Big4 2 A0 5 Monb BiAHOCHO 1 MONb CUPOBUHHOrO Martepiany. NepeBaxHo, L0 peakLito
npoBoAATb 6e3 BUKOPUCTAHHA PO3YMHHMKA abo BUKOPMCTOBYHUM B peakuii iHEPTHUM PO3YMHHUK.
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BukopuncToByBaHMA PO3YMHHMK CneLlianbHO He 0OMEXYETbCA OOKM TPUBAE peakuis, ane, Hanpuknag,
CMMPTU | OpraHiyHi kKMcnoTtun abo ix cymiwi € nepesaxHuUMKU. 3aranom, 6axaHo NPoOBOANTU peakLito nNpu
OXOJNIoKEHHi Nbogom abo npu KiMHaTHIA TemnepaTypi abo npwu HarpiBaHHi i3 3BOPOTHIM
XONoauIbHUKOM i NepeBaXkHO NMpu Temnepatypi B iHTepeani Big 0°C go 150°C. Yac peakuii 3aranom
3HaxoauTbes B iHTepBani Big 0,1 go 10 roguH i nepeBaxHo Big 0,5 oo 5 roguH. Llen cnocidé moxHa
npoeBoauTK 3a cnocobom onucanum B the Journal of Heterocyclic Chemistry, 1981, 18, 333-334 a6bo
BMKOPUCTOBYHOUM CMIBCTABMMUIA CMOCIO.

AKWO BUXiAHI CMONYKM MICTSATb amiHorpyny, KapOoKCWUMbHY rpyny, TOPOKCUNBbHY rpyny, $iK
3aMICHMK, B KOXHIN peakuis B cnocobax ogepxaHHs 3ragaHux cnonyk (l-a), (I-b), (I-c), (1-d), (I-e), (I-f),
(I-9), (I-h), (I-i), i (I-}) abo ix coni, i B KOXHIA peakuis B CUHTE3i BUXiAHMX CMONYK, 3aXMcHa rpyna, o
3a3BMYaN BUKOPUCTOBYETLCA B XiMil nenTuais, moxe OyTW BBedeHa B Ui cnonyku. [lepeBaxHo,
3aXMCHY rpyny BUAansaTb Nicns peakuii 3 yTBOPEHHAM LinbOBOI CMOMNyKN.

Ak 3axucHa rpyna ansg amiHorpynu moxe 6yTu BUKOPUCTaHWR, Hanpuknag, gopmin i HacTynHa
rpyna, wo moxe 6yTtu BignosigHo 3amiweHa: Cq 1o ankinkapboHin (Hanpuknag, aueTtun, eTunkapboHin,
Towo), deHinkapboHin, Ci.i9 ankin-okcnkapOoHin (Hanpuknag, MeToKcukapbOOoHin, eTokcukapOoHin,
Towo), deHinokcmkapboHin, C;.1o apankin-kapboHin (Hanpuknag, 6eH3unkapOoHin, Towo), TpUTKA,
dTanoin, abo N,N-gumeTvnamiHomeTuneH. BUKOpUCTOBYBaHUMU 3aMiCHUKaMM Moxe OyTu ranoreH
(Hanpuknag, dTop, xnop, 6pom, noa, Towo), Ciio ankin-kapOoHin (Hanpuknag, meTunkapOoHin,
eTunkapboHin, 6yTunkapOoHin, Towo), HiTporpyna i T.i.. KinbKicTb 3amiCHUKIB 3HaxoanTbCA B iHTepBani
Big 1 go 3.

Ak 3axucHa rpyna gnsa kapbokeurpynu moxe Oyt BUKOpUCTaHa, Hanpuknaa, HacTynHa rpyna, Lo
Moxe 6yTu BignosigHo 3amiwieHa: Cy.1p ankin (Hanpuknag, MeTun, eTun, H-Nponin, i-nponin, H-6yTun,
TpeT-6ytun, Towo), deHin, Tputun, abo cunin i T.i.. BukopnucTtoByBaHNMK 3amiCHMKaMuM Moxe ByTu
ranoreH (Hanpwknag, ¢Top, xmop, 6pom, roa, Towo), dopmin, Ci.i9 ankin-kapboHin (Hanpuknag,
aueTtwn, eTunkapboHin, 6ytunkapboHin, Towo), Hitporpyna i T.i.. KinbkicTb 3aMiCHMKIB 3HaxoanTLCH B
iHTepsani Big 1 oo 3.

Ak 3axucHa rpyna ans rigpokcurpynu moxe 0yTu BMKOpUCTaHa, Hanpuknag, HacTynHa rpyna, Lo
Moxe O6yTu BignoBigHo 3amiwleHa: Cy 1o ankin (Hanpuknag, MeTur, eTur, H-Nponin, i-nponin, H-0yTun,
TpeT-6yTun, Towo), deHin, C;.1o apankin (Hanpuknag, 6eH3unn, Towo), dopmin, Ci.1o ankin-kapboHin
(Hanpwvknag, auetwn, eTunkapOoHin, Towo), deHinokcukapboHin, 6eHs3oin, C;.iy apankin-kapboHin
(Hanpuknag, GeH3unkapOoHin, Towo), nipaHin, dypaHin, abo cunin i T.i.. BukopuctoByBaHUMHU
3aMiCHUKamn Moxe OyTu ranoreH (Hanpuknag, dTop, xnop, 6pom, nop, Towo), Ciio ankin
(Hanpuknag, meTwun, eTun, H-nponin, Towo), deHin, C;io apankin (Hanpuknag, 6eH3un, TOLLO),
HiTporpyna i T.i.. KinbkicTb 3aMiCHMKIB 3HaxoauTbCs B iHTepBani Big 1 4o 3.

Kpim TOro, sik cnocié BuganeHHs 3axucHOI rpynu Moxe B6yTu BMKOPUCTaHWIA BigOMMI cnocid abo
cnisctaBumun cnocib. Hanpwknag, moxe OyTv BUKOPUCTaHUIM Cnocib 3 BUKOPUCTAHHAM KWUCMOTH,
OCHOBW, BiJHOBMNEHHS, yNbTpadioneToBoro BUMNPOMIHIOBaHHSA, rigpasuHy, deHinrigpasvHy, Hatpin N-
mMeTungutiokapbamary, pTopuay TeTpabyTnnamoHito, auetaTy nanagito i T.i..

B koxHin peakuis B cnocobax ogepxaHHsa 3ragaHux cnonyk (I-a), (I-b), (I-c), (1-d), (I-e), (I-f), (I-g),
(I-h), (I-), i (I-j) abo ix coneMn, i B KOXHiln peakuii B CMHTE3aX BUXiAHMX CMOMYK, N, Yac peakuii MOXyTb
OyT1 BMKOPUCTAHI 3aranbHO BiJOMi PO3YMHHUKN.

Hanpwuknag, MoXyTb 6yT1 BUKOPUCTaHI HAacTyMnHi 3aranbHO BiAOMi PO3YMHHUKM:

eTepu, Taki 9Kk TeTparigpodypaH, gietunosuin etep, 1,2-aumeTokcmeTaH, 1,4-giokcaH i T.i.;

ecTepwu, Taki 9k eTunauerar, Oytunauerar i T.i.;

apomMaTu4Hi BYrneBOAHi, Taki sk 6eH3on, Tonyon i T.i.;

apoMaTUYHi reTepoLMKNiYHI CNOMYKKW, Taki AK NIpUAWH, NYTUAWH i T.i.;

amign, Taki 9k N,N-gumetundopmamig, N-metunniponigoH i T.i.;

ranoreHoBaHi Cronyku, Taki Ak XxnopodopM, MeTuneHxnopug i T.i.;

CNNPTW, TaKi IK METaHOM, eTaHos, 2-NponaHorn, 2,2-aMMeTUneTaHon i T.i.;

anicpaTnyHi ByrneBoAHEBI CNOMNYKW, Taki sIK rekcaH, rentaH, neTponenHuin eqip i T.i.;

KapOOHOBI KMCNOTK, Taki sK MypaluMHa KACNoTa, oLUToBa K1cnoTa i T.i.; i Boga.

Kpim TOro, po34nHHMKM BUKOPUCTOBYBAHI B peakLii MOXyTb OYTU BUKOPUCTaHI SK OKPEMO, TakK i sK
CyMiLL Bif, ABOX [0 LWECTU BUAIB PO3YNHHUKIB.

Kpim Toro, peakuito MOXHa MpoOBOAUTW B MNPWUCYTHOCTI amiHiB, Takux K TpueTtunamid, N,N-
giisonponinamid, nipuanH, N-metunMmopdoniH i T.i. abo OCHOB, TakMX SK riAPOKCUA HaTpilo, kKapboHaT
Kanito i T.i.. AnbTepHaTMBHO, peakuild MOXHa MpOBOAUTU B MNPUCYTHOCTI KUCIOTK, Takoi $K
XJSIopBOAHEBA KUCMOTA, CipYyaHa KMCnoTa, OLTOBa KucnoTa i T.i..

Cnonykn ogepxaHi 3a [ONOMOrot 3ragaHux suile cnocobis: (I-a), (I-b), (I-c), (I-d), (I-e), (I-f), (I-g),
(I-h), (1-i), i (I-j) moxHa BMAINUTN abo OYMCTUTM BUKOPUCTOBYHOUN 3BMYAMHI 3acObK po3aineHHs, Taki sk
nepekpucTanisadisi, neperoHka, xpomartorpacdis i T.i.. AkWwo cnonyku npegcraeneHoro BuHaxoay: (I-
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a), (I-b), (I-c), (I-d), (I-e), (I-f), (I-g), (I-h), (I-i), i (I-}) oAepxyOTLCSA Y BiNbHIA POPMI, BOHU MOXYTb BYTK
nepeTBopeHHi y ix coni 3a BigomMumu cnocobamu abo BMKOPUCTOBYHOUM ChiBCTaBMMUA cnoci6
(Hanpuknag, HenTpanisauito, Towo), abo HaBnaku, SKWO BOHM OAEPXKYHTbCS Y opMi coni, BOHU
MOXYTb OyTW nepeTBOpeHi Ha BiNbHy dopmy abo iHWwi coni 3a BigoMuMMM cnocobamn abo
BMKOPMCTOBYIOUM CMiBCTaBMMUIM cnocib. AKWO ofepXyBaHi CMOMyku € pauemartamu, BOHU MOXYTb
OyTn po3aineHi Ha d-gopmy i I-bopMy BUKOPUCTOBYIOYM 3AaCOOM ONTUYHOIO PO3AINEHHS.

BuxigHi cnonyk gnsa cnonyk (I-a), (I-b), (I-c), (I-d), (1-e), (I-f), (I-g), (I-h), (I-), i (I-j) abo ix conewn
creujanbHO He OOMEXYHTbCH, JOKM BOHW HE MalTb HEraTUBHOMO BNNMBY Ha peakuito. MNpuknagamm
Takux comneu € Taki x cami coni sk i y cnonyk (I-a), (I-b), (I-c), (I-d), (I-e), (I-f), (I-9), (I-h), (I-i), i (I-}).

B 6yob-sikomy i3 3ragaHux Bulle cnocobiB ogepxaHHsa abo npouecis, Akwo 6axaHo, crnonyka (lo)
MOXe OyTn CUHTEe30BaHa BMKOPUCTOBYOUM OAHY abo KOMGiHaUio BiAOMUX peakuin, Takmx Sk peakuil
3aXMCTY/3HATTA 3axMCTy, peakuil auunioBaHHS, peakuii ankinyBaHHs, peakuii rigpyBaHHs, peakuii
OKWUCINEHHS, peakuii BiAHOBMEHHs, peakLii NogOBXEHHS BYrneLeBoro naHutora, peakuii 3amilleHHs
3aMicHuMKa i T.i..

AKWO LinboBi NPOAYKTU OAEPXKYIOTBHCA Y BiflbHiN hOpMi B 3ragaHnx BULLE peakuisix, BOHU MOXYTb
OyTM nepeTBOpPEeHi Ha BIAMOBIAHI CONi BMKOPUCTOBYHOYM 3BMYalMHi cnocobu, abo SAKWO BOHM
ofepXyTbcsl Y opMi coni, BOHM MOXYTb OyTM nNepeTBOpeHi y BinbHy ¢opmy abo iHwi coni
BMKOPUCTOBYIOUM 3BMYaiHi cnocodbu. Ogepxkany crnonyky (I,) MoXHa BMAINUMTU 3 peakuinHoi cyMmilli i
OYMCTMTN BMKOPUCTOBYIOYM BigOMi 3acobu, Taki sk nepeHoc pasn, KOHLEHTPYBaHHS, €eKCTpaKuis
PO34YNHHMKOM, dopaKLuiiHa NeperoHka, KpucTanisauisi, nepekpucranisadisi, XxpomaTtorpadisi i T.i..

Axkwo cnonyka (l,) icHye sk KoHirypauinHui isomep, Aiactepeomep abo KoHdoOpMep, SAKLWO
DOaxaHo, BOHM MOXYTb OyTu BMAINEHI BiANOBIAHO BUKOPMCTOBYHOUN 3rafiaHi BMLLE CNOCOOM BUAINEHHS i
oumcTkn. Akwo cnonyka (l,) icHye sk pauemar, BoHa Moxe OyTu posgineHa Ha d-copmy i I-popmy
BMKOPUCTOBYIOUYMN 3aCOBM ONTUYHOIO PO34iNEHHS.

Ak y Bunagky cnonyku (l,), Moxe ©OyTu BuKopucTaHa npornikapcbka copma cnonyku (lo).
Mponikapcbkoto cdopmoto cronykn (l,) € crnonyka, Wo nepeTBopoeTbCst Ha cnonyky (l,) mig Agiewo
depmMeHTIB abo LINYHKOBOI KACIOTKU 3a oi3ionoriyHmMx ymoB in vivo. A came, BOHa BKIIOYaE CMOMYKMK,
wo nepeTBoptooTbCA Ha cnonyky (lo) nig gieto hepMeHTHOro OKMCNEHHS, BiOHOBMEHHS i rigponisy,
abo cnonyka, LWo nepeTBoOpETLCA Ha cnonyky (l,) WwWnsxom rigponisy nig Qieto WyHKOBOT KUCMOTH.

Mponikamn cnonyku (I) € cnonyku, B Akin amiHorpyna cnonyku (l,) € aunnboBaHoO, arnkinoBaHo
abo docdopunboBaHolo (Hanpuknag, cnonyka, ge amiHorpyna cnonyku (lg) € 3amiweHoro
€MNKO3aHOoINoM, anaHinom, neHTunamiHokapboHinom (5-meTnn-2-okco-1,3-aiokconeH-4-in)-
METOKCMKapOOHInom, TeTparigpodypaHinoM, niponigunMeTunom, niBanoifNoKCUMETUNoMm, TpeT-
foytunom, i T.i.); cnonyka, ge rigpokcurpyna cnonyku (l,) € auunboBaHOW, ankinboBaHOL,
docdopunboBaHoto abo GopoHoBaHOKW (Hanmpuknag, crnonyka, ge rigpokcurpyna cnonyku (ly) €
3aMileHo0  aueTunoM, nanbMiTOINOM, MNPOMaHoINoM, MiBanoinoM, CyKUMHINOM, dymapunom,
anaHinom abo gumeTtunamiHoMeTunkapOoHinom); i cnonyka, Ae kapbokcunbHa rpyna cnonykm (ly) €
ecTepudikoBaHo abo amigoBaHow (Hanpuknag, crnonyka, ge kapbokcunbHa rpyna cnonyku (l,) €
3aMilLEHO0  eTWMOBUM  ecTepoM, (PEHINOBUM  eCTepoM, KapOOKCUMETWIIOBUM  €CTEPOM,
AVMETUNaMIHOMETUNIOBUM ecTepom, niBanoiNnoKCMMETUIOBUM ecTepom,
€TOKCMKapOOHINOKCUETUIIOBMM ecTepoM, pTanigunoeum ectepom, (5-meTtun-2-okco-1,3-giokconeH-4-
iNn)MeTUNOBUM €CTEPOM, LIMKITOrEKCUITOKCUKapOoHineTunoesm ectepom abo metunamigom). Mponiku
crnonyku (l,) MmoxxHa nepeTBopuTn Ha crnonyky (l,) 3a isionoriyHMx ymMmoB, Takmx K Ti, WO ONWUCaHi B
“Development of Drugs” Vol. 7 Molecular Design ony6nikoBaHin B 1990 Hirokawa Shoten, cTopiHku
163 - 198.

Crnonyka npegcrtaBneHoro BuHaxody Mae BigmiHHy ®OE10A iHribyBanbHy aKTUBHICTL | €
KOPUCHOI MpW HacTYMHMX 3aXBOPHOBAHHSX i CUMNTOMax y ccaBLiB (Hanpuknag, Nnogen, KopiB, KOHewn,
cobak, KkoTiB, MaBM, MULLIER, LLYpPiB, TOLO, 0COBNMBO MNoaen):

NCUXOTUYHI po3naau (Hanpuknag, KOPOTKUA MNCUXOTUYHWUIA posnag, 3aranbHUN MCUXOTUYHWUIA
posnap);

NcuUxo3 BUWKIMKAHWIA arnkorofnieM, amdeTamiHOM, MapuxyaHo, KOKaiHOM, raniounHoreHamu,
OXMPIHHAM, iHransHTamu, onioigaMmy abo eHUUKNiguHOM;

rantouuHaduis;

TpUBOra;

posnap pyxy;

po3snaf HacTpol;

rnmboka genpecis;

rmmboka [Qenpecis HaknageHa Ha MCUXOTUYHUI po3nad, LWo BKYae ranwouiHaudii abo
LUN30PEHIto;

enisopg rnmbokoi aenpecii cnabkoro, nocepeaHboro abo cknagHoro Tvny;
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MaHiakanbHuin abo 3MillaHWn HaCTpIN;

rinepmMaHiyHUA HacTpin;

Aenpecis 3 aTUMOBNMW O3HaKamu;

Aenpecis 3 MenaHxoniYHMMM 03HaKamu;

Aenpecisi 3 KaTaTOHIYHUMKN O3HaKaMu;

po3naj HacTpol 3 MOCTTPaBMaTUYHUM MPOSBIIEHHAM;

NOCTIHCYNbTHa genpecis;

AONCTUMIMHUI po3nag;

HEe3Ha4YHUI OenpecnBHUA po3nag;

ayTumam;

HapKOMaHis;

HenpoaereHepaBTUHWUI po3naga;

HenpoaereHepauisi NnoB‘sisaHa 3 LepebpanbHOK TPaBMOLo;

HenpogereHepauis noB‘a3aHa 3 iHCYNbTOM;

HenpoaereHepauis noe‘dA3aHa 3 uepebdbpanbHUM iHpapKToMm;

BUKNKMKaHa rinormnikemieto HenpoaereHepauisi;

HenpoaereHepadisi noB‘s3aHa 3 eninenTUYHNUM Hanagow;

HenpoaereHepadisi NoB‘si3aaHa 3 OTPYEHHAM HENPOTOKCMHOM;

MyfnbTUCUCTEMHA aTpodis;

xBopoba Anburenvepa;

JeMeHLUis;

MynbTUiHAPKTHa AEMEHLis;

ankoronbHa AeMeHLUia abo iHWa geMeHLis, WO 3aneXuTb Bif BXMBaHHS NMikapcbknx 3acobis;

AEeMeHLis NoB‘A3aHa 3 iHTpakpaHiansHUMKU nyxnuHamu abo uepebpansHOK TPaBMOLo;

AeMeHLis noB‘sa3aHa 3 xBopoboto XaHTiHrToHa abo NapkiHCoHa;

CHI[-3anexHa aemeHLis;

nobHo-TemnepanbHa geMEHLIs;

MapeHHS;

amMmHesis;

NnocT-TpaBMaTUYHUIA CTPEC;

onirogpeHisi;

po3nag HaByaHHsS (Hanpuknag, po3rnag YMTaHHs, po3naj HaByYaHHA maTemaTuui abo posnag
nnucoma);

AediunT yBaru/rinepakTUBHICTb;

BiKO-3aNeXHe KOrHITUBHE MOripLUEHHS;

npemeHcTpyarnbHU ANCHOPUYHNIA po3nag;

NOCT-NCUXOTUYHMI AENPECUBHUIN po3nag npu Wn3odpeHii;

OinonsipHUI po3nag, Wo BkItovae GinonspHui | po3nag, 6inonspHuii |l posnag;

LMKITOTUMIMHUI po3nag;

xBopo0a lNapkiHCoHa;

XBOpo0Oa XaHTIHITOHa;

napaHosi;

LWn30gpeHia (Hanpuknag, napaHoigHa WK3ogpeHis, Ae30praHidoBaHa WN30dpeEHis, KaTaToHIYHA
wmn3odppeHid, HegudepeHUinoBaHa LWM30dpPeEHis, 3anuLLIKoBa WN30dPEHIs);

wn3odpeHoopMHUIA po3nag,;

LWn3oadeKTUHUIA po3naz rantounHaTopHOro Tuny abo AenpecmnBHOro Tumny;

po3nag 0cobuCTOCTi MapaHoiganbHOro Tmny;

po3nag 0coBUCTOCTi LIM30igHOro TUNYy;

OXUPIiHHS;

MeTaboMiYHUIN CUHOPOM;

He-iHCyniH 3anexHui giabet (NIDDM);

HEenepeHOCUMMICTb TTIOKO3K;

3okpema, crnornyka NpeacTaBleHOro BUHAxXOA4y € KOPUCHOK Ans npodinaktuki abo nikyBaHHS
LUN30dpPEHii.

Ockinbku cnonyka npeacTaBneHoro BMHaxo4y AEMOHCTPYE BiAMiHHY MeTaboniyHy cTabinbHICTb,
HaZ3BMYalHa TepaneBTUYHA [is Ha 3rafaHi BULLLEe 3aXBOPHOBAHHS OYiKYETbCA HaBiTb MPU HU3bKIN 4O3i.

Cnonyka npedcTaBreHoro BMHaxody Moxe OyTu 6Ge3neyHo BBedeHa sk BOHa € abo y Burnsgi
[030BaHOI (bopmK, SKa BUrOTOBMSETbCA 3rigHO 3 BiJOMOK METOAMKOK AN BUFOTOBIIEHHSA
hapMaueBTUYHUX peuenTyp (Hanpuknag, cnocobu onucaHi B AnoHcbkin Papmakonei), Taki Sk
Tabnetkn (BkMYaouM TabneTtky 3 LYKPOBUM MOKPUTTSIM, TabneTky 3 MMiBKOBUM MOKPUTTAM,
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cybniHrBanbHy TabneTky, TabneTky, Wo AesiHTerpye y poTi, i bykansHa TabneTka), nirynku, NOpoLLKK,
rpaHynu, Kancynu (BKMYalum MaKy Kancyny i Mikpokancymny), nacTUiku, cuponu, pigki A4030BaHi
dopmu, emynbCii, peuenTypu KOHTPOIbOBAHOIO BMBIMbHEHHSI (Hampuknag, peuenTypa LWBUOKOro
BMBINbHEHHS], peuenTypa TP1Banoro BMBINIbHEHHS, MiKpOKarncyra Tp1Basnoro BUBISIbHEHHS), aepo30ni,
nniBkn (Hanpuknag, nniBka, Wo Ae3iHTerpye y poTi, aare3BuHa niiBka A HAHECEHHS Ha CNM30BY
000noHKy poTa), iH‘ekuii (Hanpuknag, nNigwkipHa iH‘eKUis, BHYTPILUHbOBEHHA  iH'eKuis,
BHYTpPILUHbOM'sI30Ba  IH'€KLisl, iHTpanepiToHeanbHa iH‘€KUiA), KpanenbHa iHAY3iA, KpisbLUKIPHWUIA
abcopbeHT, Ma3b, JIOCbWOH, nracTup, Cyno3uTopii (Hanpuknag, pPeKTanbHUA Cyrno3UTOoPIN,
BariHanbHWN CyMNo3WUTOPIW), Apaxe, TpaHCHa3anbHi peuenTypu, nereHeBi peuenTypu (aHransHT),
Kpanni ons oven i T.i., nepopansHMM abo napeHTepaneHUM LWNAXOM (Hanpuknag, BHYTPLUHBOBEHHO,
BHYTpPILWHbOM'I30BO, MNIALLKIPHO, Yy OpraH, iHTpaHasanbHO, iHTpagepMmanbHO, BBELEHHA Yy OKO,
iHTpaTekanbHO, iIHTPapeKTansLHoO, iIHTpaBariHanbHO, iIHTpanepiToHeansHO, 6e3nocepeaHbO y paHy).

TyT, 9k bapMaLeBTUYHO NPUAHATHUN HOCIA, BUKOPUCTOBYIOTLCA 3BMYalHi opraHiuHi abo
HeopraHiyHi pevyoBMHM HOCII, AK MaTepianu ana peuentypu. Hocii pogatoTe sk po3baBHMKM,
3MallyBarbHi areHTu, 3B'a3yBarbHi areHTu i Aes3iHTerpaHTn B TBEPAiI peuenTypu; i sik contobinisatopw,
cycneHnayBanbHi areHTu, i30TOHIYHI areHTn, 6ydepwu i 3acnokinnuei areHTn B pigki peuentypu. AKLWo
DOaxxaHo, mMoxe OyTn BMKOpUCTaHi O00aBKkM B peuenTypu, Taki K aHTUCEMTUKWA, aHTUOKCUOAHTM,
OapBHWKM, Nigconogkysadi, ToLO.

MepeBaxHUMKU NpuKknagamn po3baBHUKIB € HACTyMHi: nakTtosa, uykpo3a, D-mahit, D-copbiT,
Kpoxmarb, o-KpoxXmarb, OEKCTPVH, KpuctanidyHa Lernonosa, HU3bKO-3aMilleHa
rigpokcunponinuentonosa, HaTpin kapbokcumeTtunuenionosa, rymiapabik, nynnynaH, cBiTnun
KPEMHIEBUIM aHrigpua, CUHTETUYHUIA CUMiKaT antoMiHito i MeTacunikaT antomiHaT MarHito.

MepeBaxHUMKU NpukNagamMy 3mallyBarnbHUX areHTiB € cTeapaT MarHito, cteaparT KanbLito, TanbkK i
KOMOIgHWMI OioKcua, KPEMHILO.

MepeBaxHUMKU NpUKNagamMun 3B‘A3yBanibHUX areHTiB € HACTYNHI: a-Kpoxmarb, LyKpo3a, XenaTuH,
rymiapabik, meTunuenionosa, kapbokcumeTunuenionosa, Hatpin  kapbokcumeTunuentonosa,
KpucTaniyHa Lernonosa, LyKpo3a, D-maHiT, Tpexanosa, OEKCTPVH, nynnynaH,
rigpoKcMnponinuerntonosa, rigpoKcMnponinMeTurLentonosa i noniBiHinniponigoH.

lMepeBaxHUMKU npuknNnagamum AesiHTErpaHTiB € HaCcTynHi: nakrtosa, LUyKpo3a, Kpoxmarb,
kapbokcMMeTunuentonosa, KanbuUin KapOoKCcMMeTWUNLUENoNno3a, HaTpiil  Kpockapmernosa, HaTtpiin
KapOoKkCMMeTUNKpoxXmarnb, CBITNINN KpeMHieBuni aHrigpva i HM3bKO-3aMillleHa
rigpokcunponinuentonosa.

lMepeBaxHUMKU MNpUKNagaMn PO3YUHHUKIB € HacCTymHi: BoAa Ans iH‘ekuil, disionoriyHnin caniH,
po3uuH JliHrepa, cnvpT, MPONINEHrnikonb, NOMieTUNEHrNiKoNb, KyHXYTOBa Ofid, KyKypya3sdHa onis,
ONMBKOBA O1is1 i oniA 3 HAaCiHHA 6aBOBHMKA.

MepeBaxHVMK nNpuknagamy coniobinisyBanbHUX areHTiB € HaCTyMHi: nonieTUNeHrnikonsb,
nponineHrnikonb, D-maHiT, Tpexanosa, 6eH3aunbeH3oar, eTaHon, TpiC-aMiHOMETaH, XonecTepor,
TpieTaHonamiH, kapboHaT HaTpito, LMTPAT HATPIto, caniyunaT HaTpito i aueTaTt HaTpiIlo.

lMepeBaxHUMK npuknagamu cycneHayBanbHUX areHTiB € HaCTYMHi: MOBEepXHeBO-aKTUBHI
peyvyoBUHWN, Taki AK CcTeapunTpieTaHonamiH, naypuncynbdar HaTpito, naypunamiHonpornioHoBa
KucnoTa, NeunTuH, 6eH3ankoHin xnopua, 0eH3eToHI xnopug i MoHocTeapar rnilepuHy; rigpodinbHi
nonimMepu, Taki SK MNONIBIHINOBMIA CNWPT, MOMIBIHINNIpONiQOH, HATpiN KapbokcMMeTULenonosa,
MeTunuenonosa, rigpokcuMeTunuentonosa, rigpokcueTunuentonosa i rigpokcunponinuentonosa;
nonicop6atu i NoniokcMeTUNeH-oTBEPIXKEHA KACTOpPOBa Onisl.

MepeBaxHUMK NpuUKIagamMm i30TOHIYHUX areHTiB € xnopua HaTpito, rniuepuH, D-maHiT, D-copbiT i
rnioKo3a.

MepeBaxHMu npuknagamm OydepiB € GydepHi po3umHu boccdaTiB, aueTaTiB, kapboHaTiB i
umTparie.

MepeBaXXHUMKU NpUKIagaMn 3acnokiinMBUX areHTiB € 0eH3UNoBUA CNNPT.

MepeBaxkHVMK NpUKNagaMy aHTUCENTUKIB € ecTepu napa-okcnbeH30oMHOT kucnoTn, xnopbyraHon,
OeH3unoBun cNUpT, PEHETUMNOBMUIA CNUPT, AErigpooLToBa KucnoTa i copbiHoBa kucnoTa.

MepeBakHMMY NpUKagamMn aHTUOKCUMAAHTIB € CyNbiTiB i ackopbaris.

MepeBaxHMK Npuknagamu 6apBHMKa € BOOOPO3YMHHI Xap4oBi CMONUCTI GapBHUKK (Hanpuknag,
Xxap4oBi 6apBHUKM, Taki sk XapyoBuin YepsoHuii Ne 2 i Ne 3, Xapudosuit XKoeTuii Ne 4 i Ne 5, Xap4yoBuii
cuHin Ne 1 i Ne 2, i T.i.), BOOOHEPO3UYUHHI MirMeHTN (Hanpuknag, antoMiHieBa Cinb 3ragaHoro Bulle
BOAHOMO Xap4yoBOro cMonmcToro capbHuka) i npupogHi 6apBHUKM (Hanpuknag, B-kapoTeH, xnopodin,
YepBOHMI OKCKA 3anisa).

[MepeBaxHUMK NpuknagaMmyM NIACONOMKYBAYiB € HATpi caxapwH, AuKanin rniyupusnHar,
acnapTtam i cTeBis.
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MeaunyHi KoMno3uuii NpeacTaBneHoOro BMHaxXo4y MOXHA ofepXaTtu 3BuYanHuMn cnocobamu B
ranysi TexHonorii opmMyrnoBaHHs, Hanpuknag, cnocobamum npuBegeHUMM B ANOHCBKIN hbapmakoner.
Cneumndiyni cnocobu ogepxaHHSA peLenTyp ONucaHi AeTanbHO HKYe.

BmicT cnonyku npeacraBneHoro BMHaxody B MeAMYHUX KOMMNO3WULiAX NpeacTaBneHoro BMHaxoay
3MIHIOETLCA B 3anexXHOCTi Big A030BaHUX (QOpM, O03yBaHb CMOMYKM MNpeacTaBreHoro BMHaxXoAay,
TOWO, Hanpuknag, BMICT NpubnmaHo 3HaxoauTbesa B iHTepani Big 0,01 go 100 mac.% i nepeBaxHO
Bia 0,1 oo 95 mac.% BiAHOCHO 3aranbHOI KiNbKOCTi KOMMO3KLIi.

[o3a crnonykn npenctaBrneHoro BMHaxXOAy 3anexuTb Bif Uinen BBeOEeHHSs, LUNAXiB BBEAEHHS,
LiNbOBOro 3axBOPKOBaHHA, CMMMTOMIB, TOWoO. Hanpuknag, y Bunagky nepopanbHOro BBEAEHHS
nauieHToBI 3 LWmn3odpeHieto (gopocni, 3 Mmacot Tina npubnuaHo 60 kr), 3a3Bu4anm ogudHa 4030BaHa
dopma 3HaxoguTbcAa B iHTepBani npmbnusHo Big 0,1 go 20 mr/kr macu Tina, nepeBaxHO NPUBIM3HO
Bia 0,2 go 10 mr/kr macu Tina, we nepesaxHo npmnbnusHo Big 0,5 ao 10 mr/kr macu Tina, i us gosa
nepeBaXxHO BBOAMTbLCSA OAMH pa3 Ha AeHb abo Aekinbka pasiB Ha AeHb (Hanpuknaga, 3 pasu).

Cnonykn MOXHa BBOAMTM HK €AVHWMA aKTUBHUA areHT abo B koMOGiHauii 3 iHWKMK
dapMaLeBTUYHUMMN areHTamu, TakuMu SK iHLWI areHTM BWKOPUCTOBYBAHWMW B MiKyBaHHi MCUXO3Y,
ocobnmnBo WKM3odpeHii i GinonsipHoro posnagy, 06CeBMCHO-KOMMYMbCUMBHOIO po3nagy, rnnbokoi
aenpecii, xBopobu [MapkiHcoHa, xBopobu AnbureriMepa, KOrHITUBHOrO MOripLIEHHs i/abo BTpaTtn
nam‘aTti, Hanpuknag, HIKOTUMHOBI Q7 aroHiCTW, 4YacTKOBi HIKOTMHOBI Q7 aroHiCTW, HIKOTUHOBI a7
NO3NTMBHI anocTepudHi mogynsatopw, iHriditopy POE2, iHriditopy PLE4, iHriditopn OOES, iHLWi
iHridiTopn ®LE, 6nokaTopn KanbLieBUX KaHaniB, MyckapuMHoBi m1 i m2 mMoaynatopu, mMoaynstopu
afeHO3MHOBOro peuenTopa, amnakiHu, iHribitopm TpaHcnopTepa miumHy 1, NMDA-R moaynsTopw,
mGIuR mogynaTopu, gonamiHOBI MOAYNSTOPW, CEPOTOHIHOBI MOAYNSATOPW, CENEKTUMBHI iHribiTopm
MOBTOPHOTO  3aXOMMEHHS  CEePOTOHiHY, iHFGITOpM MOBTOPHOrO  3aXOMMIEHHS  CEPOTOHIHY i
HopeniHepPUHy, iHriGITOpN MNOBTOPHOrO 3axonfeHHA HopeniHedpuHy | AgonamiHy, iHriGiTopu
NOTPIMHOrO MOBTOPHOrO 3axONfeHHs, KaHhabiHoigHI moaynATopu i iHribiTopu xomniHecTepasm
(Hanpvknag, poHeneawn, piBacTiriMiH i ranaHTamiH). B KoXHi KOMOiHaUii, KOXHWA aKTUBHUN
iHrpenieHT MoXxHa BBOAUTM abo Yy BIiAMOBIAHOCTI 3 iX 3BMYaAMHOK 0030, abo B A03i HMXYIN iX
3BUYANHOI 403N, | MOXYTb BBOAUTUCL abo ogHOYacHO, abo NocnigoBHO.

Jlikapcbki 3acobu npugaTtHi B komObiHauii 3 cnonykamu npeacTaBneHOro BMHAaxXody €, ane He
obOMeXylTbCs, iHWI npuaaTHi Nikapcbki 3acobu ana wwmsodpeHii, Taki gk Xanegon, Knosapun,
3inpecka, Picneppan, Abinicdan, NeonoH, IHBera i CepokBenb; Nikapcbkuid 3acib ans GinonspHoro
posnagy, Takuu sik, ane He obmexyeTtbces, JliTin, 3inpekca, Abinidan i [lenakoT; nikapcbki 3acobu ans
nikyBaHHa xBopobu [MapkiHcoHa, Taki sk, ane He obmexyeTbcs, JleBogona, MNapnogen, MNepmakc,
Mipanekc, Tacmap, KemagpiH, AptaH i KOreHTiH; areHTu, WO BWKOPUCTOBYIOTLCA NPWU NiKyBaHHI
rnnbokoi aenpecii, Taki K, ane He obmexyeTbed, Enasin, TodpaHin, HopnpamiH, Mamenop, MNakcin,
Mposak, 3onodT, BenbytpiH, Jlekcanpo, PemepoH, Eddekcop, CimbanTta; areHtn, LwWo
BMKOPUCTOBYIOTLCSA MpWU NiKyBaHHI XBOpobu Anburenmepa, Taki sk, ane He obmexyeTbcs, PemiHin,
KorHekc, Apiuent, EkcenoH, AkaTiHon, HeotponiH, Engenpin, EctporeH i KnikBiHon; areHTu, Lo
BMKOPUCTOBYIOTLCS MPW FiKyBaHHI OeMeHLii, Taki sk, ane He obmexyerbcs, Mennapin, Xanbgon,
Picnepgan, KorHekc, ApiuenT i EkcenoH; areHTu, Wo BUMKOPUCTOBYIOTLCSA NPU MiKyBaHHI eninencii, Taki
AK, ane He obmexyeTbes, OinaHTiH, JlymiHan, Terpeton, OdenakoT, OenakeH, 3apoHTWH, HeypOHTUH,
Bap6ita, CondeTtoH i ®enbaton; areHTu, WO BUKOPUCTOBYKOTLCS NPU NiKyBaHHI PO3CIIHOrO CKriepoay,
Taki siK, ane He obmexyeTtbes, Oetpon, Oitponan XL, OkcuKoHTrH, BeTtacepoH, ABoOHekC, A3aTionpuH,
Tpeekcan i KonakcoH; areHTu, Lo BMKOPUCTOBYOTLCHA MpU JiKyBaHHi XBOPOOW XaHTIHITOHa, Taki §K,
ane He obmexyeTtbes, Enasin, TodpaHin, HopnpawmiH, Mamenop, Makcin, MNpo3ak, 3onodT, HitomaH,
Xanbgon, TopasuH, Menapwun, Oormatun, Cepoksen, Knosapin i Picnepgan; areHTM KOpUCHI npwu
nikyBaHHi fiabety, Taki gk, ane He obmexyeTbcs, PPAR niraHam (Hanpuvknag aroHiCTW, aHTaroHicTy,
Taki gk PoaurnitasoH, Tpornita3oH i lMiornitasoH), areHTn, Wo CTUMYIIOITb CEKPeTYBaHHSA iHCYMiHY
(Hanpuknag, cynbdoHincevyoBnHW, Taki sk [nidypua, Mnimenipya, Knonponamig, TonGytamig i
Ininiang, i He-cynb@OHINbHI CTUMYNATOPK CeKpeLil), iHriGiTopn a-rnoko3vagasn (Taki sk Akap6o3a,
Mirniton i Borni6os), ceHcubinisatopu iHcyniHy (Taki sk PPAR-y aroHictv, Hanpuknag, rnita3oHu;
Oiryanign, PTP-1B iHribitopu, DPP-IV iHribiTopu, i 116eTta-HSD iHriGiTopn), Cnonyku, WO 3HUXKYHOTb
BUXiZ MEYiHKOBOI rOKO3W (Taki 9K aHTaroHicTW rnokaroHy i MmetdopMiH, Hanpuknag, niokodar i
iokodar XR), iHCyniH i noxigHi iHcyniHy (i goBro, i kopoTkoyacHo Aitodi dopmu i peuenTtypu
iHCYniHy); | nikapcbki 3acobun Ans nikyBaHHS OXUPIHHSA, Taki 9K, ane He obmexyeTbes, -3 aroHicTu,
CB-1 aroHictu, iHriditopy Hemnponentuay Y5, uuniapHuii HenMpoTpodivyHUIA  dhakTop | NoXigHi
(Hanpuknag, AKCOKIH), areHTu, Lo NPUrHivyoTe anetut (Hanpuknag, CidytpamiH) i iHridiTopu ninasm
(Hanpuknag, OpnicTar).

dopma BBedeHHS CyMNpoBIOHUX fikapCbkux 3acobiB 3 CMOMyKow MpeacTaBfieHOro BMHaxXody
cneuianbHO He OOMEXYETbLCS | € MPUAHATHOK JOKM CMofykKa NPeACcTaBreHoro BUHaxoay ob‘eqHyeTbCs
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3 CynpoBigHUMMK nikapcbknmmn 3acobamu nig yac BBedeHHs. [Npuknagamu Takmx OpM BBELEHHSA €
HaCTYMHi:

(1) BBEOEHHSI OAHI€ET Nikapcbkoi hOpMMU OTPMMaHOI OQHOYACHMM 3aCTOCYBaHHSIM CMOSYKWM AaHOro
BMHaxoAy Ta CynpoBigHOrO fikapcbKoro 3acoby,

(2) opHouacHe BBefeHHA [BOX Pi3HMX Jlikapcbknx )OpPM CMOMyKW [AaHOro BMHaxody Ta
CyMpOBIAHOro NikapcbKoro 3acoby, OKPeMO OTPMMaHMX, 3a OOHUM LUSIAXOM BBEAEHHS,

(3) BBegeHHs [OBOX Ppi3HMX MNiKapCbKkMx popM CMoOMykM OaHOro BMHaxogy Ta CynpoBiAHOMO
nikapcbKoro 3acoby, OKpeMO OTPUMaHKX, 32 OOHVM LUNSXOM BBEAEHHS NMOCNILOBHO,

(4) BBegeHHs [OBOX pi3HUX nNiKapCbkMx OPM CMOMYKW OAHOro BMHaxody Ta CynpoBiAHOro
nikapcbkoro 3acoby, OKpemMo OTpMMaHM1X, 3a Pi3HUMU LLNSXaMy BBEAEHHS,

(5) BBegeHHa [OBOX PIi3HUX NiKapCbKMX COPM CMOMYKW OAHOro BMHaxody Ta CynpoBiAHOro
nikapcbkoro 3acoby, OKpemMo OTPMMaHMUX, 3a Pi3HUMU LUNSIXaMu NOCMiAOBHO (Hanpuknag, BBEOEHHS Y
NnopsiAKy Crnonyka 4aHOoro BMHaxXo4y Ta CynpoBiOHUN nikapcbkui 3acib, abo y 3BOPOTHOMY MOPSIAKY).
Lli dbopmn BBeOeHHsI pPO3KPMBAKOTLCHA HMKYE | 3ragyloTbCsl SK CMINbHWMMA areHT npeacTaBfeHoro
BUHaxoay.

Konu BBOAUTBLCA CRiNIbHUI areHT MpPeACcTaBfeHOro BUMHAXoA4y, CYMNPOBIAHMIA NikapCbkuiA 3acib i
crnonyka npeacTaBneHoro BUHaxody MOXYTb BBOAUTUCH OOHOYACHO, arne cnonyka npeacraBreHoro
BMHaxo4y MOXe BBOOAWUTUCH MIiCIs BBEAEHHSA CYMNPOBIAHOMO fikapcbkoro 3acoby abo nicns BBeAeHHS
CMNONyKM NpPeACTaBfeHOro BUHAXo4y MOXe BBOAWTUCH CyNpoBigHUIM nikapcbkuin 3acid. Konwu
BBOOATBLCA B Pi3HUI Yac, PisHULS B Yaci 3anexuTb Big akTUBHUX iHIPeaieHTiB, WO BBOAATLCS, hopMu
nikapcbkux 3acobis i cnocobiB BBeAeHHs. Hanpuknag, Konv cynpoBigHWI nikapcbkuii 3acid BBOAMTHCS
nepLunM, crnonyka npeacTaBfeHoOro BMHaxody MOXe BBOAUTUCH B Mexax Big 1 xB. Ao 3 AHIB,
nepeBaxHo Big 10 xB. 0o 1 gHA i Ginbw nepeBaxHo Big 15 xB. A0 1 roagMHU nicnsi BBEAEHHS
CynpoBigHOro nikapcbkoro 3acoby. OgHak, SKWO crnoryka npeacTtaBfeHoro BMHAxXOA4y BBOAMTLCS
nepLUoto, CYNpOBIAHMI MiKapCbKkuin 3acid MoXe BBOOUTUCH B Mexax Big 1 xB. 4o 3 AHiB, nepeBaxHo
Bio 10 xB. Ao 1 aHs i Ginbw nepeBaxHo Big 15 xB. A0 1 roguHW nicns BBEAEHHSI CMOMYKM
npeacTaBneHoro BUHaxoay.

Akwo BigcyTHI Npobnemn 3 NoGiYHNMKM edbekTammn CynpoBiAHNX NiKapCbkux 3acobiB, MOXyTb OyTK
BMKOpUCTaHi Byab-aki go3wn. [oboBa Oo3a CynpoBigHOro nikapcbKoro 3acoby 3anexuTb Big A03u,
Cyb‘exTy BBEAEHHS, LWIMAXIB BBEOEHHS, LiNbOBUX 3axBOplBaHb, CUMMTOMIB, Towo. Hanpwuknag, y
BMNagKy NepoparnbHOro BBEAEHHs nauieHTam 3 lWwmu3odpeHieto (gopocni, Mmaca Tina npubnunaHo 60 Kr),
HopmanbHa AoboBa Ado3a 3HaxoAauTbCs B iHTepBani npubnuaHo Big 0,1 go 20 mr/kr macu Tina,
nepeBaxHo npubnusHo Big 0,2 go 10 mr/kr macu Tina i 6inblw nepesaxHo npubnusHo Big 0,5 go 10
Mr/kr macu Tina. lNepeBaxHo, WO usa 4033 BBOAUTLCS BiO OAHOrO pa3y Ha AeHb A0 AEKiNbKOoX pasiB Ha
AeHb (Hanpuknag, 3 pasu).

Akwo cnonyka npeacTaBneHoro BMHaxo4y BUMKOPUCTOBYETbCA B KOMOiHaUil 3 cynpoBigHUM
nikapcbkumM 3acoboM, BiOMOBIAHI 0O3M MOXYTb 3MEHLLYBaTMCb B Mexax Oe3neyHoro iHTepBany 3
ornsaay Ha NpoTUNeXHy Aito BiANOBIAHWX MNiKapCbKMx 3acobiB.

CynpoBigHuWiA areHT npeacTtaBneHoro BWHaxody MpPOSBASE HWU3bKY TOKCUMYHICTb. Hanpwuknag,
crnonyka npegcraeneHoro BuMHaxony abo(i) saragaHuii BuLLE CYNpPOBIOHWA MiKAPCbKUIA 3acid MOXYTb
OyTn o6’egHaHi 3 hapmauLeBTUYHO MPUNHATHUM HOCIEM 3rigHO 3 BiZOMMM CMOCOOOM 3 OAepXKaHHAM
MeOUYHOT KOMMO3ULii, Takoi ik TabneTkn (BKMOYar4M TabneTkm 3 LyKpOBUM NOKPUTTAM i TabneTku 3
NNiBKOBMM MOKPUTTSIM), NMOPOLLKKX, FPaHYNSAT, Kancynu (BKIOYao4M M’AKi Kancynu), piavHu, iH'ekuii,
Cyno3uTOopii, areHTM TpMBanoro BMBINbHEHHs, Towo. Lli komnosuuii moxHa 6e3ne4yHO BBOAUTM
nepoparneHo abo HeopanbHO (Hanpuknaza, BKIKOYaym NOKanbHUN, PEKTANbHUA | BEHO3HWI LNAXN).

dapmaueBTUYHO MPUNHATHI HOCIT, WO MOXYTb OyTW BUKOPWUCTaHI ANs BUFOTOBMEHHSI CMiflbHOro
areHTa npeacTaBieHOro BUHAxXo4y MOXYTb OYTM TakMMu X CaMUMWU, SKi i Ti LLO BUKOPUCTOBYIOTHCS B
MEeANYHUX KOMMO3ULISX MPeACcTaBrieHOro BUHaxoay, sik 3rafaHo BuLLE.

3milwyBaHe cniBBiQHOLUEHHS CMONYyKM NpeacTaBNeHOro BMHaxXOAy i CYMpOBIAHOro nikapcbKoro
3acoby B CMiNbHOMY areHTi NPeACTaBIIEHOr0 BMHAXoQYy MOXE MPUUAHATHAM YMHOM BMOMPATUCH
BMXOAAYM 3 JaHMX NPO Cyb‘ekTa AKOMY BBOAUTLCS, LUMSIXiB BBEAEHHS | 3aXBOPHOBaHb.

3rapaHi cynpoBigHi nikapcbki 3acobM MOXYTb MOEAHYBATUCh B MPUAHATHUX MPOMOPLISX, SIKLLO
ob6'egHaTu gBa abo GinbLue nikapcbknx 3acobis.

[osa cynpoBigHOro nikapcbkoro 3acoby MoXe NPUAHATHUM YMHOM BMOMpaTUCh BUXOOAYM 3
KNiHIYHO BUKOPUCTOBYBaHMX 003. KpiM TOro, 3miwlyBaHe CniBBiAHOLIEHHSA CMOMNYyKW NpeacTaBrneHoro
BMHaxody i CynpoOBIAHOro fnikapCcbkoro 3acoby B CNiflbHOMY areHTi MpeACTaBfeHOro BUHAxXo4y MoXe
NPUAHATHUM YMHOM BUOMpaATUCb BUXOASYM 3 OaHUMX Npo cyb‘ekta SAKOMYy BBOAUTBCS, LUNAXIB
BBEAEHHS, LiNMbOBMX 3axBOPtOBaHb, CUMMNTOMIB, KOMOGiHauii, Towlo, Hanpuknag, SKwo cyb‘ektom
BBEAEHHS € NoanHa, CyNnpoBigHNIA NiKapCbKUI 3acid Moxe ByTn BUKOPUCTaAHWUI B KiNbKOCTI B iHTepBani
Bia 0,01 go 100 macoBux YacTuH BiGHOCHO 1 MacoBOT YaCTKM CNOSyKM NpeacTaBreHoro BuHaxoay.
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Hanpuknag, BMIiCT cnonyksm npeactaBneHoro BMHaxody B CNiflbHOMY areHTi npeacTaBneHoro
BMHaxody 3MIHIOETbCS B 3anexHocCTi Big dopmu peuenTypu nikapcbkoro 3acoby. 3aranom, BiH
NpuCyTHIA B iHTepBani npubnusHo Big 0,01 go 99,9 mac.%, nepesaxHo npubnmsHo Big 0,1 go 50
mMac.% i 6inbLw nepesaxHo npnbnuaHo Big 0,5 oo 20 mac.% BigHOCHO BCiel peuenTypu.

BmicT cynpoBigHoro nikapcbkoro 3acoby B CHiNbHOMY areHTi NpeAcTaBfieHOro BUHaxody
3MIHIOETbCA B 3aNeXHOCTI Bigd hopMU peLenTypu Nikapcbkoro 3acoby. 3aranom, BiH NPUCYTHIA B
iHTepBani npnbnusHo Big 0,01 go 99,9 mac.%, nepeBaxHo npubnumaHo Big 0,1 oo 50 mac.% i Ginbw
nepeBaxHo npubnusHo Big 0,5 o 20 mac.% BigHOCHO BCI€i peLenTypu.

Bmict pnobaBok, Takmx K HOCii B CMiNbHOMY areHTi NpeacTaBneHOro BMHaxOoAy 3MIHIOETbCS B
3anexHocTi Big dopmu peuenTypu nikapcbkoro 3acoby. 3aranom, BiH MPUCYTHIM B iHTepBani
npubnunsHo Big 1 go 99,99 mac.%, nepeBaxHo npubnusHo Big 10 go 90 mac.% BIAHOCHO BCi€l
peuenTypu.

Konn cnonyka npeactaBneHOro BWHaxody i CynpoBiAHMIW nikapCbkui 3acid opmMynioTbCs
He3anexHo, BOHW MOXYTb MICTUTUCb B PiBHUX KiNbKOCTAX.

OcKinbkn 0031 MOXYTb KONMBATUCh MPUPI3HMX YMOBaX, SIK 3rafaHo BuLle, MOxe OyTu JocTaTHs
4033 MeHLWa, HiX 3ragaHi Buwe, abo BoHa Moxe OyTn BBeAeHa B [03i , O NEepeBULLYE BKa3aHWN
iHTepBarn.

Mpuknagu

MpencraBneHunn BUHaxig 6yae po3kpUTUA Ginbll AeTarbHO HUXKYE 3 MOCUITaHHAM Ha OOMOMIKHI
npvknaaw, BTINEHHS, MPUKNaau peuenTtyp i ekcnepumeHTanbHi npuknagn. OcKinbkn, BOHW € MPOCTO
npuvknagamu, NpeacTaBneHMn BuHaxia He dyae obmexyBaTUCh LMMU NpUKNagamu i npeactaBneHnmn
BUHaxig Moxe OyTn MmoaudikoBaHUM B Mexax, Lo He BUXOAATb 3a paMKu NpeacTaBnNeHoro BUHaxoay.

B HacTynHux OOnoMiKHWX NpuKnagax i BTiINEHHAX, “KiMHaTHa Temnepartypa’ o3Havae npubnmnsHo
Big 10°C go 35°C. Ak ana %, % CTOCOBHO BMXOA4y O3HA4Ya€e Monb/Monb%, % CTOCOBHO PO34MHHMKA
BMKOPUCTOBYBAHOro Ans xpomaTtorpadii o3Havae 06.% i % B iHWMX Bunagkax osHavae mac.%. B
cnekTpi npotoHHoro AMP, OH i NH npoToHu, Wwo He MoXyTb 6yTH igeHTudikoBaHi BHACMigoK LUMPOKNX
curHanis, He npuBoamnucb B gaHux. Kiesselgel 60 Big Merck & Co., Inc. BukopuctoByBanu B
xpomatorpadii Ha cunikareni i Chromatorex NH Big Fuji Silysia Chemical Ltd. BukopuctosyBanu B
xpomaTtorpadii Ha OCHOBHOMY cunikareni.

CKOpoYeHHS1 BUKOPUCTOBYBAHI B IHLUWX po3finax TeKCTY MatoTb HACTYMHi 3HaYEHHS.

C: cuHrmer

4. oyénert

oa: pyonet gybnerTis

AT ayonet Tpunnertis

T: TpUNNeT

TT: TPUNNET TPUNMETIB

TA: TpunnetT gyoneris

K: kBapTeT

cenTeT: centeT

M: MynbTUNNeT

LU: LNPOKMIA

J: KOHCTaHTa po3LLenneHHs

ly: repy,

CDCls: pentepoBaHui xriopodopm

OMCO-dg: gumeTuncynbdokeng-dg

'H-AMP: AAEPHUN MarHiTHUM pe3oHaHC Ha NPOTOHax

BEPX: BucokoedekTnBHa piguHHa xpomatorpadia

THF: TeTparigpocdypaH

DMF: N,N-gumeTtundopmamizg

OMCO: pumeTuncynbgokeung

NMP: N-meTunniponigoH

HOBt: 1-riapokcnbeH3oTpmnason

WSC: 1-etun-3-(3-gumeTtunamiHonponin)-kapoogiimigy rigpoxnopug

HATU: rekcadptopdpocat 2-(7-a3a-1H-6eH3oTpuaszon-1-in)-1,1,3,3-TeTpameTypoHito

DMTMM: 4-(4,6-gumeTokcm-1,3,5-Tpnasmnn-2-in)-4-metunmopdoniHito xnopug n-rigpat

DBU: 1,8-gia3abiumnkno[5.4.0]-7-yHoeueH

PX-MC: pignHHa xpomaTtorpadisi/maccrneKkTpockonisi

ECI: enekTpocnpei ioHisauis

CDI: 1,1'-kapboHingiimigason

dba: gnbeHsnnigeHaueToH
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DIBAL: giizob6yTunantomiHito rigpug

DME: 1,2-gumeTtokcmneTaH

DPPA: andeHindocdopunasmg

HMPA: Tpnamig rekcameTtundgocgopy

CenektdTop: bic(teTpadTopbopat) 1-xnopmeTtun-4-gpTop-1,4-4ia3oHinbiumknol2.2.2]Joktany

TEA: Tpnetunamin

TFA: TpudpTopouTOoBa K1cnoTa

TMCCI: TpumeTuncuninxnopug

Xantphos: 4,5-6ic(audeHrindocdiHo)-9,9-ammeTnnkcaHTeH

Y.y.: yac yTpumaHHs

Bci peareHTU i po34MHHUK GynyM KOMepLUiNHOI SKOCTi i BMKOpuUCTOBYBanucb 6e3 [oOaTKoOBOro
ounLeHHs. KonoHkoBy xpomartorpadito nposoavnu sukopuctoBytoum Merck cunikarens 60 (230-400
Mew). Crnonykun i/abo NpoMiXKHI CNOMNYKM ouvMLany npenapaTMBHOK BUCOKOEMEKTUBHOK PigMHHOK
xpomatorpadieto (npen. BEPX) BukopuctoBytoumn Gilson High yepes cuctemy ounieHHsa Put.

KonoHkamu 6ynn konoHku 3 obepHeHoto asoo YMC CombiPrep Pro C18, S-5 mkm, 19 x 50 mm.
BukopucTtoByBanu rpagieHT entoloBaHHs (WBuMakicTb notoky 20 mn/xB), TMNOBO MnounHawoTb 3 5%
aueToHiTpuny/95% Bogu i possuBatoTeca Ao 100% aueToHiTpuny npotarom 7 xB. Bci po3uynMHHUKM
mictunm 0,1% TpudpTopouToBoi kucnotu (TFA).

MaccneKkTpomeTprUyHUin aHania nposogunmn 3rigHo i3 cnocobamu pianHHa
xpomaTorpadis/maccnekrpockonis (PXMC). Cnocib BukopuctoByBas cuctemy Waters LC-MC System
(Agilent HP1100 HPLC i maccnektpometp Micromass ZMD gna PXMC npuctpoi, CAPCELL PAK
C18, UG120, S-3 MKmM, 1,5 x 35 MM Anga KOSTIOHKOBOT XpomaTorpadii i cMctemy po3dmMHHUKIB, WO Mana
5-95% rpagieHT aueToHiTpuny y Bogdi 3 0,04% TFA npotarom 3,60 xB. (wBunakicte notoky 0,5 mn/xs.,
mMonekynspHa maca B iHTepsani 200-800; Hanpyra 20 B; temnepatypa konoHku 40°C). Bci macu
npuBeAEHi siK Ans NPOTOHOBAHMX 6ATbKIBCbKMX iOHIB.

HonomikHun npuknag 1

3-{[3-(TpudTopmeTnn)dheHin]riapazoHo}neHTaH-2,4-0ioH

O O

Me | Me

HN'N

F,C

3-(Tpudptopmetun)ariniH (34,6 r, 215 MMOMb) pO3YMHANM B CyMilWli KOHLEHTPOBAaHOI
XNopBoAHEBOI kncnotu (64 mn) i Bogn (64 mn). o ogepxaHoi cymiwi kpannamu npy 0°C gogasanu
PO34MH HITpUTY HaTpito (16,6 r, 240 mmonb) y Bogi (100 mn). Cymiw nepemiwysanu npotsrom 1 r npu
0°C. [o ogepxaHOro po34ynHy Aia3oHIEBOI CONi KpannsamMu o4aBanu po3ymH neHtaH-2,4-giony (22,0 r,
220 mmoneb) i auetat HaTpito (52,5 r, 640 mmonb) B eTaHoni (225 mn) i Boai (80 mn) npu KiMHATHIN
TemnepaTtypi. Cymiw nepemiwysanu npotsarom 18 r npu KiMHaTHIA TemnepaTypi BUKOPUCTOBYHOYM
MexaHiyHy miwanky. OpaHxeBun ocaf BiadinbTpoByBanu i npommsanu sogoto (150 mn x 3), 50
BiCOTKOBMM BOAHMM eTaHoriom (100 mn x 2), i H-rekcaHom (100 mn), i NOTiM Ccywunu y Bakyymi npu
50°C npotsrom 5 r ogepxytoumn 52,7 1 (90%) 3-{[3-(TpudpTopmeTnn)deHin]rigpasoHo}neHTaH-2,4-0ioHy
SIk OpaHXeBy TBEpAY PeYOBUHY.

H AMP (400 Ml'u, CDCls): & m.u. 2,52 (c, 3H), 2,63 (c, 3H), 7,45-7,44 (m, 1H), 7,58-7,51 (m, 2H),
7,66 (c, 1H), 14,68 (c, 1H). PX-MC (MH") 273,10.

[onomixxHui npuknag 2

3-[3-(aumeTunamiHo)npon-2-eHoin]-1-[3-(TpudTopmeTnn)deHin]nipuaasuH-4(1H)-oH

O o0

.N H Me

N

e

Cymiw  3-{[3-(TpudpTopmeTnn)deHin]rigpasoHo}neHTan-2,4-giony (4,3 r, 15,8 mmonb) i N,N-
anveTundopmamiganmeTunauetanto (40 mn) HarpiBanu Ha macnsHin 6axi npyu 120°C npotsarom 5 r.
PO3UMHHMK BMAanNsnAM NpyU  MOHWKEHOMY TUCKY OLEPXYHUYM 3  KiflbKiCHMM  BuUXogom  3-[3-
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(aumeTnnamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTtun)deHinnipugasuH-4(1H)-oH sk YopHe macno, sike
BMKOPUCTOBYBaNuM Ha HaCTyMHin ctagii 6e3 4OAaTKOBOro OYMLLEHHS.
PX-MC (MH") 338,16.
[onomixxHun npuknag 3
3-{[4-(TpudpTopmeTunn)deHin]rigpasoHo}neHTaH-2,4-0ioH
O o

Me | Me
HN‘N

CF;

[o posuunHy 4-(Tpucdbtopmetun)aninivy (1090 wmr, 6,80 mmone) B 5 mn Bogu i 5 wmn
KOHLEHTPOBaHOIO PO34MHY XITOPBOAHEBOI KMUCoTu Kpannamu npy 0°C gogaeanu HiTput HaTpito (563
mr, 8,16 mmone) B 4 mn Boau i cymiw nepemiwysanu npu 0°C npotsirom 1 r. [oTim go peakuiiHol
CyMiLi KpannaMmu gogasanu po3duH auetaty HaTpito (1670 mr, 20,40 mMmonb) i aueTunaueToH (748
mr, 7,48 mmone) B 10 mn eTtaHony i 6 mn Bogu. Cymilw nepemiwyBany npu KiMHaTHI TeMmneparypi
NpoTAroM Hodi, inbTpyBanu, npommeanu Bogoto, EtOH/H,O (1:1) i rekcaHoM i cylumnu ogepxyroym
3-{[4-(TpudpTopmeTnn)deHin]rigpasoHo}neHTaH-2,4-gioH (580 mr, 31%).

'H AMP (300 My, CDCly): & m.u. 2,51 (¢, 3H), 2,62 (c, 3H), 7,44 (o, J = 8,7 'y, 2H), 7,69 (g, J =
8,7 'y, 2H), 14,59 (c, 1H).

HonomixHun npuknag 4

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-[4-(TpudTopmeTtun)deHinlnipynaasnH-4(1H)-oH

O O

) Z NMe
N'N H Me
CF;
3-{[4-(TpudtopmeTun)deHin]rigpasoHo}neHtaH-2,4-gioH (580 mr, 2,13 mmonb) po3umHsanm B 10
mn  N,N-aumetundpopmamigonmetunavetamo  (DMF-DMA) i cymiw  kun‘atunu i3 3BOPOTHIM

XONOOUINBbHUKOM MNPOTAroM 4 r, MNOTIM KOHLEHTPYBanu npu MOHWKEHOMY TUCKY OAEPXYUM
HeouuLEeHN 3-[3-(ammeTunamino)npon-2-eHoin]-1-[4-(TpucdtopmeTnn)deHrin]nipnaasnH-4(1H)-oH,
SAKUA BUKOPUCTOBYBANM Ha HACTYNHIM cTagii 6e3 4oaaTKOBOro OUYULLLEHHS.

[onomixxHuin npuknag 5

3-[(3-XnopdeHin)rigpazoHo]neHTaH-2,4-aioH

O O
Me)l\lflLMe
HN'N

e

[o po3unHy 3-xnopatininy (1000 mr, 7,87 Mmonb) B 5 M BOAW | 5 MM KOHLLEHTPOBAHOIO PO34MHY
XIOpBOAHEBOI KUCNOTKU, kpannamu npu 0°C gogasanu HITpUT Hatpito (652 wmr, 9,45 mmonk) B 4 Mn
BoaM i cymiw nepemiwysanu npu 0°C npotarom 1 r. [MoTiM 40 peakuinHOT cymilli kpannsaMmun gogasanm
po3uuH aueTtaTty HaTtpito (1936 mr, 23,61 mmonb) i auetunaueToH (866 mr, 8,66 mMonb) B 10 mn
etaHony i 6 wmn Bogu. Cymiw nepemiwyBanu npu KiMHATHIN TemnepaTtypi NpOTAroM HoMi,
dinbTpyBanu, npomusanu Bogot, EtOH/H,O (1:1) i rekcaHom i cywunu ogepxywoun 3-[(3-
xnopdeHin)rigpasoHolneHTaH-2,4-aioH (450 mr, 24%).

PXMC: m/z = 239 [35CI, M"+H].

[onomixxHun npuknag 6

1-(3-XnopgeHin)-3-[3-(aumeTmnamiHo)npon-2-eHoin]nipnaasvH-4(1H)-oH
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3-[(3-XnopdeHin)rigpazoHo]neHTaH-2,4-gioH (450 wmr, 1,89 mmonb) po3umHsanm B 10 mn N,N-
anvetundgopmamiganmeTunaudetanto (DMF-DMA) i cymiw kun‘atmnm i3 3BOPOTHIM XONOAUITbHUKOM
npoTaroM 4 r, NOTIM KOHLUEHTpyBanu npu MOHMWKEHOMY TUCKY OAEPXyHuM HeouuweHun 1-(3-
xnopdeHin)-3-[3-(anmeTnnamiHo)npon-2-eHoinnipugasuH-4(1H)-oH, gkun  BUMKOpMCTOBYBanM  Ha
HacTynHin cTaaii 6e3 4oaaTKOBOro OUYULLIEHHS.

[onomixxHui npuknag 7

3-[(2-MeTokcudpeHrin)rigpasoHo]neHTaH-2,4-aioH

O O
Me)jm/u\Me
HN'N

Meo©

[o po3unHy 2-meTokcuaHiniHy (1000 mr, 8,13 mMmomnb) B 10 M oUTOBOI KMCNOTWM i 2 Mn
KOHLEHTPOBaHOrO PO34MHY XNIOPBOAHEBOI KMCMOTH, kKpannsamu npu 0°C gogasanu HiTpUT HaTpito (673
mr, 9,76 mmonb) B 4 mn Boam i cymiw nepemiwysanu npu 0°C npotarom 1 r. MNoTim o peakuiiHoi
CyMiLLi KpannamMu gogasanu po3uunH auetaty HaTtpito (2000 mr, 24,39 mmonb) i auetunaueTtoH (1057
mr, 10,57 mmone) B 10 mn etaHony i 6 mn Boau. Cymiw nepemiwyBanu npu KiMHaTHIn Temneparypi
NpoTAroM Hodi, inbTpyBanu, npommeanu sogoto, EtOH/H,O (1:1) i rekcaHoM i cyumnu ogepyro4m
3-[(2-meTOKCMDEHIN)rigpa3oHo]neHTaH-2,4-aioH (1500 mr, 79%).

PXMC: m/z = 235 [M"+H].

[onomixxHuin npuknag 8

3-[3-(QumeTunamiHo)npon-2-eHoin]-1-(2-meTokcudeHin)nipuaasnH-4(1H)-oH

O o

3-[(2-MeTokcudpeHnin)rigpasoHo]neHtan-2,4-gioH (500 mr, 2,14 mmornb) po3dunHsanm B 10 mn N,N-
anvetundopmamiggnmetunavetanto (DMF-DMA), cymiw kun'aTunm i3 3BOPOTHIM XONOUNBHUKOM
npoTaroM 4 r, MOTIM KOHLUEHTPYBanu MNpu MOHWKEHOMY TUCKY OAEPXYUM HeouuweHun 3-[3-
(ammeTunamiHo)npon-2-eHoin]-1-(2-metokcudeHin)nipnaasnH-4(1H)-oH, sKnA BMKOPUCTOBYBanu Ha
HaCTyMHin cTagii 6e3 404aTKOBOro OYMLLIEHHS.

[onomixxHui npuknag 9

3-[(4-MeTokcudeHin)rigpasoHo]neHTaH-2,4-ioH

O O
Me)jﬁl/lLMe
HN'N

OMe

[o po3uuHy 4-metokcmaHiniHy (1000 mr, 8,13 mmons) B 10 Mn ouTOBOI KMCMAOTWM | 2 Mn
KOHLIEHTPOBAHOI0 PO34MHY XIIOPBOAHEBOI KMCNOTK, Kpannsimm npu 0°C gogaBanu HiTpUT HaTpito (673
mr, 9,76 mmornb) B 4 Mn Boau i cymiw nepemiwysanu npu 0°C npotsirom 1 r. MoTiMm go peakuinHoi
CyMiLWi KpannsMun gogaBanu po3yvvH aueTtarty Hatpito (2000 mr, 24,39 mmonb) i auetunaueToH (1057
mr, 10,57 mmonk) B 10 mn etaHony i 6 mn Bogu. Cymiw nepemiwyBanu npu KiMHaTHin TeMmnepaTypi
NpOTAroM Houi, inbTpyBanu, npommnBanu sogoto, EtOH/H,O (1:1) i rekcaHOM i CylIuMnm ogepXyoum
3-[(4-meTOKCMDEHIN)rigpa3oHo]neHTaH-2,4-gioH (950 mr, 50%).
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'H AMP (400 MIu, CDCl): & m.u. 2,50 (c, 3H), 2,62 (c, 3H), 3,86 (c, 3H), 6,96-6,98 (m, 2H), 7,38-
7,41 (m, 2H), 14,99 (c, 1H).
HonomixxHun npuknag 10
3-[3-(OumeTunamiHo)npon-2-eHoin]-1-(4-meTokcudeHin)nipugasnH-4(1H)-oH
O o

) /NMe
N.N H Me

OMe

3-[(4-MeTokcudeHin)rigpasoHo]neHTan-2,4-gioH (500 mr, 2,14 mmonbk) posunHsanu B 10 mn N,N-
anvetundgopmamiganmeTunavetanto (DMF-DMA) i cymiw kun‘atmnm i3 3BOPOTHIM XONOAUNBHUKOM
npoTaAroM 4 r, MNOTIM KOHUEHTPYBanu MNpu MOHWKEHOMY TUCKY OAEPXYUM HeouuwleHun 3-[3-
(ammeTunamiHo)npon-2-eHoin]-1-(4-metokcudeHrin)nipnaasnH-4(1H)-oH, SkMA BMKOPUCTOBYBanu Ha
HaCTynHin cTagii 6e3 4o4aTKOBOrO OUYULLIEHHS.

HonomixxHun npuknag 11

3-[(3-PTOpPdEHIN)rigpasoHo]neHTaH-2,4-4ioH

O O
Me)j\lflLMe
HN.N

QO

o po3unHy 3-cpTopaniniHy (1000 mr, 9,00 Mmonb) B 5 Mn BOAM i 5 MIT KOHLLEHTPOBAHOIO PO34UHY
XNopBOAHEBOI Kucnotu, kpannamu npu 0°C gopgasanu HiTpuT Hatpito (746 mr, 10,80 mmonk) B 4 Mn
BoaM i cymiw nepemiwysanu npu 0°C npotarom 1 r. [NMoTiM 40 peakuinHOT cyMmilli kpannsaMmn gogasanmu
po3uuH aueTaTy HaTtpito (2220 mr, 27,00 mmonb) i auetunauetoH (990 mr, 9,90 mmonbk) B 10 Mn
etaHony i 6 mn Bogu. Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi MPOTAroM Houi,
dinbTpyBanu, npomuBanu Bogoto, EtOH/H,O (1:1) i rekcaHom i cywwnu ogepxytoun 3-[(3-
dTopcheHin)rigpaszoHo]neHTaH-2,4-gioH (650 mr, 33%).

'H AMP (400 Mru, CDCly): & m.u. 2,50 (c, 3H), 2,62 (c, 3H), 6,90 (aT, J = 2,4, 8,0 'y, 1H), 7,11
(op, J=1,6,8,00u, 1H), 7,21 (T4, d = 2,4, 10,0 'y, 1H), 7,34-7,39 (m, 1H), 14,61 (c, 1H).

HonomixHun npuknag 12

3-[3-(AumeTunamiHo)npon-2-eHoin]-1-(3-cbTopdeHin)nipnaasmH-4(1H)-oH

) /NMe
N.N H Me

be

3-[(3-PTOpdheHin)rinpasoHo]lneHTaH-2,4-gioH (650 mr, 2,93 mmonb) posuuHanu B 10 mn N,N-
anvetundopmamigagnmetunavetanto (DMF-DMA) i cymiw knn'aTunm i3 3BOPOTHIM XONOAUNBHUKOM
npoTaAroM 4 r, MOTIM KOHLEHTPYBanu MNpU MOHWKEHOMY TUCKY OAEPXYKuM HeouuweHun 3-[3-
(ammeTunamiHo)npon-2-eHoin]-1-(3-cpTopdeHin)nipngasnH-4(1H)-oH, SkMn  BUKOPWUCTOBYBanM Ha
HaCTYNHin cTagii 6e3 o4aTKOBOrO OUULLIEHHS.

HonomixxHun npuknag 13

3-[(2-PTOpPdeHiIN)rigpasoHo]neHTaH-2,4-4ioH

O O
Me)j\lflLMe
HN'N
F@
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[o po3uuHy 2-cptopaHinivy (1000 mr, 9,00 mmonb) B 10 MM ouTOBOI KMCROTM | 2 MR
KOHLIEHTPOBAHOI0 PO34MHY XNOPBOAHEBOI KMCNOTH, Kpannsamu npu 0°C gogasanu HiTpUT HaTpito (746
mr, 10,80 mmonk) B 4 mn Boau i cymiw nepemiwysanu npu 0°C npotarom 1 1. MoTiM 4o peakuinHoi
CyMilWi KpannsiMu godaBany po3ymnH aueTaTty HaTpito (2220 mr, 27,00 mmonb) i auetunaueToH (990
mr, 9,90 mmonb) B 10 mn eTtaHony i 6 mn Bogu. Cymill nepemilyBany npu KiMHaTHIN TeMmnepaTypi
NpoTAroM Houi, inbTpyBanu, npommnsanu sogoto, EtOH/H,O (1:1) i rekcaHOM i CylumMnm ogepXyoum
3-[(2-dbTopdeHin)rigpasoHo]neHTaH-2,4-gioH (1280 mr, 64%).

'H AMP (400 My, CDCly): & m.u. 2,51 (c, 3H), 2,62 (c, 3H), 7,14-7,24 (m, 3H), 7,77 (g, J = 8,0 Ty,
1H), 14,71 (c, 1H).

[onomixxHui npuknag 14

3-[3-(AumeTunamiHo)npon-2-eHoin]-1-(2-cpTopdeHin)nipnaasnH-4(1H)-oH

O O

WN Me
N.N H M
F f

3-[(2-PTOpPdeHin)rigpasoHo]neHTaH-2,4-gioH (600 mr, 2,70 mmonb) posyuHsanm B 10 mn N,N-
anvetundopmamiggnmetunavetanto (DMF-DMA) i cymiw kvn‘aTunm i3 3BOPOTHIM XONOAUNBHUKOM
npoTaroM 4 r, MNOTIM KOHUEHTPYBanu MNpu MOHWKEHOMY TUCKY OAEPXYUM HeouuwleHun 3-[3-
(ammeTunamiHo)npon-2-eHoin]-1-(2-cptopdeHin)nipngasnH-4(1H)-oH, SkMM  BUKOPUCTOBYBanM Ha
HaCTynHin cTagii 6e3 4o4aTKOBOrO OUYULLIEHHS.

[onomixxHun npuknag 15
3-[(4-PTOpPdeHiIN)rigpasoHo]neHTaH-2,4-4ioH

O O
Me)Jﬁl/lLMe
HN'N

F
[o po3uuHy 4-propaninivy (1000 mr, 9,00 mmonb) B 10 MM OUTOBOI KUCROTU | 2 Mn
KOHLIEHTPOBAHOro PO34nNHY XNOPBOAHEBOI KUCNOTK, Kpannsamu npu 0°C gogasanu HiTpUT HaTpito (746
mr, 10,80 mMonb) B 4 Mn Boau i cymiw nepemiwysanu npu 0°C npotarom 1 r. NoTim Jo peakuinHoi
CyMiLWi KpannamMu godasany po3yuH aueTaTty HaTpito (2220 mr, 27,00 mmons) i aueTtunaueToH (990
mr, 9,90 mmonb) B 10 mn eTtaHony i 6 mn Bogu. Cymiw nepemiwysanu npu KiMHaTHIN TemnepaTypi
NpoOTAroM Houi, inbTpyBanu, npommeanu Bogoto, EtOH/H,O (1:1) i rekcaHoM i cyuimnu ogepyro4m
3-[(4-dbTopdeHin)rigpasoHo]neHTaH-2,4-gioH (1200 mr, 60%).
'H AMP (300 Mru, CDCl3): & m.u. 2,49 (c, 3H), 2,61 (c, 3H), 7,09-7,15 (m, 2H), 7,37-7,41 (m, 2H),
14,85 (c, 1H).
[onomixxHumn npuknag 16
3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-(4-cpTopdeHin)nipngasmH-4(1H)-oH
O o

) /NMe
N.N H Me

F

3-[(4-PTOopdheHin)rinpasoHo]lneHTaH-2,4-gioH (650 mr, 2,93 mmonb) posuuHanu B 10 mn N,N-
anvetundopmamigagnmetunavetanto (DMF-DMA) i cymiw kni'aTunm i3 3BOPOTHIM XONOAUNBHUKOM
npoTsaroMm 4 1, MOTIM KOHUEHTpyBanuM Mpu MOHWXKEHOMY TUCKY OAEpXylun HeounweHun 3-[3-
(aumeTunamiHo)npon-2-eHoin]-1-(4-dpTopdeHin)nipygasuH-4(1H)-oH, SKMA  BMKOPUCTOBYBaNM Ha
HaCTyNHin cTagii 6e3 o4aTKOBOrO OUYULLIEHHS.

HonomixxHun npuknag 17

3-[(4-XnopdeHin)rigpasoHo]neHTaH-2,4-aioH
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Me/u\lHLMe
HN'N

Cl
[o po3umHy 4-xnopadinivy (1000 wmr, 7,87 mmonb) B 10 MMA ouUTOBOI KMCMAOTM i 2 Mn
KOHLIEHTPOBAHOI0 PO34MHY XNOPBOAHEBOI KMCNOTK, Kpannsmu npy 0°C gogasanu HiTpUT HaTpito (652
mr, 9,45 mmornb) B 4 mn Boau i cymiw nepemiwysanu npu 0°C npotsrom 1 r. MNoTim Ao peakuinHoi
CyMili KpannsMu gogasany po3uyvH aueTaty Hatpito (1936 mr, 23,61 mmonb) i auetunaueToH (1023
mr, 10,23 mmone) B 10 mn etaHony i 6 mn Boau. Cymilw nepemillysanu nNpu KiMHaTHIN Temneparypi
NpoTAroM Houi, inbTpyBanu, npommnBanu sogoto, EtOH/H,O (1:1) i rekcaHOM i CylIMnn ogepXKyoum
3-[(4-xnopdeHin)rigpazoHolneHTaH-2,4-aioH (1680 mr, 90%).
'H AMP (400 MI'u, CDCl): 8 m.u. 2,49 (c, 3H), 2,61 (c, 3H), 7,33-7,39 (M, 4H), 14,70 (c, 1H).
[onomixxHun npuknag 18
1-(4-XnopdeHin)-3-[3-(aumeTmnamiHo)npon-2-eHoin]nipugasunH-4(1H)-oH
O o

) /NMe
N'N H M

Cl

3-[(4-XnopdeHin)rigpasoHo]neHTaH-2,4-gioH (600 wr, 2,52 mmornb) po3uuHsinm B 10 mn N,N-
anvetundopmamiganmeTunavdetanio (DMF-DMA) i cymiw kun‘atnnn i3 3BOPOTHIM XONOAUNBHUKOM
NpoTAroM 4 rofuvH, NOTIM KOHUEHTpYBanuM Mnpu MOHWXEHOMY TUCKY OOEpXKytoun HeouuweHun 1-(4-
xnopdeHin)-3-[3-(aumeTnnamiHo)npon-2-eHoinnipugasuH-4(1H)-oH, 9kMn  BUKOPUCTOBYBanuM  Ha
HaCTynHin cTagii 6e3 4oaaTKOBOrO OYMLLEHHS.

HonomixHun npuknag 19

3-[(2-meTundpeHin)rigpasoHo]neHTaH-2,4-gioH

O O
Me)jm/lLMe
HN.N

Me\©

[o posunHy 2-metunadinivy (1000 mr, 9,34 mmonb) B 10 Mn outoBOl KUCNOTU i 2 Mn
KOHLIEHTPOBAHOr0 PO34nMHY XNOPBOAHEBOI KMCNOTK, Kpannsamu npu 0°C gogasanu HiTpUT HaTpito (774
mr, 11,21 mmonb) B 4 mn Boau i cymiw nepemiwysanu npu 0°C npotarom 1 r. NMNoTim Jo peakuUinHOi
CyMiLLi KpannsMun agodaBany po3yvuH aueTtaTty Hatpito (2299 mr, 28,04 mmonb) i aueTunaueToH (1215
mr, 12,15 mmonb) B 10 mn eTaHony i 6 mn Boau. Cymiwl nepemiwysanu npu KiMHaTHIN Temnepatypi
NpoTAroM Houi, inbTpysanu, npommnsanu sogoto, EtOH/H,O (1:1) i rekcaHoM i cyliunu ogepxyouu
3-[(2-meTundeHin)rigpazoHo]neHTaH-2,4-aioH (1000 Mr, 49%). PXMC: m/z = 219 [M*+H].

HonomixxHun npuknag 20

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-(2-meTundpenin)nipyaasnH-4(1H)-oH

/NMe

| 1 .
N H M

Me\©

3-[(2-MeTundeHin)rinpasoHo]neHTaH-2,4-gioH (1000 mr, 4,59 mmonb) posduHsanu B 10 mn N,N-
anvetundgopmamiganmeTunavdetanto (DMF-DMA) i cymiw kun‘atnnm i3 3BOPOTHIM XONOAUNBHUKOM
npoTsarom 4 r, MOTIM KOHUEHTpyBanu Mpu MNOHWXEHOMY TUCKY OAepXylun HeouuweHun 3-[3-
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(ammeTunamiHo)npon-2-eHoin]-1-(2-metundeHin)nipngasmH-4(1H)-oH, SKMW  BMKOPUCTOBYBanM Ha
HaCTynHin ctagii 6e3 4oaaTKOBOrO OUYULLIEHHS.

[onomixxHun npuknag 21

3-[(3-MeTundeHin)rigpasoHo]neHTaH-2,4-aioH

O O
Me)jm/lLMe
HN'N

e

Ho posunHy 3-metunadinivy (1000 mr, 9,34 mmonb) B 10 MI OUTOBOI KMCHOTM | 2 Mn
KOHLIEHTPOBAHOI0 PO34MHY XINIOPBOAHEBOI KMCNOTK, Kpannsimmi npu 0°C gogaBanu HiTpuT HaTpito (774
mr, 11,21 mmonb) B 4 mn Boau i cymiw nepemiwysanu npu 0°C npotarom 1 r. NoTiM fo peakuinHoi
CyMiLLi KpannsaMu godaBanu po3ymnH aueTaTty HaTtpito (2299 wr, 28,04 mmonb) i auetunaueTtoH (1215
mr, 12,15 mmone) B 10 mn etaHony i 6 mn Boau. Cymiw nepemiwyBanu npu KiMHaTHIN Temnepatypi
NpoOTAroM Houi, inbTpyBanu, npommeanu sogoto, EtOH/H,O (1:1) i rekcaHoM i cyumnu ogepyro4m
3-[(3-meTundenin)rinpaszoHo]neHTaH-2,4-aioH (500 mr, Buxia 24%). PXMC: m/z = 219 [M™+H].

HonomixHun npuknag 22

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-(3-meTundenin)nipyaasnH-4(1H)-oH

O O

) /NMe
N.N H Me

D

3-[(3-MeTundeHin)rigppasoHo]neHTaH-2,4-gioH (500 mr, 2,29 mmonb) po3dumHanm B 10 mn N,N-
anmetundopmamiggnmetunavetanto (DMF-DMA) i cymiw knn’aTunm i3 3BOPOTHIM XONOAUNBHUKOM
npoTaroM 4 r, MOTIM KOHLEHTPYBanu MNpU MOHWKEHOMY TUCKY OAEPXYUM HeouuwleHun 3-[3-
(ammeTunamiHo)npon-2-eHoin]-1-(3-metundeHin)nipngasmH-4(1H)-oH, SKMN  BMKOPUCTOBYBanM Ha
HaCTyNHin cTagii 6e3 4o4aTKOBOrO OUYULLLEHHS.

[onomixxHui npuknag 23

3-[(3-MeTokcudeHin)rigpasoHo]neHTaH-2,4-AioH

O O
Me)lﬁl/lLMe
HN'N

MeO

[o po3unHy 3-meTokcmaHinivy (1000 mr, 8,13 mmonb) B 10 MM OUTOBOI KMCIOTU i 2 M=
KOHLIEHTPOBAHOIO PO34MHY XIIOPBOAHEBOI KMCNOTK, Kpannamu npu 0°C gogaBanu HITpUT HaTpito (673
mr, 9,76 mmonb) B 4 mn Boam i cymiw nepemiwysanu npu 0°C npotsrom 1 r. [oTim go peakuiiHol
CyMiLWi KpannsMu gogasany po3uvvH aueTarty Hatpito (2000 mr, 24,39 mmonk) i auetunaueToH (1057
mr, 10,57 mmone) B 10 mn eTaHony i 6 mn Bogu. Cymill nepemillyBanu npu KiMHaTHIN TemnepaTypi
NpoTAroM Houi, inbTpysanu, npommnsanu sogoto, EtOH/H,O (1:1) i rekcaHoM i cyliunu ogepxyouu
3-[(3-meTokcndeHin)rinpasoHolneHTaH-2,4-aioH (840 mr, 44%). PXMC: m/z = 235 [M*+H].

[onomixxHuin npuknag 24

3-[3-(OumeTunamiHo)npon-2-eHoin]-1-(3-meTokcudeHin)nipuaasunH-4(1H)-oH

(0]

(o)
{‘\IHJY/\N Me
N.N H Me

il
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3-[(3-MeTokcudeHin)rigpasoHo]neHTaH-2,4-gioH (500 mr, 2,14 mmonbk) posunHsanu B 10 mn N,N-
anvetundgopmamiganmeTunavdetanto (DMF-DMA) i cymiw kun’atmnm i3 3BOPOTHIM XONOAUNBHUKOM
npoTAroM 4 T, MOTIM KOHLEHTPYBanu MpU MOHWXEHOMY TWUCKY OOEPXYUM HeoumweHun 3-[3-
(aumeTunamiHo)npon-2-eHoin]-1-(3-meTokcudpeHin)nipngasnH-4(1H)-oH, SKM BMKOPUCTOBYBanM Ha
HaCTyNHin cTagii 6e3 4o4aTKOBOro OUULLIEHHS.

[onomixxHun npuknag 25

3-{[2-(TpucpTopmeTunn)deHin]rigpasoHo}neHTaH-2,4-4ioH

O O
Me/uﬁl)LMe
HN'N
Fs;C

o po3uunny 2-(TpudptopmeTun)aninidy (1,09 r, 6,80 mmonb) B 5 Mn Boau i 5 M KOHLEHTPOBAHOIO
PO34MHY XJIOPBOAHEBOI KMCNOTU, Kpannsmu npu 0°C gogasanu HiTpUT HaTpito (563 wr, 8,16 mMonb) B
4 mn Boam i cymiw nepemiwysanu npu 0°C npotsarom 1 r. INoTim go peakuiiHOi cymiwi KpannsMmm
AofaBanu po3dvH aueTaty Hatpito (1,67 r, 20,40 mmonb) i aueTnnaueToH (748 wmr, 7,48 mmonb) B 10
M eTaHony i 6 mn Bogu. Cymiw nepemiwyBanu npu KiMHaTHIA TemnepaTypi MPOTArOM HOui,
ginbTpyBanu, npomusanu Bogoto, EtOH/H,O (1:1) i rekcaHom i cywwnu ogepxytoun 3-{[2-
(TpudpTopmeTun)dperin]rinpasoHo}neHTaH-2,4-aioH (634 mr, 33%).

'"H AMP (300 Mru, CDCl3): & m.u. 2,52 (c, 3H), 2,63 (c, 3H), 7,24-7,29 (m, 1H), 7,60-7,66 (m, 2H),
7,96 (8,4 'y, 1H), 15,06 (c, 1H).

HonomixHun npuknag 26

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-[2-(TpudTopmeTun)deHinnipyngasunH-4(1H)-oH

(O 0]

/Me

IINHI\'::I
N’ e

F3c©

3-{[2-(TpudpTopmeTun)deHinirigpasoHo}neHtaH-2,4-gioH (634 mr, 2,33 mMmonb) posdnHanu B 10
Mn  N,N-anmetundopmamiganmetnnavetrano (DMF-DMA) i cymiw kun'atunu i3 3BOPOTHIM
XOMNOAWIMBbHUKOM MpPOTAroM 4 T, MOTIM KOHUEHTPYBanuM MpPU TMOHMWKEHOMY TUCKY OAEPXYHUX
Heo4mLeHN 3-[3-(ammeTunamino)npon-2-eHoin]-1-[2-(TpucdtopmeTnn)deHrin]nipnaasnH-4(1H)-oH,
KU BUKOPUCTOBYBANM Ha HACTYNHIM cTagii 6e3 4oaaTKOBOro OUYULLLEHHS.

HonomixHun npuknag 27

3-[(4-Mopdonin-4-indeHin)rigpasoHo]neHTaH-2,4-4ioH

O O
Me)jﬁl/lLMe
HN'N

)
(0]

[o posuunHy 4-mopdponiH-4-inaninivy (1000 mr, 5,62 mmons) B8 10 Mn OUTOBOI KUCMOTK i 2 M~
KOHLIEHTPOBAHOI0 PO34MHY XIIOPBOAHEBOI KMCNOTK, Kpannsimu npu 0°C gogaBanu HiTpUT HaTpito (465
Mr, 6,74 mmonbe) B 4 mn Boau i cymiw nepemiwysanu npu 0°C npotdarom 1 r. lNoTim Ao peakuinHoi
CyMilWi KpannsiMu godaBany po3yuH auetaTty HaTpito (2764 mr, 33,71 mmonb) i auetnnaueToH (730
mr, 7,30 mmonb) B 10 mn eTtaHony i 6 mn Bogu. Cymilw nepemiwyBany npy KiMHaTHIN TeMmnepaTypi
NpoTAroM Houi, inbTpyBanu, npommnBanu sogoto, EtOH/H,O (1:1) i rekcaHOM i Ccylumnm ogepxyoum
3-[(4-mopdponiH-4-indeHin)rigpasoHo]neHTaH-2,4-gioH (900 mr, 55%).

PXMC: m/z = 290 [M*+H].

[onomixxHni npuknag 28
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3-[3-(AumeTunamiHo)npon-2-eHoin]-1-(4-mopdoniH-4-indeHrin)nipngasunH-4(1H)-oH
O O

) /NMe
N.N H Me

)
(o)
3-[(4-MopdoniH-4-indeHin)rigpasoHo]neHTaH-2,4-gioH (900 mr, 3,11 Mmonb) po3dumHsanu B 10 mn
N,N-gumeTundopmamigoanmeTunavetanto  (DMF-DMA) i cymiw  kun‘aTunu i3 3BOPOTHIM
XOMNOAWIMBHUKOM MNPOTAroM 4 T, MOTIM KOHUEHTPpYyBanu nNpuv MNOHWKEHOMY TUCKY OAEpPXYHuM
HeounweHnn 3-[3-(ammeTunamido)npon-2-eHoin]-1-(4-mopdoniH-4-indgeHin)nipyaasuH-4(1H)-oH, akun
BMKOPUCTOBYBAIM Ha HACTYMHIN cTagii 6e3 4OAaTKOBOro OYMLLEHHS.

HonomixHun npuknag 29
O O
Me)lﬁl/lLMe
HN'N

3-(PeHinrigpa3oHo)neHTaH-2,4-aioH

o po3uuHy aHiniHy (2000 mr, 21,50 mmonb) B 30 M1 OLUTOBOI KNCNOTK | 5 MM KOHLLEHTPOBAHOTIO
PO34MHY XIOPBOAHEBOI KMcnotu, kpannsamu npu 0°C gopgaBanu HiTpuT Hatpito (1780 wmr, 25,80
MMoOrnb) B 8 mn Bogu i cymiw nepemiwysanu npu 0°C npotdarom 1 r. MoTiM A0 peakuinHoi CymiLui
KpannaMmu gogasanu po3uvvH auetaty Hatpito (5290 mr, 64,50 mmonb) i aueTunaueToH (2795 wr,
27,95 mmonb) B 20 mn etaHony i 12 mn Boau. Cymiw nepemiwysanu npu KiMHaTHIM TemnepaTypi
NpoTAroM Houi, inbTpyBanu, npommeanu Bogoto, EtOH/H,O (1:1) i rekcaHoMm i cywuimnu ogepyro4m
3-(dheHinrinpasoHo)neHTaH-2,4-gioH (2955 mr, 67%).

'H AMP (400 Mru, CDCl3): & M.u. 2,50 (c, 3H), 2,61 (c, 3H), 7,21 (aa, J = 8,0, 4,4 'y, 1H), 7,41 (o,
J=4,4Tu, 4H), 14,74 (c, 1H).

HonomixxHun npuknag 30

3-[3-(OumeTunamiHo)npon-2-eHoin]-1-ceHrinnipuaasmH-4(1H)-oH

O o

/NMe

| | .
NN H Me

QO

3-(PeHinrigpasoHo)neHTaH-2,4-gioH (470 wr, 2,30 mmonb) posumHannm B 10 mn N,N-
anvetundopmamigognmetunavetanto (DMF-DMA) i cymiw kvn'aTunm i3 3BOPOTHIM XONOAUNBHUKOM
npoTaAroM 4 r, MOTIM KOHLEHTPYBanu MNpU MOHWKEHOMY TUCKY OEPXYUM HeouuwleHun 3-[3-
(ammeTunamiHo)npon-2-eHoin]-1-deninnipugasvnH-4(1H)-oH, Sk BUKOPUCTOBYBaNM Ha HACTYMHIN
cTagii 6e3 4oaaTKOBOro OYULLEHHS.

'H aupP HeouuLleHoro npoaykty (400 My, AMCO-dg): & m.u. 2,84 (c, 3H), 3,11 (c, 3H), 5,50 (L,
1H), 6,55 (g, J = 8,0 T'u, 1H), 7,43-7,46 (m, 1H), 7,57 (1, J =7,6 'y, 2H), 7,70 (g, J = 8,0 I'u, 2H), 8,81
(a,d=8,0Twu, 1H).

[onomixxHun npuknag 31

3-[(4-MeTundeHin)rinpasoHo]neHTaH-2,4-aioH
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[o posunHy 4-metunadinivy (1000 mr, 9,34 mmonb) B 10 Mn outoBOI KACNOTU i 2 Mn
KOHLIEHTPOBAHOI0 PO34MHY XNOPBOAHEBOI KMCNOTH, Kpannamu npu 0°C gogaBanu HiTpUT HaTpito (774
mr, 11,21 mmone) B 4 mn Boam i cymiw nepemiwysanu npu 0°C npotarom 1 r. lNoTiM A0 peakuinHoi
CyMiLLi KpannsaMu goaasanu po3yunH auetaty HaTtpito (2299 wmr, 28,04 mmonb) i aueTnnaueToH (1215
mr, 12,15 mmone) B 10 mn etaHony i 6 mn Bogu. Cymill nepemillyBanu npu KiMHaTHI TemnepaTypi
NpoTAroM Hodi, inbTpyBanu, npommeanu Bogoto, EtOH/H,O (1:1) i rekcaHoM i cylumnu ogepyroym
3-[(4-meTundpeHin)rigpasoHo]neHTaH-2,4-aioH (480 mr, 24%).

'H AMP (400 Mru, CDCl3):  m.u. 2,36 (c, 3H), 2,49 (c, 3H), 2,60 (c, 3H), 7,21 (g, J = 8,0 Iy, 2H),
7,32 (g, J = 8,0 'y, 2H), 14,82 (c, 1H).

HonomixHun npuknag 32

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-(4-meTundenin)nipyaasnH-4(1H)-oH

(0]
) /NMe
N.N H Me
Me

3-[(4-MeTundeHin)rigpa3oHo]neHTaH-2,4-gioH (462 wmr, 2,12 mmonb) po3uuHsanm B 10 mn N,N-
anmetundopmamiganmetunavetanto (DMF-DMA) i cymiw kvn'aTunm i3 3BOPOTHIM XONOAUNBHUKOM
npotsaroMm 4 r, MOTIM KOHUEHTpyBanu Mpu MOHWXEHOMY TUCKY OAepXyloun HeounweHun 3-[3-
(aumeTnnamiHo)npon-2-eHoin]-1-(4-metunderin)nipugasuH-4(1H)-oH, AkMiA  BUMKOPUCTOBYBaNM Ha
HacCTyMHin cTagii 6e3 404aTKOBOro OYMLLIEHHS.

'H AMP HeounwieHorO npoaykty (400 My, AMCO-dg): & m.u. 2,38 (c, 3H), 2,84 (c, 3H), 3,10 (c,
3H), 6,53 (4, J =8,0 'y, 1H), 7,37 (g, J = 8,0 'y, 2H), 7,58 (a4, J = 8,0 'y, 2H), 8,76 (o, J = 8,0 'y,
1H).

HonomixHuin npuknag 33

3-{[2-(OndbTOopMmeTOKCH)PeHin]riapa3oHo}neHTaH-2,4-4ioH

O O
Me)j\lflLMe
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F

[o po3umnHy 2-(gudpTopmeTtokcu)aHinidy (1000 mr, 6,25 mmonb) B 15 Mn ouTOBOI KMCNOTK | 2,5 M~
KOHLIEHTPOBAHOI0 PO34MHY XIIOPBOAHEBOI KMCNOTK, Kpannsimu npu 0°C gogasanu HiTpuT HaTpito (518
mr, 7,50 mmonb) B 4 mn Bogu i cymiw nepemiwysanu npu 0°C npotsarom 1 r. [oTim go peakuiiHoi
CyMiLWi KpannsamMu gogasanu po3yunH auetaty HaTpito (1538 mr, 18,75 mmoneb) i aueTnnaueToH (812
mr, 8,12 mmonb) B 10 mn eTtaHony i 6 mn Boau. Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi
nNpoTAroM Houi, inbTpysanu, npommnsanu sogoto, EtOH/H,O (1:1) i rekcaHoM i cylimnu ogepxyouu
3-{[2-(anbTOpMeTOKCH)PeHIN]riapasoHo}neHTaH-2,4-aioH (1590 mr, 94%).

PXMC: m/z = 271 [M*+H].

HonomixHun npuknag 34

1-[2-(OndTopmeTOKCH)deHIn]-3-[3-(anmeTnnamiHo)npon-2-eHoin]nipuaasnnH-4(1H)-oH
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3-{[2-(AndTOopMmeTOKCH)eHIN]riagpa3oHo}neHTaH-2,4-gioH (500 mr, 1,85 mmonb) po3unHanm B 10
Mn  N,N-anmetundopmamiganmetnnavetano (DMF-DMA) | cymiw Kan'atunmM i3 3BOPOTHIM
XOMNOAMMbHUKOM NPOTAroM 4 roAMH, MOTIM KOHUEHTpyBanu Mnpu MOHMKEHOMY TUCKY OAEPXKYHUM
HeounweHnn  1-[2-(audptopmeTokecn)deHinl-3-[3-(ammeTunamiHo)npon-2-eHoin]nipnaasmH-4(1H)-oH,
KU BUKOPUCTOBYBANM Ha HACTYNHiM cTagii 6e3 4o4aTKOBOro OUYULLLEHHS.

HonomixxHun npuknag 35

3-{[3-(AndTopmeTOKCU)DeHIn]rigpazoHo}neHTaH-2,4-aioH

O O

Me Me

©

[o posunHy 3- (p,VI(*)TOpMeTOKCVI)aHIJ'IIHy (1000 wr, 6,25 mmonb) B 10 Mn OLTOBOI KACMAOTU i 2 MN
KOHLEHTPOBaHOTO pPO34MHY XJIOPBOAHEBOI KMCNOTU, Kpannsamu npu 0°C gogasanu HiTpuT HaTpito (518
mr, 7,50 mmone) B 4 mn Boau i cymiw nepemiwysanu npu 0°C npotsirom 1 r. [NoTim o peakuinHoi
CyMili KpannsaMy gogasanu po3duH auetaty HaTpito (1538 wmr, 18,75 mmonb) i auetunauetoH (812
mr, 8,12 mmone) B 10 mn etaHony i 6 mn Bogu. Cymiw nepemiwysanu npu KiMHaTHI Temneparypi
NpoOTAroM Houi, inbTpyBanu, npommeanu sogoto, EtOH/H,O (1:1) i rekcaHoM i cywmnnn ogepKyroum
3-{[3-(amdTOpMETOKCH)PEHIN]riapasoHo}neHTaH-2,4-gioH (1500 mr, 89%).

PXMC: m/z = 271 [M"+H].

HonomixHuin npuknag 36

1-[3-(AudTopmeTOKCH)DeHIn]-3-[3-(anmeTnnamiHo)npon-2-eHoin]nipuaasuH-4(1H)-oH

(o)

/NMe

NHMe
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3-{[3-(AndTopmeTOKCU)DeHin]rigpazoHo}neHTaH-2,4-aioH (800 mr, 2,96 mMmonb) po3uuHanu B 10
Mn  N,N-anmetundopmamiganmetnnavetrano (DMF-DMA) i cymiw kun‘atunu i3 3BOPOTHIM
XOMNOAWIMBbHUKOM MNPOTAroM 4 T, MOTIM KOHLEHTPYBanu nNpuv MNOHWKEHOMY TUCKY OLEPXYHUM
HeouuwweHnn  1-[3-(amdTopmeToKCU)DeHIn]-3-[3-(anmeTnnamiHo)npon-2-eHoin]nipuaasuH-4(1H)-oH,
SIKMIA BUKOPUCTOBYBANW Ha HaCTYMHIW cTagii 6e3 4o4aTKOBOrO OYMLLEHHS.

[onomixxHun npuknag 37

3-{[4-(OndTOopmeTOKCH)PeHin]riapasoHo}neHTaH-2,4-aioH

O O
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F
[o posuunHy 4-(gudptopmeTtokcu)aHniniHy (1000 mr, 6,25 mmone) B 10 M oUTOBOI KMCHOTU | 2 MN
KOHLIEHTPOBAHOr0 PO34nMHY XNOPBOAHEBOI KUCNOTK, Kpannsamu npu 0°C gogasanu HiTpuT HaTpito (518
mr, 7,50 mmone) B 4 mn Boam i cymiw nepemiwysanu npu 0°C npotsarom 1 r. [oTim go peakuiiHol
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CyMiLi KpannsaMu gogasanu po3duH auetaty HaTpito (1538 mr, 18,75 mmonb) i aueTunaueToH (812
mr, 8,12 mmone) B 10 mn eTtaHony i 6 mn Boau. Cymiw nepemiwysany npu KiMHaTHIM TeMmneparypi
NpoTAroM Houi, inbTpyBanu, npommnsanu sogoto, EtOH/H,O (1:1) i rekcaHOM i CylIMnm ogepXyoum
3-{[4-(andTOopmMeTOKCH)heHin]riapasoHo}neHTaH-2,4-aioH (1400 mr, Buxig 82%).

PXMC: m/z = 271 [M*+H].

[onomixxHun npuknag 38

1-[4-(OndTopmeTOKCH)deHIn]-3-[3-(anmeTnnamiHo)npon-2-eHoin]nipnaasnH-4(1H)-oH

O O

) Z NMe
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F
3-{[4-(OndbTopmeTOoKCH)eHin]rigpasoHo}neHTaH-2,4-gioH (600 mr, 2,22 Mmonb) po3duHsanu B 10
mn  N,N-aumetundpopmamigonmetunavetamnio  (DMF-DMA) i cymiw  kun‘atunu i3 3BOPOTHIM

XONOOUINbHUKOM MPOTAroM 4 1, MNOTIM KOHLEHTPYBanu npu MOHWKEHOMY TUCKY OAEPXYUM
HeounweHnn  1-[4-(audpTopmeTokcmn)deHin]-3-[3-(aMmeTunamiHo)npon-2-eHoin]nipuaasuH-4(1H)-oH,
KU BUKOPUCTOBYBANM Ha HaCTYNHIl cTagii 6e3 4oaaTKOBOro OUULLLEHHS.
[onomixxHun npuknag 39
3-[(2-MopdoninH-4-indeHin)rigpazoHolneHTaH-2,4-4ioH
O O

Me | Me

[o posunHy 2-mopdponiH-4-inanininy (1000 mr, 5,62 mmonb) B 10 M1 OUTOBOI KUCMAOTK i 2 Mn
KOHLEHTPOBaHOrO PO34MHY XIOPBOAHEBOI KMCMNOTK, Kpannsamu npu 0°C gogasanu HiTpUT HaTpito (465
mr, 6,74 mmornb) B 4 Mn Boau i cymiw nepemiwysanu npu 0°C npotsarom 1 r. MNoTim oo peakuinHol
CyMiLWi Kpannamu gogasanu po3yunH aueTtaTty HaTpito (2764 mr, 33,71 mmonb) i aueTunaueTtoH (730
mr, 7,30 mmonb) B 10 mn eTtaHony i 6 mn Bogu. Cymill nepemilyBanu npu KiMHaTHIA TemnepaTypi
NpoTAroM Houi, inbTpyBanu, npommnsanu sogoto, EtOH/H,O (1:1) i rekcaHoM i cylimnu ogepxyoum
3-[(2-mopdoniH-4-indeHin)rigpasoHo]neHTaH-2,4-aioH (1000 mr, 62%).

PXMC: m/z = 290 [M*+H].

HonomixHun npuknag 40

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-(2-mopdoniH-4-indeHin)nipngasnH-4(1H)-oH

O O

3-[(2-MopdhoniH-4-indeHin)rigpasoHo]neHTaH-2,4-aioH (1000 mr, 2,46 Mmonb) po3dnHanu B 10 mn
N,N-gumeTundopmamigaumeTunavetanio  (DMF-DMA) i cymiwl  kun‘aTunu i3 3BOPOTHIM
XONOAUNBHUKOM MPOTAroM 4 T, MNOTIM KOHLEHTPYBanM npu MOHWKEHOMY TUCKY OAEPXYHUM
HeounweHnn 3-[3-(ammeTunamido)npon-2-eHoin]-1-(2-mopdoniH-4-indeHin)nipygasuH-4(1H)-oH, akun
BMKOPUCTOBYBAIMN Ha HACTYMHIN cTagii 6e3 4O4aTKOBOro OYMLLEHHS.

JonomixxHun npuknag 41

3-(Mipnawnn-3-inrigpa3oHo)neHTaH-2,4-aioH
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Ho 3-amiHonipnguny (564 mr, 6,00 mmonb) gogaBanu 4 M KOHLEHTPOBAHOI CipyYaHOi KUCMOTY i
1,2 mn Bogu npu 0°C i cymiw nepemiwyBanu npu KiMHaTHIA TemnepaTypi 0o il NpocBiTniHHA. [o
peakuinHoi cymilWi gogaBanu po3yvnH HiTputy Hatpito (414 wr, 6,00 mmonb) y Boai (1,2 mn) npu 0°C.
CyMmiw nepemiwyBanu NpoTAroM Aekinbkox XBUMMH (>15 xB). PO34unH gia3oHieBOi coni BunuBanu B
po3umnH 2,4-neHTangioHy (600 mr, 6,00 mmonb) i auetaTy kanito (18,0 r, 180 mmonb) B eTaHoni (120
mn) npu 0°C. Cymiw nepemiwysanu npu 0°C npotarom 30 xB. i npu KiMHaTHIn Temnepatypi 30 xB.
PeakuinHy cymiw gogasanu go 120 mn HacuyeHoro BogHoro po3yunHy Na,COj. Cymiw ekctparysanu
AVXINOpMeTaHoM, MpoMMBanM BOAOK i pos3conoM, cywunum Hag Na,SO, i KoHueHTpyBanu npwu
NOHWKEHOMY TUCKY odepxytoun 3-(nipugnH-3-inrigpasoHo)neHTaH-2,4-gioH (242 wr, suxig 20%).
PXMC: m/z = 206 [M"+H].
[onomixxHuin npuknag 42
3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-nipuguH-3-innipygasnH-4(1H)-oH
(0]
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3-(MNipnaunH-3-inrigpa3oHo)neHtaH-2,4-gioH (200 mr, 0,98 mmonb) posdyuHanm B 10 mn N,N-
anvetundopmamiganmeTunadetanto (DMF-DMA) i cymiw knun‘atmnn i3 3BOPOTHIM XONOAUNBHUKOM
npotsaroMm 4 r, MOTIM KOHUEHTpyBanu Mpu MOHWXEHOMY TUCKY OAepXyloun HeounweHun 3-[3-
(aumeTnnamiHo)npon-2-eHoin]-1-nipugunH-3-innipngasnH-4(1H)-oH,  A9KMA  BUKOPUCTOBYBanNM  Ha
HacCTyMHin cTagii 6e3 404aTKOBOro OYMLLIEHHS.

'H AMP HeoumLeHoro npoaykty (400 Ml'y, CDCl3): & m.u. 2,90 (c, 3H), 3,15 (¢, 3H), 5,64 (g, J =
11,6 'u, 1H), 6,74 (g, J = 8,4 'y, 1H), 7,45-7,48 (m, 1H), 8,00-8,03 (m, 1H), 8,20 (g, J = 8,0 'y, 1H),
8,65-8,66 (m, 1H), 8,88 (g, J = 2,8 'y, 1H).

HonomixHun npuknag 43

3-(MNipnaunH-4-inrigpa3oHo)neHTaH-2,4-aioH
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4-AmiHonipnauH (470 mr, 5,00 mmonb) gogasanu 4o po3umHy 3 M ocdopHoi kncnotn (85%) i 2
M as3oTHoi kucnotu (65%) mpu -6°C. Komm cymiw HarpiBanace [0 KiMHaTHOI Temnepatypu i
oxonomkysanu o -6°C i gogasanu tBepaui HiTput Hatpito (350 mr, 5,00 mmonb) npoTtarom 10 xB.
Hopasann o po3uvnMHy ManeHbki kinbkocTti nbogy (50 r). Cymiw gogasanu npu 0°C o cycneHsii
BignosigHoro 2,4-neHtaHgiony (500 mr, 5,00 mmonb) i auetaty kanito (20 r) B etaHoni (250 mn).
Po3unH nepemiwysanu npotarom 15 xB., gogasanu o 250 MN HacU4eHOro BOAHONO PO3UUHY
Na,COg3, ekcTparyBanu OMXITOPMETaHOM, NpoOMUBanuM BOAOK i po3conom, cywunu Hag Na,SO, i
KOHLIEHTpYBarnu npu NOHMXeHOMY TUCKY ofepxyroun 3-(nipuauH-4-inrigpasoHo)neHtaH-2,4-aioH (149
mr, Buxig 14%).
'H amP (400 MI'y, CDCl3): & m.u. 2,52 (c, 3H), 2,62 (c, 3H), 7,27-7,29 (m, 2H), 8,59-8,61 (m, 2H),
14,23 (c, 1H).
[onomixxHun npuknag 44
3-[3-(OumeTunamiHo)npon-2-eHoin]-1-nipuamH-4-innipugasvH-4(1H)-oH

65



10

15

20

25

30

UA 106741 C2

o O
) /NMe
NN H Me
z
C)
N

3-(MipnanH-4-inrigpa3oHo)neHtaH-2,4-gioH (120 mr, 0,58 mmonb) posunHsanm B 10 mn N,N-
anvetundopmamiganmeTunaudetanto (DMF-DMA) i cymiw kun‘atmnm i3 3BOPOTHIM XONOAUITbHUKOM
npoTAroM 4 T, MOTIM KOHLEHTPyBanu MNpU MOHWKEHOMY TUCKY OEPXYHUM HeouuweHun 3-[3-
(aumeTnnamiHo)npon-2-eHoin]-1-nipugnH-4-innipngasvH-4(1H)-oH,  SKMA  BMKOPUCTOBYBaNM  Ha
HaCTyNHin cTagii 6e3 4o4aTKOBOro OUULLIEHHS.

'H AMP HeounLeHOrO npoaykTy (400 MI'y, CDCls3): & m.u. 2,92 (c, 3H), 3,16 (c, 3H), 5,56-5,58 (M,
1H), 6,73 (o, J = 8,0 'y, 1H), 7,59 (pa, J = 4,8, 1,6 'y, 2H), 8,30 (g, J = 8,0 'y, 1H), 8,74 (na, J = 4,8,
1,6 Iy, 2H).

HonomixHun npuknag 45

3-[(2-XnopdeHin)rigpasoHo]neHTaH-2,4-aioH
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[o posumHy 2-xnopadiniHy (1000 wmr, 7,87 mmonb) B 10 Mn ouTOBOi KMCHOTM i 2 MR
KOHLEHTPOBaHOrO pPO34MHY XJIOPBOAHEBOI KMCNOTK, Kpannsamu npu 0°C gogasanu HiTpUT HaTpito (652
mr, 9,45 mmornb) B 4 Mn Boau i cymiw nepemiwysanu npu 0°C npotsarom 1 r. MNoTiMm oo peakuinHol
CyMiLLi KpannsaMu goaasanu po3yuH auetaty HaTtpito (1940 mr, 23,62 mmonb) i aueTunaueToH (1024
mr, 10,24 mmonb) B 10 mn etaHony i 6 mn Bogu. Cymiw nepemiyBanu npu KiMHaTHIn Temnepatypi
NpoOTAroM Houi, inbTpyBanu, npommeanu Bogoto, EtOH/H,O (1:1) i rekcaHoM i cyuimnu ogepKyro4m
3-[(2-xnopdeHin)rigpaszoHolneHTaH-2,4-aioH (860 mr, 46%).

'H AMP (400 MIu, CDCl3): & m.u. 2,52 (c, 3H), 2,64 (c, 3H), 7,11-7,15 (m, 1H), 7,34-7,37 (m, 1H),
7,42 (op, J = 8,0, 1,2 Ty, 1H), 7,81 (ag, J = 8,0, 1,2 'y, 1H), 14,88 (c, 1H).

[onomixxHuin npuknag 46

1-(2-XnopdeHin)-3-[3-(aumeTunamiHo)npon-2-eHoin]nipuaasuH-4(1H)-oH
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3-[(2-XnopdeHin)rigpasoHo]neHTaH-2,4-gioH (500 wr, 2,10 mmornb) po3uuHsnm B 10 mn N,N-
anvetundopmamiggnmetunavetanto (DMF-DMA) i cymiw kvn'aTunm i3 3BOPOTHIM XONOAUIBHUKOM
npoTaAroM 4 r, MOTIM KOHLUEHTPyBanu MNpu MOHMWKEHOMY TUCKY OAEPXyluu Heounwenun 1-(2-
xnopdeHin)-3-[3-(anmeTnnamiHo)npon-2-eHoinnipugasuH-4(1H)-oH, 9kMn  BUMKOPUCTOBYBanM  Ha
HaCTyMHin cTagii 6e3 404aTKOBOro OYMLLIEHHS.

'H amP HeouuweHoro npoaykty (400 My, CDCl3): & m.u. 2,90 (c, 3H), 3,12 (¢, 3H), 5,56-5,59 (m,
1H), 6,67 (o, J = 8,0 'u, 1H), 7,42-7,45 (m, 2H), 7,52-7,57 (m, 2H), 7,91 (8, J = 8,0 I'u, 1H).

[onomixxHun npuknag 47

3-{[3-(MeTuncynbdaHin)deHin]rigpazoHo}neHTaH-2,4-aioH
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PosunH 3-(meTtuncynbdatin)anininy (13,9 r, 100 mmornb) B xnopeogHesin kmucnoTi (6 N, 100 mn)
oxonomkysanu Ha 6aHi nig-poscon i 06pobnaAnu po3ymMHOM HiTpUTy Hatpito (8,38 r, 121 mmonb) y BoAi
(25 mn) kpannsmu nigTpumytoum TemnepaTypy Hwkde -5°C i 5°C. OpepxaHui po3yvvH Aia3oHito
WBMAKO gogaBanu o cymiwi 2,4-neHTtangiony (10,2 r, 102 mmoneb) i auetaty HaTtpito (150 r, 183
MMonb) B eTaHoni (170 mn) i Boai (60 mn) oxonomxeHoi Huk4e 0°C. lMicna nepemiwyBaHHsa npu 0°C
30 xB., cycneHsito QinbTpyBanu, npommsany Bogoto (40 mn) i ynaptoBanu 3 TONyOsiOM OAEPXKYYM 3-
{[3-(meTuncynbdaHin)deHin]rigpasoHo}neHTaH-2,4-gioH (23,10 r, 92%) K XOBTO-4YEpPBOHY TBEpAYy
PE4OBUHY.

'H AMP (500 MIy, AMCO-dg) & m.u. 2,43 (c, 6H), 2,47 (c, 3H), 7,04-7,06 (m, 1H), 7,31-7,36 (M,
2H), 7,46 (c, 1H), 13,80 (w ¢, 1H); XIAT MC m/z 251 [M+H]".

[onomixxHui npuknag 48

3-[3-(AumeTunamiHo)npon-2-eHoin]-1-[3-(MeTuncynsdanin)dpeHin]nipnaasunH-4(1H)-oH

O O

Cymiw 3-{[3-(meTuncynbaHin)deHrin]rigpasoHo}neHtan-2,4-gioHy (14,9 r, 59,6 mmons) B N,N-
anvetundopmamiganmeTtunavetani (70 mn) nepemiwysanu npu 125°C npotdarom 2,5 r. licns uboro,
peakuito 6e3nocepenHbO KOHLEHTpyBanu i NOTiM po3umHanu B MetaHoni (80,0 wmn). [licna
KOHLIEHTPYBAHHS, HEOYULLEHM NPOAYyKT ouvwanu drnew  xpomaTorpacpiero  (cunikarens,
mMeTunenxnopug o 95:5 metnnenxnopua/metaHon) ogepxywoun 3-[3-(agumeTnnamiHo)npon-2-eHoin]-
1-[3-(meTuncynedaHin)deHinnipugasnH-4(1H)-on (16,3 r, 87%) sK >KOBTO-KOPWUYHEBY TBEPAY
PEYOBUHY.

'H AMP (500 Mru, AMCO-dg) 5 2,54 (c, 3H), 2,83 (c, 3H), 3,09 (c, 3H), 5,23 (w ¢, 1H), 6,53 (A, J
= 8,0 Iy, 1H), 7,29-7,32 (m, 1H), 7,43-7,53 (m, 4H), 8,81 (g, J = 8,0 'y, 1H); XIAT MC m/z 316
[M+H]".

HonomixHun npuknag 49

1-[3-(MeTtuncynbdaHin)dpeHin]-3-(1-cdeHin-1H-nipason-5-in)nipngasnH-4(1H)-oH i 1-[3-
(meTuncynbdanin)deHrin]-3-(1-deHin-1H-nipason-3-in)nipngasunH-4(1H)-oH

0]

5

CymiL 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-[3-(MeTuncynbdatin)peHinjnipngasnH-4(1H)-oHy
(3,69 r, 11,7 mmonb) B MeTaHoni (80 mn) o6p06nﬂnm deHinrigpasnHom (2,66 r, 24,6 mMmonb) i
oflepXaHy CyMmill nepemillyBany nNpu KUN‘ATiHHI i3 3BOPOTHIM XonoannbHMKOM npoTarom 8 r. [licns
LbOro, peakuito 6e3nocepedHbO KOHLEHTPYBanu Ansi BUAANEHHS METaHomMy i MoTiM pO34MHANN B
meTtunenxnopuai (100 mn). Po3umH npomuBanu 2 N rigpoxnopugom (60 mn), sogoto (60 mn) i
poscorioM (60 mn). Iicna KOHLEHTPYBaHHS, HEOUULLIEHUI NPOAYKT ouuLLianu dprew xpomartorpagieto
(cunikarenb,  meTuneHxnopug o 955  metunenxnopug/metaHon)  ogepxytoum  1-[3-
(meTuncynbdanin)denin]-3-(1-deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH i 1-[3-
(meTuncynbdaHin)deHrin]-3-(1-deHin-1H-nipason-3-in)nipugasmH-4(1H)-on (2,72 r, 65%) B
periomepHOMY CniBBiAHOLIEHHI NpMbnm3Ho 1:1 sk 6iny TBepAy pevoBUHY.

'H AMP ans 2 isomepis (500 My, AMCO-dg) & M.u. 6,63 (4, J = 8,0 'y, 1H), 6,66 (a, J = 7,9 'y,
1H), 6,82-6,85 (m, 1H), 7,05 (c, 1H), 7,19-7,22 (m, 2H), 7,29 (7, J = 8,0 T'u, 1H), 7,34-7,39 (m, 5H),
7,42 (g, J = 7,1 Ty, 1H), 7,45-7,49 (m, 2H), 7,50-7,56 (m, 3H), 7,59 (g, J = 9,3 I'u, 1H), 7,68 (c, 1H),
782 (@, J=1,7Tu, 1H), 7,92 (g, J = 7,8 'y, 2H), 8,59 (g, J = 2,4 Ty, 1H), 8,84 (g, J = 8,0 'y, 1H),
8,89 (a, J = 7,9 'u, 1H); XIAT MC m/z 361 [M + HJ".

HonomixxHun npuknag 50

3-[(3-TgpokcudpeHin)rinpaszoHolneHTaH-2,4-aioH

67



10

15

20

25

30

35

UA 106741 C2

O O
Me)j\lflLMe
HN'N

oL

Po3umH 3-amiHodeHony (5,16 r, 47,3 mmonb) B TeTpadTopbopHin kucrnoTi (30 mn, 50% B BOAI)
oxornomkyBanu Ha 6aHi nig-poscon i 06pobnanu HiTputoM Hatpito (3,92 r, 56,8 mmonb) y Bogi (18 mn)
KpannsaMu nigtpymyrodn temnepatypy 6ani Mk -5°C i 5°C. OgepxaHui po3vMH Aia3oHito LLIBUAOKO
aodaBanu Ao cymiwi 2,4-neHtaHaioHy (4,73 r, 47,3 mmonb) i auetaTy HaTtpito (100 r, 73,5 MmMonb) B
etaHoni (80 mn) i Boai (30 mn) Hwk4ve 0°C. MMicna nepemiwyBaHHsa npu 0°C 30 XxB., CyCneHsito
GinbTpyBanu, npomueanu Bogoto (70 wmn) i ynaptoBanu 3 TOonyorioM ogepxykunm  3-[(3-
rigpokcudeHin)rigpasoHo]neHTaH-2,4-aioH (5,85 r, 56%) sk Y4epBOHO-KOPUYHEBY TBEPAY PEYOBMHY.

'H AMP (500 My, AMCO-ds) 8 M.u. 2,42 (c, 6H), 3,44 (w ¢, 1H), 6,58-6,60 (M, 1H), 6,90-6,93 (M,
1H), 6,99 (a, J = 2,1 ', 1H), 7,15-7,18 (M, 1H); ECI MC m/z 221 [M+H]".

HonomixHun npuknag 51

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-(3-rigpokcudeHin)nipnaasnH-4(1H)-oH

O O

/Me

Cymiw  3-[(3-rigpokcudpenin)rigpasdoHolneHtan-2,4-giony (2,02 r, 9,18 wmmomnb) B N,N-
anvetundopmamiganmeTtunavetani (20 mn) nepemiwysanu npu 100°C npotarom 1 r. MNicns uboro,
peakuito 6e3nocepegHbO KOHLEHTPYBanu i NoTiM po3dmHAny B meTtaHoni (60 mn). MNicns ynaptoBaHHS
3 cunikareneM, HeOo4YMLIeHWA npoAykT ouvwanu drew  xpomatorpadieo  (cunikarens,
MeTurneHxnopua o 92:8 metuneHxnopug/meTtaHon) ogepxywoum 3-[3-(aumeTtunamiHo)npon-2-eHoin]-
1-(3-rinppokcudeHrin)nipugasuH-4(1H)-oH (1,72 r, 66%) sk KOPpUUHEBO-YEPBOHY TBEPOY PEHOBUHY.

'H AMP (500 MIu, AMCO-ds) 8 m.u. 2,83 (c, 3H), 3,09 (c, 3H), 5,21-5,23 (m, 1H), 6,50 (g, J = 8,0
M, 1H), 6,79-6,82 (m, 1H), 7,08-7,11 (m, 2H), 7,33 (1, J = 8,1 'y, 1H), 8,74 (g, J = 8,0 'y, 1H), 9,93
(c, 1H); ECI MC m/z 286 [M+H]".

[onomixxHuin npuknag 52

1-(3-Mgpokcudperin)-3-(1-dpeHin-1H-nipason-5-in)nipynaasuH-4(1H)-oH

(0]

&°

Cymiw  3-[3-(gumeTunamiHo)npon-2-eHoin]-1-(3-rigpokcndeHin)nipngasuH-4(1H)-ony (0,481 r,
1,69 mmonb) B MeTaHoni (10 mn) obpobnanu deninrigpasuHom (0,462 1, 4,28 mmonb) i ogepxaHy
CyMill nmepeMillyBann Npu KUN'ATiHHI i3 3BOPOTHIM XonoaunbHUkoM npoTdarom 14 r. [licna usoro,
peakuito 6e3nocepegHbO KOHUEHTPYBanuM AN BWOANEHHA MeEeTaHomny i MOTiM  po3YnMHANN B
MeTtunenxnopuai (60 mn). PosunH npomueanu Bogoto (60 mn) i posconom (20 mn). [licna
KOHLIEHTpYBaHHA 3 cunikarenem, Xxpomarorpadii (cunikarenb, MeTuneHxrnopug pgo 1:19
MeTaHon/meTuneHxnopua) oaepxysanu 1-(3-rigpokcudeHin)-3-(1-deHin-1H-nipason-5-in)nipuaasunH-
4(1H)-oH (0,360 r, 65%) Ak KOPUYHEBO-KOBTY TBEPAY PEYOBUHY.

'H AMP (500 Mru, AMCO-dg) 5 m.u. 6,63 (g, J = 7,8 'y, 1H), 6,85 (g, J = 9,0 [y, 1H), 7,21-7,23
(m, 2H), 7,35-7,39 (m, 3H), 7,52-7,56 (M, 2H), 7,92 (g, J = 7,9 'y, 2H), 8,59 (g, J = 2,3 'y, 1H), 8,81
(8, J =7,8Tu, 1H), 10,0 (c, 1H); ECI MC m/z 331 [M+H]".

[onomixxHun npuknag 53

3-(1-®eHin-1H-nipason-5-in)-1-(3-cynsdanindeHin)nipngasnH-4(1H)-oH i 3-(1-deHin-1H-nipason-
3-in)-1-(3-cynbanindeHin)nipnaasmH-4(1H)-oH
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PosunH 1-[3-(meTuncynedaHin)deHin]-3-(1- d)eHm -1H-nipason-5-in)nipugasuH-4(1H)-ony i 1-[3-
(meTuncynbdanin)deHrin]-3-(1-deHin-1H-nipason-3-in)nipngasuH-4(1H)-ony (0,300 r, 0,83 Mmonb) i T-
oytunTtioanaty HaTpito (0,295 r, 2,63 mmonb) B DMF (6 mn) Harpisanu npu 170°C B 3akpuTin npobipui
npotsarom 2,5 gHis. llicna uboro, peakuito oxonomxkyeBanu OO KiMHATHOI TemnepaTypu i po3Boannu
Bogoto (60 mn). Jogasanu BogHun HCI (1 N, 2 mn, 2 Mmonb) i peakLito ekcTparysanu etunaueratom
(2 x 80 mn). O6‘egHaHi opraHiyvHi asu npomuanm 5% sogHuM posynHom LiCl (100 mn) i HacnyeHum
BogHum posdnHom NaCl (80 mn). OpraHiyHy yacTuHy cywunm (MgSQO,) i KOHUEHTPYBaNN OAEPXKYOUM
CYMIilll BKa3aHUX B 3arofioBKy Cronyk sik kopudHeBy rymy (0,325 r). PXMC aHani3 npoaykTy peakuii
nokasas, WO yTBopunmcb 2 i3omepu Tiony 3 = 1,5:1 cniBBigHOWeEHHAM. HeouuweHunin npoaykr
BMKOPMCTOBYBANW B HACTYMHIN peakuii 6e3 4oaaTKoBOro o4mLleHHs abo xapakTepuayBaHHS.

,Elon0Mi>KH|/|l7| npuknag 54

1-[3-(1H-BeHsimiga3on-2-incynbdaHin)deHin]-3-(1-deHin-1H-nipason-5-in)nipugasmH-4(1H)-oH i
1-[3-(1H-6eHsimigason-2-incynedaHin)deHin]-3-(1-deHin-1H-nipason-3-in)nipuaasnH-4(1H)-oH

RS
Q@ Q1.0

Po34nH HeoumLeHOoI CyMILUI 3-(1- cbeH|r|-1H-r||pason-5-|n)-1-(3-cynbcpaHincbeHin)nipMp.ast-4(1H)-
OHY i 3-(1-dbeHin-1H-nipason-3-in)-1-(3-cynbdanindeHin)nipugasvnH-4(1H)-ony (0,325 r, 0,94 mMmonb),
2-xnopbeHsimigasony (0,195 r, 1,27 mmonb) i kapboHaTy kanito (0,234 r, 1,70 mmonb) B N-
meTunniponigoHi (8,0 mn) Harpisanu npu 170°C B 3akpuTin Npobipui npotarom 24 roguH. lNicnsa usoro,
peakuito oxonoaxysanu Ao KiMHaTHOI TemnepaTtypu i po3sogunu sogoto (50 mn). Jogasanu BOAHUN
HCI (2 N, 0,800 mn, 1,60 mmonb) i peakuito ekcTparyBanu etunauetatom (3 x 60 mn). O6‘egHaHi
opraHiyHi dasu npommBanm 5% BogHuM posuuHom LiCl (100 mn) i Hacu4eHnM BOOHWM PO3YMHOM
NaCl (100 mn). OpraHiyHy yvactuHy cywwmnu (MgSOQO,) i KOHUEeHTpyBanuM OO KOPWYHEBOI TBepaol
peyoBuHM (0,312 r). HeoumLleHun npoayKT BUKOPUCTOBYBaNM B HACTYMHi peakuii 6e3 gooaTkoBoro
oumLLeHHs abo xapakTepu3yBaHHS.

[onomixxHuin npuknag 55

MeTun 3-okco-2-{[3-(TpucTopmeTnn)deHin]rigpasoHo}oyTaHoat

O O

.N

HN
e

CycneHgito 3-(Tpudptopmetun)aninivy (16,12 r, 100 mmone) B 6 N HCI (100 mn) oxonogxxysanu oo
0°C i kpannsmu o6pobnsnm posunHoM HiTpuTy HaTtpito (8,33 r, 121 mmornb) y Boai (20 mn).
OpepxaHun 6nigo-XOBTUMA PO3YMH BUNUBAnuM B CycrneHsito metun auvetoauetaTty (11,62 r, 100 mmonb)
i auetaty HaTtpito (150 r) B etaHoni (170 mn), nonepeaHbo oxonogxeHoi o 0°C. OpepxaHy
opaHXxeBy cycneHsito nepemiwwysanu npotsrom 10 xB. IMicnsa uboro, NPoAyKT 36upanu dinbTpyBaHHAM
i npomusanu sogoto (500 mn). HeounieHun matepian po3yunHanu B etunaudetarti (250 mn) i cywmnum
(MgSQ,). MpoaykT kpucTanisysanu nNpu KOHUEHTPYBaHHi 3 eTunauetaTy ogepxyoun 19,997 r (69%)
MeTMJ‘I 3-okco-2-{[3-(TpudpTopmeTn)deHin]rinpa3oHo}byTaHoaTy sk CBITNO-XOBTi KpUCTanNw.

'H AMP (300 My, CDCl;) nokasaHa cymill isomepis. OCHOBHUII i3omep & M.u. 2,62 (c, 3H), 3,90
(c, 3H), 7,37-7,45 (m, 1H), 7,46-7,54 (m, 1H), 7,58 (c, 1H), 7,67 (c, 1H), 14,76 (w c, 1H); HeocHoBHMI
isomep & m.u. 2,52 (c, 3H), 3,93 (c, 3H), 7,37-7,45 (m, 1H), 7,46-7,54 (m, 2H), 7,56 (c, 1H), 12,81 (w c,
1H); XIAT MC m/z 289 [C1,H;1FsN,05+H]".

[onomixxHun npuknag 56
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MeTtun 4-okco-1-[3-(TpuctopmeTun)derinl-1,4-gurigponipmaasmnH-3-kapbokecmnat
O o

| 1 OMe

N'N

e

PosunH metun 3-okco-2-{[3-(TpudptopmeTun)derin]riapasoHo}bytanoaty (15,20 r, 52,7 mmonb) B
N,N-gumeTundopmamiganmeTunaveTani (150 mn) HarpiBanu i3 3BOPOTHIM XONOAMMBbHUKOM NPOTAromM
2 r. Micnga uboro, peakuilo OXONoaKyBanu A0 KiMHATHOI TemnepaTypu i NoTiMm Ha GaHi nig-soaa.
Mpoaykt 36upann @inbTpyBaHHAM ogepXxytoun metun 4-okco-1-[3-(TpudtopmeTun)derinl-1,4-
avrigponipuaa3suH-3-kapbokeunar (13,7 r, 87%) sk 6nigo-xoBTi KpucTanw.

'H AMP (300 Mru, CDClg) & m.u. 4,00 (c, 3H), 6,80 (g, J = 8,1 'y, 1H), 7,61-7,76 (m, 2H), 7,76-
7,91 (m, 2H), 8,28 (a, J = 8,1 'y, 1H); XIAT MC m/z 299 [C13HgF3N,O5+H]".

[onomixxHun npuknag 57

4-Okco-1-[3-(TpudTopmeTnn)deHin]-1,4-gurigponipnaasuH-3-kapborigpasng

O O

3 NHNH,

N'N

A0

PosunH meTtun 4-okco-1-[3-(tpucbtopmeTun)deHinl-1,4-gurigponipnaasunH-3-kapbokcunaty (1,019
r, 3,42 mmonb) i moHorigpaTy rigpasuHy (0,3 mn, 6,19 mmons) B etaHoni (10 mn) HarpiBanu B
MikpoxBunboBLi npotarom 10 xB8 npu 120°C. llicna ubOro, peakuild OXONo[KyBanu [0 KiMHATHOI
TemnepaTypu i NpoAaykT 3bupanu dinbTpyBaHHAM i NPOMMBANN XONOAHUM €TaHOMOM OAEepPXyloun 4-
okco-1-[3-(TpudpTopmeTun)deHinl-1,4-gurigponipngasunn-3-kapborigpasung (0,607 1, 60%) sk
6rncKyyo-opaHXeBi KpucTanu.

'H AMP (300 My, CDCly) & m.u. 4,34 (a, J = 4,6 Ty, 2H), 6,93 (8, J = 7,8 ['u, 1H), 7,66-7,79 (M,
2H), 7,86-8,00 (m, 2H), 8,36 (a, J = 7,8 'y, 1H), 10,98 (w ¢, 1H); XIAT MC m/z 299 [C1,HsFsN,0,+H] .

[onomixxHuin npuknag 58

4-Okco-1-[3-(TpudbTopmeTnn)deHin]-1,4-gurigponipuaasuH-3-kapookcamig

O O

N.N

A0

Po3unH mMeTtun 4-okco-1-[3-(TpudtopmeTun)deHinl-1,4-gurigponipngasunH-3-kapbokcunaty (1,007
r, 3,38 mmonb) B amiaky (7 N B MeOH, 12 mn, 84 mmornb) HarpiBanu B mikpoxBunboBui npu 100°C
npotaroMm 5 xB. [Micna LbOro peakuilo OXOnomKyBanu A0 KiMHaTHOI TemnepaTypw i KOHUEHTpyBanm
OQEPXKYHOUM KOBTY TBepay pedosuHy. Ii nepekpucTanisysanu 3 EtOAc ogepxytoun 0,613 1 (64%) 4-
okco-1-[3-(TpudpTopmeTun)deHinl-1,4-gurigponipnaasunH-3-kapbokcamigy sk 6e3bapBHi Kpuctanu.

'H AMP (300 Mru, CDCl3) & m.u. 6,46 (w ¢, 1H), 6,94 (o, J = 7,8 'y, 1H), 7,59-7,80 (m, 2H), 7,84-
8,01 (m, 2H), 8,38 (a0, J = 7,8 'y, 1H), 9,68 (w ¢, 1H); XIAT MC m/z 284 [M+H]".

[onomixxHui npuknag 59

N-[(AnmeTnnamiHo)meTunigeH]-4-okco-1-[3-(tpudptopmetun)deHin]-1,4-gurigponipnaasmH-3-
kapbokcamig
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CycneHsito  4-okco-1-[3-(TpudptopmeTun)deHin]-1,4-aurigponipuaasuH-3-kapbokcamigy (0,54 r,
1,91 mmons) B N,N-aumetuncdopmamigammetmnauetani (10 mn) HarpiBany B MIiKPOXBUMNbOBL Mpu
130°C npotarom 15 xB. licns uboro peakuito oxonomxyBanu Ha 0aHi nig-Boga i ogepXaHi kpuctanm
30upanM  QiNnbTpyBaHHAM i npomuBanu rekcaHamu ogepxyiwun 0,491 r  (76%) N-
[(anmeTnnamiHo)meTuniaeH]-4-okco-1-[3-(TpudptopmeTnn)deHin]-1,4-gurigponipnaasvnH-3-
kapBokcamig sik maibke 6ini kpuctanu. *H AMP (300 My, CDClg) & m.u. 3,16 (¢, 3H), 3,22 (c, 3H),
6,72 (g, J = 8,1 I'u, 1H), 7,57-7,71 (m, 2H), 7,74-7,85 (m, 1H), 7,89 (c, 1H), 8,25 (g, J = 8,1 'y, 1H),
8,70 (c, 1H).

HonomixxHun npuknag 60

4-Okco-N-deHin-1-[3-(tpudptopmeTtun)deHin]-1,4-gurigponipnaasmH-3-kapbokcamia

O o

a8
.

e

PosunH aHininy (0,360 mn, 3,95 mmonb) B MeTuneHxnopuai (10 mn) oxonomxyesanu Ha GaHi nig-
BoAa MOTiM 06pobnanu po3vymMHOM TpumeTunaniomidito (2 M B Tonyoni, 2,0 mn, 4,0 mmons). Micns
3aBeplleHHa [oJdaBaHHs, peakuilo 3anuvwann HarpiBatucb [0 KiMHATHOI  Temnepatypu i
nepemiwyBanm 30 xB. [licna uboro, godaBanu MeTun 4-okco-1-[3-(TpudTopmeTun)deHin-1,4-
avrigponipuaasuH-3-kapbokemnat (0,595 r, 2,00 mmonb) i peakuilo HarpiBanu i3 3BOpPOTHIM
xonoaunbHukom npotaroMm 18 r. licns uboro, peakuito OXONoMKyBanu OO KiIMHATHOI TemnepaTypu i
obepexHo racunu sogHnm posunHom HCI (1 N, 5 mn). OpraniyHmin wap BigokpemnoBanu i BOAHUN
wap ekctparyBanu Metunenxnopmgom (3 x 10 mn). OG'egHaHi opraHivHi eKCTpakTh MpomMuBanm
HacuyeHuMm BOAHUM po3umHoMm NaHCO; (50 mn) i posconom (50 wmn), cywwunm (MgSQ,) i
KOHUEeHTpyBanu. 3anvok nepekpucTtanidysanu 3 etunauertat/rekcaHn ogepxytoum 0,214 r (30%) 4-
okco-N-deHin-1-[3-(TpudTopmeTnn)deHinl-1,4-gurigponipnaasunH-3-kapbokcamigy AK XOBTi
KpucTtanu.

'H AMP (300 MIy, CDCl3) & m.u. 6,96 (g, J = 7,7 Ty, 1H), 7,16 (1, J = 7,4 Ty, 1H), 7,37 (1, J = 7,9
My, 2H), 7,61-7,85 (m, 4H), 7,88-8,01 (m, 2H), 8,42 (g, J = 7,8 'y, 1H), 12,19 (w c, 1H); XIAT MC m/z
360 [M+H]"; Tnn. 181-182°C.

[onomixxHun npuknag 61

3-[1H-BeH3oTpurason-1-in(deHinimiHo)meTnn]-1-[3-(TpudTopmeTun)deHininipugasunH-4(1H)-ox

N
N
O N

T

N

Fs;C t

Po3unH 4-okco-N-eHin-1-[3-(TpudTopmeTnn)denin]-1,4-gurigponipmaasvnH-3-kapbokcamigy
(0,153 r, 0,426 mmonb), 1H-6eH30[d][1,2,3]Tpnasony (0,201 r, 1,69 mmonb) i TioHinxnopugy (0,06 mn,
0,82 mmonb) B MmeTuneHxnopuai (2 mn) Harpisanm B Mikpoxsunbosui npu 80 Bat npotarom 10 xB.
Micna uUbOro, peakuild KOHUEHTpyBanM | HEeOYULWEeHUN MPOAYKT OoyuMLann KOMOHKOBOKW doneLwl
Xpomarorpadpieto  (cunikarenb, rekcaHm o etunauertarty) opepxytoum 0,114 r (58%) 3-[1H-
beHsoTpuason-1-in(deniniviHo)meTnn]-1-[3-(TpudTopmeTun)deHininipngasnH-4(1H)-ony sk 6nigo-
YepBOHY TBEPAY PEYOBUHY, L0 BUKOPUCTOBYBanu 6e3 4oAaTKoBOro XxapaKkTepmnayBaHHS.

[onomixxHui npuknag 62

3-[(4-MMinepnaunH-1-indeHin)rigpazoHo]neHTaH-2,4-aioH
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4-MinepnanH-1-inaniniH (510 mr, 2,90 mmonb) AogaBanu 40 po34vnHy 3 M poCOpHOT KMCNOTU
(85%) i 2 mn a3oTHOI kucnoTn (65%) npu -6°C. Konu cymiw HarpiBanack 40 KiMHaTHOI TemnepaTypm ii
oxonomkysanu ao -6°C i gogasanu tBepaumn HiTput Hatpito (200 mr, 2,90 mmonb) npotarom 10 xB
pogasanu. [logaBanu 0O poO34YMHY MarneHbki KinbkocTi nbogy (50 r). Cymiw gopasanu npu 0°C go
cycneHsii BignosigHoro 2,4-neHtaHgiony (290 mr, 2,90 mMonb) i aueTaty kanito (20 r) B eTaHoni (250
mn). Po3umH nepemiwysanu npotarom 15 xB, gogaBanu go 250 Mn HacuM4eHOro BOLHOMO PO3YMHY
Na,CO3, ekcTparyBanu OMXIIOpPMETaHOM, MpOMMBaNM BOAOK i po3corioMm, cywwmnu Hag Na,SO, i
KOHLUEHTpYBanu npu MOHMXEHOMY TUCKY oAepxykun 3-[(4-ninepnanH-1-indeHin)rigpasoHo]neHTaH-
2,4-pjoH (570 wmr, Buxig 68%).

PXMC: m/z = 288 [M"+H].

JdonomixHuin npuknag 63

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-(4-ninepmamnn-1-indenin)nipnaasuH-4(1H)-oH

O o

Me

ANe:
N.NHMe

N

O

3-[(4-MinepuaunH-1-indeHin)rigpazoHolneHTaH-2,4-gioH (570 mr, 1,99 Mmonbk) po3umHanu B 10 mn
N,N-gumeTundopmamigaumeTunavetanio  (DMF-DMA) i cymiww  kun‘aTunu i3 3BOPOTHIM
XOMNOAWIMBHUKOM MNPOTAroM 4 T, MOTIM KOHLEHTPYBanuM nNpuv MOHWKEHOMY TUCKY OLEPXKYHUM
HeoumLEeHN 3-[3-(ammeTnnamiHo)npon-2-eHoin]-1-(4-ninepuanH-1-indeHin)nipngasvH-4(1H)-oH,
SAKUA BUKOPUCTOBYBANM Ha HACTYNHIM cTagii 6e3 4oaaTKOBOro OUYULLLEHHS.

HonomixHuin npuknag 64

3-[(4-LUnknorekcundeHin)rigpasoHo]neHTaH-2,4-4ioH

O O
Me)jﬁl/lLMe
HN'N

[o posuuHy 4-umknorekcunadinivy (500 mr, 2,86 mmonb) B 10 Mn ouToBOI KMCROTU i 2 Mn
KOHLIEHTPOBAHOr0 PO34MHY XIOPBOAHEBOI K1cnoTu kpannamu npu 0°C gogasanu HITpUT HaTtpito (237
mr, 3,43 mmonb) B 4 mn Boam i cymiw nepemiwysanu npu 0°C npotsrom 1 r. [oTim go peakuiiHol
CyMiLWi KpannsMun gogaBanu po3uvH aueTtarty Hatpito (703 mr, 8,58 mmonb) i aueTunaueToH (372 wr,
3,72 mmonb) B 10 mn etaHony i 6 mn Bogu. Cymiw nepemiwyBanu Mpu KiMHaTHIN TemnepaTypi
NpoTAroM Houi, inbTpyBanu, npommnBanu sogoto, EtOH/H,O (1:1) i rekcaHOM i CylInnm ogepXyoum
3-[(4-umknorekcundeHin)rigpasoHo]neHTaH-2,4-gioH (420 mr, 51%).

'H AMP (400 My, CDCls): & m.u. 1,24-1,27 (M, 2H), 1,38-1,43 (m, 4H), 1,85-1,87 (m, 4H), 2,49-
2,52 (m, 4H), 2,60 (c, 3H), 7,25 (a, = 8,4 'y, 2H), 7,35 (g, J = 8,8 'y, 2H), 14,81 (c, 1H).

HonomixxHun npuknag 65

1-(4-Umknorekcunderin)-3-[3-(ammeTnnamiHo)npon-2-eHoin]nipuaasuH-4(1H)-oH
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3-[(4-UnknorekcundeHin)rigpasoHo]neHTaH-2,4-agioH (406 mr, 1,42 mmonb) posunHanu B 10 mn
N,N-gumeTundopmamigaumeTunavetanto  (DMF-DMA) i cymiw  kun‘atunu i3 3BOPOTHIM
XONOAUNMbHUKOM MpPOTAroM 4 r, MNOTiM KOHLEHTPYBanu npu MOHWKEHOMY TUCKY OAEPXYouM
HeounweHnn 1-(4-umnknorekcundeHin)-3-[3-(aumeTunamiHo)npon-2-eHoin]nipugasvH-4(1H)-oH, Akun
BMKOPUCTOBYBANu Ha HaCTyMHin ctagii 6e3 4OAaTKOBOro OYMLLEHHS.

'H AMP HeoumwweHoro npoaykty (400 Ml'y, CDCI3): & m.u. 1,25-1,28 (m, 2H), 1,39-1,44 (m, 4H),
1,86-1,88 (m, 4H), 2,52-2,54 (m, 1H), 2,90 (c, 3H), 3,13 (c, 3H), 5,62-5,64 (m, 1H), 6,71 (g, J =7,6 Ty,
1H), 7,32 (g, J = 8,8 'u, 2H), 7,49 (g8, J = 8,8 'y, 2H), 8,17 (g, J = 8,0 'y, 1H).

[onomixxHuin npuknag 66

4-[2-(1-AueTun-2-okconponiniaeH)rigpasmHo]0eH30HITpun

(o]
Me N Me
HN'N

CN

4-AmiHo6eH3oHiTpun (500 mr, 4,24 mmonb) gogaBanu OO po34vnHy 3 M pocdOopHOI KUCHOTH
(85%) i 2 mn a3oTHoOT kucnoTn (65%) npu -6°C. Konu cymiw HarpiBanacbk Ao KiMHaTHOT TeMnepatypu ii
oxonomxkysanu o -6°C i npotarom 10 xB. gogasanu TBEpAMN HITPUT HaTpito (292 mr, 4,24 MMmonb).
JdopgaBanu Ao po3dvHy ManeHbki KinbkocTi neogy (50 r). Cymiw gogasanu npu 0°C go cycnewsii
BignosigHoro 2,4-neHtaHgiony (424 wr, 4,24 mmonb) i auetaty kanito (20 r) B etaHoni (250 mn).
Po3umH nepewmiwysanu npotsrom 15 xB, gogaesanu o 250 mn HacnyeHoro BogHoro po3yumHy Na,COs,
eKcTparyBanu [OuxrnopMeTaHoM, MpoMuBanu Bogol | posconom, cywunu Hag Na,SO, i
KOHLEeHTpyBanm npu NOHWXXEHOMY TUCKY ofepKyo4un 4-[2-(1-aueTun-2-
okconponinigeH)rigpasnHo]6eH3oHiTpyn (280 mr, 29%).

'H AMP (400 Mru, CDCly): & m.u. 2,51 (c, 3H), 2,63 (c, 3H), 7,47 (o, J = 7,2, 1,6 Tu, 2H), 7,70
(oo, J=7,2,1,6 'y, 2H), 14,51 (c, 1H).

[onomixxHuin npuknag 67

4-{3-[3-(OumeTnnamiHo)npon-2-eHoin]-4-okconipnaaauH-1(4H)-in}oeH3oHiTpun

O o

) 2NN Me
N.N H Me
CN
4-[2-(1-AueTun-2-okconponinigeH)rigpasmHol6eH3oHiTpun (266 mr, 1,16 Mmonb) po3umHsanu B 10
v N,N-oumetundpopmamigonmetunauvetamo (DMF-DMA) i cymiw  kun‘atunu i3 3BOPOTHIM

XONOAUITBHMKOM MpOTAroM 4 T, MNOTIM KOHUEHTPyBanu Mpu MOHWKEHOMY TUCKY OAEpPXKYHuM
HeounweHnn  4-{3-[3-(aumeTnnamiHo)npon-2-eHoin]-4-okconipnaaauH-1(4H)-in}6eH3oHiTpun,  Akun
BMKOPWCTOBYBANW Ha HACTYMHIN cTagii 6e3 4o4aTKOBOro OUULLEHHS.

'H ampP HeouuLleHoro npoaykty (400 My, CDCl3): & m.u. 2,96 (c, 3H), 3,20 (c, 3H), 6,13 (g, J =
12,4 Ty, 1H), 7,35 (g, J = 8,8 'y, 2H), 7,62 (g, J = 8,8 'y, 2H), 7,83 (g, J = 12,0 'y, 1H).

HonomixxHun npuknag 68

3-{[4-(MeTuncynbdoHin)deHrin]rigpasoHo}neHTaH-2,4-aioH
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4-(MeTtuncynbdoHin)aniniH (500 mr, 2,92 Mmonb) gogaBann A0 po3dmHy 3 Mn ocdopHoi
kncnotn (85%) i 2 mn asoTHoi kucnotu (65%) npu -6°C. Konu cymiw HarpiBanacb O KiMHaTHOI
TemnepaTypwm il oxonomxysanu ao -6°C i npotarom 10 xB gogaBanu TBEpAn HITpUT HaTpito (201 wr,
2,92 mmonb). flogaBanu 4o po3ynHy ManeHbki kinbkocTi neogy (50 r). Cymiw gogasanu npu 0°C go
CyCneHsii BignoBigHoro 2,4-neHtanaiony (292 mr, 2,92 mmonb) i auetaty kanito (20 r) B etaHoni (250
mn). Po3unH nepemiwysanu npotarom 15 xB, gogasanu o 250 mMn HacUMYEHOro BOAHOMO PO3YMHY
Na,COs3, ekcTparyBanu OMXITIOPMETAHOM, MPOMUBaNM BOAOK i po3conom, cywunu Hag Na,SO, i
KOHLLEHTPYBanu npu MOHWXXEHOMY TUCKY O0EPXKYHUM 3-{[4-
(meTnncynboHin)deHrin]rigpasoHo}neHTaH-2,4-aioH (780 mr, 95%).

'H AMP (400 Mru, CDCly): & m.u. 2,52 (c, 3H), 2,63 (c, 3H), 3,08 (c, 3H), 7,54 (aa, J = 7,2, 2,0 Ty,
2H), 7,98 (ap, J =7,2,2,0 'y, 2H), 14,78 (c, 1H).

[onomixxHuin npuknag 69

3-[3-(OumeTnnamiHo)npon-2-eHoin]-1-[4-(MeTuncynbdoHin)deHin]nipnaasmH-4(1H)-oH

O o

) Z NMe
N.N H Me
SO,Me
3-{[4-(MeTuncynbdoHin)deHin]rigpazoHo}neHTaH-2,4-gioH (500 wmr, 1,77 Mmonb) po3unHanu B 10
mn  N,N-aumetundpopmamigonmetunavetamo  (DMF-DMA) i cymiw  kun‘atunu i3 3BOPOTHIM

XONOOUINBbHUKOM MPOTAroM 4 r, MNOTIM KOHLEHTPYBanu Mpu MOHMWKEHOMY TUCKY OAEPXYHUM
HeounweHnn  3-[3-(gumeTunamiHo)npon-2-eHoin]-1-[4-(meTnncynbdoHin)deHinlnipnaasuH-4(1H)-oH,
SAKUA BUKOPUCTOBYBANM Ha HACTYNHIM cTagii 6e3 4oaaTKOBOro OUYULLLEHHS.
HonomixxHun npuknag 70
3-{[4-(MopdoniH-4-incynbdoHin)deHinlrigpasoHo}neHTaH-2,4-aioH
O O

Me N Me
HN'N

O=S.
N
S /\0
4-(MopgoniH-4-incynbdgoHin)aniniH (300 wr, 1,24 Mmonb) popgaBanu A0 PO34YMHY 3 MI
docdopHoi kucnotn (85%) i 2 mn a3oTHOI kmucnotn (65%) npu -6°C. Konm cymiw HarpiBanacb o
KiMHaTHOT TemnepaTypwm i oxonomaxysanu o -6°C i npotarom 10 X8 JogaBanu TBEPAMN HITPUT HATPItO
(85 wmr, 1,24 mmonb). [logaBanu 00 po3vMHYy ManeHbki kinbkocTi nboay (50 r). Cymiw gogasanu npu
0°C po cycneHsii BignosigHoro 2,4-neHtaHgioHy (124 wr, 1,24 mmonb) i auetaty kanito (20 r) B
eTaHoni (250 mn). Po3uuH nepemiwysanu npoTtarom 15 xB, gogasanu Ao 250 Mn HaCMYeHoro po3ynHy
Na,COg3, ekcTparyBanu OMXITOPMETaHOM, NpoMUBanuM BOAOK i po3conom, cywunu Hag Na,SO, i
KOHLIEHTpYyBanu npu MOHWKEHOMY TUCKY OZlepPXyoum 3-{[4-(mopdponiH-4-
incynbdoHin)deHinlrigpasoHo}neHTaH-2,4-gioH (375 wmr, 86%).
'H AMP (400 Mly, CDClg): & m.u. 2,53 (c, 3H), 2,64 (c, 3H), 3,03 (1, J = 4,8 'y, 4H), 3,76 (T, J =
4,8Tu, 4H), 7,54 (op, J=7,2,2,0 'y, 2H), 7,80 (A, J = 8,8 'y, 2H), 14,56 (c, 1H).
[onomixxHun npuknag 71
3-[3-(OumeTunamiHo)npon-2-eHoin]-1-[4-(MopdoniH-4-incynbdoHin)deHin]nipngasuH-4(1H)-oH
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3-{[4-(MopdoniH-4-incynboHin)deHin]rigpasoHo}neHtan-2,4-gion (300 wmr, 0,85 wmmonb)
posumHanu B8 10 mn N,N-gumeTtundopmamigaumeTtunavetanto (DMF-DMA) i cymiw kun‘atunu i3
3BOPOTHIM XONOAUMBHUKOM NPOTArOM 4 T, NOTIM KOHLIEHTPYBanu Npu NMOHMXEHOMY TUCKY OLEPXYHUM
HeounweHnn  3-[3-(aMmeTnnamiHo)npon-2-eHoin]-1-[4-(MopdoniH-4-incynbdoHin)deHinlnipuaasnH-
4(1H)-0H, sIKNA BUKOPUCTOBYBAIM Ha HACTYMNHIN cTagii 6e3 4oaaTKoBOro OUULLIEHHS.

[onomixxHun npuknag 72

4-[2-(1-AueTun-2-okconponinigeH)rigpasmHoloeH3amis

O O
Me)jﬁl/lLMe
HN'N

CONH,

4-AmiHobeH3amig (1000 wmr, 7,36 mmonb) AogaBanu 4o po3vnHy 6 mn docdopHoi kucnoTtu (85%) i
4 mn asoTHoi kucrnotn (65%) npu -6°C. Konm cymiw HarpiBanacb A0 KiMHATHOI Temnepatypu i
oxonogxyeanu go -6°C i npotarom 10 xB. gogasanu TBepAMmn HiTpUT HaTtpito (508 mr, 7,36 mmonb).
HdopgaBanu go pos3dmHy marneHbki Kinekocti neogy (100 r). Cymiw gogasanu npu 0°C go cycnewsii
BignosigHoro 2,4-neHtaHgiony (736 wmr, 7,36 mmonb) i auetaty kanito (40 r) B etaHoni (400 mn).
Po3umH nepewmiwysanu npotsirom 15 xB, gogaesanu o 250 mn HacM4eHoro BogHoro po3ynHy Na,COs,
eKcTparyBanu OuxrnopMeTaHoM, MpoMuBanu Bogol | posconom, cywunu Hag Na,SO, i
KOHLEeHTpyBanm npu NOHWXXEHOMY TUCKY ofepKyo4un 4-[2-(1-aueTun-2-
okconponinigeH)rigpasnHo]oeHsamia (460 mr, 25%).

'H AMP (400 My, CDCly): & m.u. 2,52 (c, 3H), 2,62 (c, 3H), 7,46 (0, J = 8,4 'y, 2H), 7,88 (0, J =
8,4 'y, 2H), 14,62 (c, 1H).

[onomixxHun npuknag 73

4-{3-[3-(OumeTnnamiHo)npon-2-eHoin]-4-okconipnaasun-1(4H)-in}6eH3amig

O O
® Z NMe
N'N H Me
CONH,
4-[2-(1-AueTun-2-okconponinigeH)rigpasmHoléensamig (540 mr, 2,19 mmonb) po3dnHsanu B 10 mn
N,N-gumeTundopmamigaumeTunavetanto  (DMF-DMA) i cymiww  kun‘atunu i3 3BOPOTHIM

XOMNOAWIMBbHUKOM MNPOTAroM 4 T, MOTIM KOHLEHTPYBanuM nNpuv MNOHWKEHOMY TUCKY OLEPXYHUM
Heo4uLeHN 4-{3-[3-(ammeTunamiHo)npon-2-eHoin]-4-okconipnaasnH-1(4H)-in}6eHsamia, AKNN
BMKOPUCTOBYBAIM Ha HACTYMHIN cTagii 6e3 4O4aTKOBOro OYMLLEHHS.

'H AMP HeounwweHoro npoaykTy (400 MIy, CDCly): & m.u. 2,91 (c, 3H), 3,14 (c, 3H), 5,60-5,62 (M,
1H), 6,73 (@, J = 8,0 'y, 1H), 7,65 (g, J = 8,8 'y, 2H), 8,31 (g, J = 8,0 'y, 1H), 8,40 (g, J = 9,2 I'y,
2H), 8,67 (c, 1H).

[onomixxHun npuknag 74

MeTtun 3-okco-2-{[3-(TpuchTopmeTnn)deHin]rigpasoHo}neHTaHoat
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CycneHsito 3-(TpudtopmeTun)ariniHy (8,03 r, 50 mmons) B 6 N HCI (50 mn) oxonomxysanu go
0°C i kpannammn obpobnAnNn po3yMHOM HITPUTY HaTpiIto (4,10 r, 60 mmonk) y Bogi (10 mn). OaepxaHun
Onigo-XOBTUIN PO34YNH BUNMBANM B CyCneH3ito MeTun nponioHinauetaty (6,50 r, 50 mmons) i auetaty
HaTpito (24,00 r, 292 mmonb) B eTaHoni (80 mn), nonepeaHbo oxonomxkeHoi go 0°C. OpepxaHy
YKOBTO-OpaHXeBY cycrneHsito nepemiwyBanu npotarom 30 xB. Npoaykt 36upanu GinbTpyBaHHAM i
npomuBanu sogoto (100 mn). HeounweHun matepian po3unHanu B etunauvetarti (100 mn) i cywmnm
(NaySO,). MpoayKT KpucTanisyBanu npu KOHUEHTPYBaHHI 3 eTunaueTaty ogepxyoun (14,00 r, 93%)
meTun  3-okco-2-{[3-(TpudTopmMeTun)deHinjrigpasoHo}neHTaHoaTy $SK >XOBTO/OpaHXeBYy TBepay
PEYOBMHY.

'H AMP (500 Mru, CDClI;) nokasaHa cymill isomepis. OCHOBHWI i3omep & M.u. 1,18 (1, J = 7,5 Ty,
3H), 2,96 (kx, J = 7,5 'y, 2H), 3,92 (c, 3H), 7,39-7,42 (m, 1H), 7,48-7,55 (m, 2H), 7,56 (c, 1H), 12,75 (w
¢, 1H); HeocHoBHuiA i3omep & m.u. 1,15 (1, J = 7,5 'y, 3H), 3,04 (x, J = 7,5, 2H), 3,90 (c, 3H), 7,39-
7,42 (m, 1H), 7,48-7,55 (m, 2H), 7,67 (c, 1H), 14,76 (w ¢, 1H); ECI MC m/z 303 [M+H]".

HonomixHun npuknag 75

MeTtun 5-meTtun-4-okco-1-[3-(TpudtopmeTtun)deHinl-1,4-gurigponipnaasuH-3-kapbokcunat

O O

Ve~ Ny o

N.N

e

Po3umH meTtun 3-okco-2-{[3-(TpucbTopmeTunn)deHrinjrigpasoHo}neHtaHoaty (4,00 r, 13,2 mmonb) B
N,N-gumeTundopmamiganmeTunaveTani (33 mn) HarpiBanu i3 3BOPOTHIM XONOAUNBLHUKOM MPOTArOM
2,5 roguH. lMicna uboro, peakuilo OXonoaxyBanu OO0 KiIMHaTHOI Temnepatypu i ofepxaHy TBepay
peyoBuMHY 36Mpanu inbTpyBaHHSAM i NPOMMBANKU Marok KiNbKiCTIO FeKCaHiB Of4epXytoum metun 5-
mMeTunn-4-okco-1-[3-(TpudTopmeTun)deHinl-1,4-aurigponipngasun-3-kapbokcunat (3,55 r, 87%) sk
Onigo-XoBTYy TBEPAY PEYOBMHY.

'"H AMP (500 MI'y, CDCl3) & m.u. 2,19 (c, 3H), 4,00 (c, 3H), 7,65-7,71 (m, 2H), 7,81-7,85 (M, 2H),
8,20 (c, 1H); XIAT MC m/z 313 [M+H]".

HonomixHun npuknag 76

N-MeTtokcu-N,5-aumeTtun-4-okco-1-[3-(Tpudptopmetun)deHin]-1,4-gurigponipugasmH-3-
kapbokcamig,

O O

o<

Fs;C
Ho nepewmiwyBaHoi cycnensii N,O-gumeTtunrigpokcunaminy rigpoxnopuay (0,468 r, 4,8 mmorb) B
anxnopmeTaHi (5 mn) kpannamu npu 0°C gopgaBanu TpumeTunantomiHin (2,4 mn, 4,8 mmons, 2 M
po3unH B Tonyoni). lMicna gogasaHHs, cycneHsito nepemiwysanu npu 0°C npotarom 10 xB. i NOTiM npu
KiMHaTHi TemnepaTypi 30 XB 04epXKyto4n roMoreHHuin po3vmnH. Konby notim oxonogxysanu Ha GaHi 3
neogom. B okpewmin kon6i, metun 5-metun-4-okco-1-[3-(TpucptopmeTnn)eHrin]-1,4-gurigponipnaasvH-
3-kapbokcunat (0,500 r, 1,6 MMonb) po3dnMHANM B AuxNopMmeTaHi (5 mn) i gogaeanu Kpannsmu i
3anuwanu nepemiwysatucb npotarom 2 r. Peakuito racunu sogoto (5 mn) i 2 N BogHUM pO3YMHOM
HCI (2 mn). Wapu posginanu i BogHun wap ekctparysanu gmxnopmeTtaHom (2 x 10 mn). O6'egHaHi
OpraHiyHi exkcTpaktu npomuBanu posconom (20 wmn), cywunu (Na,SO,), dinbTpyBanm i
KOHLIEHTpYBanu OAepXKyH4Mn N-meTokcu-N,5-gumeTun-4-okco-1-[3-(Tpudptopmetnn)deHin]-1,4-
avrigponipuaasuH-3-kapbokcamig (0,535 r, 98%) Sk )KOBTY TBEpAY PEYOBMHY.
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'H AMP (500 My, CDClg) & m.u. 2,18 (c, 3H), 3,41 (c, 3H), 3,68 (c, 3H), 7,63-7,70 (m, 2H), 7,80-
7,90 (M, 2H), 8,21 (c, 1H) ; XIAT MC m/z 342 [M+H]".
[onomixxHun npuknag 77
3-Auetnn-5-metun-1-[3-(tpucpTopmeTmn)deHin]nipnaasuH-4(1H)-oH
O O

Me Ay

I
N‘N

FsC

[o po3umHy N-meTokcu-N,5-gumeTun-4-okco-1-[3-(tpudtopmeTun)deHinl-1,4-gurigponipuaasuH-
3-kapbokcamigy (0,535 r, 1,6 mmonb) B THF (10 mn) npu -78°C gogasanu meTtunmarHinbpomia (1,1
mn, 3,2 mmonb, 3 M B gietunoBomy etepi). Peakuitlo nepemiwyBanu npv npu uin temneparypi
npoTtaroMm 1 r NoTiM racunu HacM4eHUM BOAHMM PO34MHOM XIopuay amoHito (5 mmn) noTim Bogow (2
MI) 3 MOBIMbHMM HarpiBaHHsSM [0 KiMHaTHOi Temnepatypu. PeakuiinHy cymiw po3sogunu
etunauetatom (20 mn) i wapu po3ginanv. BogHui wap ekctparyBanu etunagetatom (2 x 10 mn) i
06‘eaHaHi opraHiyHi ekctpakt npomuBanu 1 N BogHum posdunHom HCI (15 mn), posconom (15 mn),
cywunn  (Na,SO,), dinbTpyBanu | KOHUEHTpyBanu ogepxytoun  3-auetun-5-metunn-1-[3-
(TpudpTopmeTun)erin]nipuaasmH-4(1H)-oH (0,463 r, 98%) Sk CBITNO-XOBTY TBEPAY PEHOBUHY.

'H AMP (500 My, CDClg) & m.u. 2,19 (c, 3H), 2,69 (c, 3H), 7,67-7,72 (M, 2H), 7,82-7,85 (m, 2H),
8,21 (c, 1H); XIAT MC m/z 297 [M+H]".

HonomixHun npuknag 78

3-[3-(OumeTnnamiHo)npon-2-eHoin]-5-metun-1-[3-(TpudtopmeTnn)deHin]nipugasmH-4(1H)-oH

O O
Me -~ . .Me
LU
N e
FsC t
Mpobipky ans MiKPOXBUITbOBKU, o MIiCTUTb 3-auetun-5-metnn-1-[3-
(TpudpTOopMmeTUN)beHin]nipnaasnH-4(1H)-oH (0,363 r, 1,2 MMOJb) i N,N-
anvetundopmamiggnmeTtunavetans (2,5 mn) Harpisanu npu 120°C npotarom 20 xB. HeounweHun
MaTepian KOHUEHTpyBanu i ouuwany KOSNOHKOBOKW driewl  xpomaTorpadieto  (cunikarenb;

mMeTuneHxnopug ao 1:9 metaHon/metTnneHxnopua) ogepxytoum 3-[3-(anmeTtunamiHo)npon-2-eHoin]-5-
MeTun-1-[3-(tpudtopmetun)deHinlnipugasnd-4(1H)-on (0,365 r, 87%) £k opaHxeBy TBepay
peYOBUHY.

'H AMP (300 Mru, CDCl3) & m.u. 2,18 (c, 3H), 2,92 (c, 3H), 3,14 (c, 3H), 5,69-5,82 (m, 1H), 7,63-
7,65 (m, 2H), 7,83-7,87 (m, 3H), 8,20 (c, 1H); XIAT MC m/z 352 [M+H]".

[onomixxHui npuknag 79

3-[3-(OumeTnnamiHo)byT-2-eHoin]-1-[3-(TpudTopmeTun)deHin]nipnaasuH-4(1H)-oH

O O Me

y Me
N
N’ e

ye

Cycnensito 3-auetnn-1-[3-(tpucdtopmeTun)deninlnipngasunH-4(1H)-ony (0,369 r, 1,30 mmonb) B
N,N-gumeTunauetamiganmeTunauetani (3,5 mn, 18,3 Mmonb) Harpisanv B MiKpOXBUNbOBL, NPOTSAromM
120°C npotarom 5 xB. [licna uUbOro, peakuildo OXONoaXyBanu A0 KiMHaTHOI TemnepaTypu i
KOHLIeHTpyBanu Ha cunikareni. HeouuweHuin nNpoaykT ouuLiany KOFOHKOBOK XpomaTorpadieto
(cunikarens, guxnopmeTtaH o 90:10 guxnopmeTtaH/meTaHon) ogepxyoumn 3-[3-(aMmeTnnamiHo)oyT-2-
eHoin]-1-[3-(TpudTopmeTun)deHininipnaasunH-4(1H)-oH (0,314 r, 68%) AK >OBTY NiHy.
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'H AMP (500 My, CDCl3) & m.u. 2,71 (c, 3H), 3,07 (w ¢, 6H), 5,52 (c, 1H), 6,71 (a, J = 8,0 Iy,
1H), 7,59-7,69 (m, 2H), 7,76-7,85 (m, 1H), 7,87 (c, 1H), 8,21 (g, J = 7,9 I'u, 1H); XIAT MC m/z 352 [M
+HJ".
HonomixxHun npuknag 80
MeTtun 2-[(2-pTopdeHin)riapa3oHo]-4-MeTokcu-3-okcobyTaHoat
(o)

MeO OMe

|
HN’N
he
Po3unH NaNO, (1,66 r, 24 mmonb) B H,O (5 mn) kpannsmu gogasanu npu 0°C go cymiuwi 2-
dTopaHiniHy (1,93 mn, 20 mmone) i 6 M BogHoro po3uuHy HCI (20 mn, 120 mmonb). [llicns
nepemiwyBaHHa npotarom 15 xB, ogepXaHun BOAHWA PO3YMH AodasBann A0 CycneHsii metun 4-
mMeTokcmaueToauetaty (2,59 mn, 20 mmonb) i NaOAc (9,84 r, 120 mmonb) B MeOH (40 wmn)
oxonogkeHomy go 0 °C. PeakuiHy cymiw BunuBanu y Boay i ekctparyBanu AcOEt. EkctpakT
npoMuMBanuM Hacu4eHum BogHuM posdnHom NaHCO; i posconom, cywwnu Hag MgSO, i
KOHLEHTpYyBanun npu NoHWXeHoMy TUCKy. 3anuwiok nepekpuctanidysanu 3 rekcaH/AcOEt opepxytoun
BKasaHy B 3aronosky crnonyky (5,03 r, 94% Buxia) sk 6nigo-xosTi kpuctanu: Tnn. 121-126°C; "H AMP
(300 Ml'y, CDCls): & m.u. 3,51 (3H, ¢), 3,94 (3H, c), 4,68 (2H, c), 7,08-7,25 (3H, m), 7,63 (1H, oT, J =
1,5, 7,9 Tu), 13,06 (1H, w c). AHan. po3paxoBaHun gna CioHisFN,O4: C, 53,73; H, 4,88; N, 10,44.
3HanpgeHo: C, 53,69; H, 4,96; N, 10,47.
[onomixxHun npuknag 81
MeTun 1-(2-cpTopdpeHin)-5-meTokcu-4-okco-1,4-gurigponipnaasuH-3-kapbokcunat
O O
MeO
L N
N'
\S
Po3umH meTtun 2-[(2-dbTopdeHin)rinpa3oHo]-4-meTokeu-3-okcobyTtaHoaty (5,02 r, 18,7 mmonb) B
N,N-gumeTundopmamigammeTnnauetani (35 mMn) KMN'aTMnm i3 3BOPOTHIM XOMNOAUMBbHUKOM MPOTArOM
1 r. MNicns oxonogXeHHA A0 KiMHATHOI TemnepaTtypu, ocad 36upanu QiNbTPyBaHHAM i MpoMUBanm
rekcaH/AcOEt (2/1) ogepxytoun BkasaHy B 3aronosky cnonyky (4,70 r, 90% Buxig) sk mamke 6ini-
kpuctanu: Trn. 155-157°C; *H AMP (300 Ml'y, CDCl3): & m.u. 3,91 (3H, c), 3,97 (3H, c¢), 7,29-7,36
(2H, ™), 7,44-7,51 (1H, m), 7,65 (1H, gr, J = 1,9, 7,9 Tw), 7,77 (1H, g, J = 2,3 Ty). AnHan.
pospaxoBaHun ans C.3H11FN,O,: C, 56,12; H, 3,98; N, 10,07. 3HangeHo: C, 56,17; H, 3,97; N, 10,25.
[onomixxHuin npuknag 82
1-(2-®1opdeHin)-N,5-gumeTokcn-N-meTun-4-okco-1,4-gurigponipuaasvH-3-kapbokcamin
(o)
MeO ) N Me
N’N OMe
)S
Jo posunHy N,O-gumeTtunrigpokcunamidy rigpoxnopuay (4,74 r, 48,6 mmonb) i iPr,NEt (8,47 mn,
48,6 mmonb) B CH,Cl, (560 mn) popasanu AlMe; (1,8 M posuuH B Tonyoni, 27 mn, 48,6 MMornb)
kpannamu npu 0°C B atmocdbepi Ar. licna nepewmiwyBaHHs npoTsaroM 1 r, Kpannamu goaasanu
po3unH metun 1-(2-dprtopdeHin)-5-metokcu-4-okco-1,4-gurigponipngasuH-3-kapbokcunaty (4,51 r,
16,2 mmonb) B CH,Cl, (50 mn) i cymiw nepewmiwysanu npotarom 1 r npu 0°C. PeakuinHy cymiw
BUNMBanu B nig-soga, nigkucnoeann 1 M BogHum po3unmHom HCI, HacuyeHnm NaCl i ekctparyBanm
n‘ate pasiB ACOEt. O6‘egHaHi ekcTpaktn cywmnu Hag MgSO, i KOHLEHTpyBanu npu MOHMXKEHOMY
THCKy. 3anuuwok nepekpuctanidyBanu 3 AcOEt ogepxxytoun BkasaHy B 3aronioBky crnonyky (3,23 r,
65% BUXia) sik 6e36apBHi kpuctanu: Trn. 152-154°C; *H AMP (300 My, CDCls): & m.u. 3,39 (3H, c),
3,71 (3H, c¢), 3,91 (3H, ¢), 7,25-7,33 (2H, ™), 7,41-7,48 (1H, m), 7,65 (1H, at, J = 1,9, 7,9 Tu), 7,81
(1H, g, J = 2,3 T'u). AHan. po3paxoBaHun ans C,4H14FN3O,4: C, 54,72; H, 4,59; N, 13,67. 3HanaeHo: C,
54,85; H, 4,54; N, 13,86.
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HonomixxHun npuknag 83
3-AueTtun-1-(2-pTopdeHin)-5-meTokcmnipnaasmH-4(1H)-oH
O O

MeO. ) Me

N.N

O

MeMgBr (1 M po3uuH B THF, 30 mn, 30 mmons) kpannsmu gogasanu npu -78°C oo po3yunHy 1-(2-
dTopheHin)-N,5-gumeTtokcn-N-meTun-4-okco-1,4-gurigponipmaasmnn-3-kapbokcamigy (3,20 r, 10,4
mmonb) B THF (30 mn). Micna nepemiwyBaHHs npoTtarom 1 1, peakuiiHy cymiw racunn 1 M BogHUM
po3umHoM HCI, HacuyeHnm NaCl i ekctparyBanm n‘atb pasiBe ACOEt. O6'egHaHi ekcTpakTu cywmnm
Hag MgSO, i KOHUEHTpyBanuM Mpu MOHMWKEHOMY TUCKY. 3anuwok nepekpuctanizyBann 3 AcOEt
O[lepXXyloumn BKasaHy B 3arofioBKy crnonyky (2,32 r, 85% Buxig) sik 6nigo-xoBTi kpuctanu: Tnn. 154-
156°C; 'H AMP (300 Mru, CDCly): & m.u. 2,69 (3H, c), 3,91 (3H, c), 7,27-7,38 (2H, m), 7,45-7,53 (1H,
m), 7,65 (1H, o1, J =1,5,7,9Tu), 7,77 (1H, A, J = 2,3 'u). AHan. pospaxoBaHuii anst C,3H;;FN,O3: C,
59,54: H, 4,23; N, 10,68. 3HangeHo: C, 59,62; H, 4,22; N, 10,79.

HonomixHuin npuknag 84

Metun 2-{[2-(andTopmeToKcK)deHin]rigpazoHo}-4-meTokcu-3-okcobyTaHoaT

O o
MeO\)lm/u\OMe
HN'N
F\rO
F

PosunH NaNO, (2,378 r, 34,5 mmonb) B H,O (10 mn) kpannamu gogasanu npu 0°C oo posynHy 2-
(andpTopmeTokeu)aHinivy (3,59 mn, 28,7 mmonb) B 6 M BogHoMy po3unHi HCI (28,7 mn, 172 mmons).
lMicna nepemiwyBaHHA NpoTsaromM 15 xB., ogep>KaHuin BOAHUI PO34MH JoAaBanu 4O cycneHsii meTun 4-
MeTokcuaueTtoauetaty (3,72 mn, 28,7 mmonb) i NaOAc (14,14 r, 172 mmonk) B MeOH (50 wmn)
oxonogxeHoi go 0°C. Ocap 3bupanu dinbTpyBaHHAM, NpoMuBanu Bogol i posdmHsanu B AcOEt.
OpraHiyHnin po34uH NpoMuBanu BoAow, Hacu4eHuM BoaHUM po3dymHoM NaHCO; i poscornom, cymnu
Hag MgSO, i KOHUEHTpyBanu nNpu MOHWXEHOMY TUCKy. 3anuuwok npomusanu rekcaH/AcOEt (3/1)
oflepXytoun BkazaHy B 3aronosky crnonyky (8,70 r, 96% Buxia) SK XOBTi KpucTanu: 'H amP (300 Mrwu,
CDCls): & m.u4. 3,51 (3H, c), 3,89 (3H % 0,5, c), 3,94 (3H % 0,5, ¢), 4,68 (1H x 0,5, c), 4,70 (1H x 0,5, c¢),
6,63 (1H x 0,5, 1,J=72,7Twu), 6,66 (1H x 0,5, 1, J =72,3T'y), 7,10-7,34 (4H, m), 7,67 (1H x 0,5, oa, J
=8,3,1,5Tu), 7,90 (1H x 0,5, @, J = 8,3, 1,5Tu), 13,14 (1H x 0,5, ¢), 14,96 (1H x 0,5, w c).

[onomixxHuin npuknag 85

MeTun 1-[2-(andTopmeTokcn)deHin]-5-meTokcun-4-okco-1,4-gurigponipmaasvH-3-kapbokeunat

O O
MeO

LN
\

F\Fro@

Po3unH meTtun 2-{[2-(andTopmeTokcu)deHin]rigpa3oHo}-4-meTokcu-3-okcobyTaHoary (8,70 r, 27,5
mmonb) B N,N-gumeTtuncdopmamigaumeTunaveTtani (60 mn) KMn‘atmnu i3 3BOPOTHIM XONOAMMbHUKOM
npoTtaroM 3 r i nepemiwyBany Npu KiMHaTHIN Temnepatypi 3 aHi. Ocag 36vpanu dinbTpyBaHHAM i
npomuBanu rekcaH/AcOEt (3/1) ogepxytoum BkadaHy B 3arorfioBky cnonyky (7,92 r, 88% suxig) sk
XKOBTI Kpuctanu: 'H amp (300 Mrl'y, CDCl3): & m.u. 3,89 (3H, ¢), 3,96 (3H, c), 6,55 (1H, g, J = 72,7
Mu), 7,35-7,45 (2H, m), 7,49-7,56 (1H, m), 7,61 (1H, g, J =7,9,1,5Tu), 7,73 (1H, c).

HonomixxHun npuknag 86

1-[2-(OndTopmeToken)deHin]-N,5-aumetoken-N-metun-4-okco-1,4-gurigponipngasmt-3-
kapbokcamifg,

OMe
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O o0
MeO\fK")Lr:l Me
N.N OMe

Jo posunHy N,O-gumeTtunrigpokcunamidy rigpoxnopuay (5,27 r, 54,0 mmonb) i iProNEt (9,40 mn,
54,0 mmonb) B CH,Cl, (60 mn) popgasanun AlMes; (1,8 M posumH B Tonyoni, 30,0 mn, 54,0 mmonb)
kpannamu npu 0°C. Micna nepemiwysaHHs npy 0°C 1 r, kpannsMy gogasany po3umH metun 1-[2-
(andpTopmeTokeu)peHin]-5-meToken-4-okco-1,4-aurigponipuaasuH-3-kapbokeunaty (5,87 r, 17,99
mmonb) B CH,CI, (60 mn), i cymiw nepemiwysanu npu 0°C npotarom 1 r. PeakuinHy cymiw Bunueanm
B nig-Boga i ekctparyBanu AcOEt. Ekctpakt npomuBanu poscornom, cywunu Hag MgSO, i
KOHLIEHTpYBanu npu MOHWKEHOMY TUCKYy. 3anuuwok npomuBanu rekcanH/AcOEt (3/1) opepxytoun
BKa3aHy B 3arofioBky crnonyky (4,79 r, 75% Buxig) sik ©nigo-xoBTi KpucTanu: 'H ampP (300 Mrwu,
CDCl3): & m.u. 3,38 (3H, c), 3,68 (3H, c), 3,89 (3H, c), 6,52 (1H, 1, J = 72,6 T'w), 7,37 (2H, m), 7,46-
7,53 (1H, m), 7,62 (1H, pa, J = 7,8, 1,5Tw), 7,76 (1H, c).

HonomixHun npuknag 87

3-AueTtun-1-[2-(andTopmeTokcn)dpeHin]-5-metTokeunipmaasunH-4(1H)-oH

o o
MeoWMe
NN

F\Fro\©

MeMgBr (1 M posunH B THF, 40,4 mn, 40,4 Mmonb) kpannsmu gogasanu npu -78°C oo po3yumHy
1-[2-(andTopmeToKeH)peHin]-N,5-aumeToken-N-meTnn-4-okco-1,4-gurigponipnaasunH-3-kapbokcamigy
(4,791, 13,48 mmons) B THF (500 mn). MNicna nepemiwyBaHHS NpoTAroM 1 r, peakuinHy cymill racunm
1 M BogHuM posunHom HCI i HarpiBanu 0o KiMHaTHOT TemnepaTtypu. PeakuiinHy cymill KOHUEeHTpyBanu
npu NOHMXeHOMY TUcky i ekcTparyBanu AcOEt. EkcTpakT npomusanu posconom, cywunu Hag MgSO,
i KOHUEHTpyBanu npu MOHMXKEHOMY TUCKY. 3anulioK OuMLlany KOMOHKOBOK Xpomartorpadieto Ha
cunikareni  BMKOPUCTOBYKOUM sk entoeHT  rekcaH/AcOEt (1/1-0/1) i nepekpuctanisyBanu 3
giisonponinosun etep/AcOEt opepxytoun BkadaHy B 3aronosky crnonyky (3,33 r, 80% Buxig) sk
6e3bapsHi kpuctanu: *H AMP (300 My, CDCl3): & m.u. 2,68 (3H, c), 3,89 (3H, c), 6,55 (1H, T, J =
72,7 Tu), 7,36-7,45 (2H, m), 7,50 - 7,57 (1H, m), 7,61 (1H, aa, J = 7,8, 1,7 '), 7,72 (1H, c).

HonomixHuin npuknag 88

1-[2-(OndTopmeToken)deHin]-3-[3-(agumeTnnamiHo)npon-2-eHoin]-5-meTokemnipngasunH-4(1H)-oH

O O
I

MeO\fJ\HJ\Il
|
N'N NMe,
F

Cymiw 3-aueTtnn-1-[2-(agudpTopmeTokeun)dpeHinl-5-metokeunipygasunH-4(1H)-ony (3,70 r, 11,93
mmonb) i N,N-gumeTtundopmamigoumeTunavetanto (50 mn) KMN‘aTmnm i3 3BOPOTHIM XONOANIBHUKOM
npotaroM 5 r i nepemiwyBanu NpPOTArOM HOYi Mpu KiMHaTHIW Temnepatypi. Ocap 36upanu
dinbTpyBaHHAM | npommBanu AcOEt ogepixytoun BkasaHy B 3aronoBky cnonyky (4,07 r, 93% Buxig) siK
XKOBTIi KpUcTanu: 'Hamp (300 MI'y, CDClI3): & m.4. 2,90 (3H, c), 3,12 (3H, w ¢), 3,87 (3H, ¢), 5,87 (1H,
w c), 6,31-6,82 (2H, m), 7,30-7,41 (2H, m), 7,43-7,50 (1H, m), 7,63 (1H, oa, J = 7,8, 1,8 'w), 7,74 (1H,
C).

[onomixxHui npuknag 89

MeTun 4-meTokcu-3-okco-2-{[3-(TpndTopmeTun)deHin]rigpazoHo}oyTaHoaT
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Po3umH NaNO, (4,14 r, 60 mmonb) B H,O (15 mn) kpannamun pgopasanu npu 0°C go cymiwi 3-
(TpudpTopmeTun)anininy (6,24 mn, 50 mmons) i 6 M BogHoro posdnHy HCI (50 mn, 300 mmone). MNicns
nepemillyBaHHa NpoTsarom 15 xB., ogepXXaHuin BOAHWA PO3YMH gojaBanu OO0 cycneHsii metun 4-
MeTokcuaueTtoauetaty (7,31 mn, 50 mmonb) i NaOAc (24,6 r, 300 mmonb) B EtOH (80 mn)
oxonomkeHoro go 0°C. Ocapg 36upanu inbTpyBaHHAM, NpoMuBann Boaok i po3umHsanu B AcOEt.
OpraHiyHMA po3uMH MpoMMBanM BOAOK i po3corioM, cywmnun Hag Na,SO, i KOHUEHTpyBanu npu
MOHMWKEHOMY TUCKY. 3anuwok kpuctanizyBanu 3 rekcaH/AcOEt opepxkytoum BkasaHy B 3arofioBKy
cronyky (14,0 r, 88% Buxia) sik 6nino-xo.Ti kpuctanu: "H AMP (300 MIy, CDCls): & m.u. 3,51 (3H x
0,36, c), 3,52 (3H x 0,64, c), 3,90 (3H x 0,36, c), 3,94 (3H x 0,64, c), 4,68 (2H x 0,64, c), 4,70 (2H x
0,36, c¢), 7,41-7,59 (3H + 1H x 0,64, m), 7,71 (1H x 0,36, c), 13,00 (1H x 0,64, c), 14,87 (1H x 0,36, c).

HonomixxHuin npuknag 90

MeTun 5-meTokcmu-4-okco-1-[3-(TpudpTopmeTnn)derin]-1,4-gurigponipnaasvH-3-kapbokecunat

O o

MeO. ) OMe

N.N

L

Po3umH meTtun 4-metokcu-3-okco-2-{[3-(TpucdTopmeTun)deHinirigpasoHo}oyrtaHoat (14,0 r, 44
mmonb) B N,N-gumetundopmamigogumetmnavetani (100 mn) KMn'aTunm i3 3BOPOTHIM XONOAMITbHUKOM
npotaroMm 4 r. licna oxonogXeHHA A0 KiMHaTHOI TemnepaTypw, ocaf 36upanu inbTpyBaHHAM i
npomuBanu rekcaH/AcOEt (3/1) ogepkytoum BkadaHy B 3aronoBky crnonyky (12,9 r, 89% Buxig) sk
maibxe Gini-kpuctanu: Tnn. 169-170°C; *H AMP (300 MI'y, CDClg): & m.4. 3,98 (3H, c), 3,99 (3H, c),
7,66-7,74 (2H, m), 7,83-7,89 (2H, m), 7,95 (1H, c). AHan. pospaxoBaHui ana C,4Hq1:F3N,Oy4: C, 51,23,;
H, 3,38; N, 8,53. 3nanpgeHo: C, 51,15; H, 3,47 N, 8,60.

[onomixxHun npuknag 91

N,5-OumeTokcun-N-meTnn-4-okco-1-[3-(TpudtopmeTun)derinl-1,4-gurigponipnaasuH-3-
kapbokcamig,

O O

MeO N Me

| o
N.N Me

0

o posumHy N,O-gmumeTunrigpokcmnamidy rigpoxnopugy (2,63 r, 27 mmons) i iPr,NEt (4,70 mn, 27
mMorb) B CH,Cl, (30 mn) pogasanu AlMe; (1,8 M po3uuH B Tonyoni, 15 mn, 27 MMOornb) Kpannsmu
npu 0°C B atmocdepi Ar. licnga nepemiwyBaHHa NpoTaroM 1 r, KpannsaMmy gogasany po3ynH metun 5-
MeTOoKCU-4-okco-1-[3-(TpudTopmeTun)deHin]-1,4-gurigponipugasun-3-kapobokecunaty - (2,95 r, 9
mMorb) B CH,Cl, (30 mn) i cymiw nepewmiwysanu npotarom 1 1 npu 0°C. PeakuinHy cymiw BunvBanu B
nig-soga i ekcrtparyBanu AcOEt. EkcTpakt npomuBanu po3conom, cywunu Hag MgSO, i
KOHLEHTPYBanu Mnpu MOHWKEHOMY TUCKY. 3anuoK ouyuLiany KOMOHKOBOK Xpomartorpadieio Ha
OCHOBHOMY cunikareni BukopuctoBytoun sk entoeHT AcCOEt i nepekpuctanidyBanu 3 rekcaH/AcOEt
OOEepXKyHuM BKaszaHy B 3arofioBky crnonyky (2,15 r, 67% Bwuxig) sk mawke Gini-kpuctanu: Trnn. 170-
171°C; 'H AMP (300 Mru, CDCl3): & m.u. 3,41 (3H, ¢), 3,71 (3H, c), 3,98 (3H, c), 7,63-7,71 (2H, m),
7,80-7,86 (1H, m), 7,88 (1H, c), 7,98 (1H, c). AHan. po3paxoBaHun anga CisHi4F3N3O4: C, 50,42; H,
3,95; N, 11,76. 3Hanpaeno: C, 50,48; H, 4,07; N, 11,66.

[onomixxHun npuknag 92

3-AueTtnn-5-meTtokcu-1-[3-(TpucdtopmeTun)deHinnipugasunH-4(1H)-oH
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O o

| 1 Me

N.N

e

MeMgBr (3 M po3uuH B gieTnnoBomy etepi, 4 M, 12 mmorb) KpannsmMmu gogaeanv npu -78°C go
PO34YnNHY N,5-gmmeTtokcun-N-meTun-4-okco-1-[3-(TpucdtopmeTtun)deHinl-1,4-gurigponipmaasmH-3-
kapbokcamigy (2,09 r, 5,85 mmonb) B THF (50 mn). lMNicna nepemiwyBaHHa npoTaroMm 1 r, peakuinHy
cymiw racunu HacuyeHum BogHum po3dmHoMm NH,Cl i ekctparyBanu Tpu pasm AcOEt. O6‘egHaHi
eKcTpakTu npommusanu posconom, cywmnu Hag MgSO, i KOHUEeHTpyBanu npuv MOHWXEHOMY TUCKY.
3anuwoKk ouuManu KOMOHKOBOK Xpomatorpadieto Ha cunikareni BUKOPUCTOBYKOUYM $IK  eMOeHT
AcOEt/MeOH (1/0-10/1) i nepekpucTanidyBanu 3 rekcaH/AcOEt ogepxytoum BkasaHy B 3arorioBky
cnonyky (1,44 r, 79% Buxin) sik maike 6Gini-kpuctanu: Tnn. 155-156 °C; *H AMP (300 My, CDCls): &
mud. 2,71 (3H, c), 3,98 (3H, c), 7,68-7,76 (2H, wm), 7,83-7,88 (2H, m), 7,94 (1H, c). Awnan.
po3paxoBaHun anst C14H.1F3N»03: C, 53,85; H, 3,55; N, 8,97. 3HangeHo: C, 53,79; H, 3,59; N, 9,02.

[onomixxHuin npuknag 93

3-[3-(OumeTnnamiHo)npon-2-eHoin]-5-meTtokcu-1-[3-(TpudTopmeTun)deHin]nipaasuH-4(1H)-oH

O O

MeO

MeO.

|0l
NN SNMe,

F3C

PosunH 3-auetun-5-metokeun-1-[3-(tpucdbtopmetun)deHininipngasuH-4(1H)-ony (1,39 r, 4,45
mmonb) B N,N-gumeTtundopmamigammeTunauetani (15 mn) kun‘'atmnu i3 3BOPOTHIM XONOAMNITBHUKOM
npotsarom 3 r. lNMicns oxonokeHHa 00 KIMHATHOT TeMnepaTypu, peakuinHy CyMill KOHLeHTpyBanu npm
NMOHWXXEHOMY TUCKY | 3annwok po3unHanu B AcCOEt. OpraHiyHuin po3ymH npomMuBany HamniB-HacuyeHUm
pPO3CONOM i BOOHWIA po34dnH ekcTparyBanu 4otupu pasv AcOEt. O6'egHaHi opraHivHi wapu cywunm
Hag MgSO, i KOHUEHTpyBanu npu MOHMWXEHOMY TUCKY. 3anuuwok nepekpuctanisyBann 3 AcOEt
oflepXytoun BkasaHy B 3arornosky crnonyky (1,46 r, 89% Buxig) sik opaHxesi kpuctanu: Tnn. 176-
178°C; 'H SIMP (300 My, CDCly): & m.u. 2,91 (3H, c), 3,14 (3H, c), 3,96 (3H, c), 5,80 (1H, 4, J = 13,2
Mu), 7,61-7,68 (2H, m), 7,80 (1H, w c¢), 7,84-7,90 (2H, m), 7,96 (1H, c). AHan. po3paxoBaHun ang
C.7H46F3N304: C, 55,59; H, 4,39; N, 11,44. 3nangeHo: C, 55,32; H, 4,51; N, 11,30.

HonomixHun npuknag 94

MeTtun 2-[(2-dpTop-4-ioadeHin)rinpasoHo]-4-meTokeu-3-okcobytaHoat

O O
MeO ) OMe

HN'N

F :
|
Po3umH NaNO, (1,66 r, 24 mmonb) B H,O (5 mn) kpannamu gogasanu npu 0°C go cymiwi 2-¢ptop-
4-vopaHinivy (4,74 r, 20 mmonb) i 6 M BogHoro posuuHy HCI (20 mn, 120 mmons). [licns
nepemillyBaHHa NpoTarom 15 xB., ogepXaHui BOOHUM PO3YMH AoJdaBanv OO CyCcneHsii metun 4-
MeTokcuaueTtoauetaty (2,59 mn, 20 mmons) i NaOAc (9,84 r, 120 mmonb) B MeOH (40 mn)
oxonogxeHoi o 0°C. PeakuiHy cymiw BunmBanu y Bogy i ekctparyBanm AcOEt. EkcTtpakT
npoMuMBanuM HacudeHum BogHuM po3unHom NaHCO; i posconom, cywwmnm Hag MgSO, i
KOHLIEHTpYBarnu npu noHWXeHOMY TUCKY. 3anuiiok nepekpucranidyBanu 3 rekcaH/AcOEt ogepxytoun
BKa3aHy B 3aronosky crnonyky (6,29 r, 80% Buxia) sk xosTi kpuctanu: Tnn. 141-146°C; 'H amp (300
Mrl'u, CDCl;): & m.u. 3,50 (3H, c), 3,93 (3H, c), 4,64 (2H, c), 7,35 (1H, T, J = 8,5 ), 7,49-7,55 (2H, m),
12,97 (1H, w c). Anan. pospaxoBaHun ans Ci,H,FIN,Oy4: C, 36,57; H, 3,07; N, 7,11. 3HangeHo: C,
36,74; H, 3,10; N, 7,32.
HonomixHun npuknag 95
MeTtun 1-(2-dpTop-4-hoadeHin)-5-meTokcu-4-okco-1,4-gurigponipmaasmnH-3-kapbokeunat
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Po3unH metun 2-[(2-dpTop-4-noadeHin)rinpasoHo]-4-meTokcu-3-okcobytaHoaty (6,27 r, 15,9
mmonb) B N,N-gumeTtundopmamiganmeTunavetani (60 mn) KMn‘atmnm i3 3BOPOTHIM XONOANIbHUKOM
npotarom 3 r. licna oxonomkeHHs 40 KIMHATHOI TeMnepaTypu, peakuinHy cymill BUAMBanun y Bogy i
ekcTparyBanu AcOEt. EkcTpakT npomMmnBanu Bogoto i poscosnom, cywmnm Hag MgSO, i KoHUeHTpyBanm
Npyv MOHWXEHOMY TUCKY. 3anuoK ouManu KOFIOHKOBOK Xxpomartorpadiieto Ha cunikareni
BUKopucToBYtouM sk entoeHT AcOEt i nepekpuctanisysann 3 MeOH ogepytoum BkasaHy B 3aronoBKy
crnonyky (3,77 r, 59% Buxig) Ak mamke 6ini-kpuctanu: Tnn. 160-162°C; 'H amp (300 Mlu, CDCls): &
m.u. 3,90 (3H, c), 3,97 (3H, c), 7,36-7,41 (1H, m), 7,64-7,70 (2H, m), 7,73 (1H, g, J = 2,6 ). Anan.
pospaxoBanun ons Ci3HoFIN,O4: C, 38,64; H, 2,49; N, 6,93. 3HangeHo: C, 38,68; H, 2,59; N, 6,98.

JonomixHuin npuknag 96

1-(2-®1op-4-noadeHin)-N,5-aumetokcn-N-metun-4-okco-1,4-gurigponipnaasunH-3-kapbokcamig

MeO Me

o posumHy N,O-gmmeTunrigpokcunamidy rigpoxnopugy (8,78 r, 90 mmons) i iPr,NEt (15,7 mn, 90
Mmmonb) B CH,CI, (100 mn) nosinsHo npu 0°C B atmocdepi Ar pogasanu AlMe; (1,8 M posunH B
Tonyoni, 50 mn, 90 mmone). MNicna nepemiwysaHHs NpoTarom 1 r, JoAaBanu MoBifbHO PO3YUH MEeTUnN
1-(2-cpTop-4-ioadeHin)-5-meTokcu-4-okco-1,4-gurigponipuaasvi-3-kapobokemnaTty (12,1 r, 30 mmonsb)
B CH,ClI, (100 mn) i cymiw nepemiwysanu npotarom 1 r npu 0°C. PeakuiiHy cymiw BunvMBanu B nig-
BOAa i opraHiyHMIn wap BigokpemntoBanu. BogHun wap ekctparysanu AcOEt. O6‘egHaHi opraHivHi
Lapu npommusanu po3conom, cywmnu Hag MgSO, i| KOHUEHTPYBaNM NPy NOHWXXEHOMY TUCKY. 3anmLIOK
ouuLanM KOINOHKOBOK XpomaTorpadieto Ha OCHOBHOMY curiikaresni BMKOPWUCTOBYKOUM SK EroeHT
AcOEt ogepxytoun BkasaHy B 3aronoBky cnonyky (9,96 r, 77% Buxig) sk 6iny amopdHy TBepay
PEYOBUHY: 'H ampP (300 Mrlu, CDCIs): & m.u. 3,39 (3H, c), 3,70 (3H, c¢), 3,90 (3H, ¢), 7,39 (1H, 1, J =
8,1Tu), 7,63-7,67 (2H, m), 7,77 (1H, g, J = 2,3 'u).

[onomixxHuin npuknag 97

3-Auetnn-1-(2-prop-4-oadeHin)-5-metokcunipnaasuH-4(1H)-oH

O O

MeO Me

N-

I

MeMgBr (1 M posuuH B THF, 70 mn, 70 mmone) kpannsamu gogasanu npu -78°C oo posyunHy 1-(2-
dpTop-4-noadeHin)-N,5-gumetokcu-N-metun-4-okco-1,4-aurigponipuaasmn-3-kapbokcamigy (9,96 .,
23 mmonb) B THF (250 mn). MNicna nepemiwyBaHHa npotdarom 1 r, peakuinHy cymiw racunm 1 M
BoaHUM po3umHoM HCI i ekctparysanu AcOEt. EkcTpakT npomuBanu poscornoM, cylumnm Hag MgSOy i
KOHLUEHTpYBanu npu MOHWKEHOMY TUCKY. 3anuwioK o4uLlany KONOHKOBOK XpoMaTorpadieto Ha
cunikareni BukopuctoBytoum sk entoeHT AcOEt i nepekpucTtanisysann 3 MeOH op,ei)x(yroqm BKasaHy B
3aronoBky cnonyky (2,05 r, 23% Buxig) sk 6nigo->xoBTi kpuctanu: Tnn. 196-198°C; "H AMP (300 MI'w,
CDCls): & m.u. 2,67 (3H, c), 3,90 (3H, c), 7,36-7,41 (1H, m), 7,66-7,71 (2H, m), 7,73 (1H, A, J = 2,6 l"u).
AHan. pospaxoBaHui ans C.3HqoFIN,Os: C, 40,23; H, 2,60; N, 7,22. 3HangeHo: C, 40,25; H, 2,87; N,
7,28.

HonomixHun npuknag 98
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MeTtun 5-(meTokcmmeTunn)-4-okco-1-[3-(TpucptopmeTtun)deHinl-1,4-gurigponipuaasmH-3-
kapbokcmnat
0O
CO,Me
MeO | |
N
N
F,C

Po3umH NaNO, (2,48 r, 36 mmonb) B H,O (10 mn) kpannamu gopasanu npy 0°C go cymiwi 3-
(TpudpTopmeTun)anininy (3,75 mn, 30 mmonse) i 6 M BogHoro posunHy HCI (30 mn, 180 mmons). MNicns
nepemillyBaHHa NpoTarom 15 xB., ogepXXaHW BOAHMW PO3YMH AodaBanv OO cycneHsii metun 5-
meTokcu-3-okcoBanepaty (4,37 mn, 30 mmonb) i NaOAc (14,8 r, 180 mmons) B EtOH (50 mn)
oxonomkeHoi go 0°C. lMicns nepeMillyBaHHSA NPOTSAroM 5 XB., peakuiiHy Cymill BUnMBanu y Boay i
ekcTparyBann AcOEt. EkcTpakT npomuBanu HacuyeHum BoaHuMM po3dnHoMm NaHCO; i posconom,
cywunu Hag MgSO, i KOHUEHTpyBanuM MpU MOHWKEHOMY Tucky. Po3umH 3sanuwky B N,N-
anveTtundopmamiganmeTtunauetani (50 mn) KMN‘ATMNM i3 3BOPOTHIM XONOAWMBbHMKOM MPOTAroM 4 T.
Micna  oxonomkeHHs OO0  KIMHATHOI  TemnepaTypu, ocag 36upann  QinbTpyBaHHAM i
nepekpuctaniaysanu 3 AcOEt ogepxytoun BkazaHy B 3arofioBky cnonyky (7,13 r, 69% Buxia) Sk »oBTy
TBEpay pevosBuHy: Tnn. 138-140°C; 'H ampP (300 MI'u, CDCl3): & m.u. 3,53 (3H, c), 4,00 (3H, c), 4,49
(2H, p, J=1,5Tu), 7,65-7,73 (2H, m), 7,82-7,85 (1H, m), 7,89 (1H, ¢), 8,38 (1H, T, J = 1,5 'y). AHan.
pospaxoBaHun ons CisH13FsN,O4: C, 52,64; H, 3,83; N, 8,18. 3HangeHo: C, 52,50; H, 3,89; N, 8,17.

HonomixHuin npuknag 99

N-MeTtokcu-5-(meTokenmeTun)-N-meTun-4-okco-1-[3-(tpudtopmetnn)enin]-1,4-
avrigponipnaasuH-3-kapbokcamig

MeO | |

N
N

Ne

[o po3unHy N,O-gumetunrigpokcunaminy rigpoxnopuay (2,63 r, 27 mmonb) i iProNEt (4,70 mn, 27
Mmmonb) B CH,Cl, (30 mn) kpannamu npu 0°C B atmMocdepi Ar gopnasanu AlMe; (1,8 M posunH B
Tonyoni, 15 mn, 27 mmone). lNMicns nepemiwyBaHHS NpoTArom 1 r, KpannsaMu gogasany po3ynH MeTun
5-(meTokcumeTnn)-4-okco-1-[3-(TpucpTopmeTun)denin]-1,4-gurigponipugasvH-3-kapbokecunat (3,08 T,
9 mmonb) B CH,Cl, (30 mn) i cymiw nepewmiwysanu npotarom 1 r npu 0°C. PeakuinHy cymiw
BUnMBanu B nig-soda i ekctparysanu AcOEt. Ekctpakt npomuBanu posconom, cywmnnu Hag MgSOQOy i
KOHLEHTpYBanu Mpu MOHWXEHOMY TUCKY. 3anulioK O4MLianyM KOJMOHKOBOK XpomaTorpadieto Ha
cvnikareni BukopuctoBytoun ak entoeHT AcOEt i nepekpuctanisyBanu 3 rekcan/AcOEt ogepxytoum
BKasaHy B 3aronoBky cnonyky (1,99 r, 60% suxig) sk mamke 6iny TBepay peyoBuHy: Trn. 157-159°C;
'"H AMP (300 Mru, CDCly): & m.u. 3,41 (3H, c), 3,53 (3H, c), 3,67 (3H, c), 4,50 (2H, A, J = 1,1 I'y),
7,62-7,71 (2H, m), 7,79-7,85 (1H, m), 7,90 (1H, c), 8,39 (1H, T, J = 1,1 'u). AHan. po3paxoBaHui Ans
Ci6H16F3N3O4: C, 51,75; H, 4,34; N, 11,32. 3nanpeHo: C, 51,77; H, 4,25; N, 11,24.

HonomixxHui npuknag 100

3-AueTnn-5-(metokcumeTunn)-1-[3-(TpudTtopmeTun)eHin]nipnaasnH-4(1H)-oH

@) 0]

MeO Me

F.C
3
MeMgBr (1 M po3uuH B THF, 16 mn, 16 mmonb) kpannsmu gogasanuy npu -78°C go posumHy N-
MEeTOKCU-5-(MeTokcumeTnn)-N-meTun-4-okco-1-[3-(tpudptopmetmn)deHin]-1,4-gurigponipyaasmH-3-
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kapbokcamigy (1,95 r, 5,25 mmons) B THF (50 mn). Micnsa nepemiwyBaHHs npotarom 1 r, peakuiiHy
cymiw racvnu HacuyeHum BogHuM posdnHom NH,CI i ekctparyBanu AcOEt. EkctpakT npomuBanu
posconoM, cywmnu Hag MgSO, i KOHUEHTpyBanmu Mpu MOHWXEHOMY TWUCKY. 3anuviioK oyuwanu
KOJMMOHKOBOK  XpomaTorpadiielo  Ha  cunikareni  BUKOPUCTOBYHUM sk emoeHT  AcOEt i
nepekpuctaniayBanu 3 rekcad/AcOEt ogepxytoun BkasaHy B 3aronoBky crnonyky (1,42 r, 83% Bwuxia)
ik 6nino-XoBTy TBepAy peyoBuHy: Tnn. 141-143°C; *H AMP (300 MI'y, CDCl3): d m.u. 2,68 (3H, c),
3,54 (3H, ¢), 4,50 (2H, o, J = 1,5 Tu), 7,66-7,74 (2H, m), 7,81-7,87 (1H, m), 7,89 (1H, ¢), 8,38 (1H, T, J
=1,5I'u). AHan. pospaxoBaHuii ansa C,sH13F3N,Os: C, 55,22; H, 4,02; N, 8,59. 3HaiigeHo: C, 55,26; H,
3,95; N, 8,58.

HonomixxHun npuknag 101

3-Auetnn-1-[3-(TpuctopmeTun)denininipnaasunH-4(1H)-oH

O O

| | Me

F

Cymiw 3-{[3-(TpudTopmeTun)deHinlrigpazoHoineHtan-2,4-giony (5,00 r, 18,4 mmonb) i N,N-
anvetundopmamiganmeTtunavetanto (2,44 mn, 18,4 mmons) B DMF (100 mn) Harpisanu npu 80°C
npotsirom 4 r. Cymiw possoannn 1 M BogHum posumHoM HCI, ekctparyBanu EtOAc, npomuBanmu
po3conoM, cywmunu Hag Na,SO,, ginbTpyBanu, KOHUEHTPYBanM y BaKyyMi, O4YMLLANM KOJIOHKOBOIO
xpomaTtorpadieto Ha cunikareni (rekcad/EtOAc = 50/50 go 0/100 i EtOAc/MeOH = 100/0 go 80/20) i
po3tupanu 3 EtOAc/rekcaH ofepxytoum BkasaHy B 3aronioBky crnonyky (3,38 r, 65% Buxig) gk 6nigo-
KOBTY TBepAy peuoBuHy: ‘H AMP (IMCO-ds, 300 MIL): & m.u. 2,55 (3H, c), 6,75 (1H, A, J = 8,0 '),
7,78-7,88 (2H, m), 8,06-8,16 (2H, m), 8,96 (1H, A, J = 8,2 "u).

HonomixHun npuknag 102

3-AueTtun-5-6pom-1-[3-(tpudTopmeTun)deHin]nipnaasunH-4(1H)-oH

O O

B
r Me

|
-N

F

F
F

[o posuuny 3-auetunn-1-[3-(TpuctopmeTun)dpeHininipugasnH-4(1H)-ony (1,00 r, 3,54 mmonb) B
AcOH (3,5 mn) popasanu Br, (0,181 mn, 3,54 mMmonb) npu kiMHaTHIn Temnepatypi. Cymiw
nepemillysanu npu KiMHaTHIN TemnepaTtypi npotarom 2 r. Cymilw po3soaunu BOOOK i BOAHUM
posumHoM NaHCOj;, ekctparysann EtOAc, cywumnu Hag MgSO,, inbTpyBanu, KOHUEHTpyBanu y
BaKyyMi i oumLlanmn KONMOHKOBOK Xpomatorpadieto Ha cunikareni (rekcan/EtOAc = 50/50 go 0/100)
O[lepXyloum BKa3aHy B 3arofioBky cnonyky (332 mr, 26% Buxia) sik 61igo-xoBTy TBepay pevoBuHy: ‘H
AMP (OMCO-dg, 300 MI'y): & m.u. 2,57 (3H, ¢), 7,79-7,91 (2H, m), 8,09-8,17 (1H, m), 8,22 (1H, ¢),
9,58 (1H, c).

HonomixxHun npuknag 103

MeTun 4-meTokcu-6-okco-1-[3-(TpudtopmeTun)derinl-1,6-gurigponipunagasuH-3-kapbokcunar

Me
_ | CO,Me

!

O N

F.C
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Po3umH NaNO, (2,07 r, 30 mmonb) B H,O (10 mn) kpannamu gopasanu npy 0°C go cymiwi 3-
(TpudpTopmeTun)anininy (3,12 mn, 25 mmons) i 6 M BogHoro posunHy HCI (25 mn, 150 mmone). MNicns
nepemillyBaHHSa NpoTsarom 15 xB., ogepXXaHnin BOAHUIN po3vnH Aofasanu Ao cycneHsii aumertmn 1,3-
aueTtoHagukapbokcunaty (3,61 mn, 25 mmonb) i NaOAc (12,3 r, 150 mmonb) B EtOH (40 mn)
oxonomkeHoi ao 0°C. MNicnsa nepemiwyBaHHA npotaroM 10 XB., peakuiiHy CyMmill BUNMBanu y Bogy i
ekcTparyBann AcOEt. EkcTpakT npomuBanu HacuyeHmm BogHMM po3dmHoM NaHCO; i posconom,
cywmnu Hag MgSO, | KOHLEHTpYBanu npu NOHWKeHOMY TUCKY. Po3umnH 3anuwky i NaOMe (2,70 r, 50
Mmmonb) B MeOH (50 mn) nepemiwyBanu npotsrom 30 XB. Npu KiMHATHIN TemnepaTypi. PeakuiiHy
cymiw Bunmeanu B 1 M BogHui po3umH HCI i ekctparyBsann AcOEt. EkcTpakT npomumBanu po3cornom,
cywunun Hag MgSO, | kKoHUEeHTpyBanu Npu NoOHWxXeHomy Tucky. Cycnensito sanuwky, Mel (3,11 mn, 50
mmonb) i K,CO3; (10,4 1, 75 mmonb) B DMF (50 mn) nepewmiwysanu npoTtaroMm 1 r npu KiMHaTHIn
TemnepaTtypi. Peakuiiny cymiw Bunusanu y soay i ekctparysanun AcOEt. ExkcTpakT npommBanu Bogoto
i posconom, cywunu Hag MgSO, i KOHUEHTpyBanu npu MOHWKEHOMY TUCKY. 3arnuwiok oyuwanu
KOMOHKOBOK XpoMaTorpacpieto Ha OCHOBHOMY curiikarerni BUKOPUCTOBYIOUM siK entoeHT rekcaH/AcOEt
(1/1) i nepekpuctanisyBanu 3 rekcaH/AcOEt ogepxytoun BkasaHy B 3aronoBky cnonyky (1,83 r, 22%
BMXig) Sk 6nigo-xoBTy TBEepay pevoBuHy: Tnn. 124-125°C; 'H amp (300 MI'u, CDCl3): & m.u. 3,94
(3H, c), 3,95 (3H, ¢), 6,32 (1H, c), 7,57-7,62 (1H, m), 7,65-7,68 (1H, m), 7,80-7,84 (1H, m), 7,88 (1H,
c). AHan. pospaxoBaHun gna Ci4Hi1F3sN,O4: C, 51,23; H, 3,38; N, 8,53. 3HangeHo: C, 51,29; H, 3,40;
N, 8,52.

HonomixxHun npuknag 104

N,4-AnmeTokcn-N-meTnn-6-okco-1-[3-(TpudpTtopmeTun)deHinl-1,6-aurigponipngasnt-3-
kapbokcamig,

OMe O
aaN
N OMe
0~ N~

F,C

Ho posunHy N,O-gumeTtunrigpokcunamidy rigpoxnopuay (1,58 r, 16,2 mmone) i iPr,NEt (2,82 mn,
16,2 mmonb) B CH,CI, (13 mn) kpannamu npu 0°C B atmocdepi Ar gogasanu AlMe; (1,8 M po3unH B
Tonyoni, 9,0 mn, 16,2 mmone). lMicna nepemiwyBaHHA npoTaroMm 1 r, KpannaMu gogasany pPo3yuvH
MeTun 4-meTokcu-6-okco-1-[3-(TpudtopmeTtun)denin]-1,6-aurigponipngasuH-3-kapbokcunaTty (1,77 T,
5,4 mmonb) B CH,Cl, (15 mn) i cymiw nepemiwysanu npotsarom 1 r npu 0°C. PeakuiiHy cymiw
BUnMBanu B nig-soda i ekctparysanu AcOEt. Ekctpakt npomuBanu posconom, cywmnnu Hag MgSOy, i
KOHLUEHTpyBanu Mpu MOHMXEHOMY TUCKY. 3anuvliOK O4MLianM KOMOHKOBOK XpomaTorpadiero Ha
cunikareni BukopuctoBytoun gk entoeHT AcOEt i kpuctanisysanu 3 rekcaH/AcOEt ogepxytoum BKkasaHy
B 3aronoBky crionyky (1,48 r, 83% Buxia) sk 6iny Teepay peuosuHy: Tnn. 127-129°C; *H AMP (300
MI'y, CDCls): © m.u. 3,37 (3H, ¢), 3,64 (3H, c), 3,91 (3H, ¢), 6,30 (1H, c¢), 7,55-7,60 (1H, m), 7,62-7,65
(1H, m), 7,82-7,86 (1H, m), 7,88 (1H, c). Anan. pospaxoBaHui ans C,sH14F3N3;0,4: C, 50,42; H, 3,95; N,
11,76. 3HangeHo: C, 50,47; H, 3,99; N, 11,83.

HonomixxHun npuknag 105

6-AueTun-5-metokcn-2-[3-(TpudTopmeTun)deHin]nipnaasumH-3(2H)-oH

Me O

= Me

F,C

MeMgBr (1 M posunH B THF, 4 mn, 12 mmonb) kpannamu aoaasanu npu -78°C oo posunHy N,4-
anmeTokcn-N-meTnn-6-okco-1-[3-(TpudpTopmeTnn)deHrin]-1,6-aurigponipuaasnH-3-kapbokcamigy
(1,43 r, 4 mmonb) B THF (15 mn). lMicna nepemiwyBaHHA NpoTaroMm 1 T, peakuiiHy CyMill racunm
HacudyeHuMm BoaHuM po3duHom NH4CIl i ekctparyBann AcOEt. EkcTpakt npommuBanu po3COfomM,
cywunu Hag MgSO, i KOHUEHTpyBanu Npu MOHWKEHOMY TUCKY. 3anuloK O4uanu KOJTIOHKOBOI
Xpomarorpadpieto  Ha  cunikareni  BUKOPUCTOBYHOUM sk entoeHT  rekcan/AcOEt  (1/1) i
nepekpuctanisyBanu 3 rekcaH/AcOEt ogepxxytoun Bka3aHy B 3arofioBKy crionyky (566 mr, 45% Bwuxia)
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sk 6iny TBepay peyoBuHy: Tnn. 136-138 °C; *H AMP (300 MI'y, CDCls): & m.u. 2,57 (3H, c), 3,93 (3H,
c), 6,31 (1H, ¢), 7,63 (1H, 1, J = 7,9 Tu), 7,69 (1H, o, J = 7,9 T'y), 7,84-7,88 (1H, m), 7,91 (1H, c).
AHnan. pospaxoBaHui gna C4H11F3N-Os: C, 53,85; H, 3,55; N, 8,97. 3HangeHo: C, 53,96; H, 3,57; N,
8,96.
HonomixxHun npuknag 106
5-MeTokcu-6-(1-dpeHin-1H-nipason-5-in)-2-[3-(TpudpTopmeTun)deHin]nipngasnH-3(2H)-oH

PosunH 6-aueTtun-5-metokcu-2-[3-(tpudtopmeTtun)deHininipngasun-3(2H)-ony (540 wmr, 1,73
mMonb) B N,N-gnmetundopmamiganmeTtunagertani (5 mMn) KMN‘ATUAM i3 3BOPOTHIM XOMOANSTbHUKOM
npotarom 3 r. [licns oxono4keHHA A0 KiIMHaTHOT TeMMNepaTypu, peakuiiHy Cymill KOHLEHTpYyBanu npu
NMOHWKEHOMY TUCKY. 3anuwok po3sogunu AcOEt, npoMmBany BoAoK i po3conom, cywmnu Hag MgSO,
i KOHLLEHTPYBanu Npy NOHWXEHOMY TUCKY. Po3umnH 3anuvwiky i deHinrigpasumny (0,551 mn, 5,19 mmoneb)
B MeOH (5 mn) kun‘atmnu i3 3BOPOTHIM XONOAWINbHUKOM MpoTarom 2 r. [licns OXOMOMKEHHS [0
KiMHaTHOI TemnepaTypu, peakuiiHy cymiw Bunusarm B 1 M BogHum posumH HCI i ekctparyeBanm
AcOEt. Ekctpakt npomusanu posconom, cywmnm Hag MgSO, i KOHUEeHTpyBanu npu MOHUXEHOMY
TUCKY. 3anuLIoK o4nLany KONOHKOBOK XpomaTtorpadieto Ha cunikaresni BUKOPUCTOBYIOYM AK eN0eHT
rekcaH/AcOEt (1/1) i nepekpucTtanidyBanu 3 rekcaH/AcOEt ogepxyoun BkasaHy B 3aronoBKy CronyKy
(323 wmr, 45% Buxia) Ak 6iny TBepay peyoBuHy: Tnn. 165-167°C; 'H amp (300 MI'y, CDCl3): & M.u.
3,73 (3H, ¢), 6,27 (1H, ¢), 6,78 (1H, 8, J = 1,9 '), 7,31-7,50 (8H, m), 7,52-7,58 (1H, m), 7,77 (1H, g, J
=1,9 'y). PX-MC (ECI) m/z 413 [M + H]". Anan. poapaxosanuii ans C,H;sF3sN,O,: C, 61,17; H, 3,67;
N, 13,59. 3HangeHo: C, 61,12; H, 3,72; N, 13,54.

HonomixxHun npuknag 107

4-Okco-1-[3-(TpudbTopmeTnn)deHin]-1,4-gurigponipmaasunH-3-kapboHoBa KMcnoTa

O O

F

Ho cycneHnsii metun 4-okco-1-[3-(TpudTopmeTtun)deHinl-1,4-aurigponipngasnH-3-kapbokcmnaTty
(10,0 r, 33,5 mmonk) B MeOH (150 mn) gogasanun 1 M BogHun po3umH NaOH (50 mn) npu 0°C. Cymiw
nepemiysanu npu kimHaTHIn Temnepatypi 30 xB. o cycneHsii gogasann 1 M BogHuii po3uuH HCI
(50 mn) npu 0°C. Cymiw KoHUeHTpyBanu y Bakyymi. Ocagm 3bupanu inbTpyBaHHSAM, npoMuBanu
BOAOI0 i cywmnn y Bakyymi npun 50°C ogepxxytoum BkasaHy B 3aronoBky crnonyky (9,25 r, 97% suxia) sx
©nino-KoBTYy TBEPAY PEYOBUHY: 'H amp (OMCO-dg, 300 MIu): d mM. 7,02 (1H, A, J = 7,7 Tu), 7,81-
7,96 (2H, m), 8,06-8,21 (2H, m), 9,16 (1H, g, J = 7,7 Tu).

HonomixxHun npuknag 108

N-MeTtokcu-N-meTnn-4-okco-1-[3-(TpudpTopmeTun)deHinl-1,4-gurigponipnaasuH-3-kapookcamig

O O

F
Cymiw 4-okco-1-[3-(TpudptopmeTtun)deHin]-1,4-gurigponipnaasuH-3-kapboHosoi kucnotu (2,00 r,
7,04 mmonb) i CDI (1,26 1, 7,74 mmons) B THF (20 mn) HarpiBanu npu 40°C npoTdarom 2 r. [1o po3vnHy
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popasanu N-metokcumeTtaHamiHy rigpoxnopugy (1,03 r, 10,6 mmons) i i-ProNEt (1,84 mn, 10,6
MMOIb) NpK KiMHaTHIM TemnepaTypi. Po3umH nepemilyBanu npu KiMmHaTHin Temnepatypi npotarom 20
r. Cymiw possogunu Bogoto, ekctparyBanu EtOAc, npomuBanu posconom, cywmnnu Hag Na,SOy,
dinbTpyBanu, KOHUEHTPYBaNM y BaKyyMi i ouMLlann KOMOHKOBOK Xxpomartorpacpieto Ha cunikareni
(rekcan/EtOAc = 50/50 go 0/100 i EtOAc/MeOH = 100/0 go 80/20) ogepXyroun HEOUULLIEHY BKa3aHy B
3aromnoBKy cnosnyky (2,40 r) sik 6nino-xosTy TBepay peyosuHy: ‘H AMP (OMCO-ds, 300 MIL): & m.u.
3,28 (3H, c), 3,61 (3H, ¢), 6,67 (1H, 8, J =7,9Tu), 7,77-7,90 (2H, m), 8,00-8,14 (2H, m), 8,99 (1H, g, J
=7,9Tu).

HonomixHun npuknag 109

3-lMponaHoin-1-[3-(TpucTopmeTun)deHinlnipugasunH-4(1H)-oH

O O
Me

F

Ho po3unHy N-meTokcu-N-meTun-4-okco-1-[3-(Tpudptopmetun)deHin]-1,4-gurigponipugasv-3-
kap6okcamigy (1,20 r, 3,52 mmonb) B THF (20 mn) pogasanu EtMgBr (1,0 M B THF, 7,04 mn, 7,04
mMonb) npu -78°C nig N,. Cymiw nepemiwysanu npu -78°C npotsrom 1 r. Peakuito racunm
HacudyeHuM BogHuMM po3umHoM NH,Cl npu -78°C. Cymiw HarpiBanu [o KiMHATHOI TemnepaTtypw,
ekctparyBanu EtOAc, cywunu Hag Na,SO,, ¢inbTpyBanu, KOHUEHTpYBanu y BaKyyMmi i o4uwanu
KONMOHKOBOI xpomatorpadicto Ha cunikareni (rekcan/EtOAc = 50/50 go 0/100) ogepikytoum BKasaHy B
3aronoBKy cronyky (767 mr, 74% Buxia) sk 6nino-xoBTy TBepay peyosuHy: "H AMP (QMCO-dg, 300
MIy): & m.y. 1,06 (3H, 7, =7,2Tu), 2,99 (2H, k, J =7,2Tu), 6,73 (1H, A, J = 8,3 l'u), 7,79-7,88 (2H,
m), 8,06-8,17 (2H, m), 8,97 (1H, g, J = 8,3 'u).

HonomixHun npuknag 110

4-Bpom-3-deHin-1H-nipason

Br

—
/

Po3uuH 3-cpeHin-1H-nipasony (4,08 r, 28,3 mmonb) i NBS (5,04 r, 28,3 mmonb) B8 DMF (40 mn)
nepemiwysanu npotarom 1 r npu KiMHaTHIN Temnepatypi. PeakuiiHy cymiw BunuBanu y Boay i
ekcTparysanu AcOEt. EkcTpakT npommnBanu Bogoto i po3conom, cywmnu Hag MgSO, i KoHUeHTpyBanu
npu MOHWXEHOMY TUCKy. 3anuwok nepekpuctanidysanu 3 rekcaH/AcOEt opepxytoun BkasaHy B
3aronosky cnonyky (5,84 r, 93% Buxia) sk 6iny TBepgy pevosBuHy: Tnn. 114-116°C; 'H amp (300
Mlu, CDCl3): & m.M. 7,39-7,50 (3H, M), 7,64 (1H, ¢), 7,77 (2H, g, J =6,8 '), 10,73 (1H, wc).

HonomixxHun npuknag 111

4-Bpom-3-eHin-1-tputnn-1H-nipason

Br

/

%
N\N

CycneHsito 4-6pom-3-cpeHin-1H-nipasony (6,13 r, 27,5 mmons), Tputunxnopugy (15,3 r, 55,0
MMorb) i K,CO3 (11,4 1, 82,5 mmonbk) B DMF (100 mn) nepemiwysanu npotarom 60 r npu 90°C. Micns
OXOJIOKEHHS 4O KiIMHATHOI TemnepaTypw, peakuinHy cymill BunvuBanu y Bogy i ekctparysanun AcOEt.
EkcTpakTt npomwuBanu Bogoto i posconom, cywunu Hag MgSO,, KOHUEHTPYBamM NMpu MOHWKEHOMY
TUCKy. 3anuLwiok nepekpuctanidysanu 3 rekcad/THF ogepxxytoun BkasaHy B 3aronoBky crionyky (8,00
r, 63% Buxia) sik 6iny TBepAy peyvoBuHy: Tnn. 181-183°C; *H AMP (300 Mru, CDCly): 5 m.u. 7,16-7,22
(6H, m), 7,28-7,41 (13H, m), 7,87-7,91 (2H, m). AHan. po3paxoBaHui ans CogH»BrN,: C, 72,26; H,
4,55; N, 6,02. 3HangeHo: C, 72,43; H, 4,66; N, 5,91.

[onomixxHui npuknag 112
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3-AmiHO-1-[3-(TpudpTopmeTnn)deHin]nipnaasuH-4(1H)-oH
0]

F

Cymiw 4-okco-1-[3-(Tpudptopmetnn)denin]-1,4-gurigponipnaasuH-3-kapboHoBoi kucnotu (5,00 T,
17,6 mmone), DPPA (5,67 mn, 26,4 mmons) i EtsN (3,65 mn, 26,4 mmone) B Tonyoni (35 mn) HarpiBanu
npu 100°C npotsarom 2 r. [o cymiwi gogasanu 8 M sogHuii po3unH NaOH (22 mn) npu 0°C. Cymiw
nepemiwyBanuM MNpu KiMHaTHIN TemnepaTypi NpOTAroM 2 r, PO3BOAMIM PO3COMOM, eKcTparysanu
EtOAc, cywunun Hag Na,SO,, oinbTpyBanu i KOHUEHTPYBanM Yy BakyyMi. 3anuwok npomusanu
EtOACc/i-Pr,O i dinbTpyBanu. ®inbTpaT KOHUEHTPYBanM Yy BaKyyMi, O4uanM KOMOHKOBO
xpomaTtorpadieto Ha ocHoBHOoMy cunikareni (rekcaH/EtOAc = 50/50 po 0/100) i npomwuanu
EtOAc/rekcaH ogepXytoumn BKasaHy B 3arofnoBky crnonyky (2,50 r, 56% Buxig) sk 6nigo-xoBTy TBEpAY
peyoBuHy: 'H AMP (IMCO-ds, 300 MIu): & m.u. 6,17 (1H, g, J = 7,5 I'y), 6,52 (2H, wc), 7,67-7,81
(2H, m), 8,04 (1H, o, J=7,5Tu), 8,10 (1H, ¢), 8,75 (1H, A, J = 7,5 Tu).

[onomixxHun npuknag 113

3-bpom-1-[3-(TpucpTopmeTun)deHrin]nipugasmH-4(1H)-oH

O
Br

F

[o DMF (18 mn) gogaeanu isoaminHitput (2,44 mn, 18,3 mmons) i CuBr; (1,89 r, 8,46 Mmonb) npu
0°C. Oo cymiwi kpannsmu gogasanu posduH 3-amiHo-1-[3-(TpudTopmeTun)dpeHininipuaasunH-4(1H)-
oHy (1,80 r, 7,05 mmonb) B DMF (7,2 mn) npu 0°C. Cymiw nepewmiwysanu npu 0°C npotsarom 1 ri npu
60°C npotsarom 3 r. Cymiw possogunu poscornom, ekctparysanu EtOAc, npommuBanu po3scosnom,
cywvnn Hag MgSO, inbTpyBanu, KOHUEHTpyBanu Yy BakyyMi, ouuwanm KOMOHKOBOK
xpomatorpadieto Ha cunikareni (rekcaH/EtOAc = 50/50 go 0/100) i po3Tupanu 3 rekcaHOM OAEPXYUU
BkasaHy B 3aronoBky crnonyky (1,85 r, 82% Buxig) sk 6iny TBepay pevoBUHY: H avp (OMCO-dg, 300
Mlu): d my. 6,64 (1H, o, d=7,7Tu), 7,78-7,87 (2H, m), 8,01-8,07 (1H, m), 8,08 (1H, c), 9,00 (1H, g, J
=7,7Tu).

HonomixxHun npuknag 114

1-[3-(TpudbTopmeTun)deHin]-3-[(TpumeTuncunin)eTnHin]nipugasud-4(1H)-oH

@) TMS
Z

Cymiw  3-6pom-1-[3-(TpudTopmeTun)deHin]nipugasumH-4(1H)-ony (500 wr, 1,57 mMmonb),
(TpumeTuncunin)auetuneny (0,222 mn, 1,57 mmons), Et;N (0,329 mn, 2,36 mmons), Cul (4,5 wmr,
0,0236 mmonsb), Pd(PPhs),Cl, (55,1 wmr, 0,0785 mmonb) i PPhs (10,3 mr, 0,0393 mmons) B THF (7,5
mMn) Harpianu npu 40°C npotsrom 8 r nig Ar. [lJo cycneHsii gogasanu (TpumeTuncunin)aueTuneH
(0,111 mn, 0,785 mmonb). CycneHsito HarpiBanu npu 40°C npotdarom 14 r nig Ar. [Jo cycneHsii
pogasanu (Tpumetuncunin)audetuneH (0,0888 mn, 0,628 mmonb). CycneHsito Harpisanu npu 40°C
npotsrom 96 r nig Ar. Cymiw possoaunu po3sconom, ekctparyBanun EtOAc, cywunu Hag MgSO,,
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GinbTpyBanu, KOHUEHTPYBanNu y BakyyMi i ouMLlany KONMOHKOBOK XpomaTtorpadieto Ha cunikareni
(rekcaH/EtOAc = 50/50 go 0/100) OflepPXKyloumn BKasaHy B 3aronoBky cronyky (148 mr, 28% Buxia) sk
KopWuHEBY TBEpAY peyosuHy: "H AMP (OMCO-ds, 300 MI'L): & m.u. 0,26 (9H, c), 6,64 (1H, a4, J = 7,9
Mu), 7,75-7,92 (2H, m), 8,00-8,15 (2H, m), 8,90 (1H, o, J = 8,3 'w).

HonomixxHun npuknag 115

3-ETtuHin-1-[3-(TpudpTopmeTun)deHin]nipnaasmH-4(1H)-oH

0
=

Cymiw  1-[3-(TpudTopmeTun)deHinl-3-[(TpumeTuncunin)etuHinlnipugasvH-4(1H)-ony (148 wr,
0,439 mmonb) B MeOH (3 mn) i 1 M BogHomy po3sunHi NaOH (5 mn) nepemiwysanu npu 0°C npotarom
5 xB i Npu KiMHaTHIA Temnepatypi npoTtarom 2 r. Cymiw HewTpanidyBann 1 M BogHumM posynHom HCI
npu 0°C. Cymiw ekctparyBanu EtOAc, npomuBanu posconom, cywmnn Hag Na,SO,, dinbTpyBanu,
KOHLUEHTpYyBanu y BakyyMi i ouMLLanu KOMOHKOBOK Xpomatorpadiieto Ha cunikareni (rekcaH/EtOAc =
50/50 go 0/100) op,epx(yroqm BKa3aHy B 3arosloBky crnomnyky (69 mr, 59% Buxig) sik 6migo-4epBoHy
TBepay peyosuHy: 'H AMP (OMCO-ds, 300 MIL): & m.u. 4,70 (1H, c), 6,65 (1H, a, J = 7,9 T'u), 7,76-
7,92 (2H, m), 7,99-8,17 (2H, m), 8,93 (1H, o, J =7,9 T'w).

HonomixHun npuknag 116

3-(TigpokcmmeTnn)-1-[3-(TpudtopmeTnn)deHin]nipnaasnH-4(1H)-oH

o

F

F
F

[o po3umHy MeTun 4-okco-1-[3-(TpudTopmeTun)deHinl-1,4-avrigponipuaasvH-3-kapbokcunaty
(2,00 r, 6,70 mmonb) B THF (134 mn) pogasanu DIBAL (1,5 M B Tonyoni, 13,4 mn, 20,1 Mmonb) npwu -
78°C. Po3uuH nepewmiwyBanu npu -78°C npotarom 1 I, MOCTyNoOBO HarpiBanu [o KiMHaTHOT
TemnepaTtypu, nepemiwyBanu npu KiMHaTHiA Temnepatypi npotsarom 18 r, po3sogunu 1 M BogHMM
posumHom HCI npu 0°C, ekctparyBanu EtOAc, npomuBanu posconom, cywmnu Hag MgSOy,
(inbTpyBanu, KOHUEHTPYBanNu y BakyyMi i oduLlany KONMOHKOBOKW XxpomaTtorpadiieto Ha cunikareni
(rekcaH/EtOAc = 50/50 go 0/100 i EtOAc/MeOH = 100/0 go 70/30) ogepskytoum BKkazaHy B 3arofioBKy
cnonyky (509 mr, 28% Buxia) sik 6nigo-xoBTy TBepay peuosuHy: ‘H AMP (OMCO-dg, 300 MIw): 5 m.u.
4,53 (2H, g, J = 6,0 I'y), 5,11-5,16 (1H, m), 6,48 (1H, g, J = 8,0 l'y), 7,76-7,84 (2H, m), 8,08-8,16 (1H,
m), 8,19 (1H, c), 8,94 (1H, g, J = 8,0 'w).

[onomixxHun npuknag 117

4-Okco-1-[3-(TpudbTopmeTnn)deHin]-1,4-gurigponipnaasunH-3-kapbansaerig

O O

F
[o posunHy okcaninxnopugy (0,175 mn, 2,07 mmons) 8 THF (7,5 mn) gogasann AMCO (0,294 mn,
4,14 wmmomnb) npu  -78°C. [Jo cycneHsii gopjaBanu  po3duH  3-(rigpokcumetun)-1-[3-
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(TpuddTOopMmeTUn)beHin]nipnaasmH-4(1H)-ony (509 wmr, 1,88 mmonb) B THF (7,5 mn) npu -78°C.
Cycnensito nepemiwysanu npu -78 °C npotarom 1 r. o cymiwi gogasanu Et;N (1,05 mn, 7,52 mmons)
npu -78°C. CyMmilw NOCTYyNnoBO HarpiBanu o KiMHaTHOI TemnepaTypu, nepemiwyBanu npu KiMHaTHIN
TemnepaTypi npotdarom 18 r, posgogunim 1 M BogHum po3umHom HCI, ekctparyBann EtOAc,
npomMmnBanun Hacu4ieHuMm BogHum poddunHoMm NaHCO; i posconowm, cywmnm Hag Na,SO,, dinbTpyBanu,
KOHLIEHTPYBanu y BaKyyMi i ouMLLiany KOJIOHKOBOK XpoMatorpadieto Ha cunikareni (rekcan/EtOAc =
50/50 go 0/100 i EtOAc/MeOH = 100/0 go 70/30). do po3umHy okcaninxnopuay (0,477 wmn, 5,64
mmonb) B THF (19 mn) gogasanm OIMCO (0,801 mn, 11,3 mmonb) npu -78°C. o cycneHsii gogasanu
CyMmil 3ragaHoro Buwe 3anuwky B THF (9,5 mn) npu -78°C. CycneHsito nepemiwysanu npu -78°C
npotsarom 2 r. o cymiwi gopgasann EtsN (3,14 mn, 22,6 mmonbk) npu -78°C. Cymiw nocTynoBo
HarpiBann o KiMHaTHOI TemnepaTtypu, nepemillyBanu npu KiMHaTHIM TemnepaTypi npotarom 17 T,
possoaunn 1 M BogHuMm posumHoMm HCI, ekctparyBanu EtOAc, npomuBanun Hacu4eHMM BOAHUM
posunHoM NaHCO; i posconom, cywwmnu Hag Na,SO, dinbTpyBanu, KOHUEHTPYBanu y BaKyyMi i
ounLLanM KONMoHKOBOK xpomartorpadieto Ha cunikareni (rekcaH/EtOAc = 50/50 po 0/100) ogepytoun
BKa3aHy B 3arofloBky crnonyky (257 mr, 51% Buxia) Sk XOBTY TBEpOY PEYOBUHY: 'H AmP (AMCO-de,
300 Ml'y): 8 m.v. 6,87 (1H, g, J = 8,2 T'y), 7,81-7,91 (2H, m), 8,08-8,15 (1H, m), 8,16 (1H, c), 8,98 (1H,
a,dJd =8,0Iu), 10,07 (1H, c).
[onomixxHun npuknag 118
5-MeTokcm-4-okco-1-[3-(TpudpTopmeTnn)deHin]-1,4-gurigponipmaasvH-3-kapboHoBa KucnoTa
O O

MeO

F

Ho cycneHsii metun 5-meTokcu-4-okco-1-[3-(TpudptopmeTtun)denin]-1,4-gurigponipngasmH-3-
kap6okcunaty (10,0 r, 30,5 mmonk) B MeOH (100 mn) gogasanu 1 M BogHuin po3yunH NaOH (61 mn)
npu 0°C. Cymiw nepemiwysanu npu KiMHaTHin TemnepaTypi 30 xB. [0 po3uuHy gopasarim 1 M
BogHun po3umH HCIl (61 mn) npu 0°C. Cymiw koHueHTpyBanu y Bakyymi. Ocagm 36upanu
GiNbTpyBaHHSM, NPOMMBANU BOAOK i cylwimnu y BakyyMi npu 60°C ogepxytoun BKasaHy B 3arofioBKy
cnonyky (8,78 r, 92% Buxig) Sk 6nigo->XoBTy TBEPAY PEYOBUHY: 'H amp (AMCO-dg, 300 MI'L): & m.u.
3,98 (3H, c), 7,82-8,01 (2H, m), 8,11-8,34 (2H, m), 8,97 (1H, c), 15,00 (1H, wc).

HonomixHun npuknag 119

3-AmiHo-5-MeTOoKCUK-1-[3-(TpdTopMeTUn)deHin]nipnaasnH-4(1H)-oH

@)

MeO NH2
|
| N

N
F
F

F
Cymiw 5-meTokcu-4-okco-1-[3-(TpudTopmeTun)deHinl-1,4-aurigponipnaasmH-3-kapboHOBOI

kncnotu (6,00 r, 19,1 mmone), DPPA (6,16 mn, 28,6 mmonb) i EtsN (3,99 mn, 28,6 mmornb) B Tonyoni
(60 mn) HarpiBanu npy 100°C npotsrom 2 r. [Jo cymiwi gogasann 8 M BogHun posdnH NaOH (23,8
mn) npu 0°C. Cymiw nepemiwysanu npu KimHaTHIN TemnepaTypi npotsarom 3 r, ekctparysanu EtOAc,
cywunu Hag Na,SO4, inbTpyBanu i KOHUEHTpyBanu y Bakyymi. 3anuwok npomusanu EtOAc/i-Pr,0 i
dinbTpyBanu. dinbTpaT KOHUEHTPYBanNuW Yy BaKyyMi, oyullanu KOMOHKOBOK XpomaTorpadieo Ha
ocHOBHoMY cunikareni (rekcaH/EtOAc = 50/50 go 0/100) i nepekpucranidyBanu 3 EtOAc/rekcaH
OflepXytoun BKasaHy B 3arornioBky crnonyky (3,57 r, 66% Buxia) sk 6nigo-xoBTy TBepay PeYvOBUHY: H
AMP (AMCO-ds, 300 MI'w): & m.u. 3,83 (3H, ¢), 6,31 (2H, c), 7,64-7,79 (2H, m), 8,13 (2H, c), 8,64 (1H,
c).

HonomixxHun npuknag 120

(2-PeHindypaH-3-in)6opoHoBa kMucnoTa
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Hobs/fégo

Ho cymiwi 3-6pom-2-ceHindypany (6,70 r, 30,0 mmonsb) i B(Oi-Pr); (10,4 mn, 45,0 mmonb) B THF
(67 mn) pogaBanu H-BuLi (1,65 M B rekcaH, 36,4 mn, 60 MMOJ‘Ib) npu -78°C. Cymiw nepemiwyBanu
npu -78°C npotsrom 30 xB i npyn 0°C 30 xB. Cymiw posogunu 1 M BogHum posumHom HCI npu 0°C,
ekctparyBanu EtOAc, npomuanu poscornom, cywmnnu Hag Na,SO,, dinbTpyBanu, KOHLEHTPYBanu y
BakyyMi i po3tupanu 3 EtOAc/rekcaH ogepxxytoum BKasaHy B 3aronoBky cnonyky (2,23 r, 40% suxia) gk
3eneHy TBepay pevosuHy: ‘H AMP (OMCO-ds, 300 MIu): & m.y. 6,64 (1H, 4, J = 1,4 Tu), 7,21-7,45
(3H, m), 7,69 (1H, g, J = 1,6 T'u), 8,00-8,08 (2H, m).

HonomixHun npuknag 121
(2-®eHinTiodeH-3-in)dbopoHoBa kncnota
HObB/§§§S

Ho cymiwi 3-6pom-2-dbeHinTtiodeHy (1,99 r, 8,32 mmone) i B(Oi-Pr); (1,81 mn, 12,5 mmone) B THF
(20 mn) pogaBanu H-BuLi (1,65 M B rekcaH, 10,1 mn, 16,6 mmons) npu -78°C. Cymiw nepemiwysanu
npu -78°C npotarom 30 xB. i npn 0°C 30 xB. Cymiw possogunu 1 M BogHum po3dmnHom HCI npu 0°C,
ekctparyBanu EtOAc, npomusanu posconom, cywmnu Hag Na,SO,4, dinbTpyBanu, KOHLEHTpyBanu y
BaKyyMi i ouuLLann KONMOHKOBOK Xpomatorpadieto Ha cunikareni (rekcaH/EtOAc = 90/10 go 0/100)
OflepXyloum BKasaHy B 3arorioBky crionyky (87,4 mr, 5% Buxin) sk 6iny TBepay peuosuHy: ‘H AMP
(OMCO-de, 300MIy): 6 M. 7,19 (1H, o, J = 4,9 Tw), 7,27-7,44 (3H, m), 7,46-7,58 (3H, m), 8,06 (2H,
C).

[onomixxHuin npuknag 122

MeTun 4-meTokcu-3-okco-2-(nipuauH-4-inrigpasoHo)byTaHoaT
0O

MeoQJ\(cozl\/le
I

JN
HN

X
P
N
4-AmiHonipnauH (3,6 r, 38 MMonb) gogasanu Ao cymili docgopHoi kucnotu (10 mn, 150 mmornb)
i @a30THOI kucnotn (5 mn, 78 mmons) npu -6°C. o cymiwi nopuiamu npu -6°C gogasanu HITPUT HATPIO
(3,2 r, 46 mmonb) i NoTiM gogaBanu 4o po3ynHy noapibHeHun nig (npmd. 25 r). Micns nepeMiwyBaHHs
npu -6°C npotarom 10 xB., CyMmill BUNMBanu B CycneHsito metun 4-metokcmnavuertoavetaTty (5,0 mn, 38
MMOnb) i aueTaTty HaTpito (44 r, 540 mmonb) B MeOH (100 mn) npu 0°C. Cymiw po3ginanu mix AcOEt
i Bogoto. BogHunm wap ekctparyBanmum AcOEt. O6‘egHaHmMi oOpraHiyHUIM eKkcTpakT npoMuBanmu
posconoM, cywunu Hag MgSO,, dinbTpyBanu i KOHUEHTpyBanu npu MOHWXKEHOMY TWUCKYy. TBepay
peyoBuMHy, WO 3anuwwunack, npomusanu AcOEt/rekcan (1/3) ogepxywun BKasaHy B 3arofoBKy
cnonyky (1,8 r, 19% BuXia) siK X0BTy TBepAy peydoBuHy: 'H AMP (300 Mry, CDCls): & m.u. 3,48-3,53
(3H, m), 3,89-3,95 (3H, m), 4,64-4,69 (2H, m), 7,17-7,34 (2H, m), 8,54-8,60 (2H, m), 12,65 (1H, wc).
[onomixxHui npuknag 123
MeTun 5-meTokcu-4-okco-1-nipuann-4-in-1,4-gurigponipnaasvnH-3-kapbokecunat
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MeO CO,Me

N
X
L.
N
Cymiw meTtun 4-meTokcu-3-okco-2-(nipuaun-4-inrigpasoHo)dytaHoaty (18 r, 70 mmonb) i N,N-
anveTundopmamiganmeTunauetanto (28 mn, 210 mmonk) B Tonyoni (210 mMn) KAN'STUINKM i3 3BOPOTHIM
XOMNOAWIbHUKOM NpOTAroM 4 r. Cymill KOHUEHTPYBany Mpu MOHWKEHOMY TUCKY OOEPXKYOUMN YOPHI
kpuctanu. Kpnctanu npommeanu 2-nponaHon/AcOEt (1:4) ogepKytoun BKasaHy B 3arofioBKy CrosyKy
(8,2 1, 45% Buxia) sk 6rigo-xoBTi kpuctanu: *H AMP (300 MIu, CDCl3): & m.u. 3,99 (3H, c), 4,00 (3H,
c), 7,62 (2H, pn, J =4,5,1,5Tu), 8,01 (1H, c), 8,79 (2H, pa, J = 4,5, 1,5Tu).
HonomixHun npuknag 124
5-MeTokcm-4-okco-1-nipnanH-4-in-1,4-gurigponipmaasunH-3-kapboHoBa kucnoTa
)
MeO CO,H

-N
N

X
P
N
o po3unHy meTnn 5-meTokcu-4-okco-1-nipuanH-4-in-1,4-gurigponipnaasmn-3-kapbokcunaty (0,50
r, 1,9 mmone) B8 MeOH (10 mn) i THF (10 mn) gogaBann 1 M BogHuii po3umH NaOH (3,0 mn, 3,0
MMOIb) i CymilW nepemillyBanu Npu KiMHaTHIA TemnepaTtypi NpoTArom Hodi. Cymill KOHUEeHTpyBanm
npu nNoHmwkeHomy Tucky. o sanuwky gogasanu 1 M sogHui posunH HCI (3,1 mn). YTBOpeHun ocag
36vpanu dinbTpyBaHHAM, NPOMMBANM BOZOI i CYLUMIW OAEPXKYIOYM BKasaHy B 3arofoBKy CMOMyKY
(0,47 r, 99% Buxia) Sk mavixe Giny TBepay PeYOBUHY: 'H ampP (300 MIN'y, AMCO-dg): 6 M.u. 3,98 (3H,
c), 7,97 (2H, pn, J = 4,7, 1,7 Tu), 8,83 (2H, oo, J =4,7, 1,7 T'y), 8,92 (1H, c), 14,63 (1H, wc).
[onomixxHun npuknag 125
N,5-OumeTokcn-N-meTun-4-okco-1-nipugunn-4-in-1,4-gurigponipnaasnH-3-kapbokcamia
O O

MeO .Me
| N
OMe

Ho cymiwi 5-meTtokcun-4-okco-1-nipuanH-4-in-1,4-pgurigponipmaasmnH-3-kapboHoBoi kucnotn (8,2 T,
33 mmons), HOBt (7,6 r, 50 mmons) i WSC (9,5 r, 50 mmons) B8 DMF (160 mn) gopasanu N,O-
anmeTunrigpokcunamidy rigpoxnopuay (6,5 r, 66 mmone) i TEA (14 mn, 100 mMonb) i cymiw
nepemillyBany npu KiMHaTHIM TemnepaTtypi npoTaroMm TwxkHA. CyMill KOHUEHTpyBanu npwu
MOHMXXEHOMY TUCKY. 3anuwiok possoaunu Bofot, HacudeHum K,COj; i ekctparyBanu AcOEL.
(YTBOpIOBanoce Tpu LWwapu.) Hameuwimii opraHiyHum wap cywunu Hag MgSO,, dinbTpyBanu i
KOHLUEHTpyBanu npu noHmwkeHomy Tucky. CepegHin wap exkctparysann CH,Cl, (50 mn x 4) i o6‘egHaHi
eKkcTpakTu cywmnu Hag MgSQO,, hinbTpyBanu i KOHLEHTpYBanu Npy NOHWXEHOMY TUCKY. [1Ba 3anuLuku
06‘egHyBanu i xpomaTorpadpyBanu Ha ocHoBHoMy cunikareni (0/100-10/90 MeOH/AcOELt) ogepxyroum
BKasaHy B 3arosioBky cnonyky (9,6 r, 100% Buxig) sik 6nigo-xoBTe macno: 'H amp (300 MI'y, CDCl,):
o m.u. 3,40 (3H, c), 3,68 (3H, c), 3,98 (3H, ¢), 7,61 (2H, pa, J = 4,8, 1,5 Tu), 8,08 (1H, ¢), 8,73 (2H, aa,
J=4,8,1,5Tu).

[onomixxHun npuknag 126

3-AueTnn-5-meTokeu-1-nipugnH-4-innipyaasvH-4(1H)-oH

I
N
N
X
—
N
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X

»
N

o PO34nHY N,5-aumeTtokcn-N-meTnn-4-okco-1-nipuavH-4-in-1,4-gurigponipngasunH-3-

kapbokcamigy (9,6 r, 33 mmonb) B THF (100 mn) kpannsamu gogasanvm 1 M MeMgBr B THF (66 mn, 66
Mmonb) npu -78°C npotarom 15 xB. Micna nepemiwyBaHHA npu -78°C npotarom 1 r, cymiw racunu 1
M BogHum posumHom HCI (70 mn). Cymiw HarpiBanm o KiMHaTHOT TemnepaTypw, nignyrosysann 1 M
BogHMM po3umHoM NaOH, npomwuBanm AcOEt. BogHui wap ekctparyBanum CH,LCl, (50 mn x 4).
O6'egHaHunin ekcTpakT cywunu Hag MgSO,, dinbTpyBanu i KOHUEHTPYBanM Mpu NOHWKEHOMY TUCKY
OflepXyloun BKkasaHy B 3arorioBKy cronyky (2,1 r, 26% Buxia) sik xoBTi kpuctanu: *H AMP (300 M,
CDCl3): 6 m.u. 2,70 (3H, ¢), 3,98 (3H, ¢), 7,64 (2H, pn, J = 4,7, 1,6 T'u), 8,04 (1H, ¢), 8,79 (2H, an, J =
4,7,1,6 T'u).

[onomixxHuin npuknag 127

MeTtun 5-meTokcu-4-okco-1-xiHoniH-8-in-1,4-gurigponipnaasvnH-3-kapbokcunat

O O
MeO
© | | OMe
_N
N
N
'
N

Ho cycneHsii xiHoniH-8-amiHy (10,0 r, 69,4 mmonb) B 6 M BogHomy po3sunmHi HCIl (69,4 mn)
popgasanu po3dnH NaNO, (5,74 r, 83,2 mmonb) y Boai (13,9 mn) npu 0°C. Oo cycneHsii metun 4-
MeToKkcu-3-okcobyTtaHoaTty (8,98 mn, 69,4 mmonb) i NaOAc (104 r) B EtOH (118 mn) gogasanu npwm
0°C srapgaHwi Buwe posyunH. Cymiw nepemiwysanu npu 0°C npotdarom 10 xB. Ocagu 36upanu
dinbTpyBaHHaM, npomuBanu Bopot i EtOAc, i cywwmnu. o tBepgoi peyoBuHu gopasanu N,N-
anveTundopmamiganmeTunadetans (255 mn) npu kiMHaTHIM Temnepatypi. Cymiw HarpiBanu i3
3BOPOTHIM XONOAWUMBHUKOM npoTsaroM 2,5 r i oxonomxkysanu A0 KiMHaATHOI TemnepaTypu. Ocagu
36upanu pinbTpyBaHHSM, NPOMMBAaNy rekCaHoM i CyLUUINN OOEPXKYIOHYN BKa3aHy B 3arofoBKYy CMOMyKy
(16,6 1, 77% BUXia) AK Cipy TBEPAY PEYOBUHY: 'H amP (OMCO-dg, 300 MIu): & m.u. 3,77 (3H, c), 3,80
(8H,c), 7,72 (1H, pn, J =8,5,4,0Tu), 7,81 (M1H, 1, =7,9Tu), 8,09 (1H, a,d =7,2Tu), 8,25 (1H, g, J
=8,3Tu), 8,58 (1H, c), 8,65 (1H, c), 8,97-9,04 (1H, m).

HonomixHun npuknag 128

5-MeTokcm-4-okco-1-xiHoniH-8-in-1,4-gurigponipugasvH-3-kapboHoBa kucnoTa

0 O

MeO

e||OH
N
N

N
'’
NN

o cycneHsii meTnn 5-meTokcu-4-okco-1-xiHoniH-8-in-1,4-gurigponipuaasnH-3-kap6okeunary (5,00
r, 16,1 mmonb) B MeOH (64 mn) nopasanu 1 M BogHuii po3unH NaOH (64 mn) i THF (64 mn) npu 0°C.
Cymiw Harpisanu npu 80°C. NomoreHHy cymiw oxonompxkysanu go 0°C. o cymiwi gogasann 1 M
BoaHu po3unH HCI (64 mn) npy 0°C. Cymiw nepemilyBanu npu KiMHaTHi TemnepaTypi npoTtarom 1 r
i KOHUeHTpyBanu y BakyyMi. Ocagm 36upanu inbTpyBaHHAM, MPOMUBANM BOAOK i CYLLUMIN Y BaKyyMmi
npyu 60°C oagepxytoum BKasaHy B 3arosioBky crnonyky (3,59 r, 75% Buxig) gk sickpaBo-3abapBneHy
TBEpAY peyosuHy: H AMP (OMCO-ds, 300 MIu): & m.u. 3,86 (3H, c), 7,73 (1H, an, J = 8,4, 4,3 Tw),
7,81-7,89 (1H, m), 8,12 (1H, ga, J =7,4, 1,4 T'w), 8,30 (1H, oA, J = 8,4, 1,2 T'y), 8,61 (1H, og, J = 8,5,
1,6 u), 8,96-9,05 (2H, m).

[onomixxHun npuknag 129

3-AMiHO-5-MeTOoKCU-1-XiHOMiH-8-innipnaasunH-4(1H)-oH
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Cymiw  5-meToKkcKu-4-0Kco-1-xiHonMiH-8-in-1,4-aurigponipuaasunH-3-kapboHoBoi  kucnotn (2,59 r,
8,71 mmons), DPPA (2,81 mn, 13,1 mmons) i Et3N (1,82 mn, 13,1 Mmonb) B Tonyoni (26 mn) HarpiBanu
i3 3BOPOTHIM xonogunbHukom npotaroMm 1 r. o cycnensii gogasann DMF (52 mn), DPPA (2,81 mn,
13,1 mmonb) i Et3N (1,82 mn, 13,1 mmonb) npu kimHaTHIM Temnepatypi. Cymiw Harpisanu npu 100°C
npotarom 1,5 r. o cymiwi gogasann 8 M BogHun posdnH NaOH (10,9 mn) npu 0°C. Cymiw
nepemiwyBanu npu KiMHaTHIM Temnepatypi npotarom 1,5 r, ekcrtparysanu EtOAc, cywwunn Hag
Na,SO,4, dinbTpyBanu, KOHUEHTpYBanuM Yy BaKyyMi, OYuMLAnM KOJSIOHKOBOK XpomaTtorpadieto Ha
ocHoBHOMY cunikareni (rekcaH/EtOAc = 50/50 go 0/100 i EtOAc/MeOH = 100/0 go 80/20) i Ha
cunikareni (EtOAc/MeOH = 100/0 po 50/50) i postupanu 3 EtOAc/rekcaH ogepxywunm BkasaHy B
3aronoBky crnonyky (479 wr, 20% Buxig) K 6nigo-xoBTY TBEPAY PEYOBUHY: 'H amP (AMCO-dg, 300
MIu): © m.u. 3,75 (3H, ¢), 6,11 (2H, c), 7,67 (1H, oa, J = 8,5, 4,4 T'w), 7,72-7,80 (1H, m), 7,99 (1H, ag,
J=7,6,15Tu), 8,12 (1H, ag, J = 8,3, 1,1 T'y), 8,48-8,61 (2H, m), 8,99 (1H, po, J = 4,4, 1,7 T'w).

HonomixHuin npuknag 130

3-bpom-5-meTokeu-1-xiHoniH-8-innipnaasnH-4(1H)-oH

O
MeO Br
|
| _N
N
N
'
S

Oo DMF (3 mn) gogasanu isoaminHitput (0,387 mn, 2,91 mmonb) i CuBr, (299 wr, 1,34 mmonb)
npu 0°C. o cymiwi gogasanu po3dnH 3-amiHO-5-MeTokcu-1-XiHoMiH-8-innipugasuH-4(1H)-ony (300
mr, 1,12 mmons) 8 DMF (3 mn) npu 0°C. Cymiw nepemiwysanu npu 0°C npotarom 1 r i npn 60°C
npotdarom 2,5 r. Cymiw possogunu Bogoto, ekctparysann EtOAc, npommBanu po3conom, Cylmnm Hag
MgSO,, ¢inbTpyBanu, KOHUEHTpyBanu Yy BaKyyMi, Ouullanu KOMOHKOBOK Xpomarorpadieto Ha
ocHoBHomy cunikareni (rekcad/EtOAc = 50/50 go 0/100 i EtOAc/MeOH = 100/0 go 70/30) i posTupanu
3 EtOAc/rekcaH opepxytoum BKasaHy B 3aronoBky cronyky (148 wr, 41% Buxig) sk 6nigo-xoBTy
TBEPOY PEeYOBUHY: 'H ampP (OMCO-dg, 300 MIMu): & m.M. 3,78 (3H, ¢), 7,72 (1H, oa, J = 8,3, 4,2 '),
7,82 (1H, 1,J=8,0Tu), 8,10 (1H, A, J =7,2Tu), 8,25 (1H, g, J = 8,3 Tu), 8,59 (1H, an, J = 8,3, 1,5
M), 8,73 (1H, ¢), 9,01 (1H, pa, J =4,2, 1,5 Tw).

JonomixxHun npuknag 131

(1-PeHin-1H-nipason-5-in)6opoHoBa kMucnoTta

/R
(HO)zB/(__f\’\l

N

[o posunHy 1-cbeHin-1H-nipasony (12,8 r, 88,9 mmone) B THF (355 mn) kpannamun gogasanu H-
BuLi (1,63 M po3uuH B rekcaHi, 57,2 mn, 93,3 mmonb) npu -78°C nig N,. Cymiw nepemiwysanu npwu -
78°C npotarom 1 r. Oo cymiwi gopasanu B(Oi-Pr); (82,0 mn, 355 mmonb) npu -78°C. Cymiw
nepemiwysann npu -78°C npotsrom 1 I, NOCTYNOBO HarpiBanu [0 KiMHATHOI Temnepatypw i
nepemillyBann npu KiMHaTHIA TemnepaTtypi npotarom Hodi. pH cymiwi pgosogunu pno 5
BukopuctoBytoun 1 M BogHui posdunH HCI. Cymiw koHueHTpyBanu y Bakyymi, ekctparysanu EtOAc,
npoMuMBanu posconoM, cywunu Hag Na,SO, dinbTpyBanu, KOHUEHTpyBanu y BaKyyMi i
kpuctanisyBanu 3 MeOH/EtOAc/rekcaH ogepXytoumn BkazaHy B 3arofioBky cnonyky (12,6 r, 76% suxia)
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AK 6Nnigo->KOBTY TBEPAY PEYOBUHY: 'H ampP (OMCO-dg, 300 MI'): 6 m.u. 6,73 (1H, wc), 7,28-7,39 (1H,
M), 7,39-7,54 (4H, m), 7,66 (1H, c).

[onomixxHun npuknag 132

1-®eHin-5-(4,4,5,5-TteTpameTun-1,3,2-giokcaboponaH-2- in) 1H-nipason

Meo/
|v|

Ho cymiwi (1-cdeHin-1H-nipason-5-in)6opoHoBoi kucnotu (8,57 r, 45,6 mmonb) B Tonyoni (86 mn)
npu KiMHaTHIN TemnepaTtypi gogaBanu niHakon (5,39 r, 45,6 mmonb). Cymiw Harpieanu npu 40°C
npotaroMm 2 gHiB. CyMmill KOHLEHTpYBanu y BakyyMmi i po3Tupanu 3 rekcaHoM OAEpXKyHun BKasaHy B
3aronoBky cnonyky (7,93 r, 64% Buxig) Sk 6nigo-XoBTy TBEPAY PEYOBUHY: 'H AmP (OAMCO-dg, 300
MIu): & m.u. 1,23 (12H, c), 6,84 (1H, c), 7,34-7,59 (5H, m), 7,75 (1H, o, J = 1,9 T'w)

HonomixHuin npuknag 133

MeTtun 1-(2,2-guchTop-1,3-6eH3oaiokcon-4-in)-5-meTokecun-4-okco-1,4-gurigponipugasuH-3-
Kapbokcunat

0

MeO CO,Me
I

Fxﬁ

PosunH HiTputy Hatpito (1,4 r, 21 mmonb) B H,O (10 mn) kpannamu gogasanu OO PO3YUHY 2,2-
andTop-1,3-6eH3ogiokcon-4-amiHy (3,0 r, 17 Mmornb) B 6 M BogHomy po3uumHi HCI (18 mn, 108 mmonb)
npu 0°C. [Micna nepemiwyBaHHa npoTarom 15 xB npu 0°C, cymiw gogasanu o cycneHsii metun 4-
MeTokcuaueTtoauetaty (2,2 mn, 17 mmonb) i auetaty Hatpito (9,0 r, 110 mmonb) B MeOH (40 mn)
oxonomxkeHoi go 0°C. Cymiw posginanu mix AcOEt i Bogoto. OpraHiuyHun wap npoMmsanu po3cornom,
cywunu Hag MgSQO,, dinbTpyBanu i KOHLEHTPYBanu Npu NOHWXEHOMY TUCKY. Po3uunH 3anuwwiky B N,N-
anvetundopmamiganmeTunavetani (20 mn, 150 Mmonb) KMN‘ATUNKU i3 3BOPOTHIM XONOAUNBHUKOM
npotarom 3 r. Cymill KOHUEHTpyBanu nNpu NOHWKEHOMY TUCKY. TBepdy PeYoBMHY, WO 3anvwimnachb,
npomusann AcOEt/rekcaH (1/3) OflepXytoun BKasaHy B 3aronioBky cnonyky (4,1 r, 71% suxig) sk
opaHxeBy TBepay peyoBuHy: ‘H AMP (300 My, CDCly): & m.u. 3,96 (3H, c), 3,99 (3H, c), 7,15 (1H,
aa,J =8,0,1,1Tu), 7,23-7,30 (1H, m), 7,56 (1H, aa, J = 8,5, 1,1 I'u), 8,01 (1H, c).

,D,onowli>|<H|/||7| npuknag 134

1-(2,2-OndpTop-1,3-6eH30aiokcon-4-in)-5-meTokeun-4-okco-1,4-gurigponipunaasunH-3-kapboHosa
Kucnota

@]
MeO CO,H
|
| -N
N
O
F
)
Jo pPO3UMHY MeTun 1-(2,2-gndTop-1,3-6eH3ogiokcon-4-in)-5-meTokeu-4-okco-1,4-

avrigponipnaasuH-3-kapbokeunarty (4,1 r, 12 mmone) B8 THF (100 mn) i MeOH (50 mn) pogasanu 1 M
BoaHuN posynH NaOH (18 mn, 18 mmonb) i cymiw nepemiwysBanu npu KiMHaTHIN Temneparypi
npotsirom 1 r. CyMmill KOHUEHTPYBaNu Npu NOHWKXEHOMY TUCKY, i nigkmucnoBan 1 M BOOHUM pO34YMHOM
HCI. Cymiw possogunu AcOEt, npomumBanu Bogow i poscorniom, cywmnu Hag MgSO,, dinbTpyBanm i
KOHLEHTpYBanu npu NoHWKEHOMY TUCKY OOEPXY4M Bka3aHy B 3aronosky cnonyky (3,8 r, 97% Buxig)
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SIK XKOBTY aMOpHY TBEPAY PEYOBUHY: H amp (300 Ml'u, CDCls3): & m.u. 4,06 (3H, c), 7,22-7,26 (1H,
M), 7,34 (MH, 1,4 =8,3Tw), 7,72 (1H, pa, J = 8,3, 1,1 '), 8,29 (1H, c).
HonomixxHun npuknag 135
1-(2,2-OndpTop-1,3-6eH3oaiokcon-4-in)-N,5-gumeTokcn-N-metnn-4-okco-1,4-gurigponipugasunH-3-
kapbokcamig,

1)

HOo  cymiwi  1-(2,2-gudptop-1,3-6eH3oaiokcon-4-in)-5-meTokcn-4-okco-1,4-gurigponipyaasvH-3-
kap6oHosoi kucnotu (3,8 r, 12 mmons), HOBt (2,7 r, 17 mmonb) i WSC (3,4 1, 17 mmons) B DMF (50
mn) gogasanu N,O-gumeTunrigpokcunamidy rigpoxnopug (2,3 r, 23 mmonb) i EtzN (4,9 mn, 35 mmonb)
i cymil nmepemilyBanu npu KiMHaTHIM TemnepaTtypi npotarom Hodi. Cymiw possogunu Bogoto (200
mn) i ekctparyBarmm AcOEt (250 mn x 2). O6‘egHaHui OpraHiyHWi Lwap nNpoMMBanin HaCU4EHUM
BogHMM po3unHom NaHCO; i posconom, cywmnu Hag MgSO,, dinbTpyBanu i KOHUEHTpyBanu npu
MOHWKEHOMY TUCKY oOfepXytounm opanxesi kpuctanu. Kpuctanu npomuBanu AcOEt/rekcan (1/4)
OflepXXytoumn BKasaHy B 3arosfioBKy crnonyky (2,7 r, 62% Bwuxig) Sk 6nigo-XoBTi kpucranu: 'H amP (300
MI'u, CDCls): & m.u. 3,41 (3H, c), 3,71 (3H, ¢), 3,96 (3H, c), 7,12 (1H, A, J = 7,9, 1,1 Tw), 7,23 (1H, g,
J=8,7Tu), 7,57 (1H, g, J = 8,7, 1,1 T'u), 8,06 (1H, c).

HonomixHuin npuknag 136

3-Auetun-1-(2,2-gudptop-1,3-6eHsogiokcon-4-in)-5-metokcunipmaasnH-4(1H)-oH

O O

MeO
| Me

xf)

o pPO3YunHYy 1-(2,2-gndTop-1,3-6eH3ogiokcon-4-in)-N,5-gumeTokcn-N-meTun-4-okco-1,4-
avrigponipuaasuH-3-kapbokcamigy (2,7 r, 7,2 mMmons) B THF (70 mn) kpannamu gopasann 1 M
MeMgBr B THF (14 mn, 14 mmonb) npu -78°C npotdarom 15 xB. llicna nepemiwyBaHHs npu -78°C
npotarom 1 r, cymiw racunm 1 M BogHum posumHom HCI (30 mn). Cymiw HarpiBanu o KiMHaTHOT
TemnepaTypm i ekctparyBsanu AcOEt. OpraHiyHuid Wwap npomMmBanu pos3cosioM, cylwmnun Hag MgSO,,
QinbTpyBanu i KOHUEHTPYBanu Npu MOHWXEHOMY TUCKY OAEPXKYIYM BKa3aHy B 3arofioBKY CMOSyKY
(2,3 1, 99% Buxia) sik xoBTi kpuctanu: "H AMP (300 My, CDCls): & m.u. 2,69 (3H, c), 3,95 (3H, c),
717 (1H, pg, J=7,9,1,1 T'y), 7,26-7,32 (1H, m), 7,55 (1H, ag, J = 8,7, 1,1 T'y), 8,00 (1H, c).

JonomixxHun npuknag 137

1-(2,2-AndpTop-1,3-6eH3ogiokcon-4-in)-3-[3-(aumeTmnamiHo)npon-2-eHoin]-5-meTokcmnipnaasmH-
4(1H)-oH

Po3umH 3-auetun-1-(2,2-gndpTop-1,3-6eH3oaiokcon-4-in)-5-metokeunipunagasuH-4(1H)-ony (2,3 ,
7,1 wmmonb) B N,N-gumetundopmamigommetunavetani (75 wMn) Kun‘aTunu i3 3BOPOTHIM
XOnoAaurbHUKOM npoTarom 3 r. CyMmill KOHLEHTpYBanu npu noHMxXeHomy TUCKY. KopuyHeBi kpuctanu
I'IpOMMBaJ'II/I AcOEt/rekcaH (1/1) ogepxyoun BkazaHy B 3aronosky cnonyky (2,0 r, 74% Buxig) sk XOBTi
kpuctanu: "H AMP (300 My, CDCl3): & m.u. 2,91 (3H, ¢), 3,14 (3H, ¢), 3,94 (3H, ¢), 5,78 (1H, a4, J =
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11,7 Tw), 7,10 (1H, paa, J = 8,3, 1,1 Tu), 7,23 (1H, 1, J = 8,3 T'w), 7,63 (1H, A, J = 8,7 'u), 7,79 (1H,
wc), 8,03 (1H, c).
[onomixxHun npuknag 138
4-(BeH3unnokcu)-2-pTopaHiniH
NH

CycneHnsito 3-dpTop-4-HiTpodeHony (6,28 r, 40 mmons), 6eH3annbpomigy (5,00 mn, 42 mmonsb) i
K,CO3 (6,63 r, 48 mMornb) B aueToHi (80 mn) Kun'aTunm i3 3BOPOTHIM XONOANBHUKOM NPOTArom 2 T.
Micna oxonomkeHHA 00 KiMHATHOIT TeMnepaTtypu, peakuiiHy Cymill BUNMBanu y BoAy i ekcTparysanm
AcOEt. EkcTpakT npomuBanu po3conom, cywmnm Hag MgSO, i KOHUEHTpyBanu npu MOHWKEHOMY
TMCKy. 3anuwok nepekpuctanidyBanu 3 rekcaH/AcOEt opepxytoun 4-(6eHannokeu)-2-gptop-1-
HiTpoOeH3on (16,0 r, 92% Buxig) sik 6nigo-KOBTY TBEPAY PEYOBUHY.

Po3unH Na,S,0, (34,8 r, 200 mmons) B H,O (200 mn) gogaBany o cymiwi 4-(6eH3annoken)-2-
dTop-1-HiTpobeHsony (16,0 r, 64,7 mmone), THF (150 mn) i EtOH (150 mn) i cymiw nepemiwysanm
npotarom 30 xB Mpu KiMHaTHIM Temnepatypi. PeakuinHy cymiw BunivMBanu y BOAY i ekcTparysanu
AcOEt. Ekctpakt npomwusanu Bogoto i posconom, cywunu Hag MgSO, i koHueHTpyBanmu npwu
MOHWKEHOMY TUCKY. 3anuLiOK OuuLLanM KOMOHKOBOK XpoMaTtorpadield Ha OCHOBHOMY cunikareni
BMKOPUCTOBYIOUMN K entoeHT rekcaH/AcOEt (1/1) ogepxyoun BkasaHy B 3aronioBky cnonyky (5,84 r,
42% BUXif) 5K CBITNO-KOpUYHeBe Macno: ‘H AMP (300 My, CDCls): & m.u. 3,42 (2H, wc), 4,97 (2H,
c), 6,60 (1H, poa, J =1,1, 2,6, 8,7 'y), 6,67-6,74 (2H, m), 7,28-7,43 (5H, m).

HonomixxHui npuknag 139

MeTun 2-{[4-(6eH3nnokcn)-2-gpTopdeHin]riapa3oHo}-4-meTokcu-3-okcobytaHoat

(0]

MeOVlS/CO2 Me
I

Hye

PosunH NaNO, (2,07 r, 30 mmonb) B H,O (5 mn) kpannsmu gogasanu npu 0°C go cymiwi 4-
(6eHannokcu)-2-cbrtopaHiniyy (5,43 r, 25 mmonb) i 6 M BogHoro posunHy HCI (25 mn, 150 mmorb).
MMicna nepemiwyBaHHA NpoTsroMm 15 xB., ogep>KaHu BOAHWIA PO34MH SOA4aBanu 4O CycneHsii meTun 4-
MeTokcuaueTtoauetaty (3,24 mn, 24 mmonb) i NaOAc (12,3 r, 150 mmonb) B MeOH (50 wmn)
oxonomkeHoi go 0°C. PeakuinHy cymiw BunuBanu y BoAy i ekctparyBsanu AcOEt. Ekctpakt
npoMueanu posconom, cywunn Hag MgSO, i KOHUeHTpyBanu Mpu MOHWXEHOMY TWUCKY. 3arnuLiok
nepekpuctanisysanu 3 rekcad/AcOEt ogepxyoun BkasaHy B 3aronoky crnonyky (8,48 r, 91% suxia)
SIK )XOBTY TBEpAY peyoBuHy: "H AMP (300 My, CDCl3): & m.u. 3,500 (3H x 0,46, c), 3,502 (3H x 0,54,
c), 3,88 (3H x 0,54, c), 3,92 (3H x 0,46, c), 4,65 (2H x 0,46, c), 4,68 (2H x 0,54, c), 5,06 (2H x 0,54,
c), 5,07 (2H x 0,46, c), 6,75-6,86 (2H, m), 7,32-7,44 (5H, m), 7,53 (1H x 0,46, T, J =9,0 '), 7,76 (1H x
0,54, 1,J=9,0Tu), 13,12 (1H x 0,46, wc), 15,13 (1H x 0,54, wc).

HonomixxHui npuknag 140

MeTtun 1-[4-(6eH3nnokcn)-2-pTopheHin]-5-meTokecu-4-okco-1,4-aurigponipuaasunH-3-kapbokcunat
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0
MeO COo,Me
|
N/
F
O

Po3umH metun 2-{[4-(6eH3unokcu)-2-cpTopdeHin]rigpasoHo}-4-meTokcn-3-okcobytaHoaty (8,46 r,
22,6 wmmonb) B N,N-gumetundopmamigonmetunavertani (80 mn) kun‘aTunn i3 3BOPOTHIM
XonoaunbHUKOM npoTtaroMm 3 r. [licnsa OXonoaXeHHs 40 KiMHAaTHOI TemnepaTypw, peakuiiHy cymill
KOHLUEHTpYyBanu npu NoHWKeHoMy TUcKy. 3anuwok po3sogunu AcOEt, npoMmBany Bogoo i po3cosiom,
cywunu Hag MgSO, i KOHUEeHTpyBanu NpuM MOHWKEHOMY TUCKY. 3anuIoK oOuvvLiany KOJIOHKOBOH)
xpomaTtorpadieto Ha cunikareni BUKOpUCTOBYLoUM sik entoeHT THF i nepekpucTanisysanu 3 rekcad/THF
OflepXKytoumn BKasaHy B 3aronoBky cnonyky (8,12 r, 93% Bwuxig) sik 6iny tBepay pevoBuHy: Tnn. 143-
144°C; *H AMP (300 Mru, CDCls): 8 m.u. 3,89 (3H, ¢), 3,96 (3H, c), 5,12 (2H, c), 6,83-6,91 (2H, m),
7,33-7,44 (5H, m), 7,48-7,54 (1H, m), 7,69 (1H, g, Jd = 2,3 'y). AHan. pospaxoBaHun ansa CooH7FN,Os:
C, 62,50; H, 4,46; N, 7,29. 3navgeHo: C, 62,40; H, 4,59; N, 7,26.

HonomixHun npuknag 141

1-[4-(BeHnaunnokcm)-2-pTopdeHin]-N,5-gumetoken-N-metun-4-okco-1,4-gurigponipngasmt-3-
kapbokcamig,

O (@]
MeO | _Me
I
l _ OMe
N
F
O

[o po3unHy N,O-gumetunrigpokcunaminy rigpoxnopuay (5,27 r, 54 mmonb) i iPr,NEt (9,41 mn, 54
mmonb) B CH,Cl, (60 mn) nosinbHo npu 0°C B atmocdepi Ar goaasanun AlMe; (1,8 M posunH B
Tonyoni, 30 mn, 54 mmone). MNicna nepemiwysaHHs NpoTarom 1 r, JoAaBanu NoBifbHO PO3YUH METUN
1-[4-(6eH3unokcm)-2-dbTopdeHin]-5-meTokcu-4-okco-1,4-gurigponipnaasun-3-kapbokcunarty (8,07 r,
21 mmonb) B CH,CI, (50 mn) i cymiw nepemiwysanu npotarom 1 r npyu 0°C. PeakuinHy cymill
BunNuBanu B nig-soaa i exkcrparysanu AcOEt. EkcTpakT npomusanu posconom, cyimnum Hag MgSOy, i
KOHLUEHTpYBann npu MOHWXKEHOMY TUCKY. 3anuvLiOoK ouuvliany KOJNIOHKOBOK XpomMaTorpadieto Ha
OCHOBHOMY cwunikareni BukopuctoBytoun sk entoeHT ACOEL ogepxyoun BkasaHy B 3arofnoBKy CMOMyKy
(7,79 r, 90% BuXia) sk 6nino-xoBTYy aMopcHy TBepay peyoBuHy: 'H AMP (300 MIy, CDCls): & m.u.
3,38 (3H, ¢), 3,70 (3H, ¢), 3,89 (3H, ¢), 5,11 (2H, ¢), 6,82-6,91 (2H, wm), 7,33-7,45 (5H, m), 7,48-7,55
(1H, m), 7,73 (1H, g, J = 1,9 ).

JonomixxHun npuknag 142

3-AueTtun-1-[4-(6eH3nnokcu)-2-dTopdeHin]-5-meTokcunipugasuH-4(1H)-oH
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| I Me
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F
O

MeMgBr (1 M posunH B THF, 56,4 mn, 56,4 mmonb) kpannamu gogasanu npu -78°C oo po3ymHy
1-[4-(6eH3unnokcm)-2-cbTopdeHinl-N,5-gumetokcun-N-metun-4-okco-1,4-gurigponipugasvH-3-
kapbokcamigy (7,77 r, 18,8 mmonb) B THF (120 mn). lMicna nepemiwyBaHHA npoTarom 1 r, peakuinHy
cymiw racunm 1 M BogHum posunHom HCI i ekctparysanu AcOEt. EkcTpakT npoMuBanu po3corom,
cywunu Hag MgSO, i KOHUEeHTpyBanu NpM MOHWKEHOMY TUCKY. 3anulOK oOuvvLiany KOJIOHKOBOH)
xpomaTtorpadieto Ha cunikareni BukopuctoBytoun sik entoeHT AcOEt i kpuctanisyBanu 3 rekcaH/AcOEt
OflepXXytoumn BKkazaHy B 3arofioBky crnonyky (5,86 r, 85% Buxia) sk 6nigo->xoBTy TBepAYy pevoBuHy: Tnn.
101-103°C; 'H AMP (300 Mru, CDCly): & m.u. 2,67 (3H, c), 3,89 (3H, c), 5,13 (2H, c), 6,84-6,93 (2H,
m), 7,34-7,44 (5H, m), 7,48-7,55 (1H, m), 7,69 (1H, g, J = 2,3 Ty). AHan. po3paxoBaHui AN
CxH17FN,0O4: C, 65,21; H, 4,65; N, 7,60. 3HangeHo: C, 65,37; H, 4,68; N, 7,47.

HonomixHun npuknag 143

2-O1op-4-(TpndTOPMETOKCH )aHinNiH

NH,

OCF,4

Cywmiw 4-6pom-3-cTop(TpudTopmeTokcn)beHsony (6,6 r, 26 MMornb), 6eH30eHOHIMIHY (6,4 M1,
38 mmonb), Pd,(dba)s (0,58 r, 0,64 mmonb), Xantphos (1,5 r, 2,6 mmonb) i TpeT-6yokecuay Hatpito (3,7
r, 38 mmoneb) B 1,4-giokcaHi (120 mn) nepewmiwysanu npu 100°C B atmoccepi N, npotarom 5 r. lNicns
nepemillyBaHHsa Npu KiMHaTHIN TemnepaTypi NPOTAroOM HOYi, CyMilll KOHLEHTPYBarnu npu NoHMmxeHoMmy
Tncky. 3anuwok po3ainsanu mik AcOEt i Bogoro. OpraHivyHui wap npoMmBany po3cosioM, CyLUMIM Hag
MgSO,, dinbTpyBanu i KOHUEHTpYBanu npu MOHWXKEHOMY TUCKY. 3arnuLioK Xpomartorpadysanu Ha
cunikareni  (0/100-5/95 AcOEt/rekcaH) ogepxytoum xosBTe Macrno. Macrno, wWwo 3anuwunoce,
posumHanu B THF (150 mn) i go cymiwi gopasanm 1 M BogHui posumH HCI (50 mn). Micns
nepemillyBaHHa Mpu KiMHaTHIM Temnepatypi npotdarom 1 r, cymiw nignyrosysanu 8 M BoAHMM
posumHoMm NaOH i ekcTtparyBanu pgietTunosum etepoM. OpraHiyHWiA Lap nNpoMuBanu po3COofioM,
cywvnun Hag MgSO,, inbTpyBanu i KOHUEHTpyBanuM npuv MOHMXKXEHOMY TUCKY. 3anuiiok
xpomartorpadpyBanu Ha cunikareni (0/100-5/95 AcOEt/rekcaH) ogepxyroum BKaszaHy B 3arosfioBKY
cnonyky (4,2 r, 85% Buxig) sk 6nigo->xoBTe mMacro: 'H aup (300 MI'y, AMCO-dg): © m.u. 5,36 (2H, c),
6,75-6,85 (1H, m), 6,89-6,94 (1H, m), 7,12 (1H, ga, J = 11,7, 2,3 "u).

JonomixxHun npuknag 144

MeTtun 2-{[2-pTop-4-(TpncpTopMmeTokcK)deHin]rigpa3oHo}-4-meTokcu-3-okcobyTaHoaT

0]
MeO CO,Me
I
sN
HN
F
OCF;

Po3umH HiTputy Hatpito (1,9 r, 28 mmone) B H,O (10 mn) kpannaMmu gogaeanv OO PO3YMHY 2-
dpTOop-4-(TpUdpTopmeTOoKCH)aHiniHy (4,6 r, 24 mmone) B 6 M HCI (24 mn, 144 mmonb) npu 0°C. lMicnsa
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nepemiwysaHHa npotdarom 15 x8 npu 0°C, cymiw pgogaBanu [oO  cycneHsii metun  4-
mMeTokcmaueToaueTtaty (3,1 mn, 24 mmonb) i auetarty Hatpito (12 r, 144 mmons) B MeOH (50 mn)
oxonomkeHomy go 0°C. YTBopeHun ocag 30upanu inbTpyBaHHAM, NPOMMBANN BOAOK | CYLUUIN NpU
MOHWKEHOMY TUCKY OLEPXXYtuM BKasaHy B 3arofnioBky crnonyky (4,8 r, 58% Buxig) Sk XOBTi KpucTanu:
'H AMP (300 My, CDCly): & m.u. 3,51 (3H, c), 3,94 (3H, c), 4,65 (2H, c), 7,06-7,14 (2H, m), 7,59-7,68
(1H, m), 12,98 (1H, wc).

[onomixxHuin npuknag 145

MeTun 1-[2-cbTOp-4-(TpHdTOPMETOKCH)DEHIN]-5-MeTOoKCK-4-0KCOo-1,4-aurigponipuaasmH-3-
kapbokcmnat
MeO CO,Me
I
| N
N
F
OCF4

PosunH wmetun  2-{[2-dpTOp-4-(TpudpTopmeToKeu)dheHin]rigpasoHo}-4-meTokcun-3-okcobyTaHoaTy
(3,8 r, 11 mmonb) i N,N-gumetundopmamiggiisonponinauetanto (9,5 mn, 54 mmons) B Tonyoni (60
M) KUA'ATUNK i3 3BOPOTHIM XONOAUMABLHUKOM MPOTSArom 5 r. CyMill KOHLEHTPYBanu npy NOHUXEHOMY
Tncky. 3anuwok possogunu AcOEt, npomuanu Bogoto i podconom. OpraHiyHui Wwap cylumnu Hag
MgSO,, dinbTpyBanu i KOHUEHTpPYBanu MNpu MOHWXKEHOMY TUCKY. 3anuvliok Xpomartorpadysanu Ha
cunikareni (10/90-100/0 AcOEt/rekcaH) ogepXytoumn BKasaHy B 3aronoBky cnonyky (3,4 r, 86% Bwuxia)
sik 6nino-xoBTi kpuctanu: *H AMP (300 MIy, CDCly): & m.u. 3,91 (3H, c), 3,97 (3H, ¢), 7,17-7,25 (2H,
m), 7,68-7,76 (2H, m).

[onomixxHuin npuknag 146

1-[2-PTOp-4-(TpUdTOPpMETOKCMK )DEHIN]-5-MeTOoKCU-4-okco-1,4-aurigponipnaasunH-3-kapboHoBa
KucroTa

MeO CO,H
| |
N
F
OCF3
o pO34nHYy MeTun 1-[2-dbTOp-4-(TpncbTOopMeTOKCH)dbeHin]-5-meTokcn-4-okco-1,4-

avrigponipuaasun-3-kapbokeunaty (3,4 r, 9,3 mmonb) B THF (150 mn) gogasann 1 M BogHWUIA po34mH
NaOH (14 wmn, 14 mMmonb) i cymiw nepemiwyBanum npu KiMHaTHin Temnepatypi 30 xB. Cymiw
nigkucrosanu 1 M BogHuM posunHom HCI i KOHUEeHTpyBanu MNpu MOHMXKEHOMY TUCKY. 3anuLiok
possoaunu AcOEt, npomwuBanu Bogow i posconom, cywunu Hag MgSO, oinbTpyBanu i
KOHLEHTpYBanu npu NoHMWKEHOMY TUCKY OOEepXYyo4n BKa3aHy B 3arofnosky cnonyky (3,2 r, 97% suxia)
AK 6nigo-XoBTy aMopdHy TBEpPAY PEYOBUHY: 'H amp (300 MI"u, AMCO-dg): & m.u. 3,88 (3H, c), 7,52-
7,59 (1H, m), 7,86 (1H, pg, J = 10,8, 2,5 Tu), 7,97 (1H, 1, J = 8,7 T'y), 8,91 (1H, g, J = 1,1 'y), 14,83
(1H, wc).

JonomixxHun npuknag 147

3-AueTnn-1-[2-dpTop-4-(TpUdTOpMETOKCH)hEHIN]-5-MeToKCUNipnaasuH-4(1H)-oH

@] 0O
MeO
| | Me
N
N
E
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o cymiwi  1-[2-¢pTOp-4-(TpNcbTOpMETOKCU )P EHIN]-5-MeToken-4-okco-1,4-aurigponipnaasuH-3-
kap6oHosoi kucnotu (3,8 r, 11 mmons), HOBt (2,5 r, 16 mmonb) i WSC (3,1 r, 16 mmons) B DMF (50
mn) gogaeanu N,O-gnmeTtunrigpokcunaminy rigpoxnopug (2,1 r, 22 mmons) i EtsN (4,5 mn, 32 mmonb)
i cymiw nepemiwyBany npu KiMHaTHIA Temnepartypi npoTarom Hodi. Cymiw po3soamnu Bogoto (200
mn) i ekctparyBanu AcOEt (250 mn x 2). O6‘egHaHui OpraHiyHWiA Lwap npoMuBann HacU4EHUM
BogHMM po3unHom NaHCOs; i posconom, cywmnm Hag MgSO,, dinbTpyBanu i KOHUEHTpyBanu npu
MOHWKEHOMY TUCKY.

[o po3unHy 3anmwky B THF (100 mn) kpannsamu gogaBanm 1 M MeMgBr 8 THF (18 mn, 18
MMonb) npu -78°C npotarom 15 xB. [Micna nepemiwyBaHHs npu -78°C npoTtarom 1 r, cymiw racunum 1
M BogHum posumHom HCI (50 mn). Cymiw HarpiBanu 0o KiMHATHOI Temnepatypw i ekcTparyBanm
AcOEt. OpraHiyHui Wwap npoMmBany po3cosnom, cywmnu Hag MgSO,, dinbTpyBanu i KOHUEHTPYBanu
npyv NOHWXEHOMY TUCKY OOEpXYHuWM BKaszaHy B 3aronoBky cnonyky (2,8 r, 75% Buxig) sik xoBTe
macno: *H AMP (300 My, CDCly): & m.u. 2,68 (3H, ¢), 3,91 (3H, ¢), 7,18-7,25 (2H, m), 7,69-7,77 (2H,
M).

HonomixHun npuknag 148

MeTun 2-[(3-6pom-2-dpTopdeHin)rigpa3oHo]-4-meTokcu-3-okcobytaHoaTt

O O
MeO
© [~ “OMe
N
HN
F
Br

o po3uunHy TpeT-6yTnn (3-6pom-2-TopdeHin)kapbamary (7,23 r, 24,9 mmons) B EtOAc (125 mn)
popasann 4 M HCI/EtOAc (62 mn) npu 0°C. Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi
npotaroM 12 r i KoHUeHTpyBanu y Bakyymi. 3anvwok possogunu 6 M sogHum posvmHom HCI (62 mn).
o cycnensii gogasanu po3umH NaNO; (2,06 r, 29,9 mmons) y Bogi (5 mn) npu 0°C. o cycneHasii
MeTun 4-meTtokcu-3-okcobytaHoaty (3,22 mn, 24,9 mmonk) i NaOAc (92,9 r) B EtOH (84 wn)
popasanu 3ragaHy suue cymiw npu 0°C. Cymiw nepemiwysanu npu 0°C npotsarom 20 xB. Ocagu
36upanu ginbTpyBaHHAM, po3sogunu EtOAc, npomusanu BogHuM po3dunHom NaHCOg;, cywmnn Hag
MgSO,, inbTpyBanu i KOHUEHTPYBanu y BakyymMi OepXyoun BKasaHy B 3arosfioBky crnonyky (5,36 r,
62% BUXiA) SK KOPUYHEBY TBEPAY PEYOBUHY: 'H amP (OAMCO-dg, 300 MI'y): & m.u. 3,30 (3H, ¢), 3,75-
3,94 (3H, m), 4,56-4,71 (2H, m), 7,15-7,34 (1H, m), 7,37-7,59 (1H, m), 7,63-7,80 (1H, m), 12,26 (1H, c).

[onomixxHui npuknag 149

MeTun 1-(3-6pom-2-cpTopdeHin)-5-meTokcun-4-okco-1,4-gurigponipuaasmH-3-kapbokcunaT

O O
MeO
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Cymiw metun 2-[(3-6pom-2-dpTopdeHin)rigpa3oHo]-4-meTokcu-3-okcobytaHoaty (5,36 r, 15,4
mmonb) B N,N-gumeTtundopmamigaumeTtunaveTtani (54 mn) HarpiBanu i3 3BOPOTHIM XONOANNBHUKOM
npotaroM 2 r i oxonogxysanu go 0°C. Ocagu 30upanu QinbTpyBaHHAM, NPOMMBANN FEKCAHOM i
CYLUMNN OAEepXYytoun BKasaHy B 3arofnioBky cronyky (4,16 r, 75% Buxig) sk KOpPUYHEBY TBepay
pPEeYOBUHY: 'H amp (OAMCO-dg, 300 MIu): & m.u. 3,80 (3H, ¢), 3,83 (3H, c), 7,40 (1H, T8, J = 8,1, 1,1
Mu), 7,75-7,84 (1H, m), 7,94 (1H, pogn, J = 8,1, 6,4, 1,7 'y), 8,60 (1H, A, J = 1,9 ).

OonomixxHun npuknag 150

1-(3-bpom-2-cpTopdheHin)-5-meTokcu-4-okco-1,4-gurigponipnaasvH-3-kapboHoBa kucnoTa
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HOo cycneHsii  metun  1-(3-6pom-2-cbTopdeHin)-5-meTokcn-4-okco-1,4-aurigponipnaasuH-3-
kapbokcunaty (4,16 r, 11,7 mmonbe) B MeOH (46 mn) gogasanu 1 M BogHuin po3unH NaOH (23 mn)
npu 0°C. Cymiw nepemiwyBanu npu KiMHaTHIn Temnepatypi npotarom 1 r. [lo po3unHy gogasanu 1 M
BogHun posumH HCl (23 mn) npu 0°C. Cymiw koHueHTpyBanu y Bakyymi. Ocagum 36upanu
PinbTpyBaHHAM, MPOMUBANM BOAOI i Cywimnu y Bakyymi npu 50°C ogepxyoun BkasaHy B 3aronoBky
cnonyky (3,76 1, 94% Buxia) sk 6nino-xoBTy TBepay peyosuHy: "H AMP (OMCO-dg, 300 MIu): & m.u.
3,87 (3H, c), 7,43 (1H, 18, J = 8,1, 1,5 Tu), 7,76-7,85 (1H, m), 7,98 (1H, goa, J = 8,0, 6,5, 1,3 'u), 8,86
(1H, c), 14,84 (1H, wc).

[onomixxHun npuknag 151

1-(3-Bpom-2-dpTopdeHin)-N,5-gumeTokcn-N-meTun-4-okco-1,4-gurigponipngasvH-3-kapbokcamin

O O
MeO _.OMe
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Cywmiw 1-(3-6pom-2-cpTopdheHin)-5-meTokcu-4-okco-1,4-gurigponipmaasnH-3-kapboHOBOI KMCNOTH
(3,76 r, 11,0 mmonb) i CDI (1,95 1, 12,1 mmonb) B THF (38 mn) Harpisanu npu 40°C npoTtarom 2 r. [lo
po3uuHy gogasanu N,O-gumetunrigpokcunaminy rigpoxnopug (1,60 r, 16,4 mmons) i i-Pr,NEt (2,86
Mn, 16,4 mMMonb) nNpu KiMHaATHIW TemnepaTypi. Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi
npotsarom 18 r. Cymiw possogunu sogot i 1 M BogHum posumHom HCI, ekctparysanu EtOAc, cywmnm
Hag Na,SO,4, dinbTpyBanu, KOHUEHTPYBanu y BakyyMi i ouMLlanu KOFIOHKOBOK xpomartorpadieto Ha
ocHoBHomy cunikareni (EtOAc/MeOH = 100/0 go 80/20) opepxytoum BKasaHy B 3arorioBKy CMOMyKy
(4,22 r, >99% Buxin) sk 6iny TBepay peyosuHy: ‘H AMP (OMCO-ds, 300 MIu): & m.u. 3,25 (3H, c),
3,58 (3H, ¢), 3,80 (3H, ¢), 7,39 (1H, 74, J =8,1,1,5Tu), 7,78 (1H, paa, J = 8,2, 6,9, 1,5 "u), 7,92 (1H,
aaa, J =8,0,6,3,1,5u), 8,58 (1H, c).

HonomixHun npuknag 152

3-AueTtun-1-(3-6pom-2-propdeHin)-5-metokeunipmaasuH-4(1H)-oH

O O
MeO
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_N
N
F
Br

Ho po3unHy 1-(3-6pom-2-dbTopdheHin)-N,5-gumeTokcn-N-meTun-4-okco-1,4-gurigponipuaasvH-3-
kapbokcamigy (4,22 r, 10,9 mmons) B THF (218 mn) popgasann MeMgBr (1,0 M B THF, 16,4 mn, 16,4
mmonb) npu -78°C nig N,. Cymiw nepemiwysanu npu -78°C npotsarom 2 r. Peakuito racunu
HacudyeHum BogHuMm posdnHoMm NH4CI npu -78°C. Cymiw possoannu BogHum po3vnHoM NaHCOjg,
ekctparyBanm EtOAc, cywunu Hag Na,SO,, ¢inbTpyBanu, KOHUEHTpYBanu y BaKyyMi i o4uianu
KONMOHKOBO xpomatorpacpieto Ha cunikareni (EtOAc/MeOH = 100/0 to 50/50) ogepxxytoun Bka3aHy B
3arorioBKy crionyky (3,48 r, 93% BuXif) sk XOBTY TBepay peyoBuHy: "H-AMP (OMCO-ds, 300 MIu): &
m.u. 2,50 (3H, ¢), 3,80 (3H, c), 7,36-7,46 (1H, m), 7,77-7,85 (1H, m), 7,89-7,99 (1H, m), 8,57 (1H, g, J
=1,9Tw).

HonomixxHun npuknag 153

MeTtun 4-meTokcu-3-okco-2-[(2,2,6-TpudbTop-1,3-6eH3oaiokcon-5-in)rigpasoHo]byTaHoat
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o cycneHnsii 2,2,6-Tpudptop-1,3-6eH3oaiokcon-5-aminy (4,95 r, 25,9 mmons) B 6 M BOogHOMY
po3uumHi HCI (25,9 mn) popgasanu po3unH NaNO, (2,15 r, 31,1 mmone) y Bogi (5,2 mn) npm 0°C. Oo
cycneHsii metun 4-meTtokcn-3-okcobytaHoarty (3,35 mn, 25,9 mmons) i NaOAc (38,9 r) B EtOH (44 mn)
npu 0°C gogasanu 3ragaHuii Buwe po3ymH. Cymiw nepemiwysanu npu 0°C npotarom 10 xB. Ocagun
306upanu dinbTpyBaHHAM, MPOMMBaANU BOAOK, po3unHsanm B EtOAcC, npommnBany po3conom i BOAHUM
po3umHoM NaHCO;, cywwmnn Hag MgSO,, ¢inbTpyBanu i KOHUEHTpYBanu y BakyyMi OOepXKytoun
BKa3aHy B 3aronoBky crnonyky (6,31 r, 70% Buxig) sik YepBOHY TBEPAY PEYOBUHY: H amp (AMCO-dg,
300 MI'u): & m.u. 3,33 (3H, c), 3,82 (3H, c), 4,66 (2H, c), 7,57-7,92 (2H, m), 12,32 (1H, wc).

[onomixxHuin npuknag 154

MeTun 5-meTokcu-4-okco-1-(2,2,6-Tpudptop-1,3-6eH3oaiokcon-5-in)-1,4-gurigponipnaasuH-3-
Kapbokcunat
O O
MeO
| | OMe
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Cymiw metun 4-meTtokcu-3-okco-2-[(2,2,6-Tpudtop-1,3-6eH3ogiokcon-5-in)rigpasoHo]6yTaHoaty
(6,31 r, 18,1 mmonb) B N,N-aumetundopmamiganmetTvnauetani (63 mn) HarpiBanu i3 3BOPOTHIM
xonogunbHnkoM npotarom 2,5 r. Cymill KOHUEHTpyBanu Yy Bakyymi i ouullanu KONOHKOBOK
xpomaTtorpadieto Ha cunikareni (rekcaH/EtOAc =5 0/50 go 0/100 i EtOAc/MeOH = 100/0 go 70/30) i
Ha ocHoBHOMY cunikareni (rekcaH/EtOAc = 50/50 go 0/100) ogepytoum Bka3aHy B 3arosioBKY CMOSyKy
(1,53 1, 24% Buxin) sk 6nino-xoBTYy TBEPAY peyoBuHy: "H AMP (IMCO-ds, 300 MIy): & m.u. 3,79 (3H,
c), 3,82 (3H,¢), 7,94 (1H, g, J=9,4Tu), 8,04 (1H, A, J =6,4 '), 8,54 (1H, c).

HonomixHuin npuknag 155

5-MeTokcm-4-okco-1-(2,2,6-Tpudtop-1,3-6eH3ogiokcon-5-in)-1,4-gurigponipngasnH-3-kapboHoBa
KucroTa

O
(0]
b
Ho cycneHsii MeTun 5-meTokcn-4-okco-1-(2,2,6-tpudptop-1,3-6eH3oaiokcon-5-in)-1,4-
avrigponipnaasun-3-kapbokeunaty (1,53 r, 4,27 mmons) B MeOH (17 mn) gogasanu 1 M BogHMI
po3umH NaOH (8,5 mn) npu 0°C. Cymiw nepemiwysanu npu kimHaTHiN Temnepatypi 30 xB. [lo cymiwi

pogaBann 1 M BogHun posumH HCI (8,5 mn) npu 0°C. Cymiw koHuUeHTpyBanu y Bakyymi. Ocagu
30upanu inbTpyBaHHAM, NpOMMBaNM BOAOK i CywmMnu y BakyyMi npu 60°C ogepKytoum BKkasaHy B
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3aronoeky cnonyky (1,18 r, 80% Buxig) gk 6nigo->XOBTY TBEpAY PEYOBUHY: 'H amP (OAMCO-de, 300
MIu): & m.u. 3,86 (3H, ¢), 7,98 (1H, o, J = 9,4 'w), 8,03 (1H, A, J = 6,4 T'y), 8,79 (1H, c), 14,77 (1H,
wic).
[onomixxHuin npuknag 156
3-AmiHo-5-meTokeun-1-(2,2,6-Tpudptop-1,3-6eH3ogiokcon-5-in)nipnaasunH-4(1H)-oH
0]
MeO NH,

O
O\lfF
Cymiw 5-meTokcun-4-okco-1-(2,2,6-Tpudptop-1,3-6eH3ogiokcon-5-in)-1,4-gurigponipunaasuH-3-
kapboHoBoi kucrnotn (1,18 r, 3,42 mmonk), DPPA (1,10 mn, 5,13 mmons) i EtsN (0,715 mn, 5,13
MMonb) B Tonyoni (12 mn) HarpiBanu npu 100°C npotarom 1 r. o cymiwi gogasann 8 M BoaHun
po3unH NaOH (4,3 mn) npu 0°C. Cymiw nepemiwyBanu npu KiMHaTHIn TemnepaTypi npotsarom 1 r,
ekctparyBann EtOAc, cywumnu Hag Na,SO,, ¢inbTpyBanu, KOHUEHTpYBanu y BaKyyMmi i o4uwanu
KONMOHKOBOK XpoMaTorpadiieto Ha ocHoBHOMY cunikareni (rekcaH/EtOAc = 50/50 pgo 0/100) i
nepekpuctaniaysanu 3 EtOAc/rekcaH ogepxytoun BkasaHy B 3arofioBky cnonyky (704 mr, 65% Bwuxia)
s 6iny TBepay pevosuHy: 'H AMP (OMCO-ds, 300 MIu): & m.u. 3,73 (3H, ¢), 6,21 (2H, c), 7,85 (1H,
a,4=941T1u),790 (1H, g, J =6,4Tw), 8,33 (1H, c).
[onomixxHuin npuknag 157
3-bpom-5-meTokeu-1-(2,2,6-Tpudptop-1,3-6eH3ogiokcon-5-in)nipngasnH-4(1H)-oH
O

MeO Br

@]
o
F
F
Jo cymiwi izoaminHiTputy (0,22 mn, 1,65 mmons) i CuBr, (0,17 r, 0,762 mmonb) B8 DMF (2 mn)
gojasanu cymiw  3-amiHO-5-meTokcun-1-(2,2,6-TpudpTop-1,3-6eH3ogiokcon-5-in)nipngasnnH-4(1H)-oHy
(200 wmr, 0,635 mmonb) B DMF (4 mn) npu 0°C. Cymiw nepemiwysanu npu 0°C npotsrom 1 1 i npu
60°C npotarom 2 r. Cymiw po3BoannmM BOAOK i po3conom, ekctparyBanu EtOAc, cywwmnun Hapg
Na,SO,4, inbTpyBanu, KOHUEHTPYBanM Yy BaKyyMi i ouduianu KOSIOHKOBOK XpomaTtorpadieto Ha
cunikareni (rekcad/EtOAc = 50/50 go 0/100) opepkytoum BkasaHy B 3aronioBky crnonyky (145 mr, 60%
BUXia) Sk 6nino-xoBTy TBepaAy peyosuHy: "H AMP (IMCO-ds, 300 MIy): & m.u. 3,79 (3H, c), 7,93 (1H,
a,J=95Tmu),802(1H,8,J=6,4Tu), 8,59 (1H, o, J =1,5Tw).
[onomixxHui npuknag 158
Metun 4-meTokeu-3-okco-2-[(2,2,3,3,7-neHtacptop-2,3-aurigpo-1,4-6eH304i0KCHH-6-
in)rigpasoHo]6yTaHoat
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Ho cycneHsii 2,2,3,3,7-neHtadtop-2,3-aurigpo-1,4-6eH3ogiokcnH-6-aminy (4,87 r, 20,2 mmons) B
6 M BogHomy posunHi HCI (20,2 mn) gogasanu po3unH NaNO, (1,67 r, 24,2 mmonb) y BoAi (4 mn) npwu
0°C. Cymiw nepemiwyBann npu 0°C npotarom 15 xB. [do cycneHsii mMeTun 4-MeTOKCU-3-
okcobyTtaHoarty (2,61 mn, 20,2 mmonb) i NaOAc (30,3 r) B EtOH (34 mn) npu 0°C gogaBanu 3ragaHun
Bue po3unH. Cymiw nepemiwyBanu npu 0°C npotsarom 15 xB. Ocagu 36upanu QinbTpyBaHHSM,
npomusanu Bogoto, po3umHanu B EtOAc, npommnanu posconom, cywmnu Hag MgSO,, dinbTpyBanu i
KOHLUEHTpYyBanu y Bakyymi o4epXXytoumn BKasaHy B 3aronoBKy cnonyky (6,84 r, 85% Buxig) sk 4epBoHy
TBEPOY PEYOBUHY: 'H ampP (OMCO-dg, 300 MI'y): & m.u. 3,33 (3H, ¢), 3,82 (3H, c), 4,68 (2H, c), 7,66-
7,93 (2H, m), 12,16 (1H, wc).

HonomixHuin npuknag 159

MeTtun 5-meTokcu-4-okco-1-(2,2,3,3,7-neHtacprop-2,3-gurigpo-1,4-6eH304i0kCnH-6-in)-1,4-
avrigponipnaasuH-3-kapbokecmnat

o O
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CymiL MeTUN 4-meToKkcKn-3-0kco-2-[(2,2,3,3,7-neHTadpTop-2,3-anriapo-1,4-6eH304i0KkCnH-6-
in)rigpasoHo]éytaHoaty (6,84 r, 17,2 mmone) B N,N-gumetundopmamigoumetvnaveTani (68 mn)
HarpiBann i3 3BOPOTHIM XxonogunbHukoM npoTarom 2,5 r. Cymill KOHUEHTpyBanu Yy BakKyymi,
possoaunu posconomM, ekctparysanu EtOAc, cywwmnu Hag MgSO,, dinbTpyBanu, KOHUEHTpYBanu y
BaKyyMi i ouyuMLLianM KONMOHKOBOI xpomaTorpadieto Ha cunikareni (rekcaH/EtOAc = 50/50 go 0/100 i
EtOAc/MeOH = 100/0 go 70/30) i Ha ocHoBHOMY cunikareni (rekcaH/EtOAc = 80/20 po 0/100 i
EtOAc/MeOH = 100/0 go 70/302 OAEPXYyloUM BKazaHy B 3arornioBky crnonyky (2,58 r, 37% Buxia) sk
onigo-xoBTy TBepay peyvoBuHy: "H AMP (OAMCO-dg, 300 MIu): & m.u. 3,79 (3H, c), 3,83 (3H, c), 8,01
(1H, 8, J=10,2Tw), 8,16 (1H, g, J=7,2Tw), 8,58 (1H, c).

[onomixxHui npuknag 160

5-MeTokcu-4-okco-1-(2,2,3,3,7-neHTadpTop-2,3-aurigpo-1,4-6eH3o4ioKkcunH-6-in)-1,4-
avrigponipnaasunH-3-kapboHoBa KucnoTa
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[o posunHy meTtun 5-meTtokcu-4-okco-1-(2,2,3,3,7-neHtadprop-2,3-anrigpo-1,4-6eH304i0KCHH-6-
in)-1,4-gurigponipnaasuH-3-kapbokecunaty (2,58 r, 6,31 mmonb) B MeOH (26 mn) gogasanm 1 M
BogHu po3umH NaOH (13 mn) npu 0°C. Cymiw nepemiwyBanu npu KiMHaTHiA TemnepaTtypi NpoTarom
90 xB. o cymiwi gogasanm 1 M BogHui po3dumH HCI (13 mn) npu 0°C. Cymiw KOHUEHTpyBanu y
Bakyymi. Ocagn 36upann QinbTpyBaHHAM, MNpOMMBaNM BOAOK i cywunu y Bakyymi npm 60°C
OfepXyloumn BKasaHy B 3arofioBky cnonyky (2,33 r, 94% Buxig) gk 6iny 1Bepay pevoBUHY: 'H amp
(OMCO-dg, 300 MIMu): & m.y. 3,86 (3H, c), 8,06 (1H, g, J =10,2Tu), 8,17 (1H, g, J = 6,8 '), 8,82 (1H,
c), 14,66 (1H, wc).

[onomixxHun npuknag 161

3-AmiHo-5-meTokeun-1-(2,2,3,3,7-neHtadTop-2,3-anrigpo-1,4-6eH3oaiokcuH-6-in)nipuaasunH-4(1H)-
OH
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CymiL 5-meTtokcu-4-okco-1-(2,2,3,3,7-neHtadptop-2,3-gurigpo-1,4-6eH3o4iokcMH-6-in)-1,4-

avrigponipuaasuH-3-kapboHoBoi kucnotu (2,33 r, 5,91 mmons), DPPA (1,90 mn, 8,86 mmonb) i EtzN
(1,23 mn, 8,86 mmonb) B Tonyoni (23 mn) Harpisanu npu 100°C npotarom 90 xB. o cymiwi gogasanu
8 M BogHun posunH NaOH (7,4 mn) npu 0°C. Cymiw nepemiwyBany npu KiMHaTHIN TemnepaTypi
npotdarom 2 r, ekctparysanu EtOAc, cywmnu Hag Na,SO,, dinbTpyBanu, KOHLEHTPYBanu y BakyyMi,
ouuMLLanM KOMOHKOBOK XpoMaTorpacpieto Ha ocHoBHoMY cunikareni (rekcaH/EtOAc = 50/50 go 0/100) i
Ha cunikareni (rekcaH/EtOAc = 80/20 pno 0/100) i postupanu 3 EtOAc/rekcaH ogepKyoumn Bka3aHy B
3aronosky cnonyky (1,12 r, 53% Buxin) sk 6iny Teepay peyosuHy: ‘H AMP (OMCO-ds, 300 MIy): &
m.M. 3,73 (3H, ¢), 6,24 (2H, ¢), 7,92 (1H, A, J=10,5Tw), 7,99 (1H, A, J =6,8 'u), 8,37 (1H, A, J =1,5
).

[onomixxHui npuknag 162

3-bpom-5-meTokeu-1-(2,2,3,3,7-neHtadptop-2,3-aurigpo-1,4-6eH3oiokcnH-6-in)nipygasuH-4(1H)-
OH

O

MeO Br

| |
N,N
F
(0]
OXEF
F
F F

Ho cymiuwi izoaminHitputy (0,473 mn, 3,56 mmonb) i CuBr, (367 wmr, 1,64 mmonb) B DMF (5 mn)
jogasanm cymiL 3-amiHo-5-meTOKCK-1-(2,2,3,3,7-neHTadTop-2,3-aurigpo-1,4-6eH304i0KCUH-6-
in)nipugasun-4(1H)-oHy (500 mr, 1,37 mmone) B DMF (2,5 mn) npu 0°C. Cymiw nepemiwyBanu npu
0°C npotgarom 1 r i npu 60°C npotarom 2,5 r. Cymiws po3Boaunu BoOoK i po3CONOM, ekcTparysanu
EtOAc, cywunu Hag MgSO, inbTpyBanu, KOHLEHTpyBanu Yy BaKyyMi, ouuLiann KOMOHKOBOM
xpomaTtorpadieto Ha cunikareni (rekcaH/EtOAc = 50/50 go 0/100) i kpuctanisysanu 3 EtOH/rekcaH
OOepXKylouM BKasaHy B 3aronoBky crnonyky (381 mr, 65% Buxig) sik 6iny TBepay peyvoBUMHY: 'H AmP
(OMCO-dg, 300 MlMu): & m.u. 3,79 (3H, c), 8,02 (1H, A, J =10,5Tu), 8,14 (1H, g, J = 6,8 'y), 8,63 (1H,
c).

[onomixxHun npuknag 163

1-[2-®Top-3-(1-MeTnn-1H-nipa3on-4-in)derin]-N,5-gumeTokcn-N-meTun-4-okco-1,4-
avrigponipnaasunH-3-kapbokcamig

107



10

15

20

25

30

UA 106741 C2

Mé

CymiLu 1-(3-6pom-2-cpTopheHin)-N,5-gumeToken-N-meTun-4-okco-1,4-gurigponipmaasmH-3-
kapbokcamigy (500 wmr, 1,29 mmonsk), 1-metun-4-(4,4,5,5-tetpametun-1,3,2-giokcaboponaH-2-in)-1H-
nipasony (295 wmr, 1,42 mmons), Na,CO; (302 wmr, 2,85 mmons) i Pd(PPhs), (74,5 mr, 0,0645 mmonb) B
DME (11,4 mn) i Bogi (2,9 mn) HarpiBanu i3 3BOPOTHIM xonogunbHUKOM npotaroM 15 r nig Ar. Cymiw
po3soaunu Bogoto, ekctparysanu EtOAc, npommeanu poscornom, cywmnnu Hag Na,SO,, dinbTpyBanu,
KOHUEHTpYBann y BaKyyMi, i oudullann KOSIOHKOBOK XpomaTorpadiielo Ha OCHOBHOMY cunikareni
(EtOAc/MeOH = 100/0 go 70/30) ogoepXytoumn BKaszaHy B 3arofioBky crnonyky (345 wmr, 69% Buxig) sk
6iny TBepay peuoBuHy: ‘H AMP (OMCO-dg, 300MIwL): & m.u. 3,25 (3H, c), 3,59 (3H, c), 3,80 (3H, c),
3,90 (3H, c), 7,35-7,44 (1H, m), 7,50-7,59 (1H, m), 7,84-7,94 (1H, m), 7,97 (1H, ¢), 8,23 (1H, o, J =25
i), 8,58 (1H, c).

HonomixHun npuknag 164

3-Auetun-1-[2-pTop-3-(1-meTun-1H-nipason-4-in)derin]-5-metokcmnipngasmH-4(1H)-oH

O O

MeO | | Me

Z7 N

Mé
Ho posunny 1-[2-cTOp-3-(1-MeTun-1H-nipason-4-in)deHin]-N,5-aumeTtokcn-N-metnn-4-okco-1,4-
avrigponipnaasuH-3-kapbokcamigy (345 mr, 0,890 mmonb) B THF (100 mn) gogasann MeMgBr (1,0 M
B THF, 2,67 mn, 2,67 mmonb) npu -78°C nig N,. Cymiw nepemiwysanu npu -78°C npotarom 100 xB.
Peakuito racunu HacuyeHum BogHum posdmHoMm NH4CI npu -78°C. Cymiw ekctparyBann EtOAc,
cywvunn Hag Na,SO, @inbTpyBanu, KOHUEHTpPYBanu Yy BakyyMi i ouvulanM KONOHKOBOIO
xpomaTtorpadieto Ha cunikareni (EtOAc/MeOH = 100/0 go 70/30) ogoepxyoun BKaszaHy B 3arorioBky
cnonyky (243 wmr, 80% Bwuxig) sk 6iny TBepay pe4oBUHY: 'H amP (OMCO-dg, 300MIMy): & M. 2,51
(3H, wc), 3,81 (3H, c), 3,91 (3H, c), 7,38-7,46 (1H, m), 7,54-7,64 (1H, m), 7,86-7,95 (1H, m, J = 15,0,
1,7 Ty), 7,98 (1H, ¢), 8,25 (1H, a, J =2,3Tu), 8,58 (1H, o, J = 1,9 I'w).
JonomixxHun npuknag 165
MeTtun 2-[(2-dpTop-5-oadeHin)rinpasoHo]-4-meTokeu-3-okcobytaHoat
O O
MeO

Ho cycneHsii 2-¢pTop-5-noganinivy (9,83 r, 41,5 mmone) B 6 M BogHoMy po3uuHi HCI (83,0 mn)
popasanu po3unH NaNO, (3,43 r, 49,8 mmonb) y Boai (8,3 mn) npu 0°C. Oo cycneHsii metun 4-
MeToKcu-3-okcobyTaHoaty (5,37 mn, 41,5 mmonb) i NaOAc (124 r) B EtOH (70 mn) gogasanu npu 0°C
3ragaHun Bulle po3dyuH. Cymiw nepemiwysanu npu 0°C npotsrom 10 xB. Ocagu 36upanu
GinbTpyBaHHAM, npomMuBanu Boaoto, po3udvHanu B EtOAc, npomuBanu posconom, cywumnu Hapg
MgSO,, cinbTpyBanu i KOHLEHTPYBaNM y BakyyMi OAepXyloun BKkasaHy B 3aronioBky cnonyky (14,2 r,
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87% Buxig) sk YepBOHY TBEPAY PEYOBUHY: 'H amp (OMCO-de, 300MIMy): & m.y. 3,31 (3H, c), 3,83
(3H, c), 4,64 (2H, ¢), 7,03-7,41 (1H, m), 7,43-7,66 (1H, m), 7,85-8,07 (1H, m), 12,20 (1H, wc).
[onomixxHuin npuknag 166
MeTtun 1-(2-dTop-5-oadeHin)-5-meTokcun-4-okco-1,4-gurigponipmaasmH-3-kapbokeunat
O O
MeO

Cymiw meTtun 2-[(2-dpTop-5-noadeHin)rinpasoHol-4-meTokcu-3-okcobytaHoaty (14,2 r, 35,9
mmonb) B N,N-aumetundopmamigammetmnauetani (142 mn) HarpiBanu i3 3BOPOTHIM XONOANNBHUKOM
npotsrom 1,5 r i oxonogxyeanu go 0°C. Ocagu 36upanun inbTpyBaHHAM, NMPOMUBANM FEKCaHOM i
CYLLMNN OAEepXyruM BKasaHy B 3arornoBky cnonyky (11,3 r, 78% Buxig) sk 6nigo-xoBTy TBepay
peyoBuHy: ‘H AMP (OMCO-ds, 300MI1): 3 m.u. 3,80 (3H, c), 3,82 (3H, ¢), 7,37 (1H, aa, J = 10,6, 8,7
Mu), 7,90-8,01 (1H, m), 8,14 (1H, pg, J = 7,2, 2,3 '), 8,55 (1H, c).

HonomixHun npuknag 167

1-(2-®1op-5-noadeHin)-5-meTokcu-4-okco-1,4-gurigponipmaasunH-3-kapboHoBa kucnoTa

O O
MeO
] OH
_N
N
F
I
o  cycneHsii  metun 1-(2-pTop-5-oadeHin)-5-meTokcun-4-okco-1,4-gurigponipugasvH-3-

kapbokcunaty (11,3 r, 28,1 mmorns) B MeOH (112 mn) gogasanu 1 M BogHuin po3yunH NaOH (56 mn)
npu 0°C. Cymiw nepemiwysanu npu KiMHaTHin TemnepaTypi npotarom 90 xs. o cymiwi gogasanu 1
M BogHui posumH HCI (56 mn) npu 0°C. Cymiw koHueHTpyBanu y Bakyymi. Ocagu 30upanu
dinbTpyBaHHSM, NPOMMBANU BOAOK i cylwimnu y BakyyMi npu 60°C ogepxytoun BKasaHy B 3arofioBKy
crnonyky (9,96 r, 91% Buxia) K XOBTY TBEPAY PEYOBUHY: H AmMP (OMCO-dg, 300MIM): & m.u. 3,88
(3H, ¢), 7,42 (1H, pn, J = 10,6, 8,7 I'y), 8,00 (1H, apa, J = 8,7, 4,5, 2,3 T'u), 8,16 (1H, g, J = 7,2, 2,3
M), 8,85 (1H, c), 14,86 (1H, wc).

HonomixHuin npuknag 168

1-(2-dT1op-5-nogdeHin)-N,5-anmetokcn-N-metmn-4-okco-1,4-gurigponipnaasvH-3-kapbokcamia

O O
MeO .OMe

Cymiw 1-(2-cbTop-5-nogdeHin)-5-metokcu-4-okco-1,4-aurigponipnaasnH-3-kapboHoBOI  KMCNoTn
(9,96 r, 25,5 mmonb) i CDI (4,55, 28,1 mmonb) B THF (200 mn) HarpiBanu npu 40°C npoTtsrom 30 xB i
50°C npotsrom 90 xB. fo cymiwi gogasanu DMF (20 mn). Cymiw nepemiwysanu npu 50°C npotarom
70 xB. [Jo po3unHy npwu KiMHaTHIN TemnepaTypi gogasanu N,O-gumeTunrigpokcunamiHy rigpoxnopug
(3,74 r, 38,3 mmonb) i i-Pr,NEt (6,67 mn, 38,3 mmonb). Po3unH nepemiwyBanu npu KiMHaTHIN
TemnepaTtypi npotarom 16 r. Cymiw KOHUEHTpyBanu y Bakyymi, po3soawnu Bogow i 1 M BogHUM
posumHoMm HCI, ekctparysanu EtOAc, npommnBanu HacudeHum BogHuM po3ddmHoM NaHCOg;, cywmnu
Hag Na,SO,4, dinbTpyBanu, KOHLEHTPYBanu y BaKyyMi i ouMLlanu KOSIOHKOBOK Xpomartorpadieto Ha
cunikareni (rekcaH/EtOAc = 20/80 po 0/100 i EtOAc/MeOH = 100/0 go 0/100) i postupanu 3
MeOH/EtOH/rekcaH opepxytoun BkasaHy B 3aronoBky cnonyky (9,11 r, 82% suxia) sk 6nigo-xosTy
TBEPOY PEYOBUHY: 'H ampP (OMCO-dg, 300MIw): & m.u. 3,24 (3H, ¢), 3,56 (3H, c), 3,80 (3H, c), 7,36
(1H, pn, 4 =10,6, 8,7 T'u), 7,93 (1H, ppa, J =8,7,4,5,2,3 ), 8,12 (1H, aa, J = 7,4, 2,1 T'w), 8,53 (1H,
c).

109



10

15

20

25

30

35

UA 106741 C2

HonomixHun npuknag 169
1-[2-®TOp-5-(1-MeTnn-1H-nipason-4-in)deHrin]-N,5-gumeTokcun-N-meTun-4-okco-1,4-
avrigponipnaasunH-3-kapbokcamig

O O
MeO .OMe
LT
N e
F
= N—-Me
=N
CymiLu 1-(2-dbTop-5-oadeHin)-N,5-gumeTokcun-N-meTun-4-okco-1,4-gurigponipuaasuH-3-

kapbokcamigy (500 wmr, 1,15 mmonb), 1-metun-4-(4,4,5,5-tetpametun-1,3,2-giokcaboponaH-2-in)-1H-
nipasony (264 wr, 1,27 mmons), Na,CO3 (268 wmr, 2,53 mmonb) i Pd(PPhs), (66,4 mr, 0,0575 mmorb) B
DME (10,1 mn) i Bogi (2,5 mn) HarpiBanu i3 3BOPOTHIM xonogunbHMKoM npoTtsirom 14 1 nig Ar. Cymiw
poO3BOAMIN BOAOK, PO3COSIOM i HacuveHuMm BogHuM po3vnHoM NaHCOj;, ekcTtparyBanm EtOAc,
cywunu Hag Na,SO, GinbTpyBanu, KOHUEHTpPYBanM Yy BaKyyMi, | ouvwann KOSOHKOBOO
xpomaTtorpadieto Ha ocHoBHoMy cunikareni (rekcaH/EtOAc = 50/50 go 0/100 i EtOAc/MeOH = 100/0
to 60/40) ogepxytoun BkasaHy B 3arornioBky cnonyky (267 mr, 60% Buxig) sk 6migo-xoBTy TBEpay
peyosuHy: ‘H AMP (OMCO-dg, 300MIu): & m.u. 3,25 (3H, ¢), 3,59 (3H, c), 3,82 (3H, c), 3,87 (3H, c),
7,51 (1H, pg, J = 10,4, 8,9 'y), 7,73-7,80 (1H, m), 7,89-7,97 (2H, m), 8,23 (1H, c), 8,58 (1H, c).

HonomixHuin npuknag 170

3-Auetun-1-[2-pTop-5-(1-meTun-1H-nipason-4-in)derin]-5-metokcmnipngasmH-4(1H)-oH

O O
MeO

= N—Me
N

o cymiwi 1-[2-¢TOp-5-(1-MeTnn-1H-nipason-4-in)deHin]-N,5-gumeTokcn-N-meTun-4-okco-1,4-
avrigponipnaasuH-3-kapbokcamigy (267 wmr, 0,687 mmone) B THF (80 mn) gogasanu MeMgBr (1,0 M B
THF, 2,06 mn, 2,06 mmone) npu -78°C nig N,. Cymiw nepemiwysanu npu -78°C npotarom 2 r. [lo
cymiwi gogasanu MeMgBr (1,0 M B THF, 0,687 mn, 0,687 mmons) npu -78°C. Cymiw nepemiwysanu
npu -78°C npotsarom 1 r. o cymiwi gogasanu MeMgBr (1,0 M B THF, 1,37 mn, 1,37 mmons) npu -
78°C. Cymiw nepewmiwysanu npu -78°C npotarom 3 r. Peakuito racunn Hacu4eHUmM BOOHUM PO3YMHOM
NH,4CI npu -78°C. Cymiw po3soaunu HacudeHuMm BogHuM po3dmHoM NaHCOj, ekctparysanu EtOAc,
cywvnn Hag Na,SO,4 inbTpyBanu, KOHUEHTpYBanu Yy BakyyMi i o4ulLlanM KONOHKOBOIO
xpomaTtorpadieto Ha cunikareni (EtOAc/MeOH = 100/0 go 70/30) ogoepxyoun BKaszaHy B 3arorioBky
cnonyky (201 wmr, 85% BuXxig) sk XXOBTY TBEPAY PEYOBUHY: 'H AmP (OAMCO-dg, 300MI'L): & M.u. 2,52
(3H, c), 3,82 (3H, ¢), 3,87 (3H, ¢), 7,53 (1H, aa, J = 10,6, 8,7 'u), 7,78 (1H, pan, J = 8,7, 4,5, 2,3 'w),
7,92-8,00 (2H, m), 8,23 (1H, c), 8,56 (1H, g, J = 1,5 T'w).

JonomixxHun npuknag 171

1-(OndpTopmeTun)-1H-nipason-4-60poOHOBOI KNCITOTU MiHAKONOBUIA ecTep

F
O\ / N)\F

-

o =N
CycneHsito  1H-nipa3on-4-60poHOBOI  KMCNOTU MiHakonosoro ectepy (5,16 r, 26,6 MMmonb),
CF,CICO,Na (4,86 r, 31,9 mmonb), i 18-kpayH-6 (1,41 1, 5,32 mmonb) B CH3CN (100 mn) knn'‘atunu i3
3BOPOTHIM XosfiogunbHUkoMm npoTtarom 20 r. [licna oOXxonompkeHHss [0 KiMHATHOI TemnepaTypwu,
peakuinHy cymiw Bunueanu y Bogy i ekctparyBann AcOEt. EKCTpakT npoMmnBany po3corioM, CyLIMmn

Hag MgSO, i KOHUeHTpyBanmu MpU MOHWXKEHOMY TWUCKY. 3anulIOK O4YMLann KOJTOHKOBOH)
Xpomartorpadpieto Ha OCHOBHOMY cunikareni BukopuctoBytoun sik entoeHT AcOEt ogepxytoum BkasaHy

—
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B 3aronosky cnonyky (3,03 r, 47% Buxig) 9k KOBTe Macno: 'H amP (300 MI'u, CDCl3): & m.y. 1,33
(12H, ¢), 7,22 (1H, T, J = 60,7 T'w), 7,89 (1H, c), 8,13 (1H, c).

[onomixxHun npuknag 172

TpeT-byTun 1-{3-dpTOp-4-[5-MeTokcu-4-okco-3-(1-eHin-1H-nipason-5-in)nipngasunH-1(4H)-
in]denin}rigpasmHkapbokecunat

HZN/N\H/O\’<
0]

CycneHsito  1-(2-cTop-4-rioadeHin)-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oHy
(2,44 r, 5,0 mmonb), TpeT-6yTUnkapbasary (0,727 r, 5,5 mmons), Cul (0,0095 r, 0,05 mmonb), 1,10-
deHanTponiHy (0,072 r, 0,4 mmonb) i Cs,CO3 (2,28 r, 7,0 mmons) B DMF (25 mn) nepemiwysanu
npotarom 5 r npy 100°C B atmocdepi Ar. IMicns oxonogxeHHs 40 KiMHaTHOI TemnepaTypu, peakuinHy
CyMmill BUNMBanu y sogy i ekctparysanu Tpu pasm AcOEt. O6‘egHaHi ekcTpakTu NnpoMmBany BOAOHO |
posconoM, cywmnu Hag MgSO, i KOHUEHTpyBanu npwu MOHWXEHOMY TWUCKY. 3anuluoK oyuanu
KOMOHKOBOK Xpomartorpadielo Ha OCHOBHOMY cwnikareni BukopucToBytoum sk enoeHT AcOEt i
KpucTanisyBanu 3 rekcaH/AcOEt ogepxytoun BkasaHy B 3aronoBky crnonyky (2,04 r, 83% Buxig) sk
6nino-XoBTy TBEPAY pevoBuHy: Tnn. 163-165°C; *H AMP (300 Ml'y, CDCI3): & m.4. 1,58 (9H, c), 3,90
(3H, c), 4,36 (2H, c), 6,31 (1H, 1, J = 9,0 l'u), 7,28-7,45 (7H, m), 7,55 (1H, pa, J = 2,3, 14,3 Tu), 7,78
(2H, g, J = 1,9 T'u). AHan. pospaxoBanuit onsa C,sHosFNO,4: C, 60,97; H, 5,12; N, 17,06. 3HangeHo: C,
61,20; H, 5,13; N, 16,81.

HonomixHun npuknag 173

3-{[2-(1-MeTuneTun)deHin]rigpasoHo}neHTaH-2,4-4ioH

O O

HN

2-(1-Metunetun)aHinid (2,00 r, 14,81 mmonb) gogasanu 4O Po34MHY 12 Mn pocdopHOT K1cnoTn
(85%) i 8 mn asoTHoI kucnotu (65%) npu -6°C, nicna 4Yoro goaasanu HiTpUT HaTpito (1,23 r, 17,78
MMonb) B 4 mn Boan kpannamu rnpu 0°C i cymiw nepemiwysanu npu 0°C 30 xB. NoTiM, 40 peakuUinHOi
CyMili Kpannamu gogasanu po3uuH auetaTy kanito (4,35 r, 44,43 mmons) i auetunaueToH (1,92 r,
19,25 mmonb) B 80 mn etaHony i 20 mn Boan. Cymilw nepemiwyBanu npu KiMHaTHIM TemnepaTypi
NpoTAroM Houi, inbTpyBanu, npommeanu Bogoto, EtOH/H,O (1/1) i rekcaHoM i cywumnu ogepxyroum
BKasaHy B 3aronoBky cronyky (0,98 r, 27% Buxia): 'H ampP (400 MI'y, CDCl3): d m.y. 1,34 (6H, g, J =
6,8 I'u), 2,52 (3H, c), 2,63 (3H, c), 3,12-3,21 (1H, m), 7,19-7,23 (1H, m), 7,28-7,34 (2H, m), 7,77-8,00
(1H, m), 15,23 (1H, wc).

[onomixxHui npuknag 174

2-[2-(1-AueTnn-2-okconponinigeH)riapasnHo]6eH3oHITpUn

11

-

HN
NC

111



10

15

20

25

30

35

UA 106741 C2

2-AmiHo6eH3oHiTpun (5,00 r, 42,37 mmonb) gogaBanu o posdnHy 30 mn pocOpHOi KMCNOTH
(85%) i 20 mn asoTHOI kucnotu (65%) npu -6°C, nicns yoro gogasanu HiTpuT HaTtpito (3,50 r, 50,78
mmonb) B 10 mn Boan kpamnsmu npu 0°C i cymiw nepemiwyBann npu 0°C 30 xB. lNoTiM, 8o
peakuinHoi cyMmiwi KpannsMy [opaBanu po3ynH auetaTy kanito (12,45 r, 127,11 mmonb) i
auetunaueToH (5,51 r, 55,08 mmonb) B 80 mn eTtaHony i 48 mn Bogu. Cymiw nepemiwyBanu npu
KiMHaTHIlN TeMnepaTtypi NPOTAroM Houi, inbTpyBanu, npommeanu sogoto, EtOH/H,O (1/1) i rekcaHoM i
CYLLIMMN OAEPXKYIOUN BKa3aHy B 3arofioBKy crionyky (4,00 r, 41% euxig): 'H AMP (400 Mru, CDCl): &
Mm.u. 2,50 (3H, c), 2,63 (3H, c), 7,21-7,25 (1H, m), 7,62-7,66 (2H, m), 7,77-7,79 (1H, m), 15,01 (1H, c).

HonomixHun npuknag 175

3-(BbicpeHin-2-inrigpaszoHo)neHTaH-2,4-aioH

O O

A

_N
O HN

BidpeHin-2-amin (500 wmr, 2,96 mmonb) gogaBanu Ao po3dmHy 3 mn gocdopHoi kucnotu (85%) i 2
MI a30THOI kMcnoTu (65%) npu -6°C, nicna yoro gogasanu HITpUT HaTpito (254 wr, 3,55 mmonb) B 1
mn Boamn kpannsmu npu 0°C i cymiw nepemiwysanum npu 0°C 30 xB. [NoTim, 4O peakuinHOi Cymilui
Kpannamun gogasanu po3yuH auetaty kanito (870 wmr, 8,88 mmonb) i auetunauetoH (385 wr, 3,85
MMonb) B 60 mn etaHony i 32 mn Bogu. Cymil nepemiwysany npu KiMHaTHIN TemnepaTypi NpoTAarom
Houi, dphinbTpyBanu, npommeanu sogoto, EtOH/H,O (1/1) i rekcaHom i Cylumnu ogepxKyroum BkasaHy B
3aronoBky cronyky (420 mr, 51% suxia): "H AMP (400 MIy, CDClg): & m.u. 2,51 (3H, ¢), 2,52 (3H, c),
7,29-7,60 (9H, m), 14,63 (1H, c).

[onomixxHuin npuknag 176

3-[(2-ETokcudpeHin)rignpasoHo]neHTaH-2,4-aioH

(e} (0]
M
|
_N
HN

2-ETokcmaHinin (2,00 r, 14,60 mmonb) gogasanu 4o po3ynHy 12 mn docdopHoi kucnotu (85%) i 8
MIT @30THOI Kncnotu (65%) npu -6°C, nicns yoro gogasanu HiTpuT HaTpito (1,21 r, 17,52 mmonb) B 10
Mn Boau kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C 30 xB. MNoTiMm, 40 peakuinHOT cymilui
KpannaMmu gogasanu po3dvH auetaTty kanito (4,29 r, 43,80 mmonb) i auetnnaueToH (1,90 r, 18,98
MMonb) B 60 mn etaHony i 25 mn Bogu. Cymil nepemiwysany npu KiMHaTHIN TemnepaTypi NpoTArom
Houi, doinbTpyBanu, npomusanu Bogot, EtOH/H,O (1/1) i rekcaHOM i CyluMnn OAepXXyo4uM BKa3aHy B
3aronoBky cronyky (2,00 r, 55% Buxia): ‘H SAMP (400 My, CDCly): & M. 1,57 (3H, T, J = 7,2 Tw),
2,53 (3H, c), 2,63 (3H, c), 4,20 (2H, 1, J = 7,2 T'y), 7,03-7,07 (1H, m), 7,14-7,18 (1H, m), 7,74-7,84 (2H,
m), 14,86 (1H, c).

[onomixxHun npuknag 177

3-{[2-(1-MeTuneTokcu)peHinlrigpasoHo}neHTaH-2,4-aioH

O O

o

2-(1-MeTtunetokcu)aHinin (1,00 r, 6,62 mmornb) gogaBany 4O po3vnHy 6 mn docopHoi Kncnotu
(85%) i 4 mn asoTHOI kucnotu (65%) npu -6°C, nicna yoro gogasanu HiTpuT Hatpito (0,55 r, 7,95
MMonb) B 2 Mn Boan kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C 30 xB. NoTiM, 40 peakuUinHOi
CyMiLLi Kpannamu gogasanu po3yuH auetaTy kanito (1,95 r, 19,86 mmons) i auetunauetoH (0,86 T,
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8,61 mmonk) B 40 mn etaHony i 10 mn Bogu. Cymiw nepemillyBanu npu KiMHaATHIN Temnepatypi
NpOTArOM Houi, binNbTpyBanu, NpoMMBanu BoAOH0, EtOH/HZO (1/1) i rekcaHOM i CyLIMAWM OAEPXKYHOHM
BKa3aHy B 3aronosky cronyky (0,53 r, 30% suxig): *H SMP (400 MIy, CDCl3): & m.u. 1,28-1,41 (6H,
M), 2,50 (3H, c), 2,63 (3H, c), 4,53-4,59 (1H, m), 7,21-7,25 (1H, m), 7,62-7,66 (2H, m), 7,77-7,79 (1H,
m), 15,01 (1H, c).

[onomixxHun npuknag 178

3-{[2-(TpudTopmeTokcu)deHin]rigpasoHo}neHTaH-2,4-aioH

O O
I

Fxfj

(TpM(bTopmeTOKcm)aHlan (1,00 r, 5,64 mmonb) gogaBanu 4o po34nHy 6 M pocdOpHOT KMCOTH
(85%) i 4 mn asoTHOI kncnotn (65%) npu -6°C, nicna 4Yoro gogasanu HiTpuT Hatpito (389 wr, 5,64
MMorb, 1,0 eksiB.) B 2 mn Bogm kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C npotsarom 30 xB.
MoTiMm OO peakuinHOi cymiwi kpannsMu gogaBany cymiw auetaty kanito (1,66 r, 16,92 mmonb) i
auetunaueToH (564 wmr, 5,64 mmonb) B 80 mn etaHony i 48 mn Bogn. Cymiw nepemiwyBanu npu
KiIMHaTHI TemnepaTypi NPOTAroM Houi, inbLTpyBanu, npommnsanu sogoto, EtOH/H,O (1/1) i rekcaHom i
CYLUIMNN OfiepXytoun BKasaHy B 3aromosky crionyky (1,3 r, 80% suxia): "H AMP (400 Mru, CDCly): &
M. 2,54 (c, 3H), 2,65 (c, 3H), 7,20-7,24 (m, 1H), 7,33-7,42 (m, 2H), 7,87 (og, J = 8,4, 1,6 Tu, 1H),
14,86 (c, 1H).

[onomixxHuin npuknag 179
3-[(2-PeHokcudeHin)rigpazoHolneHTaH-2,4-4ioH

O O
M
I
HN”~

oy

2-®eHokcmaHinid (2,00 r, 10,81 mmonb) Agogasanu 4o po3yvmHy 12 mn dpocdopHoi kncnotun (85%) i
8 mn asoTHoI kncnotu (65%) npu -6°C, nicns Yoro gogasanu HiTpuT HaTpito (0,90 r, 12,97 mmonb) B 2
Mn Boau kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C 30 xB. MNoTiMm, 40 peakuinHOT cymili
KpannsaMy gogasanu cymiw auetaty kanito (3,18 r, 32,43 mmons) i auetunauetoH (1,40 r, 14,05
Mmonb) B 80 mn etaHony i 48 mn Boan. Cymill nepemiwyBany npu KiMHaTHIA TemMnepaTypi NPoTArom
Houi, (pinbTpyBanu, NpoMuBann BoaoH, EtOH/HQO (1/1) i rekcaHoM i cyLIMnn ogepXyrun BKkasaHy B
3aronosky cnonyky (1,00 r, 31% suxia): 'H amp (400 MTu, CDCl3): & m.4. 2,50 (3H, c¢), 2,63 (3H, c),
7,26-7,88 (9H, m), 14,91 (1H, c).

HonomixxHun npuknag 180

3-{[2-(MeTuncynbdiHin)deHin]rigpasoHo}neHTaH-2,4-0ioH

O O

>—=

O HN~

2-(Metnncynbginin)aninid (0,50 r, 3,22 Mmonb) gogaBanu 4o po3vmHy 3 M ocdOpPHOT KMCOTH
(85%) i 2 mn asoTHOI kncnotu (65%) npm -6°C, micna 4yoro gogasanu HiTput Hatpito (0,27 r, 3,87
MMornb) B 2 M Boau kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C 30 xB. NoTiM, 40 peakUinHOi
CyMiLli Kpannamu gogasanu cymiwl auetaTty kanito (0,95 r, 9,66 mmons) i auetunaueToH (0,42 1, 4,19
MMorb) B 80 mn eTaHony i 48 mn Bogn. Cymill nepemillyBanu npu KiMHaTHI TemnepaTtypi NpoTArom
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Houi, hinbTpyBanu, NpoMMBany BOAOH, EtOH/HZO (1/1) i rekcaHoMm i cyWMnu ogepXyt4un BKasaHy B
3aronoeky cnonyky (0,66 r, 77% Buxig): 'H amP (400 Mlu, CDCIs): & m.u. 2,07 (3H, ¢), 2,55 (3H, ¢),
2,64 (3H, c), 7,29-7,87 (4H, m), 15,06 (1H, c).

HonomixxHun npuknag 181

3-{[3-(TpudTopmeTokcun)deHin]rigpasoHo}neHTaH-2,4-aioH

e
10

3-(TpudptopmeTtokecu)ariniH (1,00 r, 5,64 mmonb) gogasanu 4O po3dnHy 6 M OCOPHOI KUCIOTH
(85%) i 4 mn asoTHOI kucnotn (65%) npu -6°C, nicna 4Yoro gogasanu HiTpuT Hatpito (389 wr, 5,64
MMOnb) B 2 mn Bogu kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C npotarom 30 xB. MNoTim go
peakuinHoi CcyMili Kpannsamu gogasanu cymiw auetaTy kanito (1,66 r, 16,92 mmonb) i aueTunaueToH
(564 wr, 5,64 mmonb) B 80 mn etaHony i 48 mn Bogu. Cymiw nepemiwyBanu npu KiMHaTHIN
TemnepaTypi NPOTAroM Houi, inbTpyBanu, NpomMmeanmu BOD,OIO EtOH/H,O (1/1) i rekcaHoM i cylwmnm
ofiepXXytoun BkasaHy B 3aronioBky crnonyky (1,2 r, 74% Buxig): 'H amP (400 Ml'u, CDCls): & M.u. 2,49
(c, 3H), 2,61 (c, 3H), 7,05-7,08 (m, 1H), 7,25-7,27 (m, 1H), 7,32 (c, 1H), 7,42 (1, J = 8,0 'y, 1H), 14,59
(c, 1H).

HonomixHun npuknag 182

N-{4-[2-(1-AueTnn-2-okconponinigeH)rigpasnHo]deHintauetamig

@] (0]

WNH
0]

N-(4-AmiHodeHin)auetamig (1000 mr, 6,66 mmonb) gogasBanv A0 Po3yuHy 6 Mn octopHOi
kucnotn (85%) i 4 mn asoTtHoi kucnotn (65%) npu -6°C. Konu cymiw HarpiBanacb o KiMHaTHOI
TemnepaTypum, Il oxonomxysanu o -6°C i npotsarom 10 xB. gogasanuy TBepanin HITpUT HaTpito (460 wmr,
6,66 mMonb). [logaBanu 4O po3uMHYy ManeHbkui wimaTo4vok neoay (50 r). Cymiw gopnasanu npu 0°C
0o cycneHsii 2,4-neHTaHgioHy (666 mr, 6,66 mmonb) i auetaTy kanito (40 r) B etaHoni (400 mn).
Po3uuH nepemiwysanu npotarom 15 xB, i noTim gogasanu Ao 250 Mn HaCMYEHOro BOAHOMO PO34YMHY
Na,COg3, ekcTparyBanu OMXIOpMETaHOM, NMpoOMUBanuM BOAOK i po3conom, cywunu Hag Na,SO, i
KOHLUEHTpYBanu npu MOHWKEHOMY TUCKY OAEepXXyludu BkadaHy B 3aronoBky cronyky (1400 mr, 80%
Buxia): *H AMP (400 MIy, CDClg): & m.u. 2,22 (3H, ), 2,48 (3H, c), 2,60 (3H, c), 7,22 (1H, wc), 7,38
(2H, g, J=8,8Tu), 7,57 (2H, g, J = 8,8 '), 14,84 (1H, c).

HonomixxHun npuknag 183

3-{[4-(OnmeTunamiHo)dpeHinlrigpasoHo}neHTaH-2,4-aioH
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N,N-OumeTtunbenson-1,4-giamin (500 mr, 3,67 Mmonb) gogasanu 0 po3vuHy 3 Mn ocdopHOT
kncnotn (85%) i 2 mn asoTtHoi kucnotn (65%) npu -6°C. Konu cymiw HarpiBanacb O KiMHATHOI
Temnepatypw, ii oxonogxysanu o -6°C i npotarom 10 xB. gogasanu HiTput Hatpito (253 wr, 3,67
MMonb). [logaBanv A0 po3yMHy maneHbkun wmatodok nbogdy (50 r). Cymiw gogasanum npu 0°C go
cycneHsii 2,4-neHTaHgiony (367 wr, 3,67 mMonb) i auetaty kanito (20 r) B etaHoni (250 mn). Po34yuH
nepemiwysanu npotarom 15 xB. i noTim gogasanu go 250 mn HacnyeHoro BogHoro po3ymHy Na,COs;,
eKkcTparyBanum AuxXnopMeTaHoOM, MpOMMBanM BOAOK | po3conoM, cywunu Hag Na,SO, i
KOHLEHTPYBanu npu MOHWXEHOMY TWUCKY OAEpXKylouu BKasaHy B 3aronioBky cnonyky (870 wmr, 96%
BUXiO) SIK KOPUYHEBY TBepAy peyosuHy: "H AMP (400 Mru, CDCls): & m.u. 2,89 (3H, c), 2,93 (3H, c),
2,96 (3H, c), 3,16 (3H, c), 7,77-7,83 (4H, m), 14,80 (1H, wc).

HonomixHun npuknag 184

3-{[4-(4-MeTunninepa3swuH-1-in)deHin]rigpasoHo}neHTaH-2,4-4ioH

()
N
|
4-(4-MeTtnnninepasuH-1-in)aninid (1000 mr, 5,24 mmonb) gogaBanu 40 po3ynHy 6 mn docopHoT
kncnotn (85%) i 4 mn asoTHoi kucrnotn (65%) npu -6°C. Konu cymiw HarpiBanacb A0 KiMHaTHOI
Temnepatypu, ii oxonogxysanu o -6°C i npotarom 10 xB. gogasanu HiTput Hatpito (361 wmr, 5,24
MMonb). [logaBanu o po3vvMHy ManeHbkui wmartodok neoay (50 r). Cymiw gogasanu npu 0°C go
cycneHsii 2,4-neHtaHgioHy (524 wmr, 5,24 mmone) i aueTtaty kanito (30 r) B eTaHoni (400 mn). Po3uuH
nepemiwysanu npotarom 15 xB. i noTim gogasanu go 250 mn HacnyeHoro BogHoro po3ymHy Na,COs;,
eKkcTparyBanuM OuXnopMeTaHoM, MpoMuMBany Bodokw i po3conom, cywunu Hag Na,SO,; i
KOHLUEHTpYBanu npu NOHWXEHOMY TUCKY OOEPXYIYM BKasaHy B 3aronoBky cnonyky (610 wmr, 39%
Buxia): *H AMP (400 MIy, CDCl3): & m.u. 2,40 (3H, c), 2,50 (3H, c), 2,62 (3H, c), 3,10 (4H, T, J = 5,2
M), 3,25 (4H, 1,J=4,8Tu), 7,30 (2H, o, J=8,8"'y), 7,37 (2H, o, J = 7,6 T'u), 15,08 (1H, wc).
[onomixxHui npuknag 185
3-{[4-(1H-1,2,4-Tpuason-1-in)deHin]rigpasoHo}neHTaH-2,4-aioH
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4-(1H-1,2,4-Tpwnason-1-in)aHinin (500 mr, 3,12 mMonb) gogaBanu A0 po34uHy 3 M poCcOpHOI
kncnotn (85%) i 2 mn asoTtHoi kucnotn (65%) npu -6°C. Konu cymiw HarpiBanacb 0O KiMHATHOI
Temnepatypu, ii oxonogxysanu o -6°C i npotarom 10 xB. gogasanu HiTput Hatpito (216 wr, 3,12
MMonb). [logaBanv Ao po3yMHy maneHbkun wmartodok nbogy (50 r). Cymiw gogasanu npu 0°C go
cycneHsii 2,4-neHtaHaiony (312 wr, 3,12 mMonb) i auetaTty kanito (20 r) B etaHoni (250 mn). Po3uuH
nepemiwysanu npotarom 15 xB. i noTim gogasanu Ao 250 mn HacM4eHoro BogHoro po3ymHy Na,COs,
eKkcTparyBanvM AuXnopMeTaHoM, npoMuBany Bodow | posconom, cywwunu Hag Na,SO, i
KOHLEHTPYBanu Mnpu MOHWXEHOMY TWUCKY OAEpXKylouu BKasaHy B 3aronioBky cnonyky (600 wmr, 71%
BUXiO) SIK KOPUYHEBY TBepAy peyosuHy: "H AMP (400 Mru, CDCls): & m.u. 2,54 (3H, c), 2,63 (3H, c),
7,55(2H,n,J=8,8Tu), 7,74 (2H, 8, J =8,8Tu), 8,12 (1H, c), 8,54 (1H, c), 14,76 (1H, c).

[onomixxHuin npuknag 186

3-{[4-(TpVId)TOpMeTOKCVI)(*)eHiJ'I]I'iD,pa3OHO}FIeHTaH -2,4- /J.iOH

M

F

o

4-(TpudptopmeTtokecu)aHinid (1,00 r, 6,9 mmonb) gogasanu 4o po3vuHy 6 mn pocopHoi KucnoTu

(85%) i 4 mn asoTHOI kucnotn (65%) npu -6°C, nicna 4yoro gopgasanu HiTput Hatpito (0,601 r, 8,7
Mmonb, 1,2 ekgig.) B 10 mn Boau kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C npotsrom 30 xB.
MoTiMm Jo peakuinHol cymiwi KpannsaMmn godasanu cymiw auetaTty kanito (2,028 r, 20,7 mmonb, 3,0
eksiB.) i aueTunaueToHy (0,8 mn, 7,0 mmons, 1,0 eksiB.) B 20 mn eTaHony. Cymill nepemillysanu npu
KiMHaTHI TemnepaTypi npotarom 15 xB., inbTpyBanu, ekctparysanu AcOEt, npomyBanu po3cosiom i
cywunu ogepxywum HeouumweHun npogykt (1,58 r, 88% Bwxig), <dkun 6GeanocepedHbO
BMKOPWUCTOBYBANW Ha HacTynHii ctagii. *H SMP (400 Mru, CDCls): 8 m.u. 2,50 (c, 3H), 2,61 (c, 3H),
7,26-7,28 (m, 2H), 7,40-7,43 (m, 2H), 14,69 (c, 1H).

HonomixxHun npuknag 187

3-{[2-PTOpP-3-(TpHdTOpMETUN)PEHIN]riapa3oHO}NeHTaH-2,4-4ioH

O O
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[o posunHy 2-dpTop-3-(TpudptopmeTtun)aninivy (1,0 r, 5,58 mmons) B 8 mn outoBoi kucrotn i 1,3
MI1 KOHLEHTPOBaHOIO PO34MHY XNOPBOAHEBOI KMCNOTK, kKpannamu npu 0°C gogaBanu HIiTPUT HaTpito
(462 wmr, 6,69 mmonb) B 2,1 Mn Boau i cymiw nepemiwyBanu npu 0°C npotarom 1 r. MMoTim go
peakuinHoi cymiwi gogasanu auetaT HaTpito (1,37 r, 16,8 mMMonb) i aueTunaueTtoH (726 wr, 7,26
MMornb). Cymiw nepemilyBany npu KiMHaTHI TemnepaTtypi NnpoTarom 2 r, inbTpyBanu, npommeanm
Bogoto, EtOH/H,0 (1/1) i rekcaHoM i cylumMnum ogepXytoum BkasaHy B 3aronioBky crnonyky (900 mr, 55%
Buxig). 'H AMP (400 My, CDCls): & m.u. 2,51 (c, 3H), 2,63 (c, 3H), 7,30-7,34 (m, 1H), 7,38-7,41 (M,
1H), 7,94-7,96 (m, 1H), 14,66 (c, 1H).

HonomixHun npuknag 188

3-[(2,3-OundpTopdeHin)rigpasoHo]neHTaH-2,4-aioH

@) O
M
_N
HN
F
F

[o po3uunny 2,3-gudptopanininy (1,0 r, 7,75 mmone) B 11,1 mn outoBoOi kucnotu i 1,69 mn
KOHLEHTPOBaHOrO PO34MHY XNIOPBOAHEBOI KMCMOTH, Kpannsamu npu 0°C gogasanu HiTpuT HaTpito (600
mr, 9,3 Mmmonb) B 2,7 mn Boau i cymiw nepemiwysanu npu 0°C npotarom 1 r. INoTim o peakuinHoi
CyMiLLi Kpannamu gogasanu cymiw auetaty Hatpito (1,78 r, 21,7 mmonb, 3,0 ekBiB.) i aueTunaueToHy
(1 r, 10 mmonb, 1,3 ekBiB.). Cymill nepemiwyBanu npu KiMHaTHIA TemnepaTtypi npoTdarom 2 T,
ginbTpyBanu, npomuBanu Bogoto, EtOH/H,O (1/1) i rekcaHOM i Cylwimnu OfEepXXylouum BKas3aHy B
3aronoBky cronyky (900 mr, 48% suxia): "H AMP (400 Mru, CDCls): 5 m.u. 2,49 (c, 3H), 2,61 (c, 3H),
6,93-7,00 (m, 1H), 7,11-7,17 (m, 1H), 7,50-7,56 (M, 1H), 14,64 (c, 1H).

[onomixxHui npuknag 189

3-[(2,2-OundTop-1,3-6eH3opiokcon-4-in)rigpasoHo]neHTaH-2,4-aioH

O O

-~ @

Po3uunH HiTpuTy Hatpito (0,96 r, 14 mmonsk) B H,O (5 Mn) kpannamu gogasanu A0 PO3UnMHY 2,2-
andTop-1,3-6eH3ogiokcon-4-amiHy (2,0 r, 12 mMornb) B 6 M BogHomy posunHi HCI (12 mn, 72 mmonb)
npu 0°C. llicna nepewmiwyBaHHa npotarom 15 xB npu 0°C, cymiw pgogasBanu o cycneHsii 2,4-
neHTtaHgioHy (1,2 mn, 12 mmone) i auetaty Hatpito (5,9 r, 72 mmonb) B MeOH (20 mn) oxonogkeHoi
po 0°C. YTBopeHu ocap 36upanu ¢inbTpyBaHHSAM, NpomMuBanu BOZo i po3umHsanu B AcOELt.
OpraHiyHni po34YnH npommBanu HacuyeHum BogHuM po3vmHoMm NaHCOj; i posconom, cywmnu Hag
MgSO,, inbTpyBanu i KOHUEHTPYBanu Mpu NOHMWXEHOMY TUCKY OAEpXYHUW BKa3aHy B 3arofioBKY
cnonyky (3,0 r, 90% Buxia) sik opaHxesi kpuctanm: "H AMP (300 M, CDCls): & m.u. 2,49 (3H, c),
2,63 (3H, c), 6,88 (1H, pg, J = 8,0, 1,1 T'w), 7,13 (1H, 7, J = 8,1 T'u), 7,30 (1H, aog, J = 8,5, 1,1 '),
14,56 (1H, wc).

HonomixxHui npuknag 190

3-{[2-®TOp-4-(TpUhTopMeTUn)deHin]rigpaszoHo}neHTaH-2,4-aioH
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[o posunHy 2-dptop-4-(Tpudptopmetun)aninidy (1,0 r, 5,58 mmone) B 8 mn outoBoi kncnotn i 1,3
MIT KOHLLEHTPOBAHOIO PO34YMHY XMOPBOAHEBO! KMCNOTKW, Kpannamu npy 0°C gogasanu HITpUT HaTpito
(462 wmr, 6,69 mmonb) B 2,1 mn Boamn i cymiw nepemiwysanm npn 0°C npotarom 1 r. lNMoTim go
peakuinHoi cymiwi gogasanu auetat Hatpito (1,37 r, 16,8 mmonb, 3,0 eksiB.) i aueTunaueToH (726 wmr,
7,26 mmonb, 1,3 eksiB.) Cymiw nepemiwyBanu npu KiMHaTHIW TemnepaTypi npotsarom 2 T,
dinbTpyBanu, npomusanu sogoto, EtOH/H,O (1/1) i rekcaHom i Cywmnu ogepXylun BkasaHy B
3aronoBky cronyky (720 mr, Buxin 44%): *H AMP (400 MIy, CDCl3): 8 m.u. 2,51 (c, 3H), 2,63 (c, 3H),
7,42-7,50 (m, 2H), 7,86 (1, J = 8,0 'y, 1H), 14,56 (c, 1H).

[onomixxHun npuknag 191

TpeT-byTtun [4-(andTopmeTokcn)-2-bTopdeHin]kapbamat

NHBoc

F

OCHF,

PosunH 4-(andTopmeTokcun)-2-cptopbeHsonHoi kucnotn (1 r, 4,85 mmons), DPPA (1,6 r, 5,83
mmonb) i EtzN (0,59 r, 5,83 mmonb) B 16 mn 7-BuOH kun‘atmnm i3 3BOPOTHIM XONOAWUSbHUKOM
NpoTAroM 4 r i NOTiM KOHUEHTpyBanu. 3anvwok po3vmHany B guxnopmetaHi (40 mn), npommnsanu 1M
BoAHUM po3ymHoM HCI, cywmnu Hag Na,SO, | KOHUEHTpYBanu nNpu NOHWKEHOMY TUCKY. HeouunweHun
NPOAYKT OuuLLanuM KOMOHKOBO hrew xpomatorpadieto Ha cunikareni (netponenHun edip/AcOEt =
4/1) opepxytoum BKasaHy B 3arorioBky cnonyky (850 mr, Buxig 63%) siK XOBTY TBepAy PEYOBUHY: 'H
AMP (400 MI'u, CDCI3): & m.u. 1,53 (¢, 9H), 6,44 (1, J = 73,6 'y, 1H), 6,89-6,92 (m, 1H), 7,24-7,27 (Mm,
1H), 7,37-7,41 (m, 1H).

[onomixxHun npuknag 192

3-{[4-(AndTopmeTOKCH)-2-chTOopdheHin]rigpasoHo}neHTaH-2,4-aioH

0] @)
M
I
_N
HN
|
F\(O
F
Po3umH TpeT-6yTun [4-(andTopmeTokcn)-2-dpTopdeHinjkapbamarty (850 mr, 3,07 mmonb) B 300
mn HCI B AcOEt nepemillyBanu NpoTsAIroM HOUi | KOHLEHTPYBanu npu NOHMXeHOMY TUCKY.
[o posunHy 3anuwky B 55 mn outosoi kucnotm i 0,9 MmN KOHUEHTPOBAHOrO PO3UUHY
XIOpBOAHEBOI KMcnoTtu, kpannsamu npu 0°C gogasanu HiTput HaTpito (239 wr, 3,39 mmonb) B 1,4 Mn
BoaM i cymiw nepemiwysanu npu 0°C npotarom 1 r. NMoTim OO peakuinHol cymiwi gogasanu auetat

HaTpito (703 wmr, 8,47 mmonb, 3,0 eksiB.) i auetunaueToH (367 mr, 3,67 mmonb, 1,3 eksiB.). Cymiw
nepemillysanu npu KiMHaTHIN TemnepaTypi npotarom 2 r, pinbTpyBanu, npomMuBanu BOAJOM,
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EtOH/H,O (1/1) i rekcaHoM i cylumnun ogepxyoun BkasaHy B 3aronosky crnonyky (300 mr, 37% Buxig):
'H AMP (400 Mru, CDCls): & m.u. 2,49 (¢, 3H), 2,62 (c, 3H), 6,51 (T, J = 72,8 T'u, 1H), 6,95-7,04 (m,
2H), 7,73-7,77 (m, 1H), 14,70 (c, 1H).

[onomixxHumn npuknag 193

2-OT1op-4-(TpndTOopMETOKCU)OEH30MHA KMCNOTa

CO,H

F

OCF,

Po3unH 1-6pom-2-cpTop-4-(TpndTtopmeTtokcn)oeHsony (8 r, 30,8 mmons) B 170 mn THF
oxornogxyeanu go -40°C i notim BnopckyBanu i-PrMgBr (0,4 mons/m B THF, 91 wmn). MNicna
nepemiwysaHHsa npotsarom 3 r, CO, 6apbotysanu npotarom 2 r npu 0°C. Cymiw npomuBanu 1M
BogHUM po3ymHom HCI, posginanu. BogHui wap ekctparyBanu CH,Cl,. O6'egHaHi opraHiyHi wapm
cywunun Hag Na,SO, i KOHUEHTPYBanM Npu MNOHWXXEHOMY TUCKY. 3anuwoK NpoMmMBanu neTponenHum
edhipoM ofiepXyloumn BKkadaHy B 3aronioBky cnonyky (6 r, 87% suxia): ‘*H AMP (400 MIy, CDCls): & m.u.
7,05-7,12 (m, 2H), 8,10 (1, J = 8,4 'y, 1H).

[onomixxHuin npuknag 194

TpeT-bytun [2-pTop4-(TpudpTopmeTokcn)deHinlkapbamat

NHBoc

F

OCF,

PosunH 2-cpT1op-4-(TpudTopMeTokcm)beH3onHoi kucnotn (3 r, 13,4 mmons), DPPA (4,4 r, 16,1
mmonb) i EtzN (1,63 r, 16,1 mmonb) B 130 mn T-BuOH kun‘atunn i3 3BOPOTHIM XONOAWMALHUKOM
NpOTAroM 4 r i NOTiM KOHUEHTpyBanu. 3anuwok po3ynHanu B guxnopmetaHi (200 mn), npomumsanun 1M
BoAHUM po3ymHoM HCI, cywmnu Hag Na,SO,4 | KOHUEHTpYBanu nNpu NOHWKEHOMY TUCKY. HeounweHun
NPOAYKT oumLlanu KONMOHKOBOK neLl xpomaTtorpadieto Ha cunikareni (netponenHuii edip/AcOEt =
4/1) oaepXxyoun Bka3aHy B 3arofioBky crnonyky (2 r, 50% Buxig) K XOBTY TBEpAY PEYOBUHY: 'H avp
(400 Ml'y, CDCl3): & m.M. 1,27 (¢, 9H), 6,97-7,03 (m, 1H), 7,21-7,27 (M, 1H), 7,37-7,41 (m, 1H).

[onomixxHun npuknag 195

3-{[2-®TOp-4-(TpUTopMeTOoKCU )beHin]rigpasoHo}neHTaH-2,4-aioH

1 1
/{Kl(l\
_N
HN

F 0]
o7
F
PosunH TpeT-6yTun [2-cbtop4-(TpudTtopmeTokcu)deHinlkapbamaty (2 r, 6,8 mmorns) B 300 mn HCI

B AcOEt nepemiwysanu npotsirom 3 r npy 0°C i KOHUEHTPYBanu Npu NOHWKEHOMY TUCKY. [0 po3unHy
3anuwky B 20 mn ouTtoBOi KMCAOTU i 3,5 MN KOHLEHTPOBAHOIO PO34YMHY XITOPBOAHEBOI KWUCMOTH,
kpannamm npu 0°C pgopaBanu HiTput HaTtpito (507 wmr, 7,34 mmonb) B 5 Mn Bogu i cymiw
nepemiwysanu npu 0°C npotarom 1 r. [NoTiM JO peakuinHoi cymilwi gogaBany auetaT HaTpito (1,5 T,
18,3 mmornb, 3,0 ekBiB.) i auetunaueToH (793 mr, 7,93 mmonb, 1,3 eksiB.). Cymiw nepemiysanu npu
KiMHaTHIN TemnepaTypi npoTarom 2 r, inbTpyBanu, npomusanu sogot, EtOH/H,O (1/1) i rekcaHoM i
CyLLIUNN OAepXyLoYn BKasaHy B 3aronosky cnonyky (920 mr, 50% suxig): 'H amP (400 MI'y, CDCl3):
Mm.4. 2,50 (c, 3H), 2,63 (c, 3H), 7,08-7,13 (m, 2H), 7,78 (1, J = 8,8 'y, 1H), 14,65 (c, 1H).
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HonomixHun npuknag 196
3-[(2,4-OndpbTopdeHin)rigpasoHo]neHTan-2,4-aioH
P

HN

F

Ho pos3uunny 2,4-gudptopanininy (1,0 r, 7,75 mmonb) B 11,1 mn outoBOi kucnotu i 1,69 mn
KOHLEHTPOBaHOrO pPO34MHY XJIOPBOAHEBOI KUCHOTH, Kpannsmu npu 0°C gogaeanu Hitput HaTpito (600
mr, 9,3 Mmone) B 2,7 mn Bogu i cymiw nepemiwysanu npu 0°C npotarom 1 1. MNoTiM o peakuiiHol
CyMili Kpannamy gogasanu cymiw auetaty Hatpito (1,78 r, 21,7 mmone) i aueTnnaueToHy (1 r, 10
MMonb). Cymilw nepemiwysanu npu KiMHaTHIM Temnepatypi npotarom 2 r, dinbTpysanu, NnpomMmusanm
Bogoto, EtOH/H,0 (1/1) i rekcaHoM i cylumnu ogepXxyroum BkasaHy B 3aronoBky cnonyky (550 mr, 30%
Buxia): "H AMP (400 My, CDCl3): & m.u. 2,48 (c, 3H), 2,61 (c, 3H), 6,91-7,00 (m, 2H), 7,70-7,76 (M,
1H), 14,72 (c, 1H).

HonomixHun npuknag 197

3-[(4-Xnop-2-dhTopdeHin)rigpasoHo]neHTaH-2,4-4ioH

-

HN

Cl

[o posunHy 4-xnop-2-dptopaHinivy (1 r, 6,87 mmonb) B 9,8 mn ourtosoi kucnotn i 1,6 mn
KOHLEHTPOBaHOrO pPO34MHY XINIOPBOAHEBOI KUCNOTH, Kpannsamu npu 0°C gogasanu HiTput HaTpito (568
mr, 8,24 mmonb) B 2,6 mn Boam i cymiw nepemiwysanu npu 0°C npotarom 1 r. [oTiMm 4o peakuinHoi
cymiwi gogaeanu auetat Hatpito (1,69 r, 20,6 mmonb) i auetunaueTtoH (893 wmr, 8,93 mmonb). Cymiw
nepemilysanu npu KiMHaTHIN TemnepaTypi npoTarom 2 r, inbTpyBanu, npoMuBanu BOJOM,
EtOH/H,O (1/1) i rekcaHoM i CyLLMNU OAEepXKyo4M BKasaHy B 3arorioBky cnonyky (1 r, 57% suxia): 'H
AMP (400 My, CDCls): & m.u. 2,49 (c, 3H), 2,60 (c, 3H), 7,15-7,25 (m, 2H), 7,69 (1, J = 8,4 'y, 1H),
14,64 (c, 1H).

[onomixxHui npuknag 198

3-{[2-®TOp-5-(TpUhTOopMeTUn)deHin]riapaszoHo}neHTaH-2,4-aioH

O (0]
M
|
HN”~
F
F
F
F

2-OT1op-5-(TpudTopmeTun)atinid (2,00 r, 15,6 mmonb) gogasanu ao posduHy 15,6 mn HOAc i 2,6
Mn KoHUeHTpoBaHoi HCI, nepemiwysanu, nicna yoro gogasanu HiTput Hatpito (0,925 r, 13,4 mmornb) B
4 mn Bogu kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C npotarom 60 xB. lNMoTiM kpannamwu
popjasanu auetaT kanito (3,28 r, 3,5 Mmonb) i auetunauetoH (1,83 mn, 14,5 mmonsb). Cymiw
nepemillysanu npu KiMHaTHIA TemnepaTtypi NpoTarom Houi, cinbTpyBanu. Ocag posunHanu B CH,Cl,,
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npomusanu Bogow, cywmnu Hag Na,SO, i KOHUEHTpyBanu Npu MOHUXKEHOMY TUCKY OAepXytoun
BKa3aHy B 3aronoBky crnonyky (2,06 r, 64% suxig): 'H amP (400 MI'y, CDCl3): & m.4. 2,53 (c, 3H),
2,64 (c, 3H), 7,26-6,30 (m, 1H), 7,39-7,42 (m, 1H), 7,99-8,01 (m, 1H), 14,62 (c, 1H).
HonomixxHuin npuknag 199
3-[(2,5-OndTopdeHin)rigpasoHo]neHTan-2,4-aioH
0] O

HN

F

2,5-OudptopaniniH (2,10 r, 15,5 mmonb) gogasarmm Ao po3umHy 21,6 mn HOAc i 3,6 mn
koHueHTpoBaHoi HCI, nepewmiwysanu, nicns 4oro gogasanu HiTput Hatpito (1,28 r, 18,6 mmonb) B 6
mn Bogu kpannamu npu 0°C i cymiw nepemiwysanu npu 0°C npotsarom 60 xB. [NoTim kpannamwu
pogasanu auetaTt kanito (4,56 r, 46,5 mmonb) i auetunaueTtoH (2,07 mn, 20,15 mmonsk). Cymiw
nepemilyBanu npu KiMHaTHiA TemnepaTtypi NpoTarom Houi, dinsTpyBanu. Ocag po3unHsanu B CH,Cl,,
npoMuBanu Bogot, cywmnum Hag Na,SO, i KOHUEHTpyBanM Npu MOHWXKEHOMY TUCKY OLEPXKYHUM
HeounweHn npogykt (4,00 r, 67% Buxig), Akun Ge3anocepeaHbO BUKOPUCTOBYBANM Ha HACTYMHIN
ctaaii: 'H SIMP (400 MIy, CDCl3): & m.u. 2,51 (¢, 3H), 2,62 (c, 3H), 6,79-6,83 (M, 1H), 7,09-7,15 (m,
1H), 7,43-7,47 (m, 1H), 14,57 (c, 1H)

HonomixHuin npuknag 200

3-[(2,6-OudbTopbeHin)rigpasoHo]neHTan-2,4-aioH

O O

HN

[o pos3uunHy 2,6-gudptopanininy (1,0 r, 7,75 mmone) B 11,1 mn ouTtoBOi kucnotv i 1,69 mn
KOHLEHTPOBaHOrO pPO34MHY XNIOPBOAHEBOI KMCMOTKU, Kpannsamu npu 0°C gogasanu HiTpuT HaTpito (600
mr, 9,3 mmone) B 2,7 Mn Boawn i cymiw nepemiwysanu npu 0°C npotarom 1 r. [NoTim Jo peakuinHot
cymiwi gopasanu auetaT Hatpito (1,78 r, 21,7 mmonb) i auetnnauetoH (1 r, 10 mmornb). Cymiw
nepemilysanu npu KiMHaTHIN TemnepaTypi npoTarom 2 r, dinbTpyBanu, npomMuBanu BOAOHO,
EtOH/H,0 (1:1) i rekcaHoM i cylumnun ogepxyoyn BkasaHy B 3aronosky cronyky (400 mr, 21% suxia):
'H AMP (400 My, CDCly): & m.u. 2,43 (c, 3H), 2,61 (c, 3H), 6,97-7,03 (m, 2H), 7,05-7,15 (M, 1H),
14,42 (c, 1H).

JonomixxHun npuknag 201

3-(1H-Mipason-5-in)-1-[3-(TpudTopmeTun)eHin]nipnaasnH-4(1H)-oH

B
N
|| H
N/
F,C
Po3uunH 3-[3-(ammeTunamiHo)npon-2-eHoin]-1-[3-(TpudtopmeTnn)deHin]nipugasmH-4(1H)-oHy

(2,70 r, 8 mmonb) i NH,NH,-H,O (1,94 mn, 40 mmone) B MeOH (25 mn) kun‘atunu i3 3BOPOTHIM
XOSOANNBHUKOM MPOTAroM Hodi. [licns oxonomkeHHs OO0 KiMHATHOI TemnepaTypu, peakuinHy cyMmill
Bunueanu B 1 M BogHuii po3umH HCI i ekctparyBanu AcOEt. EkcTpakT npoMuBany po3cosiom, CyLUUIn
Hag MgSO, i KOHUEeHTpyBanmu Mpu MOHWXKEHOMY TWUCKY. 3anuwiOK O4YMLann KOJTOHKOBOH)
Xpomarorpadpieto  Ha  OCHOBHOMY  cunikareni  BMKOPUCTOBYtOUM Ak entoeHT  AcOEt i
nepekpuctanisysann 3 AcOEt ogepxytoun BkasaHy B 3aronosky cnonyky (0,969 r, 40% Buxig) sk
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maiike 6iny TBepay peuosuHy: Trnn. 192-194 °C; 'H AMP (300 My, CDCls): & m.u. 6,82 (1H, g, J =
79Tu), 703 (1H, o, J=19Tw), 7,69 (1H, g, J =1,9Tw), 7,72-7,76 (2H, m), 7,83-7,89 (1H, m), 7,91-
7,93 (1H, m), 8,33 (1H, A, J = 7,9 'u), 12,85 (1H, wc). PX-MC (ECI) m/z 307 [M + H]". Anan.
pospaxoBaHun ans C4HgFsN4O: C, 54,91; H, 2,96; N, 18,29. 3HangeHo: C, 54,92; H, 2,99; N, 18,33.
HonomixxHun npuknag 202
3-[(4-MopdhoniH-4-indeHin)rigpasoHo]neHTaH-2,4-4ioH

)
O
4-MopdoniH-4-inaHiniH (653 wr, 3,67 mmone) gogasanu Ao cymiwi 3 mn docdopHOi knucnotu
(85%) i 2 mn a3oTHOI kucnotu (65%) npu -6°C. Konn ogepxaHa cymiw HarpiBanacb A0 KiMHATHOI
TemnepaTypu, ii oxonomxysanu o -6°C i npotarom 10 xB. gogaBanu HiTput Hatpito (253 wr, 3,67
MMonb). [logaBanv OO0 po34MHYy ManeHbkun wmartodok nbogy (50 r). Cymiw gogasanu npu 0°C go
cycneHsii 2,4-neHTaHgiony (367 wr, 3,67 mMorb) i auetaTty kanito (20 r) B etaHoni (250 mn). Po34yuH
nepemiwysanu npotarom 15 xB. i noTim gogasanu go 250 mn HacnyeHoro BogHoro po3yvnHy Na,COs;,
eKkcTparyBanu AUXNopMeTaHOM, MPpOMMBanuM BOAOK i po3conoM, cywmnu Hag 6e3sogHumM Na,SOy i
KOHLEHTPYBAMN MY MOHIKEHOMY TUCKY OAEPXkKYIOUM BKasaHy B 3arofioBKy CrOnyky (870 wr, 82%
BUXiA) SIK KOpUYHEBY TBepAy pedvoBuny: "H AMP (400 MI'y, CDCIs): & 2,50 (3H, c), 2,61 (3H, c), 3,15-
3,18 (4H, m), 3,80-3,83 (4H, m), 6,98-7,03 (2H, m), 7,45-7,50 (2H, m), 14,37 (1H, c).
HonomixHun npuknag 203
3-[3-(QumeTunamiHo)npon-2-eHoin]-1-(4-mopdoniH-4-indeHrin)nipngasnH-4(1H)-oH
O O

)
O

3-[(4-Mopdonin-4-indeHin)rigpaszoHolneHTaH-2,4-gioH (500 mr, 1,73 Mmonb) po3unHanu B 10 mn
N,N-OumeTundopmamiganmeTtunavetanto. Cymiw KAM'ATUKM i3 3BOPOTHIM XONOLMITbHUKOM NPOTSroM
4 1 i KOHUEHTPYBanM NPy NOHWXEHOMY TUCKY OAEPXXYHUM BKa3aHy B 3arofioBKY CrosyKy siKk KOpUYHEBE
Macno, ke BUKOPUCTOBYBANM Ha HACTYMHiN cTagii 6e3 0o4aTKOBOro OYMLLEHHS: 'H amp (400 MI'y,
CDCly): 6 2,85-2,90 (3H, m), 3,10-3,14 (3H, m), 3,18-3,21 (4H, m), 3,85-3,88 (4H, m), 5,63-5,66 (1H,
M), 6,68 (1H, g, J = 8,0 l'y), 6,94-6,96 (2H, wm), 7,45-7,48 (2H, m), 7,72 (1H, wc), 8,12 (1H, g, J = 8,0
).

HonomixxHui npuknag 204

3-Auetnn-1-(2-prop-5-noadeHin)-5-metokcunipnaasuH-4(1H)-oH
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HOo cymiwi  1-(2-cpTop-5-noaceHin)-N,5-gumetokcn-N-metnn-4-okco-1,4-aurigponipngasvH-3-
kapbokcamigy (4,33 r, 10,0 mmone) B8 THF (1,0 n) gpogasanu MeMgBr (1,0 M B8 THF, 20,0 mn, 20,0
mmonb) npu -78°C nig N,. Cymiw nepemiwyBann npu -78°C npotsarom 2 r. Peakuito racunm
HacudyeHuMm BogHum po3dnHoMm NH,CIl npm -78°C. Cymiw po3Bogunu HacMYeHUM BOOHUM PO3YMHOM
NaHCO;, ekctparyBann EtOAc, cywmnun Hag Na,SO,, inbTpyBanu, KOHLEHTpyBanu y BaKyyMi,
ouvLlany KOJIOHKOBOK XpomaTorpadpiero Ha cunikareni (rekcaH/EtOAc = 50/50 po 0/100 i
EtOAc/MeOH = 100/0 po 0/100) i postnpanu 3 EtOAc/rekcaH OfepXytouum BKasaHy B 3arorioBKy
crnonyky (3,58 r, 92% Buxig) sk 6nigo-X0BTYy TBEPAY PEYOBMHY: 'H amP (OMCO-dg, 300MI'): & m.u.
2,50 (3H, c), 3,80 (3H, ¢), 7,38 (1H, o@, J = 11,0, 8,7 I'u), 7,95 (1H, poa, J = 8,7, 4,5, 2,3 l'u), 8,15
(1H, 8o, d=7,2,2,3Tu), 8,52 (1H, a, J =1,5Tw).

HonomixHuin npuknag 205

1-[2-®TOp-4-(1H-nipason-1-in)deHin]-N,5-gumetokeun-N-metun-4-okco-1,4-gurigponipugasvH-3-
kapbokcamig,

@)
MeO _Me
I |
l N~ OMe
F
N
\ /]
CycneHasito 1-(2-¢pTOp-4-ogdeHin)-N,5-gumeTokcn-N-meTun-4-okco-1,4-gurigponipugasvH-3-

kapbokcamigy (1,73 r, 4 mmonb), nipasony (0,408 r, 6 mmonb), Cu,O (0,057 r, 0,4 MMmoOnb),
caniyunanbgokeumy (0,219 r, 1,6 mmons) i Cs,CO; (2,60 r, 8 mmonb) B CH3CN (8 mn) kun‘atunu i3
3BOPOTHIM XONOAWMNBbHUKOM NpoTAroMm 6 r B artmocdepi Ar. Tlicns OXonoaXeHHs [0 KiMHATHOI
TemnepaTypu, peakuinHy cymiw Bunueanu y Boay i ekctparyBanu AcOEt. EkctpakT npomwuanu
poscorioM, cywunu Hag MgSO, i KOHUEHTpyBanu npuv MOHWXKEHOMY TUCKY. 3anulok oyuLianu
KOMOHKOBOK XpomaTtorpadielo Ha OCHOBHOMY cwnikareni BukopucToBytoum sk entoeHT AcOEt i
nepekpuctanisysanu 3 MeOH/H,O ogepxytoun BkasaHy B 3aronoky cnonyky (0,370 r, 25% Buxig) sik
Oiny TBepay pevoBuHy: Trn. 187-189 °C; 'H amp (300 Ml'y, CDCls): & m.u. 3,40 (3H, ¢), 3,72 (3H, c),
3,93 (3H, ¢), 6,55 (1H, a@, J = 1,5, 2,3 Tu), 7,60 (1H, gag, J = 1,1, 2,3, 9,0 I'w), 7,71-7,77 (3H, m),
7,84 (1H, o, J=2,3Tu), 7,98 (1H, g, J = 2,6 ly). AHan. pospaxoBaHun ana C17HsFNsO,4: C, 54,69; H,
4,32; N, 18,76. 3HangeHo: C, 54,58; H, 4,40; N, 18,67.

HonomixxHun npuknag 206

3-AueTtun-1-[2-prop-4-(1H-nipason-1-in)deHin]-5-meTokeunipmaasnH-4(1H)-oH

0]

MeO
© Me
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MeMgBr (1 M po3umH B THF, 2,8 mn, 2,8 mmonb) kpannamu gogasanu npu -78°C oo po3yumHy 1-
[2-dpTOp-4-(1H-nipa3on-1-in)deHin]-N,5-aumeTokcun-N-meTun-4-okco-1,4-gurigponipnaasmH-3-
kap6okcamigy (351 mr, 0,94 mmonk) B THF (100 mn). Micns nepemiwyBaHHs NpoTarom 1 1, peakuinHy
cymiw racunm 1 M BogHuM po3unHom HCI i ekctparyBann AcOEt. EkcTpakT npommuBany po3cosioMm,
cywunu Hag MgSO, i KOHUEHTpyBanu NpuM MOHWKEHOMY TUCKY. 3anuoK OuvvLiany KOJIOHKOBOH)
xpomaTtorpadieto Ha cunikareni BukopucToBytoum sk entoeHT AcOEt i nepekpucranisyBanu 3
MeOH/H,O opepxytoum BkasaHy B 3arofiloBky crnonyky (223 mr, 72% Bwuxig) gk 6nigo-xosTy TBEpay
peyvoBuHy: Tnn. 159-161 °C; 'H amp (300 Ml'y, CDCI3): & m.u. 2,69 (3H, ¢), 3,93 (3H, c), 6,56 (1H,
aa,J=15,23Tu), 7,64 (1H, pog, J = 1,1, 2,3, 9,0 l'u), 7,71-7,79 (4H, m), 7,99 (1H, g, J = 2,6 T'w).
AHan. po3paxoBaHun ansa CigH13FN,O3: C, 58,54; H, 3,99; N, 17,07. 3HangeHo: C, 58,42; H, 4,01; N,
16,98.

HonomixxHui npuknag 207

MeTtun 4-meTokcu-3-okco-2-(nipuamH-3-inrigpasoHo)bytaHoaT

0O

MeO\)J\(COZMe
I

sN
HN

| X
NN~
PosunH 3-amiHonipnguHy (20 r, 210 mmone) B 6 M BogHomy po3sunHi HCI (200 mn, 1200 mmonb)
oxonomkysanu Ha 6aHi 3 nbogom. [1o po3umHy Kpannamu gogasanu po3yunH HiTputy HaTtpito (18 r, 260
MMorb) y Bogi (40 mn). lMicna nepemiwysaHHs npy 0°C npotsrom 5 xB, CyMmilw gogaBany 4O CyMilli
aueTtaTty HaTpito (130 r, 1300 mmonb) i meTnn 4-meTokcmaueToauertaty (28 mn, 210 mmone) B EtOH
(300 mn) i Bogi (150 mn) npm 0°C i cymiw nepemiwysanu npu 0°C npotarom 1 r. Cymiw possogunu
Bogoto (150 mn), ekctparysanm AcOEt (500 mn x 3). O6'egHaHM OpraHiyHMn LWap npomMuBanm
HacuyeHuMm BogHUM po3umHoM NaHCOj; (300 mn x 3) i posconom (300 mn), cywunu Hag Na,SOy,
PinbTpyBanu i KOHUEHTPYBanu nNpu NOHWKEHOMY TUCKY OAEPXKYHOYM BKa3aHy B 3aronoBKy cnonyky (52
r, 97% Buxia) 9k KOpMYHEBE MacCIo: 'H ampP (300 Mlu, CDCIs): ® m.u. 3,50 (3H x 1/2, c), 3,51 (3H x
1/2, ¢), 3,89 (3H x 1/2, ¢), 3,93 (3H x 1/2, ¢), 4,67 (2H x 1/2, ¢), 4,70 (2H x 1/2, c¢), 7,35-7,43 (1H, m),
7,67-7,74 (1H x 1/2, m), 7,84-7,91 (1H x 1/2, m), 8,41-8,49 (1H, m), 8,64-8,71 (1H, m), 12,90 (1H x 1/2,
c), 14,76 (1H x 1/2, wc).
HonomixHun npuknag 208
MeTtun 5-meTokcu-4-okco-1-nipuaunn-3-in-1,4-gurigponipnaasvH-3-kapbokecunat
0O
MeO CO,Me

|
N/N

l\
N. A

Cymiw MeTnn 4-meTokcu-3-okco-2-(nipuanH-3-inrigpasoHo)bytaHoaty (52 r, 210 mmornb) B N,N-
anvetundgopmamiganmeTunavetani (80 mn, 600 Mmonb) KMN‘ATUNKU i3 3BOPOTHIM XONOAUIBHUKOM
npotarom 30 xB. Cymiw 3anuwanu oxonogXyBaTUCb OO KiMHATHOI TemnepaTypw i 3anuwanu npwu
KiMHaTHI TemnepaTypi Ha Hi4. OgepxaHi kpuctanu 36upanu dinbTpyBaHHAM i npommBanu AcOEt
OLEPXYIUM BKa3zaHy B 3arofioBky cnonyky (35 r, 64% Buxig) sk 6nigo-XoBTi Kpuctanm: 'H amp (300
MI'y, CDCl3): & m.u. 3,98 (3H, c), 3,98 (3H, c), 7,48-7,54 (1H, m), 7,96 (1H, c), 8,04 (1H, ooAa, J = 8,4,
26,1,5TMu),8,71 (1H, pa, J =4,9,1,5Tu), 8,93 (1H, g, J =2,6 l'u).

HonomixxHui npuknag 209

5-MeTokcu-4-okco-1-nipuanH-3-in-1,4-gurigponipunaasnH-3-kapboHOBOI KUCMNOTK rigpoxnopua
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Po3unH meTtun 5-meTokcu-4-okco-1-nipugnH-3-in-1,4-aurigponipnaasvnH-3-kapbokeunaty (2,0 r,
7,7 mmonb) B 6 M BogHOMY po3umHi HCI (20 mn) Kun'atunm i3 3BOPOTHIM XONOANUINBHMKOM NpoTarom 4
r. Cymill KOHLUEHTPYBanu npu noHMWKEHOMY TUCKY OOEpPXYyl4u BKadaHy B 3arofioBky cnonyky (2,1,
95% Buxig) Ak mawxke bini-kpuctanu: 'H amp (300 Ml'y, AMCO-dg): & m.u. 3,98 (3H, ¢), 7,78 (1H, ag,
J=28,7,45Tu), 836-842 (1H, m), 8,79 (1H, gn, J = 4,5, 1,1 I'y), 9,02 (1H, ¢), 9,15 (1H, g, J = 2,6
M).

HonomixHun npuknag 210

N,5-OumeTokcu-N-meTun-4-okco-1-nipugux-3-in-1,4-gurigponipnaasvH-3-kapbokcamia

0O O
MeO N,Me
| | )
-N OMe

N

| X

N~
CymiL 5-meTokcn-4-okco-1-nipnanH-3-in-1,4-gurigponipuaasnH-3-kapboHoBoT KMCRoTn

rigpoxnopuay (1,0 r, 3,5 mmonb), N,O-gumeTunrigpokcunaminy rigpoxnopugy (0,52 r, 5,3 mmonb),
TEA (1,5 mn, 11 mmonb) i TeTpadpTopbopaTy O-6eH3oTpmnason-1-in-N,N,N',N'-teTpameTunypoHito (1,2
r, 3,9 mmone) B DMF (15 mn) nepemiwyBanu npu KiMHaTHIN TemnepaTypi NpoTaroMm Houi. Cymiw
possoannu AcOEt. Ocag BigdinbTpoByBanu i (pinbTpaT KOHUEHTPYBanu Npu MOHMKEHOMY TUCKY.
Banuwok xpomarorpadpyBanu Ha ocHoBHoMmy cunikareni (0/100-20/80 MeOH/AcOEt) ogepxytoum
BKkasaHy B 3aronosky cnonyky (0,81 r, 79% Buxig) gk 6ini kpuctanu: 'H ampP (300 MI'y, CDCI3): & M.u.
3,41 (3H, ¢), 3,71 (3H, c), 3,98 (3H, ¢), 7,48 (1H, pa, J = 8,3, 4,5 u), 7,97 (1H, c), 8,00-8,05 (1H, m),
8,67 (1H, po, J=4,5,1,3Tw), 891 (1H, o, J = 2,6 T'u).

[onomixxHun npuknag 211

3-AueTnn-5-meTokeu-1-nipnguH-3-innipngasnH-4(1H)-oH

O 0
MeO
| | Me
-N

N

| X

N~
o PO34MHY N,5-gnmeTtokcn-N-meTnn-4-okco-1-nipuamH-3-in-1,4-gurigponipngasunH-3-

kapbokcamigy (0,40 r, 1,4 mmone) B THF (10 mn) kpannamu gogasanvu 1 M MeMgBr B THF (3,0 mn,
3,0 mmoneb) npu -78°C. lNicna nepemiwyBaHHsA npy -78°C npoTsroM 2 1, cymiw racunu sogoto (0,5 mn)
i NnepemiwyBanu nNpu KiMHaTHii TemnepaTypi npotarom 1 r. CyMill KOHUEHTpyBanu npu nOHWKEHOMY
Tncky. 3anuwok po3ginanu mik CHCI; (25 mn) i posconom. BogHun wap ekctparysann CHCI; (25 mn
x 3). OOG'egHaHun opraHiyHMn wap cywmnu Hag Na,SO, @inbTpyBanu i KOHUEHTpyBanu npu
MOHWKEHOMY TUCKY OAEPXKYHo4M BKasaHy B 3aronoBky crnonyky (0,21 r, 62% Buxig) siK XKOBTi Kpuctanu:
'H AMP (300 My, CDCly): & m.u. 2,70 (3H, c), 3,97 (3H, c), 7,49-7,56 (1H, m), 7,95 (1H, c), 8,01-8,08
(1H, m), 8,72 (1H, pa, J =4,7, 1,3 T'u), 8,95 (1H, g, J = 2,6 u).

[onomixxHun npuknag 212

MeTtun 2-[(4-6pom-2,5-gudpTopdeHin)riapasoHo]-4-MeToKcu-3-okcobyTaHoaT
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Po3umH NaNO, (7,9 r, 115 mmonb) B H,O (20 mn) kpannamun gogasanu npy 0°C go cymiwi 4-
Opom-2,5-andTopaniniHy (20 r, 96 mmonb) i 6 M BogHoro po3umHy HCI (96 mn, 576 mmonb). lMicns
nepemiwyBaHHa npoTtarom 15 xB, ogepXaHwi BOOHWUW PO3YMH AodaBanu A0 CYCNeHsii meTtun 4-
meTokcmaueTtoauetaty (12,4 mn, 96 mmonb) i NaOAc (34 r, 576 mmonb) B MeOH (165 mn)
oxonogxeHoi Ao 0°C. Ocap 36upanun inbTpyBaHHAM, NPOMMBANKU BOAOKD i CyLUMMW MPU KIMHaTHIN
TemnepaTypi ogepXylumn BKkasaHy B 3aronoBky cronyky (37 r, 100% Buxia) Sk 4epBOHY TBepay
peyosuHy: ‘H AMP (300 My, AMCO-d): & m.u. 3,34 (3H, ¢), 3,83 (3H, c), 4,68 (2H, c), 7,70 (1H, aa,
J=97,7,0lu), 7,89 (1H, g, J = 10,6, 6,1 I'u), 12,16 (1H, c).

HonomixHun npuknag 213

MeTun 1-(4-6pom-2,5-gudptopheHin)-5-meTokecn-4-okco-1,4-gurigponipnaasuH-3-kapbokcunat

(0] (@]
| .
N
F
F
Br

PosunH metun 2-[(4-6pom-2,5-gudtopdeHin)rigpa3oHo]-4-meTokcu-3-okcobytaHoaty (33 r, 90
mmonb) B N,N-gumeTtuncdopmamigoumeTtunavetani (72 mn) nepemiwysanu npu 110°C npotdrom 3 r.
[Micna oxonoaxeHHs OO KiMHATHOI TeMnepaTypu, CyMill KOHLEHTPYBanu npu nNoHWxXeHoMmy Tucky. [lo
sanuuwky gogasann MeOH i cunikarens. Cymill ynaptoBanu i oumLLany KOfIOHKOBOK XpomMartorpadieto
Ha cunikareni BukopuctoBytoun sk entoeHT rekcaH/AcOEt (1/0 go 0/1) i notim AcOEt/MeOH (4/1)
OflepXyloun BKa3aHy B 3arorioBKky cronyky (27,9 r, 83% suxia) sk kopuuHesy rymy: "H SMP (300 My,
AOMCO-dg): & m.u. 3,80 (3H, ¢), 3,83 (3H, c), 8,01 (1H, ag, J = 8,7, 6,8 'u), 8,15 (1H, aa, J = 9,8, 6,0
ru), 8,55 (1H, 4, J = 1,5 M'u). PX-MC (ECI) m/z 376 [M + H]".

HonomixHun npuknag 214

1-(4-Bpom-2,5-gnptopdpeHin)-5-meToken-4-okco-1,4-gurigponipuaasnH-3-kapboHoBa kucnoTa

O O
o
Yo
N
N
F
F
Br
Po3unH MeTUn 1-(4-6pom-2,5-gudtopdeHin)-5-meTokcu-4-okco-1,4-gurigponipnaasuH-3-

kapbokcunaty (25 r, 68 mmonb) i 2 M BogHoro po3umHy NaOH (68 mn) B EtOH (68 mn) nepemiwysanu
npw KiIMHaTHIN TemnepaTtypi NPOTAroM HoYi. PO34YMHHUK BUAANANM ynapoBaHHAM i OAepXaHuin BOOHWUIA
po3unH nigkucnosanu 6 M BogHum posunHom HCI (12 mn). Ocag 36upanun inbTpyBaHHAM i
aseoTpornyBanu 3 TONYOSiOM OAEpPXKYHuuM BKasaHy B 3aronoBky cnonyky (25 r, 100% Buxig) sk
KopuuHeBy TBepay pevosuHy: PX-MC (ECI) m/z 376 [M + H]".

[onomixxHun npuknag 215

1-(4-bpom-2,5-andTopdeHin)-N,5-anmetokcn-N-meTun-4-okco-1,4-gurigponipnaasmH-3-
kapbokcamig
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CymiLu 1-(4-6pom-2,5-andTopheHin)-5-metokcun-4-okco-1,4-gurigponipnaasvH-3-kapboHoBOT

kncnotu (25 r, 83 mmone), N,O-anmeTtunrigpokcunaminy rigpoxnopugy (8,9 r, 91 mmons), HOBt (121,
91 mmonb), TpuetunamiHy (24 mn, 174 mmonb) i WSC (17 r, 91 mmons) B DMF (160 mn)
nepemiwyBanu npu KimHaTHin Temnepatypi npotsrom 18 r. Cymiw possogunu AcOEt, npomuBanu
BOAOK i posconom, cywwunu Hag MgSO, i KOHUEHTpyBanuM Mpu MOHWKEHOMY TUCKY. 3anuiiok
ouMLLanM KOMOHKOBOK Xpomartorpadpieto Ha cunikareni BUKOPUCTOBYOUM sik entoeHT [ekcaH/AcOEt
(1/0 po 0/1) i notim AcOEt/MeOH (10/1) ogepxytoun BKkasaHy B 3aronosky cnonyky (11 r, 31% suxia)
K XOBTY TBepay pevosuHy: PX-MC (ECI) m/z 405 [M + H]".

HonomixHun npuknag 216

3-AueTtun-1-(4-6pom-2,5-gudtopdeHin)-5-metokcmnipungasmH-4(1H)-oH

0] (@]
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PosunH  1-(4-6pom-2,5-audtopdeHin)-N,5-aumeTokcn-N-meTnn-4-okco-1,4-gurigponipmaasuH-3-
kapbokcamigy (5,0 r, 12 mmone) B THF (100 mn) kpannsmu gogasanu go MeMgBr (1,0 M B THF, 50
mn, 50 mmone) npu -78°C nig N,. Cymiw nepemiwysanu npu -78°C npoTarom 1 r. Peakuito racunu 1
M BogHum posumHom HCI (70 mn) npu -78°C. Cymiw HarpiBanu [o KiMHATHOI Temnepatypu i
ekctparyesanu AcOEt. OpraHiyHui wap cywunu Hag MgSO, i KOHUEHTpyBanu Npu NOHWXEHOMY TUCKY
OflepXylouM BKasaHy B 3arorioBky cronyky (3,6 r, 80% Buxia) sk XOBTYy TBepay peuoBuHy: ‘H AMP
(300 Ml'y, AMCO-dg): © m.u. 2,50 (3H, c), 3,80 (3H, ¢), 8,03 (1H, aa, J =8,9,6,6 l'y), 8,17 (1H, g, J =
10,0, 6,2 I'u), 8,52 (1H, A, J = 1,5 'u). PX-MC (ECI) m/z 360 [M + H]".

HonomixHun npuknag 217

5,5-0umeTnn-1,3-okca3onignH-2-oH

yo
Cywmiw 1-amiHo-2-meTunnponan-2-ony (1,03 r, 11,6 mmons) i CDI (1,87 r, 11,6 mmonb) B THF (40
M) nepemillyBanu npu KiMHaTHIn TemnepaTypi npotarom 15 r. licns ynaptoBaHHS PO3YMHHMKA,
3anMLWOK O4YMLLIanM KOSIOHKOBOK Xxpomatorpadiieto Ha cwunikareni (AcOEt rekcaH = 25%-100%)
OLEpPXyloumn BKaszaHy B 3aronoBky cnonyky (1,13 r, 85% Buxig) sik 6e3bapBHy TBEpAY PEYOBUHY: 'H
AMP (300 My, CDCI3): 8 m.u. 1,48 (6H, c), 3,35 (2H, c), 5,86 (1H, wc)

[onomixxHui npuknag 218
H
N\fo
<]£ ©

4-Okca-6-a3acnipo[2,4]renTaH-5-0H
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PosunH 1-(amiHomeTun)umknonponanony (0,58 r, 6,7 mmone) i CDI (1,1 r, 6,7 mmonb) B THF (20
M) nepemilyBany npu KiMHaTHIN TemnepaTtypi NpOTAromMm Hodi. CyMiwl KOHLUEHTpyBanu npwu
MOHMXKEHOMY TUCKy. 3anuwok xpomaTorpadyBanuM Ha cunikareni (25/75-70/30 AcOEt/rekcaH)
OflepXyloun BkasaHy B 3aronioBky crionyky (0,42 r, 56% Buxia) sik 6ini kpuctanu: *H SAMP (300 M,
CDCl): & m.u. 0,68-0,75 (2H, m), 1,20-1,27 (2H, m), 3,68 (2H, c), 5,48 (1H, wc).

[onomixxHuin npuknag 219

1-(4-Wopa-2-meTokendeHin)-N,5-aumeToken-N-meTun-4-okco-1,4-aurigponipuaasmnH-3-
kapbokcamig,

0 0
MeOWN,OMe
M
N Me

MeO

I

PosunH NaNO, (24,8 r, 360 mmone) B H,O (75 mn) kpannamm gogasanu npu 0°C go cymiwi 2-
dTop-4-noganininy (71,1 r, 300 mmone) i 6 M BogHoro po3umHy HCI (300 mn). lNicna nepemiwyBaHHs
npotarom 15 xB, ogep>xaHuii BOOHWM pPO34MH AoAdaBanu Ao CycneHsii MeTun 4-meTokcuaueTtoaueTtaTy
(43,8 r, 300 mmonb) i NaOAc (147,6 r, 1,8 monb) B MeOH (600 mn) oxonogxeHoi go 0°C. Ocag
36upanu inbTpyBaHHAM, MPOMUBANM BOAO, CYLUMIM HA NOBITPI MPOTAroM HOYi. PO34MH NpoaykTy B
N,N-aumeTundopmamigammeTrnauetani (450 mn) kMn‘aTunu i3 3BOPOTHIM XONOANITBHUKOM NPOTSAroM
4 r. MNicns oxonodXeHHA A0 KiMHATHOI Temnepatypu, ocag 36upanu iNbTPyBaHHAM i NpomMuBanm
rekcaH/AcOEt (1/1). OpepxaHi npogyktn (54 r) BMKOPUCTOBYBanM Ha HACTYMHIA peakuii 6e3
A0AATKOBOIO OYULLEHHS.

Ho cycnensii npoaykTie (54 r) B8 THF/MeOH (1/1, 400 mn) pogasanu 10% BogHun po3umH NaOH
(200 mn) npm 0°C. Cymiw nepemiwyBanu nNpuv KiMHaTHi TemnepaTtypi npoTtarom 45 xB. [Jo cycneHasii
popasanu 10% BopHun po3dnH HCI (200 mn) npu 0°C. Cymiw nepemiwyBanu npu KiMHaTHIA
Temnepatypi npotarom 1 r. Ocaau 36upanu inbTpyBaHHaM i npomusany 'Pr,0. OaepaHi NnpoayKTm
(45 r) BMKOPMCTOBYBAnM Ha HACTYMHIN peakuii 6e3 [O4AaTKOBOrO OYULLEHHS.

Cywmiw npoaykTi (45 r), N-meTokcumeTaHaMmiHy rigpoxnopuay (12,4 r, 127 mmons), HOBt (18,7 ,
138 mmonb), WSC (26,5 r, 138 mmonb) i EtzN (48,2 mn, 346 mmonb) B DMF (500 mn) nepemiwysanu
npu KiMHaTHIN TemnepaTtypi npoTsarom Houi. Cymiw posginanu mik AcOEt i H,O i opraHiyHui wap
npommeanu BogHuUMm po3umHom NaCl, cywwunu Hag Na,SO, i ynapioBanu. 3anuwok ouuianu
KONMOHKOBOK xpomaTtorpadieto Ha cunikareni (AcOEt/MeOH = 100/0 go 95/5) ogepxyto4umn BkasaHy B
3aronoBky cnonyky (32,7 r, 20% Bwuxig) sk 6iny TBepay pedqoBuHy i 1-(2-dpTop-4-noadeHin)-N,5-
anmeTtoken-N-meTnn-4-okco-1,4-gurigponipnaasuH-3-kapookcamig (10 r, 6% Buxig) Ak 6iny TBepay
peyoBuHy. ‘H AMP (300 MIy, CDCls): & m.u. 3,38 (3H, c), 3,70 (3H, c), 3,88 (3H, c), 3,89 (3H, c¢), 7,23
(1H,a,J=8,3Twu), 737 (1H,a,J=19Tu), 7,43 (1H, pa, J = 8,3, 1,9 T'u), 7,77 (1H, c). PX-MC (ECI)
m/z 446 [M + H]"..

HonomixxHui npuknag 220

N,5-AnmeTokcu-1-[2-meToken-4-(1H-nipa3on-1-in)deHin]-N-meTun-4-okco-1,4-aurigponipnaasnH-
3-kapbokcamig

MeO _Me
N

MeO

CycneHnsito  1-(4-nopa-2-metokcndpeHin)-N,5-gumeTtokcun-N-meTun-4-okco-1,4-gurigponipmaasmH-3-
kapbokcamigy (10,7 r, 24 wmmonb), nipasony (1,63 r, 24 mmonb), Cu,O (0,343 r, 2,4 MMmonb),
caniyunanbgokcumy (1,32 r, 9,6 mmons) i Cs,CO;3 (15,6 1, 48 mmonb) B CH3CN (100 mn) kun‘atnnu i3
3BOPOTHIM XOnoaunbHUKOM npoTarom 4 r B armocdepi Ar. [Micns OXONoKeHHs A0 KiMHATHOI
TeMnepaTypu, peakuiiHy cymiw BunuBanu y Bopy i ekctparyBanu AcOEt. ExkcTpakt npomuBanu
posconoM, cywmnu Hag MgSO, i KOHUEHTpyBanmu Mpu MOHWXEHOMY TWUCKY. 3anuviioK oyuwanu
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KOMOHKOBOK Xpomartorpadpieto Ha OCHOBHOMY cunikareni BUKopuctoBytoun ik entoeHT AcOEL/THF
(1/0-0/1) opepxytoumn BKasaHy B 3aronioBky cnonyky (6,32 r, 68% Buxig) sk 6nigo-xoBTy amopHy
TBEpPAY peyoBuHy: ‘H AMP (300 MI'u, CDCls): & m.u. 3,39 (3H, ¢), 3,73 (3H, c), 3,91 (3H, c), 3,99 (3H,
c), 6,53 (1H, pa, J=1,9,2,3Tu), 7,27 (1H, pa, J =2,3,8,7u), 7,58 (1H, , J =8,7"u), 7,61 (1H, g, J
=19Tu), 7,77 (1H,8,J=1,5Tu), 7,84 (1H, c), 7,98 (1H, g, J = 2,3 T'w).

[onomixxHun npuknag 221

3-AueTnn-5-meTokcu-1-[2-meTtokcun-4-(1H-nipason-1-in)deHin]nipnaasnH-4(1H)-oH

@]

MeO
Me

MeO

7
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MeMgBr (1 M po3umH B THF, 50 mn, 50 mmonb) kpannsmu gogasanu npu -78°C go po3unHy N,5-
AnMeToKcn-1-[2-meToken-4-(1H-nipason-1-in)deHin]-N-meTtun-4-okco-1,4-aurigponipnaasmi-3-
kapbokcamigy (6,32 r, 16,4 mmornb) B THF (100 mn). Micnsa nepemiwyBaHHs npoTarom 1 r, peakuiiHy
cymiw racunm 1 M BogHuM po3unHom HCI i ekctparyBann AcOEt. EkcTpakT npoMmuBanu po3cosiom,
cywmnn Hag MgSO, i KoHUeHTpyBanu npu MOHWXKeHoMy Tucky. 3anuwok npomuBanm AcOEt i
nepekpuctanisysann 3 MeOH ogepxytoun BkasaHy B 3aronosky crnonyky (1,53 r, 27% Buxig) sk
Onigo-xoBTi npmuamu: Tnn. 193-196°C; 'H amp (300 MI'y, CDCIs): & m.u. 2,69 (3H, c), 3,90 (3H, c),
4,00 (3H, c), 6,54 (1H, g, J = 1,9, 2,3 Tu), 7,30 (1H, pg, J = 2,3, 8,7 Ty), 7,57 (1H, g, J = 8,7 ),
7,63 (1H, o, J = 2,3 Tu), 7,77-7,78 (2H, m), 8,00 (1H, A, J = 2,3 lu). AHan. po3paxoBaHun Ans
C17H16N4O4: C, 59,99; H, 4,74; N, 16,46. 3HangeHo: C, 59,68; H, 5,00; N, 16,26.

JonomixHun npuknag 222

4-(2,3-Oudptop-4-HiTpodeHin)MopdoniH

NO,

F
)
0

Cymiw 1,2,3-Tpudptop-4-HitpobeHsony (4,0 mn, 35 mmons), mopdoniHy (3,1 mn, 35 mMmonb) i
K,COs3 (4,8 1, 35 mmonb) B AMCO (35 mn) nepemiwyBanuy npu KiMHaTHi TemnepaTtypi NpoTSroM Houi.
Cymiw possogunu AcOEt i npomuBanu Bogoto i posconom. OpraHiyHumi wap cywunu Hag MgSOy, i
KOHLUEHTpyBanu npu noHWxXeHoMy TUcky. 3anuwok nepekpucranisysanu 3 ACOEt ogepxyroun BkasaHy
B 3aronoBky cronyky (11,5 r, 67% Buxia) sk 6nigo-xoBTy TBepay peyoBuHy: 'H AMP (300 Mry,
AOMCO-dg): & m.u. 3,09-3,51 (4H, m), 3,58-4,08 (4H, m), 6,98 (1H, gog, J = 9,8, 8,1, 2,1 I'u), 7,94 (1H,
aan, J =9,9, 8,0, 2,1 I'u). PX-MC (ECI) m/z 245 [M + H]".

[onomixxHun npuknag 223

2,3-AndTop-4-mopdoniH-4-inaHiniH
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Cywmiw 4-(2,3-andtop-4-HiTpodeHin)mopdoniny (11,5 r, 47 mmons) i 10% Pd-C (50% sonoru, 1,2
r) B EtOH (150 wmn) rigpysanu npotaroMm 5 r npu KiMHaTHIN TemnepaTtypi. PeakuiiHy cymiw
QinbTpyBanu yepes uUeniT i iNbTpaT KOHUEHTPYBanM Mpu MOHWKEHOMY TWUCKY. 3anuuiok
nepekpucTaniaysanu 3 'Pr,O/AcOEt ofepxytoun BKasaHy B 3arofioBKy crionyky (8,7 r, 86% suxia) sk
6nino-uyepBoHuit nopotwok: "H AMP (300 My, AMCO-ds): & M.u. 2,77-2,95 (4H, m), 3,60-3,79 (4H, m),
5,07 (2H, c), 6,49 (1H, T, J = 9,0, 1,9 l'u), 6,62 (1H, 74, J = 8,9, 2,3 I'y). PX-MC (ECI) m/z 215 [M +
H]".

[onomixxHun npuknag 224

MeTtun 2-[(2,3-gudtop-4-mopdoniH-4-indeHin)rigpasoHol-4-meTokcn-3-okcobyTaHoat

F
o
0

PosunH NaNO, (3,4 r, 49 mmonb) B H,O (10 mn) kpannamu gogasanu npu 0°C go cymiwi 2,3-
andTop-4-mopdoniH-4-inaninivy (8,7 r, 41 mmonb) i 6 M BogHoro posdnHy HCI (41 mn, 244 mmonb).
lMicna nepemiwyBaHHs NpoTarom 15 XB, ogepXKaHUn BOAHWA PO34YUH JOL4aBanu 4O CycneHsii metun 4-
meTokcmaueToauetaty (5,2 mn, 41 mmomnb) i NaOAc (14,3 r, 244 mmomnb) B MeOH (40 wmn)
oxonomkeHoi ao 0°C. Cymiw posogmnu go pH 7 1 M BogHum posumHom NaOH (200 mn). Ocag

36upanu @inbTpyBaHHAM, MPOMMBANU BOAOK i CyWWAM MPW KIMHATHIA TemnepaTypi OAepXyHouu
BKa3aHy B 3aronosky crnonyky (4,7 r, 31% Buxig) sk yepsoHy TBepay peyvoBuHy: PX-MC (ECI) m/z 372

M+ H]".
[onomixxHuin npuknag 225
MeTun 1-(2,3-gndpT0Op-4-MopdoniH-4-indeHin)-5-meTokcun-4-okco-1,4-gurigponipuaasmH-3-
kapbokcmnat
@] O
O | 0
| .
N
F

F
)
0

PosunH wmetun 2-[(2,3-andtop-4-mopdponiH-4-indeHin)rigpasoHo]-4-meTokcun-3-okcobyTaHoaTy
(4,7 r, 13 mmonb) B N,N-gumetundopmamigoumeTtunavetani (20 mn) nepemiwysanu npu 100°C
npotarom 80 xB. llicna oxonogXeHHs A0 KiMHaTHOI TemnepaTtypu, ocag 36vpanu QinbTpyBaHHAM i
npomuBanu 'Pr,O ofepxytoun BkasaHy B 3arofioBky cronyky (4,1 r, 84% Buxia) sik KOPUYHEBMIA
nopowwok: *H AMP (300 MIy, AMCO-dg): d m.u. 3,13 (4H, at, J = 4,4, 2,5 T'y), 3,49-4,05 (10H, m), 7,03
(1H, 7o, J =8.,8,2,5Tu), 7,51 (1H, 18, J = 8,5, 2,3 T'w), 8,53 (1H, g, J = 1,5 T'y). PX-MC (ECI) m/z 382
[M + H]".

[onomixxHun npuknag 226

1-(2,3-OndpTop-4-MmopdoniH-4-indeHin)-5-meTokcu-4-okco-1,4-gurigponipmaasuH-3-kapboHoBa
Kucnota
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()
0
Po3unH metun 1-(2,3-andTop-4-mopdoniH-4-indeHin)-5-meTokcu-4-okco-1,4-gurigponipuaasmH-
3-kapbokcunaty (4,1 r, 11 mmons) i 2 M BogHoro po3ynHy NaOH (11 mn, 22 mmonk) B EtOH (20 mn)
nepemiwlysanu nNpu KiMHaTHIN Temnepatypi npotarom 16 r. [Jo cymiwi gogasanu 1 M BogHWIA po34dnH
HCI (21 mn). Ocag 36vpanu inbTpyBaHHAM i CYLUMMM HaA MpU MOHWKEHOMY TUCKY OAEPXKYHUM
BKa3aHy B 3arorloBky cronyky (3,8 r, 98% Buxia) sk 6iny TBepay peuoBuHy: ‘H AMP (300 MIu,
AOMCO-dg): 6 m.u. 3,06-3,23 (4H, m), 3,66-3,82 (4H, m), 3,88 (3H, c¢), 6,84-7,27 (1H, m), 7,36-7,74 (1H,
M), 8,86 (1H, g, J = 1,1 T'u), 14,95 (1H, wc). PX-MC (ECI) m/z 368 [M + H]".
HonomixHun npuknag 227
1-(2,3-OndpTop-4-mopdoniH-4-indeHin)-N,5-gumeTokcn-N-meTun-4-okco-1,4-gurigponipmaasmH-3-
kapbokcamig,
O O

/O N/O\

F
()
0

CymiL 1-(2,3-gndpT0Op-4-MopdoniH-4-indeHin)-5-meTokcun-4-okco-1,4-gurigponipmaasmH-3-
kap6oHoBoi kucnotu (3,8 r, 10 mmonb), N,O-aumeTunrigpokcunamidy rigpoxnopugy (1,1 r, 11 mmons),
HOBt (1,5 r, 11 mmonb), Tpuetunaminy (2,9 mn, 21 mmons) i WSC (2,2 r, 11 mmonb) B DMF (20 mn)
nepemiwysanu nNpu KiMHaTHIn TemnepaTtypi npotarom Hodi. Cymiw possogmnu AcOEt, npomusanu
BoAol i posconom, cywunu Hag MgSO, i KOHUEHTpyBanu Mnpu MOHWXEHOMY TUCKY OOEPXKyHouu
BKa3aHy B 3aronoBky cnonyky (3,3 r, 77% BuUXxia) sk KOPUYHEBY TBepay peyosuHy: ‘H AMP (300 My,
OMCO-dg): & m.u. 3,05-3,18 (4H, m), 3,24 (3H, c), 3,57 (3H, c), 3,68-4,02 (7H, m), 7,03 (1H, 74, J =
8,8, 2,1 ), 7,27-7,81 (1H, m), 8,50 (1H, c). PX-MC (ECI) m/z 411 [M + H]".

[onomixxHui npuknag 228

3-Auetnn-1-(2,3-gudptop-4-mopdoniH-4-indeHin)-5-metokcunipuaasunH-4(1H)-oH

o 0
|N/N
F
F
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Po3uuH 1-(2,3-pudptop-4-mopdponiH-4-indeHin)-N,5-aumeTokcn-N-metnn-4-okco-1,4-
avrigponipugasuH-3-kapbokcamigy (1,1 r, 2,6 mmonb) B THF (25 mn) kpannsmn popasanv [o
MeMgBr (1,0 M B THF, 11 mn, 11 mmonb) npu -78°C nig N,. Cymiw nepemiwysanun npun -78°C
npotsirom 1 r. Peakuito racunm 1 M BogHum posunHom HCI (11 mn) npu -78°C. Cymiw HarpiBanu oo
KiMHaTHOi TemnepaTypu, po3sogunu AcOEt i npomuBanu posconom. OpraHiyHMi Wwap cywmnnn Hag
MgSO, i KOHLEHTpyBanu npu MOHWXKEHOMY TUCKY. 3anuiiok nepekpucranisysanu 3 'Pr,O/AcOEt
ofepXytoun BkasaHy B 3arosnioBky crnonyky (870 mr, 92% Buxig) Sk 6nigo-XoBTy TBEpAY PEYOBUHY: 'H
AMP (300 MM, AMCO-dg): © M.u. 2,49 (3H, c¢), 2,90-3,28 (4H, m), 3,64-4,01 (7H, m), 7,05 (1H, 14, J =
8,9,2,3Tu), 7,53 (1H, 7o, J = 8,6, 2,5 Tw), 8,50 (1H, A, J = 1,9 'u). PX-MC (ECI) m/z 366 [M + H]".

[onomixxHui npuknag 229

4-(2,5-Oudbtop-4-HiTpodeHin)mopdoniH

NO,

F
0
Cymiw 1,2,4-Tpudptop-5-HiTpobeHsony (4,0 mn, 35 mmone), mopdgoniHy (3,1 mn, 35 Mmonb) i
K,CO3 (4,8 1, 35 mmonb) B IMCO (35 mn) nepemiliyBanu npu KiMHaTHI TeMnepaTypi NPOTSArom Houi.
Cymiw possogunu AcOEt i npommBanu Bogoto i posconom. OpraHivHui wap cywunu Hag MgSO, i
KOHLEHTpYyBanu npu NOHWXeHOMY TUCKY. 3anuwwok nepekpucranizyBanu 3 AcCOEt ogepxxytoun BkaszaHy
B 3aroniosky cronyky (10 r, 63% Buxia) sik 6nigo-xoBTy TBepaAy peyoBuHy: "H AMP (300 My, AMCO-
ds): © M.u. 3,15-3,49 (4H, m), 3,50-3,90 (4H, m), 7,13 (1H, pa, J = 14,3, 7,5 Tw), 8,01 (1H, an, J = 13,6,
7,5 T'u). PX-MC (ECI) m/z 245 [M + H]".
HonomixHuin npuknag 230
2,5-IncbTop-4-mopdoniH-4-inaHiniH
NH

F
()
0

Cywmiw 4-(2,5-andtop-4-HiTpodeHin)mopdoniny (11 r, 44 mmonb) i 10% Pd-C (50% Bonoru, 1,1 1)
B EtOH (150 mn) rigpyBanu npotsarom 5 r npu KiMHaTHIn Temnepatypi. PeakuinHy cymiw dinbTpyBanm
yepes ueniT i inbTpaT KOHLUEHTPYBanM Npu MOHWXKEHOMY TUCKY. 3anuwoK nepekpucranisysanu 3
'Pr,O/AcOEt ofepxytoun BkasaHy B 3arofioBky crionyky (8,6 r, 91% Buxig) sik 6nigo-yepBoHUMM
nopowok: *H AMP (300 M, AMCO-dg): & m.u. 2,66-2,95 (4H, m), 3,56-3,83 (4H, m), 5,00 (2H, c),
6,55 (1H, an, J = 13,8, 8,5 ), 6,77 (1H, aa, J = 12,8, 8,3 'u). PX-MC (ECI) m/z 215 [M + H]".

[onomixxHun npuknag 231

MeTun 2-[(2,5-andpTop-4-mopdoniH-4-indeHin)rinpasoHo]-4-meTokcu-3-okcobyTaHoaT
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O O
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N
HNY

F
[N]
0
PosunH NaNO; (3,3 r, 48 mmonb) B H,O (10 mn) kpannamu gogasanu npu 0°C go cymiwi 2,5-
andTop-4-mopdoniH-4-inaHininy (8,6 r, 40 mmonb) i 6 M BogHoro po3sdnHy HCI (40 mn, 240 mmonb).
Micna nepemiwyBaHHA NpoTarom 15 xB, ogep)XaHuii BOAHWUIA PO3YNH godaBanu 4o cycneHsii metmn 4-
mMeTokcuaueToauetarty (5,2 mn, 40 mmonb) i NaOAc (14 r, 240 mmornb) B MeOH (40 mn) oxonomkeHoi
po 0°C. Cymiw posogunm go pH 7 1 M BogHum po3umHom NaOH (200 mn). Ocag 36upanu
GinbTpyBaHHAM, NpOMMBaNM BOAOK i CYWIMNW NpU KIMHATHIN TemnepaTypi OAepXXyloun BKasaHy B

3aronoBky cnonyky (9,51 r, 64% Buxia) Sk YepBOHY TBEpAY pevoBuHy: PX-MC (ECI) m/z 372 [M + H]".
HonomixHun npuknag 232

MeTun 1-(2,5-andpTop-4-mopponiH-4-indeHin)-5-meTokcmn-4-okco-1,4-gurigponipugasvH-3-
Kapbokcunat
(|) O
/O | | 0
N |
F

F
[N]
0

PosunH wmetun 2-[(2,5-andTop-4-mopdoniH-4-indeHin)rinpasoHo]-4-meTokcu-3-0kcobyTaHoaTy
(2,8 r, 7,5 mmonb) B N,N-gumetuncdopmamigammetunauetani (18 mn) nepemiwysanu npu 100°C
npotaroMm 80 xB. [Micnsa oxonogXeHHs A0 KiMHaTHOI TemnepaTtypu, ocag 36upanu ginbTpyBaHHAM i
npomusanu 'Pr,O ofepxyloun BKasaHy B 3arorioBky crionyky (2,7 r, 95% Buxia) ik KOPUYHEBMIA
nopowwok: *H AMP (300 MIy, AMCO-dg): d m.u. 3,12 (4H, at, J = 4,4, 2,5 T'y), 3,48-4,31 (10H, m), 7,18
(1H, pa, J =125, 7,6 Tu), 7,72 (1H, pa, J = 12,5, 7,2 I'u), 8,50 (1H, c). PX-MC (ECI) m/z 382 [M +
H]".

JdonomixxHun npuknag 233

1-(2,5-AndTop-4-mopponiH-4-indeHin)-5-meTokcu-4-okco-1,4-gurigponipngasnH-3-kapboHoBa
Kvucnora
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PosunH metun 1-(2,5-gudptop-4-mopdonin-4-inderin)-5-metoken-4-okco-1,4-gurigponipnaasnH-
3-kapbokcunaty (2,7 r, 7,1 mmonb) i 2 M BogHoro posunHy NaOH (7,2 mn, 14,4 mmonb) B EtOH (14
M) nepemillyBanu nNpu KiMHaTHIn TemnepaTypi npotarom 16 r. o cymiwi gogasanu 1 M BogHwi
posunH HCI (14 mn). Ocag 36upanu dinbTpyBaHHAM i Cywmnn npu I'IOHVI)KeHOM¥ TUCKY OepXxyroun
BKa3daHy B 3aronosky cnonyky (2,5 r, 96% Buxig) sk 6iny tBepay pedosuHy: "H AMP (300 M,
OMCO-dg): & m.u. 3,00-3,24 (4H, m), 3,67-3,82 (4H, m), 3,88 (3H, ¢), 7,23 (1H, pa, J = 12,7, 7,7 T'w),
7,74 (1H, pg, J = 12,8, 7,2 Tu), 8,83 (1H, g, J = 1,1 I'y), 14,95 (1H, wc). PX-MC (ECI) m/z 368 [M +
H]".
[onomixxHuin npuknag 234
1-(2,5-AndpTop-4-mopdoniH-4-indeHin)-N,5-anmeToken-N-meTun-4-okco-1,4-gurigponipnaasunH-3-
kapbokcamig,
O O

/O N/O\

F
()
0

CymiLu 1-(2,5-andpTop-4-mopponiH-4-indeHin)-5-meTokcmn-4-okco-1,4-gurigponipugasmH-3-
kapboHoBoi kucnotn (2,5 r, 6,8 mmons), N,O-gumeTunrigpokcunaminy rigpoxnopugy (0,73 r, 7,5
mmone), HOBt (1,0 r, 7,5 mmonb), Tpuetunamidy (2,0 mn, 14 mmons) i WSC (1,4 r, 7,5 mmons) B DMF
(28 mn) nepemiwyBanu npu KiMHaATHIN TemnepaTypi npotarom Houi. Cymiw possogaunu AcOEt,
npoMuBany BOZOK i po3conoM, cywmnu Hag MgSO, i KOHUEHTpyBanu MNpu MOHWXEHOMY TUCKY
OoflepXytoun BKasaHy B 3aronosky crnonyky (1,6 r, 58% Buxig) ik KOpUYHEBY TBEpPAY PEYOBUHY: 'H
AMP (300 My, AMCO-dg): & m.u. 3,01-3,19 (4H, m), 3,24 (3H, c), 3,56 (3H, c), 3,62-3,91 (7H, m),
717 (1H, aa, J = 12,7, 7,7 Tu), 7,62-7,82 (1H, m), 8,48 (1H, c). PX-MC (ECI) m/z 411 [M + H]".

[onomixxHumn npuknag 235

3-Auetun-1-(2,5-gudptop-4-mopdoniH-4-indeHin)-5-metokcunipnaasuH-4(1H)-oH

134



10

15

20

25

30

35

UA 106741 C2

)
0

PosunH 1-(2,5-andrtop-4-mopdoniH-4-inderin)-N,5-gumeTokcn-N-meTun-4-okco-1,4-
avrigponipugasuH-3-kapbokcamigy (0,51 r, 1,2 mmons) B THF (40 mn) kpannsmu pgopasanu [o
MeMgBr (1,0 M B THF, 5,0 mn, 5,0 mmonk) npu -78°C nig N,. Cymiw nepemiwysanu npu -78°C
npotarom 2 r. Peakuito racunu 1 M BogHum po3dmHom HCI (5,0 mn) npwm -78°C. Cymiw HarpiBanu oo
KiMHaTHOI TemnepaTypu, po3soaunm AcOEt i npommBanu posconom. OpraHiyHWIA Wap Cywunu Hag
MgSO, i KOHUEHTpYBanu NPy NMOHWKEHOMY TUCKY. 3anuLLOK O4MLLani KOJIOHKOBOK XpomaTorpadieto
Ha cwunikareni BukopucToBytoum sk erntoeHT AcOEt/MeOH (10/0 go 10/1) OAEPXYlouN BKasaHy B
3aronoBky cronyky (340 mr, 75% Buxia) sk Gnigo-xoBTy TBepay peuosuHy: ‘H SAMP (300 Mru,
OMCO-dg): & m.u. 2,49 (3H, ¢), 2,91-3,21 (4H, ™), 3,54-3,89 (7H, m), 7,19 (1H, oa, J = 12,7, 7,7 Tw),
7,74 (1H, aa, J = 12,8, 7,2 Tu), 8,46 (1H, 4, J = 1,5 'y). PX-MC (ECI) m/z 366 [M + H]".

Mpuknag 1

3-[1-(4-MeTundeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHrin]nipugasmH-4(1H)-oH

B

[o posunHy 3-[3-(anmeTunnamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTtun)deHinlnipugasuH-4(1H)-oHy
(337 wmr, 1,0 mmonb) B etaHoni (100 mn) gogasanu 4- MeTmncbeHmrlp,pasvmy rigpoxnopwua (237 wr, 1,5
mMmonb) i EtzN (0,28 mn, 2,0 mmonb). Cymiw nepemiwysanu npyu 100°C npotsarom 3 i pO3YMHHUK
BMOananNu npu noHwkeHoMmy Tucky. [lpenapatuBHa BEPX xpomatorpadia pgasana 3-[1-(4-
meTundeHin)-1H-nipason-5-in]-1-[3-(TpudtopmeTnn)deHinlnipugasmH-4(1H)-on g9k 6nigo-oBTy
TBepAay pedoBuHy (108 mr, 27%).

'H AMP (400 Mru, AMCO-dg): 5 m.u. 2,33 (c, 3H), 6,68 (1, J = 8 'y, 1H), 7,20 (4, J = 1,6 [y, 1H),
7,29-7,23 (m, 4H), 7,46 (g, J = 8 'y, 1H), 7,50 (c, 1H), 7,62 (1, J =8 'y, 1H), 7,72 (g, J = 8 'y, 1H),
7,81 (a, J =1,6 'y, 1H), 8,95 (g, J = 8 'y, 1H). PX-MC (MH") 397,15.; Tnn. 164-165°C.

Mpuknag 2

3-[1-(4-PTOpheHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHininipnaasnH-4(1H)-oH

58

Jo po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudpTopmeTnn)deHin]nipugasvH-4(1H)-oHy
(337 wmr, 1,0 mmonb) B eTaHoni (100 mn) gogasanu 4-dropdpeHinrigpasuHy rigpoxnopua (244 wmr, 1,5
mMmonb) i EtzN (0,28 mn, 2,0 mmonb). Cymiw nepemiwysanu npu 100°C npoTtdrom 3 r i pO3YUHHMK
BMaananu npu noHmwkeHoMmy Tucky. [lpenapatmsHa BEPX xpomaTtorpacdpia pasana 3-[1-(4-
dTopheHin)-1H-nipason-5-in]-1-[3-(TpudpTopmeTun)deHin]nipnaasmH-4(1H)-oH gk Bnigo-kopuyHeBy
TBEPAY PE4OBMHY (119 wr, 30%).

'H AMP (400 Mru, IMCO-dg): & M.u. 6,68 (g, J = 8 Ty, 1H), 7,29-7,24 (m, 3H), 7,50-7,45 (m, 3H),
7,62 (n,J=8Tu,1H),7,68(n,J=81Tu, 1H), 7,74 (o, =8 Tu, 1H), 7,84 (o, J = 1,6 'u, 1H), 8,95 (g, J
=8 Iy, 1H). PX-MC (MH") 401,14.; Tnn. 130-131°C.
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Mpuknag 3
3-[1-(4-XnopdeHin)-1H-nipason-5-in]-1-[3-(TpudpTopmeTun)deHin]nipnaasuH-4(1H)-oH

(o] ,\N
v N
.N

N

59

[o po3unHy 3-[3-(anmeTnnamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTtun)deHin]nipugasnH-4(1H)-oHy
(337 wmr, 1,0 mmonb) B eTaHoni (100 mn) gogaeanu 4-xnopdeHinrigpasuny rigpoxnopug (269 wr, 1,5
mmonb) i Et;N (0,28 mn, 2,0 mmonb). Cymiw nepemiwysanu npu 100°C npotsrom 3 1 i poO34YMHHUK
BMOANANM npu  MNoHmwxkeHoMy Tucky. [lpenapatmBHa BEPX xpomatorpacia paBana 3-[1-(4-
xnopdeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHinjnipngasnH-4(1H)-oH a9k 6Gnigo-KopuyHEBY
TBepAy pevoBuHy (126 mr, 30%).

'"H AMP (400 MIy, AMCO-dg): d M.u. 6,69 (g, J = 8 'y, 1H), 7,25 (o, J
4H), 7,57 (m, 2H), 7,68 (1, J =8 Tu, 1H), 7,75 (&, J =8 'y, 1H), 7,86 (4, J
Mu, 1H). PX-MC (MH") 417,08.; Tnn. 166-167°C.

My, 1H), 7,51-7,47 (m,

=12
=1,2 Ty, 1H), 8,98 (8, J = 8

Mpuknapg 4
3-[1-(4-MeTokeundeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHin]nipnaasvH-4(1H)-oH
I N
N

LN
\

5

[o po3umHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTnn)deHin]nipugasmH-4(1H)-ony
(337 wr, 1,0 mmonb) B eTaHoni (100 mn) gogasanu 4-metokcudpeHinrigpasuHy rigpoxnopug (262 wmr,
1,5 mmonb) i EtzN (0,28 mn, 2,0 mmonb). Cymiw nepemiwysanu npyu 100°C npoTtarom 3 r i pO34YMHHKK
BUOaAnanNu npu noHwkeHoMmy Tucky. [lpenapatmBHa BEPX xpomaTtorpadia pasana 3-[1-(4-
MeTokcudeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHinjnipngasud-4(1H)-oH sk 6nigo-xoBTy
TBEpAy pevoBuHy (154 mr, 37%).

'H AMP (400 Mry, AMCO-dg): & m.u. 3,76 (c, 3H), 6,67 (a, J = 8 I'u, 1H), 6,98 (a, J = 8 'y, 2H),
7,20 (@, J=1,6Tu, 1H), 7,32 (g, J =8 I'u, 2H), 7,50 (g, J = 8 T'u, 1H), 7,55 (c, 1H), 7,62 (1, J = 8 I'Ly,
1H), 7,73 (a, J =8 'y, 1H), 7,79 (a, J = 1,6 'y, 1H), 8,95 (g, J = 8 'y, 1H). PX-MC (MH") 413,16; Tnn.
173-174°C.

Mpuknag 5

3-[1-(3-MeTundeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)eHrin]nipugasmH-4(1H)-oH

I 'N
PN
NN
t @Me
FsC

Ho po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTnn)deHin]nipugasvH-4(1H)-oHy
(337 wr, 1,0 mmonb) B eTaHoni (100 mn) gogasanu 3-meTtundeHinrigpasuny rigpoxnopug (237 mr, 1,5
mmonb) i EtsN (0,28 mn, 2,0 mmonb). Cymiw nepemiwysanu npu 100°C npotsiroM 3 1 i pO34YMHHUK
BMOananu npuv noHwkeHomy Tucky. [penapatuBHa BEPX  xpomatorpacis pasana 3-[1-(3-
mMeTundeHin)-1H-nipason-5-in]-1-[3-(TpudptopmeTnn)deHin]nipugasunH-4(1H)-on Ak 6nigo-xoBTy
TBepAy pedvoBuHy (84 mr, 21%).

'H AMP (400 Mru, AMCO-dg): & M.u. 2,31 (c, 3H), 6,68 (a, J = 8 Ty, 1H), 7,12 (4, J = 8 'y, 1H),
7,21 (g, J=8Tu, 1H), 7,23 (g, J = 1,6 'y, 1H), 7,32-7,28 (m, 2H), 7,43 (o, J = 8 'y, 1H), 7,49 (c, 1H),
762 (t,J=8Tu,1H), 7,72 (g, J =8 Ty, 1H), 7,82 (g, J = 1,6 'y, 1H), 8,94 (g, J = 8 'y, 1H). PX-MC
(MH") 397,18.; Tnn. 142-143°C.

Mpuknapg 6

3-[1-(3-PTOpheHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHin]nipnaasnH-4(1H)-oH
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o po3umHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTnn)denin]nipugasmH-4(1H)-ony
(674 wmr, 2,0 mmonb) B eTaHoni (200 mn) gogasanu 3-pTopdpeHinrigpasuHy rigpoxnopug, (488 wr, 3,0
mmonb) i EtzN (0,56 mn, 4,0 mmonb). Cymiw nepemiwysanu npyu 100°C npotsarom 3 i pO3YMHHUK
BMaananu npu noHmwkeHomy Tucky. [lpenapatmBHa BEPX xpomatorpacpia pasana 3-[1-(3-
dTopheHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHinnipnaasunH-4(1H)-oH K 6nigo-XoBTy
TBep,u,y peyoBuHy (201 wmr, 25%).

'H AMP (400 My, AMCO-dg):  m.u. 6,69 (g, J = 8 'y, 1H), 7,24-7,20 (m, 2H), 7,26 (8, J = 2,0 Iy,
1H), 7,40 (g, J =2,0 'y, 1H), 7,46 (x, J = 2,0 'y, 1H), 7,54 (c, 1H), 7,61 (o, J =8 'y, 1H), 7,67 (g, J =
8 I'u, 1H), 7,74 (a, J = 8 Tu, 1H), 7,87 (a, J = 2,0 'y, 1H), 8,97 (a, J = 8 'y, 1H). PX-MC (MH")
401,14.; Tnn. 104-105°C.

Mpuknag 7

3-[1-(2-MeTnndeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTnn)deHrin]nipngasmH-4(1H)-oH

I \

P

o po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTnn)deHin]nipugasmH-4(1H)-ony
(337 wmr, 1,0 mmonb) B etaHoni (100 mn) gogasanu 2-meTundeHinrigpasuny rigpoxnopua (237 wr, 1,5
mmoneb) i Et;N (0,28 mn, 2,0 mmonb). Cymiw nepemiwysanu npu 100°C npotsaroMm 3 r i pO3YMHHUK
BMuaananu npu noHmwkeHoMmy Tucky. [MpenapatmBHa BEPX xpomaTtorpacdpia pasana 3-[1-(2-
mMeTundeHin)-1H-nipason-5-in]-1-[3-(TpudptopmeTnn)deHin]nipugasmnH-4(1H)-oH gk 6nigo-poxeBy
TBepp,y peyoBuHy (85 mr, 21%).

'H AMP (400 Mry, AMCO-dg): & m.u. 1,92 (c, 3H), 6,68 (a, J = 8 'y, 1H), 7,05 (g, J = 8 My, 1H),
7,23 (@, J =81y, 1H), 7,31-7,28 (m, 1H), 7,38-7,35 (m, 2H), 7,42 (g, J = 2,0 'y, 1H), 7,56 (1, J = 8 I'Ly,
2H), 7,70 (o, J = 8 Ty, 1H), 7,84 (a, J = 2,0 'y, 1H), 8,88 (A, J = 8 'y, 1H). PX-MC (MH") 397,11.;
Tnn. 126-127°C.

Mpuknag 8

3-[1-(2-XnopdeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTnn)deHin]nipugasvH-4(1H)-oH

| N ci

o po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTnn)deHin]nipugasuH-4(1H)-oHy
(674 mr, 2,0 mmonb) B eTaHoni (200 mn) gogaeanu 2-xnopdeHinrigpasuny rigpoxnopug (538 wmr, 3,0
mMonb) i EtzN (0,56 mn, 4,0 mmonb). Cymiw nepemiwysanu npyu 100°C npotsirom 3 T i pO3YMHHUK
BUOANAnNu npu noHwkeHoMmy Tucky. [lpenapatmBHa BEPX xpomaTtorpadia pgasana 3-[1-(2-
xnopdeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHinlnipngasuH-4(1H)-oH AK 6nigo-XoBTY
TBepp,y peyoBuHy (280 wmr, 34%).

'H AMP (400 My, AMCO-de): & M.4. 6,70 (g, J = 8 T, 1H), 7,12
7H), 7,71 (p, J =8Tu, 1H), 7,88 (o, J = 1,6 'y, 1H), 8,90 (o, J = 8
Tnn. 139-140°C.

Mpuknag 9

3-[1-(2-MeTokendpeHin)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHin]nipnaasnH-4(1H)-oH

(a, J = 8Tu, 1H), 7,61-7,48 (m,
My, 1H). PX-MC (MH") 417,08.;
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o po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTnn)denin]nipugasmH-4(1H)-ony
(337 wmr, 1,0 mmonb) B etaHoni (100 mn) gogasanu 2-meTokcUeHInrigpasuHy rigpoxnopug (262 wr,
1,5 mmonb) i EtzN (0,28 mn, 2,0 mmonb). Cymiw nepemiwysanu npyu 100°C npoTtarom 3 1 i pO34YNHHUK
BMaananu npum noHmwkeHomy Tucky. [lpenapatmeHa BEPX xpomatorpacpia pasana 3-[1-(2-
MeTokcudeHin)-1H-nipason-5-in]-1-[3-(TpucdtopmeTun)deHinjnipngasnH-4(1H)-on 9k 6nigo-xoBTY
TBepp,y pe4voBuHy (78 mr, 19%).

'H AMP (400 Mru, AMCO-ds): d m.u. 3,46 (c, 3
7,14 (1,J=81Tu, 2H), 7,25 (g, J = 2,0 'u, 1H), 7,41
=81Tlu, 1H), 7,68 (o, J =8 Twu, 1H), 7,79 (@, J = 1
413,16.; Tnn. 146-147°C.

Mpuknag 10

3-(1-PeHin-1H-nipason-5-in)-1-[3-(TpucdpTopmeTnn)deHin]nipngasmH-4(1H)-oH

’ \

30

Ho po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudpTopmeTnn)deHin]nipugasuH-4(1H)-ony
(337 wmr, 1,0 mmonb) B etaHoni (100 mn) gogasanu deHinrigpasud (163 wmr, 1,5 mmone). Cymiw
nepemiwysann npu 100°C npotaroM 3 r i PO3YMHHWK BUOANANU MNPU  MOHMXKEHOMY TUCKY.
MpenapatuBHa BEPX Xpomartorpadid pasana 3-(1-deHin-1H-nipason-5-in)-1-[3-
(TpM(bTopmeTMn)cbeHln]nlpMp,aeMH 4(1H)-oH sk cipy TBepay peyoBuHy (55 mr, 15%).

'H AMP (400 My, AMCO-dg): d m.u. 6,68 (1, J = 8 Ty, 1H), 7,23 (@, J = 1,6 T, 1H), 7,48-7,39 (m,
6H), 7,51 (c, 1H), 7,61 (v, J =8 Tu, 1H), 7,71 (8, J =8 I'u, 1H), 7,84 (3, J = 1,6 'y, 1H), 8,95 (@, J = 8
Mu, 1H). PX-MC (MH") 383,15.; Tnn. 156-157°C.

Mpuknag 11

3-(1-®eHin-1H-nipason-5-in)-1-[4-(TpucdptopmeTnn)denin]nipugasmH-4(1H)-oH

(o)

H) 669(D«!J_8ru!1H) ’ 3(an:8rUn1H)y
(1, J = 8 Ty, 2H), 7,50 (a, J = 8 [y, 1H), 7,58 (1, J
6 Ty, 1H), 8,90 (a, J = 8 Ty, 1H). PX-MC (MH")

Jo po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[4-(TpudpTopmeTnn)deHin]nipugasvH-4(1H)-oHy
(HeounwieHmn, 718 wmr, 2,13 mmonb) B 20 mMn meTaHoni gogaBanu doeHinrigpasvH (345 wmr, 3,20
MMOrb). CyMill KMN‘ATUAM i3 3BOPOTHIM XONOOUIBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiiok
po34MHANM B guxnopmetadi (20 mn), npomuBany 1N BogHuM po3unHom HCI i posconom, cywimvnm Hag
Na,SO, i KOHUEHTpyBanu rnpu NOHWXEHOMY TUCKY. 3anuwiok ovuwanu npen-BEPX oaepxytoun 3-(1-
deHin-1H-nipason-5-in)-1-[4-(tpudptopmetun)deHin]nipugasun-4(1H)-on (100 mr, 12% p[ns aBox
CTap,wl) SIK XKOBTY TBEPAY PEYOBUHY.

H ampP (300 Ml'y, CDCl3): 8 Mm.M. 6,74 (, J = 7,6 Ty, 1H), 6,90 (g, J = 8,4 'y, 2H), 7,39-7,41 (m,
1H), 7,42 (g, J = 2,0 'y, 1H), 7,44-7,50 (m, 4H), 7,53 (g, J = 8,4 'y, 2H), 7,81 (g, J = 1,6 'y, 1H), 8,21
(g, J = 8,0 'y, 1H); PXMC (pyxoma cpaza: Big 70% Boam i 30% CH3;CN o 5% Boaun i 95% CH3;CN 6
XB, KiHelub ansa uux ymoB 0,5 xB) unctota >95%, Y.y. = 3,422 xB; MC Po3sp.: 382, MC 3HangeHo: 383
(M*+H); Tnn. 237-238°C.

Mpuknag 12

1-(3-XnopgeHin)-3-(1-deHin-1H-nipazon-5-in)nipnga3nH-4(1H)-oH
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B 5

o pO34nHYy 1-(3-xnopdeHin)-3-[3-(aumeTnnamiHo)npon-2-eHoin]nipuaasnH-4(1H)-oHy
(Heounwenun, 573 wmr, 1,89 mmons) B 20 mn metaHony gopgasanu deHrinrigpasnH (306 mr, 2,84
MMOnb). CyMmill KUN‘ATUNK i3 3BOPOTHIM XOMOAUMNBHMKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuok
po3umHAnu B gmuxnopmetaHi (20 mn), npomusanu 1N BogHuM posunHom HCI i posconom, cywimnm Haa
Na,SO, i KOHUEHTpYBanu npu NOHWKEHOMY TUCKY. 3anuwok ounwanu npen-BEPX ogepxytoun 1-(3-
xnopdeHin)-3-(1-ceHnin-1H-nipason-5-in)nipugasnH-4(1H)-on (125 wmr, 19% Aans gBox cTagin) sk
OBTY TBEDAY PEOBUHY.

'H AMP (300 My, AMCO-dg): & m.u. 6,71-6,74 (m, 2H), 6,80-6,83 (M, 1H), 7,22-7,25 (m, 2H),
7,39-7,49 (m, 6H), 7,81 (4, J = 1,6 Ty, 1H), 8,15 (g, J = 8,0 'y, 1H); PXMC (pyxoma casa: Big 70%
Boan i 30% CHsCN po 5% Bogu i 95% CH3CN B 6 xB, kiHeub anga umx ymoB 0,5 xB.) uuctota >95%,
Y.y. = 3,150 x8; MC Posp.: 348, MC 3HaiigeHo: 349 (M*+H); Tnn. 146-147°C.

Mpuknag 13
1-(2-MeTokcudeHin)-3-(1-deHrin-1H-nipason-5-in)nipngasvH-4(1H)-oH
| °N
A%
O
MeO@
o pO34YnHy 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-(2-meTokcmudeHin)nipuaasuH-4(1H)-oHy

(HeounweHunn, 639 wmr, 2,14 mmonb) B 20 Mn MeTaHony godasanu deHinrigpasun (347 wmr, 3,21
MMOnb). CyMill KUN‘ATUNK i3 3BOPOTHIM XOMNOAUMNBHUKOM MPOTArOM 4 I i KOHUEHTpyBanu. 3anuok
po3umHANKU B gmxnopmetadi (20 mn), npommnanu 1N BogHum posunHom HCI i posconom, cylumnm Hag
Na,SO, i KOHUEeHTpyBanu rnpu NOHWXEHOMY TUCKY. 3anuwiok ovuwanu npen-BEPX ogepxytoun 1-(2-
mMeTokcudeHin)-3-(1-ceHin-1H-nipason-5-in)nipngasmH-4(1H)-oH (35 mr, 5% Agna gBox cTagin) sk
YKOBTY TBEPAY PEYOBUHY.

'H AMP (400 Mru, CDCl;): & m.u. 3,82 (c, 3H), 6,37 (aa, J = 10,4, 2,4 T'u, 1H), 6,60 (g, J = 10,0
My, 1H), 6,78-6,83 (m, 1H), 6,96 (oo, J = 11,2, 1,6 Ty, 1H), 7,25 (g, d = 2,4 T'y, 1H), 7,21-7,41 (m, 6H),
7,76 (@, J =2,8 Ty, 1H), 8,01 (g, J = 10,4 T'y, 1H); PXMC (pyxoma cpasa: Big 70% Boan i 30% CH3CN
0o 5% Boan i 95% CH3CN B 6 xB, kiHeub ansa umx ymoB 0,5 xB.) uncrtota >95%, Y.y. = 2,589 xB; MC
Posp.: 344, MC 3HaingeHo: 345 (M'+H); Tnn. 153-154°C.

Mpuknag 14

1-(4-MeTtokcudpeHrin)-3-(1-deHin-1H-nipason-5-in)nipnaasvH-4(1H)-oH

(o)

OMe

Jo pPO3UMHY 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-(4-meTokcudeHin)nipugasuH-4(1H)-oHy
(HeounwieHmn, 640 mr, 2,14 mmonb) B 20 Mn meTaHony gofdasanu deHinrigpasuH (347 wmr, 3,21
MMOrb). CyMill KUN‘ATUAM i3 3BOPOTHIM XONOOUIBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiiok
po34mHANM B guxnopmetani (20 mn), npomusanu 1N BogHuM posunHom HCI i po3conom, cylwimnm Hag
Na,SO, i KOHUEHTPYBanM nNpu NOHWXEHOMY TUCKY. 3anuwok ouynwanu npen-BEPX ogepxytoun 1-(4-
mMeTokcudeHin)-3-(1-deHin-1H-nipason-5-in)nipugasvH-4(1H)-on (127 wmr, 17% gna gBox cragin) {k
XKOBTY TBEPAY PE4OBMHY.

'H AMP (400 My, CDCls): & m.u. 3,81 (¢, 3H), 6,67-6,76 (m, 5H), 7,38-7,44 (m, 6H), 7,78 (a, J =
2,8 'y, 1H), 8,08 (g, d = 10,4 I'u, 1H); PXMC (pyxoma cpa3sa: Big 70% Boam i 30% CH3CN no 5% soam
i 95% CH3CN B 6 xB, kiHeub ans uux ymoB 0,5 xB.) unuctota >95%, Y.y. = 2,639 xB; MC Posp.: 344,
MC 3HaitneHo: 345 (M*+H); Tnn. 179-180°C.
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Mpuknag 15
1-(3-PTopdeHin)-3-(1-peHin-1H-nipason-5-in)nipugasunH-4(1H)-oH
| °'N
e
O
Q
Jo pPO34nNHY 3-[3-(anmeTnnamiHo)npon-2-eHoin]-1-(3-dbTopdeHin)nipnaasuH-4(1H)-oHy

(HeounwieHmn, 840 mr, 2,93 mmonb) B 20 mMn meTaHony godaesanu doeHinrigpasuH (474 wmr, 4,39
MMoOnb). CyMmilWl KUN‘ATUNK i3 3BOPOTHIM XOMOAWUSIBHUKOM MPOTAroM 4 T i KOHUEHTpyBanu. 3anmuok
pOo34MHANKN B gmxnopmetadi (20 mn), npommBanu 1N BogHum posunHom HCI i posconom, cywimnum Hag,
Na,SO, i KOHUEHTpYBanu npu NOHWKEHOMY TUCKY. 3anuwok ounwanu npen-BEPX ogepxytoun 1-(3-
dpTopdeHin)-3-(1-deHin-1H-nipason-5-in)nipugasuH-4(1H)-oH (169 mr, 17% pna gBox cTagin) sk
)KOBTY TBEPAY PEYOBUHY.

'H AMP (400 Mly, CDCl3): & m.u. 6,36-6,41 (m, 1H), 6,68-6,75 (M, 2H), 6,95-7,01 (m, 1H), 7,24-
7,32 (m, 1H), 7,38-7,49 (m, 6H), 7,79 (g, J = 2,4 T'y, 1H), 8,15 (g, J = 10,4 'y, 1H); PXMC (pyxoma
dasa: Big 70% Boau i 30% CH3CN o 5% Boam i 95% CH3CN B 6 xB, KiHeub anga umx ymos 0,5 xB.)
ynctota >95%, Y.y. = 2,834 xB; MC Po3sp.: 332, MC 3HaingeHo: 333 (M++H); Tnn. 170-171°C.

Mpuknag 16

1-(2-®d1opdeHin)-3-(1-deHin-1H-nipason-5-in)nipngasnH-4(1H)-oH

(o)

o pPO34MHY 3-[3-(anmeTnnamiHo)npon-2-eHoin]-1-(2-cbTopdeHin)nipnaasnH-4(1H)-oHy
(HeounweHun, 776 mr, 2,70 mmone) B 20 mMn MeTaHony gogasanu deHinrigpasvH (438 wr, 4,10
MMOrb). CyMill KUN‘ATUAM i3 3BOPOTHIM XONOAUNBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiok
po3unHAnu B gnxnopmeTaHi (20 mn), npomusanu 1N BogHum po3umHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEHTPYBanu npu NOHMWKEHOMY TUCKY. 3anuwok ouvwanu npen-BEPX ogepxytoun 1-(2-
dTOopheHin)-3-(1-cdeHin-1H-nipason-5-in)nipugasuH-4(1H)-on (278 wmr, 31% pna gBox cragin) €k
XKOBTY TBEPAY PEYOBUHY.

'H AMP (300 Mru, CDCls): & m.u. 6,39-6,46 (M, 1H), 6,65 (g, J = 7,8 Ty, 1H), 6,97-7,03 (m, 1H),
7,13-7,20 (m, 1H), 7,27-7,46 (m, 7H), 7,78 (n, J = 1,8 'y, 1H), 8,02 (oa, J = 7,8, 2,4 Ty, 1H); PXMC
(pyxoma dpaza: Big 70% Boaun i 30% CH3CN po 5% Boam i 95% CH3;CN B 6 xB, KiHeUb Ans UUX YMOB
0,5 xB.) unctoTa >95%, Y.y. = 2,634 x8; MC Poasp.: 332, MC 3HangeHo: 333 (M*+H); Tnn. 124-125°C.

Mpuknag 17

1-(4-dTopdeHin)-3-(1-eHin-1H-nipason-5-in)nipnaasunH-4(1H)-oH

o

o pPO34nHYy 3-[3-(aumeTnnamino)npon-2-eHoin]-1-(4-dropdeHin)nipnagasuH-4(1H)-oHy
(HeounwieHmn, 840 mr, 2,93 mmonb) B 20 Mn metaHony Aaofasanu eHinrigpasvH (474 wr, 4,39
MMonb) Cymill KMA‘ATUAK i3 3BOPOTHIM XONOAUNBHUKOM NPOTAroM 4 r i KOHLUEeHTpyBanu. 3anuLiok
po3umHANU B gmxnopmetadi (20 mn), npomusanu 1N BogHuM posunHom HCI i posconom, cywimnu Haa
Na,SO, i KOHUEHTpYBanu npu NOHWXEHOMY TUCKy. 3anuwok ovuwanu npen-BEPX opgepxytoun 1-(4-
dropdeHin)-3-(1-eHrin-1H-nipason-5-in)nipugasuH-4(1H)-oH (260 mr, 27% pna ABoOX cTagin) sk
KOPWYHEBY TBEPAY PEYOBUHY.

'H AMP (300 Mru, AMCO-d): & m.u. 6,62 (A,

J =78 Ty, 1H), 7,11-7,15 (m, 2H), 7,20-7,26 (m,
3H), 7,37-7,40 (m, 2H), 7,44-7,49 (m, 3H), 7,81 (g, J = 1,8

My, 1H), 8,78 (1, J = 8,1 'y, 1H); PXMC
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(pyxoma dpasa: Big 70% Boaun i 30% CH3CN po 5% Boam i 95% CH3;CN B 6 xB, KiHELUb ANs LUX yMOB
0,5 xB.) uncrota >95%, Y.y. = 2,779 xB; MC Po3sp.: 332, MC 3HangeHo: 333 (M++H); Tnn. 252-253°C.
Mpuknag 18
1-(4-XnopgeHin)-3-(1-deHin-1H-nipason-5-in)nipngasnH-4(1H)-oH
(o)

o]

o pO34nHYy 1-(4-xnopdeHin)-3-[3-(aumeTnnamiHo)npon-2-eHoin]nipuaasnH-4(1H)-oHy
(HeoumweHun, 764 wmr, 2,52 mmonb) B 20 mn metaHony gogasanu dpeninrigpasuH (408 wmr, 3,78
MMOnb). CyMill KMN‘ATUAM i3 3BOPOTHIM XONOAMNBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiok
po3unHAnu B agnxnopmeTani (20 mn), npommnanu 1N BogHuM po3vmHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEHTpyBanu npu NOHMWKEHOMY TUCKY. 3anuwok ounwanu npen-BEPX ogepxytoun 1-(4-
xnopdeHin)-3-(1-ceHrin-1H-nipason-5-in)nipugasnH-4(1H)-on (70 mr, 8% pans [Box cTagin) sk
KOpUYHEBY TBEPAY PEYOBUHY.

'H AMP (300 My, CDCls): 5 m.u. 6,68-6,73 (M, 3H), 7,24 (aa, J = 6,9, 2,4 'y, 2H), 7,38-7,46 (m,
6H), 7,78 (o, J = 1,8 T'y, 1H), 8,12 (g, J = 7,8 T'y, 1H); PXMC (pyxoma d¢a3sa: Big 70% Bogu i 30%
CH3CN 1o 5% Boam i 95% CHsCN B 6 xB, kiHeub anst unx ymos 0,5 xB.) unctota >95%, Y.y. = 3,180
x8; MC Posp.: 348, MC 3HaiiaeHo: 349 (M*+H); Tnn. 219-220°C.

Mpuknag 19

1-(2-MeTtundpeHin)-3-(1-dpeHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH

Q I N
PN
" O

N

Me\©

o pO34nHYy 3-[3-(ammeTnnamiHo)npon-2-eHoin]-1-(2-meTundeHrin)nipnaasunH-4(1H)-oHy
(HeounweHmn, 1298 wmr, 4,59 mmone) B 20 mn mMeTaHony gogaesanu deHinrigpasvH (744 wmr, 6,89
MMOrb). CyMill KMN‘ATUAM i3 3BOPOTHIM XONOAUNBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuLiok
po3unHAnu B gnxnopmeTaHi (20 mn), npomusanu 1N BogHum po3umHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEeHTpyBanu rnpu NOHWXEHOMY TUCKY. 3anuwiok ovuwanu npen-BEPX ogepxytoun 1-(2-
MeTundeHin)-3-(1-deHin-1H-nipaszon-5-in)nipugasun-4(1H)-on (180 mr, 12% ana gBox cragin) sk
)KOBTY TBEPAY PEYOBUHY.

'H AMP (400 My, CDCl3): & m.u. 2,01 (c, 3H), 6,67 (g, J = 8,0 'y, 1H), 6,84 (g, J = 7,6 T, 1H),
7,15-7,25 (m, 2H), 7,29-7,38 (M, 7H), 7,79-7,83 (m, 2H); PXMC (pyxoma ca3za: Big 70% Boaun i 30%
CH3CN 1o 5% Bogu i 95% CHsCN B 6 xB, kiHeupb ans umx ymo 0,5 xB.) unctota >95%, Y.y. = 2,679
xB; MC Posp.: 328, MC 3HaigeHo: 329 (M*+H); Tnn. 120-121°C.

Mpuknag 20

1-(3-MeTtundeHin)-3-(1-dpeHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH

(o)

o pO34nHYy 3-[3-(ammeTnnamiHo)npon-2-eHoin]-1-(3-meTundeHin)nipyaasvH-4(1H)-oHy
(HeounwieHmn, 650 mr, 2,29 mmonb) B 20 mMn meTaHony godaBanu deHinrigpasun (370 mr, 3,44
MMoOrb). CyMmill KUN‘ATUNK i3 3BOPOTHIM XONMOAWUSIBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiok
po3umHANU B gmxnopmetadi (20 mn), npomusanu 1N BogHum posunHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEHTpYBanu npu NOHWXEHOMY TUCKY. 3anuwok ouyunwanu npen-BEPX opgepxytoun 1-(3-
mMeTundeHin)-3-(1-denin-1H-nipason-5-in)nipuaasunH-4(1H)-on (55 wmr, 7% pAna AOBox cTagin) K
KOpUYHEBY TBEPAY PEYOBUHY.
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'H AmP (400 MI'y, CDCl3): 8 m.4. 2,32 (c, 3H), 6,60 (c, 1H), 6,72-6,74 (m, 2H), 7,12 (g, J = 7,6 'y,
1H), 7,21 (1, J = 8,0 'y, 1H), 7,41-7,50 (m, 6H), 7,81 (c, 1H), 8,19 (g, J = 8,0 'y, 1H); PXMC (pyxoma
dasa: Big 70% Bogu i 30% CH3CN o 5% Boam i 95% CH3CN B 6 xB, KiHeub ans umx ymoB 0,5 xB.)
unctoTa >95%, Y.y. = 2,972 x8; MC Posp.: 328, MC 3HaitaeHo: 329 (M*+H); Tnn. 115-116°C.

Mpuknag 21
1-(3-MeTokcudeHin)-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH
I °N
N
t"' O
MeO
o pPO34MHYy 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-(3-meTokcudeHin)nipuaasnH-4(1H)-oHy

(Heoumwenun, 640 wmr, 2,14 mmonb) B 20 mMn meTaHony gogasanu deHrinrigpasvH (347 wmr, 3,21
MMOrb). CyMill KAN‘ATUAM i3 3BOPOTHIM XONOOUINBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiiok
po3unHAnu B gnxnopmeTtani (20 mn), npommsanu 1N BogHum po3ddmHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEHTpyBanu npu NOHWXEHOMY TUCKy. 3anuwok ouynwanu npen-BEPX ogepxytoun 1-(3-
mMeTokcudeHin)-3-(1-deHin-1H-nipason-5-in)nipngasnH-4(1H)-ox (106 mr, 14% gna ABox cragin) sk
YKOBTY TBEPAY PEYOBUHY.

'H AMP (400 Mru, CDCls): 8 m.u. 3,76 (c, 3H), 6,46 (aa, J = 8,0, 1,6 'y, 1H), 6,51 (1, J = 2,0 'y,
1H), 6,71 (o, J = 8,0 'y, 1H), 6,84 (oa, J =8,4,2,0 'y, 1H), 7,21 (1, J = 8,4 I'u, 1H), 7,35-7,43 (m, 6H),
7,81 (g, J =2,0Tu, 1H), 8,17 (g, J = 8,4 'y, 1H); PXMC (pyxoma d¢a3a: Big 70% Bogu i 30% CH3CN
80 5% Boawn i 95% CH3CN B 6 xB, kiHeub anst umx ymoB 0,5 xB.) uncrora >95%, Y.y. = 2,753 xs; MC
Posp.: 344, MC 3nangeHo: 345 (M"+H); Tnn. 110-111°C.

Mpuknag 22

3-(1-PeHin-1H-nipason-5-in)-1-[2-(TpucdpTopmeTnn)deHin]nipugasunH-4(1H)-oH

(o)

[o posunHy 3-[3-(aumeTnnamiHo)npon-2-eHoin]-1-[2-(TpudpTopmeTun)deHinlnipugasunH-4(1H)-oHy
(HeounweHun, 785 wmr, 2,33 mMonb) B 20 Mn meTaHony godasanu deHinrigpasuH (377 wmr, 3,50
MMOfnb). CyMill KUN‘ATUNK i3 3BOPOTHIM XOMNOAUMNBHUKOM MPOTAroM 4 r i KOHUeHTpyBanu. 3anuiiok
po3unHAnu B gnxnopmeTaHi (20 mn), npomusanu 1N BogHum po3umHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEHTpYBanu nNpu NOHWXEHOMY TUCKy. 3anuwok ouynwanu npen-BEPX ogepxytoun 3-(1-
deHin-1H-nipason-5-in)-1-[2-(TpudTopmeTun)deHin)nipngasmH-4(1H)-on (105 wmr, 12% pana gBox
cTafin) sk XKOBTY TBEpAy PEeYOBUHY.

'"H AMP (400 Mru, CDCls): & m.u. 6,59 (g, J = 7,6 'y, 1H), 6,97-7,00 (m, 1H), 7,14 (g, J =2,0 'y,
1H), 7,27-7,35 (m, 5H), 7,57-7,60 (m, 2H), 7,75-7,81 (m, 3H); PXMC (pyxoma d¢asa: Big 70% Boagm i
30% CH3CN po 5% Boau i 95% CH3;CN B 6 xB, kiHeub Ans uux ymoB 0,5 xB.) uucrota >95%, Y.y. =
2,896 xB; MC Poa3p.: 382, MC 3HangeHo: 383 (M++H); Tnn. 145-146°C.

Mpuknag 23

1-(4-MopdoniH-4-indeHin)-3-(1-ceHnin-1H-nipason-5-in)nipuaasmH-4(1H)-oH

0]

()
(o)
Jo posunHy 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-(4-mopdoniH-4-indeHin)nipnaasvH-4(1H)-ony
(HeounwieHmn, 1100 mr, 3,11 mmone) B 20 mn mMeTaHony gopasanu deHinrigpasvH (504 wmr, 4,67
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MMOonb). Cymill KUN‘ATUNK i3 3BOPOTHIM XOMNOAUNBHMKOM MPOTAroM 4 I i KOHUEHTpyBanu. 3anuiiok
po3umHANKM B gmxnopmetadi (20 mn), npomusanm 1N BogHum posunHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEHTpYBanu npu NOHWKEHOMY TUCKY. 3anuwok ovnwanu npen-BEPX ogepxytoun 1-(4-
MopdoniH-4-ingeHin)-3-(1-deHin-1H-nipason-5-in)nipugasuH-4(1H)-oH (95 mr, 8% ans oBox cragin)
SIK )KOBTY TBEPAY PEYOBUHY.

'H AMP (400 My, CDCl3): & m.u. 3,19 (1, J = 4,8 Ty, 4H), 3,89 (1, J = 4,8 'y, 4H), 6,71-6,79 (M,
5H), 7,40-7,48 (m, 6H), 7,82 (c, 1H), 8,11 (g, J = 7,6 T'y,1H); PXMC (pyxoma c¢a3a: Big 70% Bogu i
30% CH3CN go 5% Bogu i 95% CH3;CN B 6 xB, kiHeub anst uux ymoB 0,5 xB.) uncrota >95%, Y.y. =
2,391 xB; MC Poap.: 399, MC 3HaiigeHo: 400 (M*+H); Tnn. 205-206°C.

Mpuknag 24

1-®eHin-3-(1-dpeHin-1H-nipason-5-in)nipynaasuH-4(1H)-oH

0]

Ho po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-gpeHinnipngasvnH-4(1H)-oHy (Heounwenuin, 620
mr, 2,30 mmonb) B 20 mMn MeTaHony pogaBanu deHinrigpasvH (996 wmr, 9,22 mmonb). Cymiw
KAN'ATUNW i3 3BOPOTHIM XOMOAMIBbHUKOM MPOTSAroM 4 1 i KOHUEHTpyBanu. 3anuvlioK pPO3YMHANN B
anxnopmeTtaHi (20 mn), npommeanu 1N BogHum posunHom HCI i posconom, cywunu Hag Na,SO, i
KOHLUEHTpyBanu npu MOHWXeHoMYy TUCKy. 3anuuwok odvwanu npen-BEPX ogepxytoun 1-deHin-3-(1-
deHin-1H-nipason-5-in)nipyngasuH-4(1H)-on (50 mr, Buxia 7% Ansa ABOX CTafdin) sK XXOBTY TBepay
PEYOBUHY.

'H AMP (400 Mru, CDCls): 8 m.u. 6,71 (g, J = 8,0 'y, 1H), 6,81-6,84 (m, 2H), 7,29-7,30 (m, 3H),
7,40-7,47 (m, 6H), 7,79 (g, J = 2,0 'y, 1H), 8,17 (g, J = 8,0 'y, 1H); PXMC (pyxoma cbasa: Big 90%
Boan i 10% CH3;CN po 5% Boau i 95% CH3;CN B 6 xB, kiHeub Ang umx ymoB 0,5 xB.) yuctota >95%,
Y.y. = 3,548 xB; MC Posp.: 314, MC 3HaitaeHo: 315 (M*+H); Tnn. 179-180°C.

Mpuknag 25

1-(4-MeTtundenin)-3-(1-eHin-1H-nipason-5-in)nipyngasvH-4(1H)-oH

0]

Me

o pO34nHy 3-[3-(ammeTnnamiHo)npon-2-eHoin]-1-(4-meTundeHrin)nipyaasvH-4(1H)-oHy
(Heoumwenun, 600 mr, 2,12 mmonb) B 20 mn meTaHony gogasanu dedinrigpasuH (916 mr, 8,48
MMOrb). CyMill KMN‘ATUAM i3 3BOPOTHIM XONOOUIBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiiok
po34MHANKM B guxnopmetadi (20 mn), npomuBanm 1N BogHuM po3unHom HCI i posconom, cywmnm Hag
Na,SO, i KOHUEHTpYBanu nNpu NOHWXEHOMY TUCKY. 3anuwok ouynwanu npen-BEPX ogepxytoun 1-(4-
mMeTundeHin)-3-(1-deHin-1H-nipason-5-in)nipugasux-4(1H)-oH (50 mr, 7% Ona OBOX CTafin) SK XKOBTY
TBEPAY PEYOBUHY.

'H AMP (400 My, CDCls): & m.u. 2,34 (c, 3H), 6,69 (4, J = 7,6 Ty, 3H), 7,08 (a, J = 8,4 'y, 2H),
7,40-7,47 (m, 6H), 7,79 (o, J = 2,0 T'y, 1H), 8,13 (g, J = 8,0 'y, 1H); PXMC (pyxoma dasa: Bia 90%
Boan i 10% CH3CN po 5% Bogu i 95% CH3CN B 6 xB, kiHeub ang umx ymoB 0,5 xB.) unuctota >95%,
Y.y. = 3,789 xB; MC Posp.: 328, MC 3HangeHo: 329 (M++H); Tnn. 182-183°C.

Mpuknag 26

1-[2-(OndTopmeToken)deHin]-3-(1-deHin-1H-nipason-5-in)nipyaasunH-4(1H)-oH
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Ho po3umHy 1-[2-(andTopmeTokcn)deHin]-3-[3-(anmeTnnamido)npon-2-eHoin]nipnaasuH-4(1H)-
OHY (HeouuwieHui, 622 mr, 1,85 mmonb) B 20 mn MeTaHony gogasanu deHrinrigpasvd (800 wmr, 7,40
MMOnb). CyMmill KUN‘ATUNK i3 3BOPOTHIM XOMOAUMNBHMKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuok
po3umHANKM B gmxnopmetadi (20 mn), npomusanm 1N BogHum posunHom HCI i posconom, cywimnu Hag
Na,SO, i KOHLEHTpYBanu nNpu NOHMWKEHOMY TUCKY. 3anuwwok ounwann npen-BEPX ogepxytoun 1-[2-
(andpropmeTokeu)perin]-3-(1-eHin-1H-nipason-5-in)nipngasunH-4(1H)-on (30 wmr, 4% Aana OBox
CTafin) sK XOBTY TBEPAY PEYHOBUHY.

'"H AMP (400 Mru, CDCls): & M.u. 6,38 (T, J = 72,0 'y, 1H), 6,57-6,60 (m, 1H), 6,63 (g, J = 8,0 'y,
1H), 7,13 (og, J = 8,0, 0,8 'y, 1H), 7,23-7,26 (m, 2H), 7,36-7,40 (m, 6H), 7,78 (g, J = 1,6 'y, 1H), 7,96
(a,  =8,0Ty, 1H); PXMC (pyxoma casa: Big 80% Bogu i 20% CH3CN go 5% sogm i 95% CH3CN B 6
XB, KiHeub ansa umx ymos 0,5 xB.) ynctota >95%, Y.y. = 3,317 xB; MC Po3sp.: 380, MC 3HangeHo: 381
(M*+H); Tnn. 123-124°C.

Mpwuknag 27

1-[3-(OAndTopmeTokcn)deHin]-3-(1-deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH

N\\N
| N
S

I
N

: ©
F)\O

[o posuuHy 1-[3-(andTopmeTokcn)deHin]-3-[3-(anmeTnnamiHo)npon-2-eHoin]nipuaasuH-4(1H)-
OHY (HeouuweHni, 993 mr, 2,96 mmornb) B 20 MmN MeTaHony gogasanu deHinrigpasuH (480 wmr, 4,44
MMOnb). CyMill KUN‘ATUAM i3 3BOPOTHIM XONMOAUNBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuwiok
po3unHAnu B gnxnopmeTtani (20 mn), npomueanu 1N BogHum po3dumHom HCI i posconom, cylmnm Hag
Na,SO, i KOHLEHTPYBanu Npu NOHMKEHOMY TUCKY. 3anuwiok odvwanu npen-BEPX ogepxytoun 1-[3-
(andTopmeTOokeH)dheHin]-3-(1-deHnin-1H-nipason-5-in)nipugasuH-4(1H)-oH (160 mr, 14% Aana AaBox
cTafin) sk XKOBTY TBEpAy PEYOBUHY.

'H AAMP (400 Mru, CDCl): & m.u. 6,31 (c, 0,25*1H), 6,49 (c, 0,5*1H), 6,62 (T, J = 2,4 ['u, 1H), 6,68
(c, 0,25*1H), 6,74 (o, J = 7,6 Ty, 1H), 6,79 (ak, J = 8,0, 0,8 ', 1H), 7,09 (og, J = 8,4, 1,2 'y, 1H),
7,33 (1,J =8,0Tu, 1H), 7,72-7,48 (m, 6H), 7,83 (n, J = 2,0 'y, 1H), 8,19 (g, J = 8,0 'y, 1H); PXMC
(pyxoma dpaza: Big 70% Boau i 30% CH3CN po 5% Boam i 95% CH3;CN B 6 xB, KiHeUb Ans UUX yMOB
0,5 xB.) unctoTa >95%, Y.y. = 3,027 x8; MC Posp.: 380, MC 3HaiigeHo: 381 (M*+H); Tnn. 159-160°C.

Mpuknag 28

1-[4-(QudpTopmeTOoKCH)PeHin]-3-(1-cdeHin-1H-nipason-5-in)nipuaasuH-4(1H)-oH

| °N
N

3

F_O

b

F

Ho po3umHy 1-[4-(andTopmeToken)deHin]-3-[3-(anmeTnnamido)npon-2-eHoin]nipugasuH-4(1H)-
OHY (HeouuwleHui, 747 mr, 2,22 mmornb) B 20 Mn MeTaHony goaasanu deHinrigpasud (360 mr, 3,33
MMofnb). CyMmill KUN‘ATUNK i3 3BOPOTHIM XOMNOAUMNBHUKOM MNPOTAroM 4 I i KOHUeHTpyBanu. 3anuiiok
po3unHANU B gmxnopmetadi (20 mn), npomusanu 1N BogHuM posunHom HCI i posconom, cywumnu Haa
Na,SO, i KOHUEHTPYBanu nNpu NOHMWKEHOMY TUCKY. 3anuwiok odvwanu npen-BEPX ogepxytoun 1-[4-
(andptopmeTokeu)peHin]-3-(1-eHin-1H-nipason-5-in)nipngasunH-4(1H)-on (190 mr, 22% pana gBox
CTagin) sik XXOBTY TBEPOY PEYOBUMHY.

'H AMP (400 Mru, CDClg): 8 m.u. 6,35 (c, 0,25*1H), 6,54 (c, 0,5*1H), 6,72 (c, 0,25*1H), 6,73 (g, J
=8,0u, 1H), 6,82 (aa, J = 6,8, 2,0 'y, 2H), 7,07 (A, J = 9,2 'y, 2H), 7,42-7,51 (m, 6H), 7,82 (g, J =
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2,0 Iy, 1H), 8,14 (g, d = 8,0 'y, 1H); PXMC (pyxoma dasa: Bia 70% Boan i 30% CH3;CN go 5% Boau i
95% CH3CN B 6 xB, kiHeub ansa uux ymoB 0,5 xB.) yuctorta >95%, Y.y. = 3,007 xB; MC Po3p.: 380, MC
3nangeHo: 381 (M*+H); Tnn. 175-176°C.

Mpuknag 29

1-(2-Mopdonin-4-indeHin)-3-(1-deHnin-1H-nipason-5-in)nipuaasnH-4(1H)-oH

Q M\
TN
Ne

O

o posunHy 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-(2-mopdoniH-4-indeHin)nipnaasvnH-4(1H)-ony
(Heoumnwenun, 870 mr, 2,46 mmonb) B 20 mn meTaHony gogasanu dpeninrigpasunH (400 mr, 3,69
MMOnb). CyMill KMN‘ATUAM i3 3BOPOTHIM XONMOAMNBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuwiok
po3unHAnu B agnxnopmeTani (20 mn), npommnanu 1N BogHuM po3vmHom HCI i posconom, cywimnu Hag
Na,SO, i KOHLUEHTpyBanu npu NOHMWKEHOMY TUCKY. 3anuwok ounwanu npen-BEPX ogepxytoun 1-(2-
MopdoniH-4-indeHin)-3-(1-deHin-1H-nipason-5-in)nipugasuH-4(1H)-on (50 mr, 5% ans gBox ctagin)
SIK )KOBTY TBEPAY PEYOBUHY.

'H AMP (400 Mry, CDCl3): & m.u. 2,73 (1, J = 4,4 T, 4H), 3,70 (1, J = 4,4 'y, 4H), 6,45 (on, J =
8,0, 1,6 'y, 1H), 6,68 (g, J = 8,0 'u, 1H), 6,95-6,99 (m, 1H), 7,07 (aa, J = 8,0, 1,2 'u, 1H), 7,28-7,29
(m, 1H), 7,32-7,41 (m, 6H), 7,81 (g, J = 2,4 T'y, 1H), 8,27 (@, J = 7,6 'y, 1H); PXMC (pyxoma ¢asa: Big
70% Bogm i 30% CH3CN po 5% Bogu i 95% CH3;CN B 6 xB, kiHeub ons umx ymoB 0,5 xB.) umctoTa
>95%, Y.y. = 2,641 xB; MC Posp.: 399, MC 3HaingeHo: 400 (M*+H); Tnn. 200-201°C.

Mpuknag 30

3-(1-®eHin-1H-nipason-5-in)-1-nipyamH-3-innipugasvH-4(1H)-oH

(o] T\
N
© O
2

Ns I

o pO34MHY 3-[3-(ammeTnnamiHo)npon-2-eHoin]-1-nipnauH-3-innipygasnH-4(1H)-ony
(HeounweHun, 260 mr, 0,98 mmonb) B 20 Mn meTaHony godasanu deHinrigpasuH (423 wmr, 3,92
MMOfb). CyMill KUN‘ATUNK i3 3BOPOTHIM XOMNOAUMNBHUKOM MPOTArOM 4 I i KOHUEHTpyBanu. 3anuok
po3unHANKU B gmxnopmetadi (20 mn), npommuanu 1N BogHum posunHom HCI i posconom, cylumnu Hag
Na,SO, i KOHUEeHTpyBanu rnpu NOHWXEHOMY TUCKY. 3anuwok ovuwanu npen-BEPX ogepxytoun 3-(1-
deHin-1H-nipason-5-in)-1-nipuavH-3-innipugasunH-4(1H)-oH (60 mr, 19% Ansa OBOX cTafin) SK XOBTY
TBEPOY PEYOBUHY.

'H amP (400 Mluy, CDCl3): & m.M. 6,75 (g, J = 7,2 'y, 1H), 7,00-7,03 (m, 1H), 7,22-7,26 (m, 1H),
7,39-7,50 (m, 6H), 7,82 (g, J =2,0 'y, 1H), 8,18 (g, J = 7,6 'y, 1H), 8,26 (o, J = 2,4 'y, 1H), 8,55 (oA,
J=4,8,1,2Tu, 1H); PXMC (pyxoma ¢asa: Big 90% Boamn i 10% CH;CN po 5% Bogn i 95% CH3CN B 6
XB, KiHeLb Ansi umx ymoB 0,5 xB.) unctora >95%, Y.y. = 2,872 xB; MC Posp.: 315, MC 3HangeHo: 316
(M*+H); Tnn. 176-177°C.

Mpuknag 31

3-(1-®eHin-1H-nipason-5-in)-1-nipuauH-4-innipynaasvH-4(1H)-oH

Q I N
N
" O

N

~
N

o pPO34MHYy 3-[3-(ammeTnnamiHo)npon-2-eHoin]-1-nipnguH-4-innipygasnH-4(1H)-ony
(HeounwieHmn, 158 wmr, 0,58 mmonb) B 20 mMn meTaHony godaBanu deHinrigpasuH (253 wmr, 2,34
MMoOrb). CyMmill KUN‘ATUNK i3 3BOPOTHIM XONMOAWUSIBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiok
pOo34MHANKN B gmxnopmetadi (20 mn), npommBanu 1N BogHum posunHom HCI i posconom, cywmnmu Hag
Na,SO, i KOHUEHTpYBanu npu NOHWXEHOMY TUCKY. 3anuwok ouyunwanu npen-BEPX opgepxytoun 3-(1-
deHin-1H-nipason-5-in)-1-nipuavH-4-innipugasunH-4(1H)-oH (30 mr, 16% 4ons OBOX CTafin) SK XOBTY
TBEPAY PEYOBUHY.
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'H amp (400 MT'u, CDCI3): & M.M. 6,72-6,75 (m, 3H), 7,31-7,52 (m, 6H), 7,82 (g, J = 1,6 'y, 1H),
8,27 (n, J = 8,0 'y, 1H), 8,50-8,52 (m, 2H); PXMC (pyxoma chasa: Big 90% soaun i 10% CH3CN o 5%
Boan i 95% CHsCN B 6 xB, kiHeub anst uux ymoB 0,5 xB.) unctota >95%, Y.y. = 2,850 xB; MC Poa3p.:
315, MC 3naingeHo: 316 (M*+H); Tnn. 202-203°C.

Mpuknag 32
1-(2-XnopgeHin)-3-(1-deHin-1H-nipazon-5-in)nipnga3nH-4(1H)-oH
| °'N
A%
O
Jo PO34YUNHY 1-(2-xnopdeHrin)-3-[3-(ammeTnnamiHo)npon-2-eHoin]nipngasunH-4(1H)-oHy

(Heoumwenun, 636 mr, 2,10 mmonb) B 20 mn meTaHony gogasanu dpeninrigpasund (907 wr, 8,40
MMOrb). CyMill KMN‘ATUAM i3 3BOPOTHIM XONOOUINBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiiok
po3unHAnu B agnxnopmeTani (20 mn), npommnanu 1N BogHuM po3vmHom HCI i posconom, cywimnu Hag
Na,SO, i KOHLUEHTpyBanu npu NOHMWKEHOMY TUCKY. 3anuwok ounwanu npen-BEPX ogepxytoun 1-(2-
xnopdeHin)-3-(1-ceHrin-1H-nipason-5-in)nipugasnH-4(1H)-on (60 mr, 8% pans [Box cTagin) sk
YEePBOHWN renb.

'H AMP (400 My, CDCl3):  m.u. 6,63 (o, J = 8,0 'y, 1H), 6,67 (aa, J = 8,0, 1,6 'y, 1H), 7,18-
7,22 (m, 2H), 7,27-7,40 (m, 6H), 7,44-7,46 (m, 1H), 7,76 (g, J = 1,6 Ty, 1H), 7,91 (g, J = 8,0 'y, 1H);
PXMC (pyxoma chasa: Big 70% Boam i 30% CH3CN po 5% Bogu i 95% CH3CN B 6 xB, KiHeub Ans umx
ymoB 0,5 xB.) unctota >95%, Y.y. = 2,662 xs; MC Posp.: 348, MC 3HaiigeHo: 349 (M*+H); Tnn. 138-
139°C.

Mpuknag 33

3-[1-(1-MeTunneTtun)-1H-nipason-5-in]-1-[3-(TpudTopmeTun)deHrin]nipnaasmH-4(1H)-oH

o
I N
PN
N-NMe)‘Me
F1C

o po3unHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTnn)deHin]nipugasuH-4(1H)-ony
(500 wmr, 1,5 mmonb) B etaHoni (10 mn) gogasanu isonponinrigpasvHy rigpoxnopug (246 wmr, 2,2
mmMonb) i EtsN (0,41 mn, 3,0mmonb). Cymiw nepemiwysanm npu 100°C npotarom 5 r. Cymiw
possogunu 1N BogHum posdmHom HCI, ekctparyBanu AcOEt, npommBany po3cofnoMm, Cyunu Hag
Na,SO,, KOHUeHTpyBanu Yy BaKyyMmi, o4uLlanM KONOHKOBOK Xpomartorpadieto Ha cunikareni
(rekcaH/AcOEt = 10/90 po 0/100) i nepekpuctanisysanu 3 AcOELt/i-Pr,O ogepxyloun BkasaHy B
3aronoBKy cnonyky sik 6nigo-xoBTy TBepay peyoBuHy (323 mr, 63%).

'H AMP (300 My, IMCO-dg) & m.u. 1,43 (a, J = 6,4 'y, 6H), 4,84 - 5,07 (m, 1H), 6,70 (g, J = 8,0
M, 1H), 6,92 (o, J=1,9Ty, 1H), 7,58 (g, J = 1,5y, 1H), 7,83 (g, = 5,3 'y, 2H), 8,04 - 8,13 (m, 1H),
8,14 (c, 1H), 9,00 (g, J = 8,0 'y, 1H). PX-MC (M") 348,55.; Tnn. 183-184°C.

Mpuknapg 34

3-[1-(2-MeTnnnponin)-1H-nipa3on-5-in]-1-[3-(TpudTopmeTun)deHin]nipnaasuH-4(1H)-oH

OM,N\\N
| IN \\(Me

N

f Me
F5;C

[o posunHy 3-[3-(anmeTnnamiHo)npon-2-eHoin]-1-[3-(TpudptopmeTtun)deHin]nipugasuH-4(1H)-oHy
(500 wmr, 1,5 mmorb) B eTanoni (10 mn) gogaBanu 2-meTunnponinrigpasvHy rigpoxnopug (274 wmr, 2,2
mmonb) i EtsN (0,41 mn, 3,0 mmonb). Cymiw nepemiwyBanu npyn 100°C npotarom 5 r. Cymiw
po3soamnnn 1N BogHum posumHoM HCI, ekctparyBanu AcOEt, npomuBanu po3coryiom, Cylunn Hag
Na,SO,4, KOHUEHTpyBanM Yy BaKyyMi, OuYMLLAnM KOSIOHKOBOK XpomaTorpadpieto Ha cunikareni
(rekcan/AcOEt = 10/90 mo 0/100) i nepekpuctanizyBann 3 AcOEVi-Pr,O ogepxytoun BkasaHy B
3arofoBKy CMONyKy K 65igo->KoBTy TBepay peyvoBuHy (289 mr, 54%).
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'H AMP (300 My, AMCO-dg) & m.u. 0,73 (a, J = 6,8 'y, 6 H), 2,12 (at, J = 13,6, 6,8 Ty, 1 H),
422 (n,J=76Tu,2H),6,70(n,J =80Ty, 1H), 7,14 (a,J=19Tu,1H),755 (@ J=19Tu, 1H),
7,74 - 7,93 (M, 2 H), 7,98 - 8,26 (m, 2 H), 8,95 (4, J = 7,6 'y, 1 H). PX-MC (M") 362,77.; Tnn. 120-
121°C.

Mpuknag 35

3-(1-MipnanH-2-in-1H-nipason-5-in)-1-[3-(TpudTopmeTun)deHin|nipugasnH-4(1H)-oH

(0]

[o po3umHy 3-[3-(anmeTunamiHo)npon-2-eHoin]-1-[3-(TpudtopmeTnn)deHin]nipugasmH-4(1H)-ony
(800 wr, 2,4 mmonb) B eTaHoni (20 mn) gogasanu 2-rigpasuvHnipugnH (388 mr, 3,6 mmone) i Et;N (0,66
mn, 4,7 mmonb). Cymiw nepemiwysanm npu 100°C npotarom 5 r. Cymiw po3Boawnv BoOAOM0,
ekctparyBanu AcOEt, npomuBanu posconom, cywunu Hag Na,SO,, KOHUEHTpyBanu y BakyyMi,
ounwanm BEPX i nepekpuctanizyBanu 3 AcOEt/rekcaH ogepxyroun BKkaszaHy B 3arofioBKy CronyKy sik
onigo-xoBTy TBEpAy peyoBuHy (460 mr, 51%).

'H AMP (300 My, IMCO-dg) d M. 6,57 (o, J = 7,9 Ty, 1 H), 6,97 (c, 1 H), 7,18 - 7,42 (m, 1 H),
7,60 - 8,10 (m, 7 H), 8,21 (a, J =4,5Tu, 1 H), 8,99 (a, J = 8,3 'y, 1 H) . PX-MC (M") 383,82.; Tnn.
189-190°C.

MpenapatneHy BEPX npoBogunm 3a yMOB ONMMUCAHNX HUXKYE.

KonoHka: Sepax HP-C18 (30 x 50 mm S-10 mkm)

Temnepatypa konoHku: 25°C

Pyxoma cpasa: (A) 0,1% TFA B guctunboBaHiv Bogi, (B) 0,1% TFA B aueToHiTpuni

pagieHT: 0 xB (A/B = 90/10) — 1,20 xB (A/B = 90/10) — 4,75 xB (A/B = 0/100) — 7,80 xB (A/B =
0/100) —7,90 xB (A/B = 90/10) — 9,00 x8 (A/B = 90/10)

LWenakicte noToky: 70 mn/xs

Hetektop: YO 220 HM

KoHueHTpauis: 80 mr/mn

O6‘eM iH‘ekuii: 1250 mkn

Mpuknag 36

1-[3-(MeTuncynbdoHin)deHin]-3-(1-dpeHin-1H-nipason-5-in)nipnaasvH-4(1H)-oH

Q I N
N
" O

N

Me~sx©

0,

Cymiw  1-[3-(meTuncynbdaHnin)deHin]-3-(1-deHin-1H-nipason-5-in)nipugasuH-4(1H)-oHy i 1-[3-
(mMeTnncynboaHin)deHinl-3-(1-deHin-1H-nipason-3-in)nipuaasnH-4(1H)-ony (0,727 r, 2,02 mmonb) B
outoBin kucrnoTi (25 mn, 80% B BoAi) 06pobnanM nepmaHraHatom kanito (0,500 r, 3,16 MMorb) i
OflepXaHy CyMill nepemiwlyBanu npu KiMHaTHIN TemnepaTtypi npoTtarom 2 r. [licna uysoro, peakuito
Oe3nocepeaHbO KOHLEHTpyBanu Ans BMAANEHHS OLTOBOI KUCIOTU i HenTpanidyBanu HacuUYeHUM
bikapboHaTom HaTpito o pH = 7. MNicns ekctpakuii eTnnauetatom (3 x 100 mn), o6‘egHaHi opraHiyHi
Wwapu cywunu Hag cynbdartoMm MarHio, ginbTpyBanu i koHueHTpyBanu. ®new xpomartorpadis
(cunikarenb, meTuneHxnopug Ao 94:6 mMeTuneHxnopug: MeTaHos), 3 HACTYMHOW KpucTanisauieto 3
MeTaHony i OBOX nocnigoBHux npenapaTtmBHux BEPX paBana 1-[3-(metuncynbdoHin)deHin]-3-(1-
deHin-1H-nipason-5-in)nipugasunH-4(1H)-oH (0,062 r, 8%) Ak 6iny TBepAy peyoBUHY.

'H AMP (500 MIy, AMCO-dg) & M.u. 3,26 (c, 3H), 6,67 (a, J = 7,9 Ty, 1H), 7,18 (4, J = 1,9 'y,
1H), 7,26-7,29 (m, 1H), 7,39-7,42 (m, 3H), 7,44-7,48 (m, 2H), 7,63 (1, =8,0 'y, 1H), 7,83 (o, J = 1,9
My, 1H), 7,87-7,90 (m, 1H), 8,01 (1, J = 2,0 'y, 1H), 8,96 (4, J = 7,9 'y, 1H); XIAT MC m/z 393 [M +
H]"; Tnn. 199-200°C.

Mpuknag 37

1-[3-(1H-BeHsimigason-2-inoken)deHin]-3-(1-dpeHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH
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Cymiw  1-(3-rigpokcudperin)-3-(1-cdeHin-1H-nipason-5-in)nipngasmH-4(1H)-ony (0,113 r, 0,342
MMonb) i 2-xnopbeHsimigasony (0,075 r, 0,49 mmonb) B EtzN (1 mn) 3akpmBanu i nepemiwysanm npu
120°C npotarom 14 r i notim npu 160°C npotarom 64 r. [licna uboro, peakuildo pPo3BOAMIM
etunauetatom (50 mn), NpoMmMBanyn HacU4YeHUM BOLAHUM PO3YMHOM OikapboHaTy HaTtpito (40 mn) i
notim 2 N rigpokcugom HaTtpito (3 x 20 mn). OpraHiyHui Wwap NpoMmMBanM po3COSiIOM, CYLLUMM Hag
cynbchatoM MmarHito, QinbTpyBanu i KoHueHTpyBanu. ®dnew xpomaTtorpadis  (cunikarens,
MeTuneHnxnopua ao 1:19 metaHon/metuneHxnopua) gaeana 1-[3-(1H-6eHsimigason-2-inokcun)deHrin]-
3-(1-dpeHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH (33 mr, 18%) Ak CBiTNO-XOBTY TBEPAY PEYOBUHY.

'H AMP (500 My, AMCO-ds) & 6,65 (o, J = 7,9 Ty, 1H), 6,90 (c, 1H), 7,12=7,19 (m, 4H), 7,25—
7,34 (m, 5H), 7,37-7,46 (m, 3H), 7,47 (1,J =8,2Tu, 1H), 7,81 (g, J = 1,8 'y, 1H), 8,87 (a, J = 8,0 I'w,
1H), 12,43 (c, 1H); XIAT MC m/z 447 [M + H]" ; Tnn. 149-150 °C.

Mpuknag 38

1-[3-(MeTtuncynbdiHin)deHin]-3-(1-deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH

o A
T
'O

N

Me~s©

(0]

Cymiw  1-[3-(meTuncynbdaHnin)deHin]-3-(1-deHnin-1H-nipason-5-in)nipugasnH-4(1H)-ony i 1-[3-
(meTuncynbdaHin)gerin]-3-(1-geHin-1H-nipason-3-in)nipugasnH-4(1H)-ony (0,180 r, 0,50 mmorb),
OikapboHaTy HaTtpito (0,168 r, 2,0 wmmonb) B MeTuneHxmopugi (8 wmn) obpobnann 3-
xnopnepokcubeHsonHoto kucnotot (0,140 r, 77%, 0,62 mmornb) i ogepxaHy Cymill nepemiwyBanmu
npuv KiMHaTHI TemnepaTypi npotarom 2 r. [Micna uboro, peakuito po3soaunu metuneHxnopungom (20
M), racunu tiocynbdaTtom HaTpito (10%, 30 mn) i ekcTparyBanu metunexHxnopuaom (2 x 20 mn).
O6’egHaHi opraHivHi Wwapw cywmnu Hag cynbaTom Marito, dinsTpyBanu i KOHUeHTpyBanu. dnew
xpomaTtorpadia (cunikarens, MetuneHxnopug go 1:10 metaHon/meTvneHxnopug), 3 HacTYMNHO
npenapaTtusHoto BEPX gaBana 1-[3-(metuncynbdiHin)denin]-3-(1-deHin-1H-nipason-5-in)nipuaasuH-
4(1H)-oH (84 mr, 45%) sk Giny TBepAy peyOBUHY.

'H AMP (500 Mru, AMCO-dg) & m.u. 2,85 (c, 3H), 6,70 (g, J = 7,9 Ty, 1H), 7,35-7,38 (M, 2H),
7,52-7,56 (m, 2H), 7,76 (g, d = 7,7 T'u, 1H), 7,81 (7, J = 7,8 'y, 1H), 7,91-7,93 (m, 2H), 8,00 (aT, J =
8,9, 1,1 'y, 1H), 8,11-8,12 (m, 1H), 8,60 (A, J = 2,6 'y, 1H), 8,96 (a4, J = 7,9 I'u, 1H); XIAT MC m/z
377 [M + HJ".

Mpuknag 39

1-[3-(1H-BeHsimigason-2-incynboHin)deHin]-3-(1-deHin-1H-nipaszon-5-in)nipuaasnH-4(1H)-oH

I 'N
N
)
Y% ¥
N)\S
0,

H
Po3uunH CcyMmiLLi 1-[3-(1H-6eH3imigason-2-incynedaHin)deHin]-3-(1-deHin-1H-nipason-5-
innipugasun-4(1H)-ovy i 1-[3-(1H-6eHsimigason-2-incynbdanin)deHin]-3-(1-deHin-1H-nipason-3-

in)nipngasuH-4(1H)-ony (0,312 r, 0,68 mmonb), 3-xnopnepbeHsonHoi kucnotun (0,327 r 77% udncroi
TBEpAoi pevoBuHU, 1,46 mmorb) i GikapboHaty HaTpito (0,227 r, 2,70 mmonb) B guxnopmeTaHi (20 mn)
nepemillysann MpoTAroMm 2 r nNpyv KiMHATHIM Temnepatypi. [licna uboro, peakuito po3soaunnu
anxnopmMeTtaHoM (40 mMn) i racunu Hacu4eHM po3vmHoM BicynbdiTy HaTpito (50 mn). OpraHiyHmi Wwap
BiJOKpeMIIoBanu i BOOHUN wap ekcTparyBanu guxnopmeTtaHom (2 x 60 mn) i etunauetatom (2 x 50
mr). O6'egHaHi opraHiyHi ekctpaktn cywmnn (MgSO,) i KoHueHTpyBanu. HeouuweHui npoaykT
ounwanu cnew xpomatorpadieto (cunikarenb, MeTuneHxnopua oo 95:5 guxnopmertaH/meTtaHon), 3
HaCTYNHOO KpucTanisauieto 3 MeTaHony i npenapaTtusHoto BEPX 3 obepHeHoto hasoo ogepxytoum 1-
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[3-(1H-6eHsimigason-2-incynboHin)dpeHin]-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH (0,005 r,
2%) sk 6iny TBepay peyOBUHY.

'H AMP (500 Mru, AMCO-dg) & m.u. 6,64 (g, J = 7,9 Ty, 1H), 7,14 (8, J = 1,9 [y, 1H), 7,25-7,31
(m, 1H), 7,33-7,42 (m, 6H), 7,44 (pp, J = 2,4, 8,2 Ty, 1H), 7,64-7,75 (m, 3H), 7,83 (g, J = 1,9 T'y, 1H),
8,04 (n,J=79Tu, 1H), 8,14 (1,4 =1,9Tu, 1H), 8,91 (a,J =7,9 'y, 1H), 14,17 (w ¢, 1H); ECI MC m/z
495 [M + H]"; Tnn. 160-161 °C.

Mpuknag 40
3-(4-®eHin-4H-1,2,4-tpnason-3-in)-1-[3-(tpudtopmeTun)deHin|nipngasnH-4(1H)-oH
O N-N
1Y
N

5 °

Po3unH 4-okco-1-[3-(TpudTopmeTnn)deHin]-1,4-gurigponipuaasunH-3-kapborigpasunay (0,2 r, 0,67
mmonb) i N,N-aumetnndgpopmamiganmetrunavetanto (0,09 mn, 0,67 mmone) B aueToHiTpuni (2 mn)
HarpiBanu npu 55°C npotarom 45 xg. licna yporo, gogaesanu outoBy Kucroty (2 mn) i aHiniH (0,06
mn, 0,66 mMmonb) i TemnepaTypy nigsuwysanu go 125°C npotdarom 2 r. lig 4ac uboro, aueToHiTpun
BigraHanu. Peakuito NOTiM KOHUEHTpyBanu A0 TEMHOMO 3anuLlKy i HeOYULEHWA NPOAYKT ouuLLanm
KOMNOHKOBO Xpomartorpadieto (cunikarens, etunaveTtart 4o 4:1 eTunaueTat/metaHon) ogepxyroum 3-
(4-penin-4H-1,2,4-tpnason-3-in)-1-[3-(Tpudptopmetun)deHininipnaasun-4(1H)-on (0,137 r, 53%) sk
CBITIIO-)XOBTE Macro, Lo KpUCTarnisyBanoch npu CTOSHHI.

'H AMP (300 My, CDCl3) & m.u. 6,67 (1H, A, J = 8,0 'y), 7,30-7,41 (2H, m), 7,41-7,52 (3H, m),
7,57-7,72 (4H, m), 8,28 (1H, a, J = 8,0 T'u), 8,43 (1H, c); XIAT MC m/z 384 [C1gH1,F3NsO + H]'; Tnn.
103-104°C.

Mpuknapg 41
3-(5-MeTtun-4-cpeHin-4H-1,2,4-tpuason-3-in)-1-[3-(TpudTopmeTun)deHin]nipuaasmH-4(1H)-oH
O N-N
I D~Me
P
e

F3;C t

PosunH  4-okco-1-[3-(TpudTopmeTtun)deHinl-1,4-avrigponipngasun-3-kapborigpasugy (0,207 r,
0,69 mmonb) i N,N-gumeTtunauvetamigonmetunavetanto (0,1 mn, 0,68 mmons) B aueToHiTpuni (2 mn)
HarpiBanu npu 60°C npotarom 2,5 r. Micns uboro, gogasanu outoBy KMCNoTy (2 mn) i aniniH (0,06 mn,
0,66 mmonb) i TemnepaTypy nigeuwysanu o 125°C npotarom 2 roguH. lig vyac uboro, aueToHITpun
BigraHanun. Peakuito MoTiM KOHLEHTpyBanu O TEMHOrO 3anuilKy i HEOUYULLLEHUI NPOAYKT oyumLianu
KOJTOHKOBOK Xpomarorpadieto (cunikarenb, etunauerar go 4:1 etunaueTtaT/MeTaHON) OOepXKyHun
XKOBTY TBEpAY PE4YOBMHY, LLO NepekpucTanidyBanu 3 etunauetat/rekcaHn ogepxytoun 3-(5-metmnn-4-
deHin-4H-1,2,4-tpnason-3-in)-1-[3-(Tpudtopmetun)deninlnipugasmi-4(1H)-oH (0,126 r, 46%) sk
CBITNIO-)KOBTI KpUcTanu.

'H AMP (300 Mru, CDClg) & m.u. 2,40 (c, 3H), 6,63 (g, J = 8,0 'y, 1H), 7,28-7,36 (m, 2H), 7,41-
7,52 (m, 3H), 7,56-7,71 (m, 4H), 8,20 (a, J = 8,1 'y, 1H); XIAT MC m/z 398 [M + H]"; Tnn. 191-192°C.

Mpuknag 42

3-(1-PeHin-1H-1,2,4-tpnason-5-in)-1-[3-(tpudTopmeTnn)deHin]nipugasnH-4(1H)-oH

5 °

Po3uuH N-[(anmeTnnamiHo)meTunigeH]-4-okco-1-[3-(tpudpropmetun)deHin]-1,4-
avrigponipuaasuH-3-kapbokcamigy (0,119 r, 0,35 mmonb) B ourtoBin kucnoti (5,0 mn) obpobnanm
deninrigpasnHom (0,070 mn, 0,71 mmonb). OgepXaHun pPo3YMH HarpiBanm B MIKPOXBUITbOBLI Npu
120°C npotdarom 10 xB. [licna uUbOro peakuild OXONnoMKyBanu A0 KiMHATHOI TemnepaTtypu i
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HEOUMLLEHNA MPOAYKT OuYMLLAanM KONOHKOBOK dhnew xpomartorpadieto (cunikarenb, etunauerar go
85:15 etunauertat/metaHon) ogepxytoun 6e3bapBHy TBepay PEYOBMHY, LLO NepekpucTanidyBanu 3
eTunauetat/rekcaHn  ogepxytoun 0,126 r  (46%)  3-(1-cpenin-1H-1,2,4-Tpnason-5-in)-1-[3-
(TpndpTOopMmeTUN)deHiN]nipnaasnH-4(1H)-oH sk 6e36apBHi KpucTanu.

'H AMP (300 My, CDCl3) & m.u. 6,75 (g, J = 8,1 Tw, 1H), 7,38-7,49 (m, 5H), 7,49-7,56 (m, 2H),
7,56-7,70 (M, 2H), 8,17-8,31 (m, 2H); XIAT MC m/z 384 [M + H]"; Tnn. 167-168°C.

Mpuknag 43
3-(1-PeHin-1H-TeTpason-5-in)-1-[3-(TpudTopmeTun)deHin]nipnaasnH-4(1H)-oH
O N-N
I N
O
Fgc@
PosunH 3-[1H-6eH3oTpuason-1-in(deninimiHo)meTnn]-1-[3-(TpudTopmeTUn)dDeHinnipuaasnH-

4(1H)-oHy (0,094 r, 0,20 mmonb), asngy Hatpito (0,030 r, 0,46 mmonb), | Gpomigy TeTpabyTnaamoHito
(0,015 r, 0,047 mmonb) B metunexxnopugi (5 mn) i Bogn (5 mn) obpobnsnm TpudTOPOLTOBOIO
kucnotot (0,040 mn, 0,52 mmonb) i nepemiwyBanu 24 r npu KiMHaTHIW Temnepartypi. licna usoro,
OpraHiyHWi Wap BiAOKPeMmoBanu i BOAHMI LWap ekcTparyBanu meTtunenxnopugom (3 x 25 wmn).
OG’egHaHi opraHiyHi ekcTpakT¥ npomMmBanu HacuyeHuMm BogHWM po3dmHom NaCl (50 mn), cywwunu
(MgSO,) i koHUeHTpyBanu. HeouulieHnn NpoaykT ouvMLlany KOMOHKOBOK dnew xpomaTtorpadieto
(cvnikarenb, 80:20 rekcaHu/eTunaueTaT OO eTMaueTaT) O4epXyloum Mamke-0iny TBepay peyoBuHY,
Lo nepekpucTanisyBanu 3 etunauertar/rekcaHn ogepxytoum 0,034 r (56%) 3-(1-deHin-1H-TeTpason-
5-in)-1-[3-(TpudbTopmeTnn)deHin]nipugasvH-4(1H)-oHy gk 6e36apBHi kpucTanm.

'H AMP (300 My, CDCl3) & m.u. 6,76 (g, J = 8,0 Ty, 1H), 7,43-7,59 (M, 5H), 7,59-7,75 (m, 4H),
8,42 (p, J = 8,0 'y, 1H); XIAT MC m/z 385 [M + H]"; Tnn. 172-173°C.

Mpuknapg 44
3-(1-®eHin-1H-nipason-5-in)-1-(4-ninepnanH-1-indeHin)nipngasvnH-4(1H)-oH
| °N
e
e

N

O

Ho posunHy 3-[3-(ammeTunamiHo)npon-2-eHoin]-1-(4-ninepnanH-1-indeHin)nipugasvH-4(1H)-ony
(Heounwenun, 700 mr, 1,99 mmonb) B 20 mn meTaHony gopasanu derinrigpasuH (858 wmr, 7,94
MMOrb). CyMill KMN‘ATUAM i3 3BOPOTHIM XONOOUIBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiiok
pPO34MHANKM B guxnopmetadi (20 mn), npomuBanm 1N BogHuM po3unHom HCI i posconom, cywimnm Hag
Na,SO, i KOHUEHTPYBanu nNpu NOHWXEHOMY TUCKY. 3anuwok ouynwanu npen-BEPX ogepxytoun 3-(1-
deHin-1H-nipason-5-in)-1-(4-ninepuann-1-indenin)nipnaasuH-4(1H)-oH (30 Mr, 4% ans ABox cTagin)
SIK XKOBTY TBEPAY PEYOBUHY.

'H AMP (400 Mru, CDCl3): & m.u. 1,51-1,60 (m, 2H), 1,67-1,70 (m, 4H), 3,18 (1, J = 5,6 ', 4H),
6,65-6,70 (m, 3H), 6,74-6,77 (m, 2H), 7,37 (g, J = 1,6 Ty, 1H), 7,42-7,45 (m, 5H), 7,79 (g, J = 2,0 Ty,
1H), 8,08 (g, J = 8,0 'y, 1H); PXMC (pyxoma d¢asa: Big 70% Boaum i 30% CH;CN no 5% soau i 95%
CH3CN B 6 xB, kiHeub ansa umx ymos 0,5 xB.) uncrora >95%, 4.y. = 3,532 xB; MC Posp.: 397, MC
3HaiigeHo: 398 (M*+H).

Mpuknag 45

1-(4-UmknorekcundeHrin)-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH
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o posuuHy 1-(4-umknorekcundeHin)-3-[3-(aumeTunamiHo)npon-2-eHoin]nipngasvH-4(1H)-ony
(HeounweHmn, 500 mr, 1,42 mmonb) B 20 mn metaHony gopgasanu edinrigpasvH (615 wr, 5,70
MMOnb). CyMmill KUN‘ATUNK i3 3BOPOTHIM XOMOAUMNBHMKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuok
po3umHANKM B gmuxnopmetadi (20 mn), npomusanm 1N BogHuM posunHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEHTpYBanu npu NOHWXEHOMY TUCKY. 3anuwok ounwanu npen-BEPX ogepxytoun 1-(4-
uuknorekcundgeHin)-3-(1-genin-1H-nipason-5-in)nipugasvH-4(1H)-on (170 mr, 30% Ans oBOX cTagin)
SIK XKOBTY TBEPAY PEYOBUHY.

'H AMP (400 My, CDCl3): & M. 1,23-1,44 (m, 5H), 1,75-1,84 (m, 5H), 2,47-2,53 (m, 1H), 6,69-
6,73 (m, 3H), 7,11 (g, J = 8,4 'y, 2H), 7,38-7,49 (m, 6H), 7,79 (g, = 2,0 T'y, 1H), 8,14 (o, J = 8,0 'Ly,
1H); PXMC (pyxoma ca3a: Big 40% Boawn i 60% CH3CN go 5% Boau i 95% CH3;CN B 6 xB, KiHeUb Ans
umx ymoB 0,5 xB.) unctoTa >95%, Y.y. = 2,358 x8; MC Posp.: 396, MC 3HaiigeHo: 397 (M'+H).

Mpuknag 46
4-[4-Okco-3-(1-deHin-1H-nipason-5-in)nipuaasunH-1(4H)-in]6exsoHiTpun
| N
N
e

CN

o po3unHy  4-{3-[3-(gumeTumnamiHo)npon-2-eHoin]-4-okconipugasvH-1(4H)-in}6eH3oHiTpnny
(Heounwienmn, 340 mr, 1,16 mmonb) B 20 mn metaHony gopasanu deHinrigpasud (500 wr, 4,62
MMOrb). CyMill KUN‘ATUAM i3 3BOPOTHIM XONMOAUNBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiok
po3unHAnu B gnxnopmeTaHi (20 mn), npomusanu 1N BogHum po3umHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUEHTPYBanu Npu NOHMKEHOMY TUCKY. 3anuwiok odvwanu npen-BEPX ogepxytoun 4-[4-
okco-3-(1-deHin-1H-nipason-5-in)nipuaasuH-1(4H)-in]6exsoHitpun (18 wmr, 4% ona OBOX cTagin) sk
XKOBTY TBEPAY PEYOBUHY.

'H AMP (400 Mru, CDCl3): 8 m.u. 6,74 (a, J = 8,0 'y, 2H), 6,88 (a, J = 8,8 'y, 2H), 7,40-7,52 (m,
5H), 7,57 (pa, J = 8,8, 2,0 'y, 2H), 7,81 (8, J = 2,0 'y, 1H), 8,20 (g, J = 8,0 'y, 1H); PXMC (pyxoma
dasa: Bia 80% Boau i 20% CH3;CN o 5% Boan i 95% CH3CN B 6 xB, KiHeub anga umx ymos 0,5 xB.)
ynctota >95%, Y.y. = 3,077 xB; MC Posp.: 339, MC 3HangeHo: 340 (M++H).

Mpuknag 47

1-[4-(MeTtuncynbdoHin)dpeHin]-3-(1-deHin-1H-nipason-5-in)nipngasmH-4(1H)-oH

o

SO,Me

[o posuuHy 3-[3-(ammeTunamiHo)npon-2-eHoin]-1-[4-(mMeTuncynbdoHin)deHinlnipugasnH-4(1H)-
OHY (HeouulleHui, 615 Mr, 1,77 mmonb) B 20 Mn MeTaHony goaasanu deHinrigpasud (765 mr, 7,08
MMoOrb). CyMmill KUN‘ATUNK i3 3BOPOTHIM XONMOAWUSIBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiok
pO34MHANKM B guxnopmetadi (20 mn), npomuBanm 1N BogHuM posunHom HCI i posconowm, cywmnm Hag
Na,SO, i KOHUEHTpyBanu Npu NOHWXKEHOMY TUCKY. 3anuwok ounwanu npen-BEPX opepxytoun 1-[4-
(meTuncynbdoHin)deHin]-3-(1-deHin-1H-nipason-5-in)nipugasvnH-4(1H)-on (42 wmr, 6% Aans ABox
CTagin) sk XXOBTY TBEPAY PEYOBUMHY.
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'H AMP (400 My, AMCO-dg): & m.u. 3,26 (c, 3H), 6,69 (a, J = 8,0 'y, 1H), 7,27-7,30 (M, 3H),
7,41-7,43 (m, 2H), 7,48-7,52 (m, 3H), 7,84-7,89 (m, 3H), 8,94 (a, J = 8,0 'y, 1H); PXMC (pyxoma
dasa: Big 90% Bogun i 10% CH3CN o 5% Boam i 95% CH3CN B 6 xB, KiHeub ans umx ymoB 0,5 xB.)
unctota >90%, Y.y. = 3,102 x8; MC Posp.: 392, MC 3HaitaeHo: 393 (M*+H).

Mpuknapg 48

1-[4-(MopdoniH-4-incynbgoHin)deHin]-3-(1-deHin-1H-nipason-5-in)nipngasunH-4(1H)-oH

2 ™\
PN
" O

N

O:=g

’ ~N
(0] K/O

o posunHy 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-[4-(mopdoniH-4-incynbdoHin)deHin]nipugasvH-
4(1H)-oHy (HeouuwweHun, 355 wmr, 0,85 mmone) B 20 Mn meTaHony gogasanu derinrigpasunH (367 wmr,
3,40 mmonb). Cymiw KMN‘ATWAM i3 3BOPOTHIM XONMOAUNIBHUKOM MNPOTArOM 4 T i KOHUEHTpyBanu.
3anuuwok po3unHanu B amxnopMmetadi (20 mn), npomusanu 1N BogHum posdmHom HCI i poscornom,
cywunn Hag Na,SO, i KOHUEHTpyBanM Mpu MOHWXKEHOMY TUCKY. 3anuuwok ouuwanu npen-BEPX
opepxytoun  1-[4-(MopdoniH-4-incynbdoHin)deHin]-3-(1-deHin-1H-nipason-5-in)nipngasnH-4(1H)-oH
(60 mr, 15% Anst 4BOX CTafin) AK )XOBTY TBEPAY PEHOBUHY.

'H AMP (400 My, CDCly): & M. 2,97 (1, J = 4,8 Ty, 4H), 3,74 (1, J = 4,8 Ty, 4H), 6,73 (a0, J = 8,0
My, 1H), 6,91 (8@, J = 7,2, 1,6 'y, 2H), 7,39-7,48 (m, 6H), 7,61-7,64 (m, 2H), 7,80 (g, J = 1,6 Ty, 1H),
8,22 (g, J = 8,0 I'u, 1H); PXMC (pyxoma dpasa: Big 80% Boam i 20% CH3CN go 5% Bogu i 95%
CH3CN B 6 xB, kiHeub ansa umx ymoB 0,5 xB.) uncrora >95%, Y.y. = 3,035 xB; MC Posp.: 463, MC
3HaiigeHo: 464 (M*+H).

Mpuknag 49

4-[4-Okco-3-(1-deHin-1H-nipason-5-in)nipuaasunH-1(4H)-in]6eHsamig

(o)

CONH,

o pPO34MHYy 4-{3-[3-(amMmeTunamiHo)npon-2-eHoin]-4-okconipnaasuH-1(4H)-in}6eH3amigy
(HeounweHnn, 682 wmr, 2,19 mmonb) B 20 Mn MetaHony gopdasanu eHinrigpasvH (946 wmr, 8,76
MMOnb). CyMill KUN‘ATUNK i3 3BOPOTHIM XOMNOAUMNBHUKOM MPOTArOM 4 T i KOHUEHTpyBanu. 3anuiiok
po3umHAnNu B gmxnopmetadi (20 mn), npomusanu 1N BogHuM posunHom HCI i posconom, cywimnu Hag
Na,SO, i KOHUeHTpYyBanu Npu NOHWXEHOMY TUcKy. 3anuwok ounwanu npen-BEPX ogepxytoun 4-[4-
okco-3-(1-deHin-1H-nipason-5-in)nipugasun-1(4H)-injéensamig (50 mr, 6% p[ns gBOX cTagin) sk
YKOBTY TBEPAY PEYOBUHY.

'H amP (400 Ml'u, CDCI5): 6 m.u. 6,75 (g, J = 8,0 'y, 1H), 6,87 (g, J = 8,4 'y, 2H), 7,25-7,26 (™,
1H), 7,41-7,49 (m, 5H), 7,74 (@, J = 8,8 'y, 2H), 7,82 (@, J = 2,0 'y, 1H), 8,23 (g, J = 8,0 'y, 1H);
PXMC (pyxoma dhasa: Big 90% Boam i 10% CH3CN po 5% Bogu i 95% CH3CN B 6 xB, KiHeub ons Lmx
ymos 0,5 xB.) unctora >95%, Y.y. = 2,663 x8; MC Po3sp.: 357, MC 3naigeHo: 358 (M +H).

Mpuknag 50

5-MeTtun-3-(1-cpeHin-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHin]nipnaasuH-4(1H)-oH

o 2
| °N
MeM
Fs;C i
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Mpobipky ANA MIKPOXBUNBOBKKM, WO MIiCTUTL 3-[3-(aMmeTunamiHo)npon-2-eHoin]-5-metun-1-[3-
(TpudpTOopmeTUn)deHin]nipnaasmH-4(1H)-on (0,215 r, 0,61 mmonb) i deHinrigpasuH (0,24 mn, 2,44
MMOIb) B ouToBi kucnoTi (3 mn) HarpiBanu npu 120°C npotsrom 10 xB. HeounwieHunn martepian
KOHLIEHTpYBanu i po3umHanu B etunaudetaTi (20 mn). OpraHiyHui wap npoMmMBanyM HacUYeHUM
BOOHMM pO34MHOM OikapboHaty HaTtpito (3 x 10 wmn), cywunm (Na,SO,), dinbTpyBanu i
KOHUEHTpYBann OOEPXKYHUM HEOYMLLEHUA 3anuwoK. 3anuwioK ouuliany KOMOHKOBOKW dnew
xpomaTtorpadieto (cunikarenb; 35:65 eTunauetaT/rekcaHn 0o eTunaueTaTy) oaepXyum 5-metnn-3-
(1-dpeHin-1H-nipason-5-in)-1-[3-(TpudtopmeTnn)deHin]nipugasmH-4(1H)-on  (0,0545 r, 23%) sk
Maixke Biny TBepay pe4voBuHY.

'H AMP (300 MIy, AMCO-dg) & m.u. 2,06 (c, 3H), 7,22 (g, J = 2,1 [, 1H), 7,37-7,48 (m, 6H), 7,52
(c, 1H), 7,59 (71, Jd = 8,1 'y, 1H), 7,68-7,71 (m, 1H), 7,83 (g, J = 1,8 'y, 1H) 9,00 (c, 1H); XIAT MC m/z
397 [M+H]"; Tnn. 147-150°C.

Mpuknapg 51

3-(3-MeTtun-1-cpeHin-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHin]nipnaasmH-4(1H)-oH

M

PosunH 3-[3-(ammeTnnamiHo)byT-2-eHoin]-1-[3-(TpudTopmeTun)deHrin]nipngasnH-4(1H)-oHy
(0,270 r, 0,77 mmonb) i cperinrigpasuHy (0,200 mn, 2,0 Mmonb) B ouToBin kncnoTi (5,0 mn) HarpiBanu
B MikpoxBunboBuUi npotarom 120°C npotdarom 10 xB. [licns uboro, peakuito oxonomkyeanu Ao
KIMHaTHOT TemnepaTypu | KOHUEHTpyBanu Ha cunikareni. HeounweHnin npoaykT ounianu
KONMOHKOBOK XxpomaTtorpadieto (cunikarenb, 50:50 eTunaueTat/rekcaHyn Ao eTunauetaTy) BULGINS0YM
ABa i3omepu, micna uboro npenapatuBHolo BEPX 3 oGepHeHol ¢asow i KpuctanisyBanu 3
ieTMnoBoro eTepy OLEePXYoun 3-(3-meTun-1-deHin-1H-nipason-5-in)-1-[3-
(TpudpTopmeTun)deHrin]nipuaasmH-4(1H)-oH (0,048 r, 16%) sk 6iny TBepAy pPe4vOBUHY. 'H AmP (300
Mlu, CDCl3) & m.u. 2,42 (¢, 3H), 6,73 (g, J = 7,9 'y, 1H), 6,99 (ga, J = 1,7, 8,1 'y, 1H), 7,18 (w c,
1H), 7,21 (c, 1H), 7,30-7,49 (m, 6H), 7,55 (o, J = 7,8 'y, 1H), 8,19 (g, J = 7,9 'y, 1H); XIAT MC m/z
397 [M + HJ"; Tnn. 167-168°C.

Mpuknag 52

1-(2-®d1opdeHin)-5-meTokeu-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH

0]

Po3unH 3-auetunn-1-(2-propdeHin)-5-metokcunipnaasut-4(1H)-ony (1,89 r, 7,2 mmonb) B N,N-
anvetundopmamiganmeTunavetani (20 mn) KUN‘aTmnm i3 3BOPOTHIM XONOAUNBHUKOM NPOTArom 6 r.
[Micna oxonomKeHHA A0 KIMHATHOI TeMnepaTypu, peakuiinHy CyMill KOHUEHTpyBanu npu NOHMWKXEHOMY
TUCKY.

PosunH 3anuwky i deninrigpasvHy (2,34 mn, 21,6 mmonb) B AcOH (20 mn) kun‘atunu i3
3BOPOTHIM XONOAUNBHUKOM MPoTArom 2 r. [icns oxonogKeHHs [0 KiIMHATHOI TemnepaTypy, peakuiiHy
CYMilll KOHLEHTPYBanu npu NoHwkeHoMy Tucky. 3anuwok pos3soannu AcOEt, npommBany nocnigosHO
1 M BogHum posuuHom HCI, 1 M BogHum posuuHom NaOH i posconom, cywwunu Hag MgSOy, i
KOHUEHTpYBanu Mpu MOHWXEHOMY TUCKY. 3arnuwioK OYMLLanM KOJTOHKOBOK Xpomatorpadicld Ha
OCHOBHOMY cwurlikaresnii BUKOPUCTOBYHOUM SK entoeHT rekcaH/AcOEt (1/2) i nepekpuctanisyBanu 3
MeOH/H,0 ogepxytoun BkasaHy B 3aronoBky cnonyky (1,53 r, 59% Buxig) gk maixe Gini-kpuctanm:
Tnn. 163-165°C; "H AAMP (300 MIy, CDCls): & m.u. 3,90 (3H, c), 6,43 (1H, aT, J = 1,5, 7,9 1), 6,98-
7,04 (1H, m), 7,18 (1H, pppn, J = 1,1, 8,3, 11,3 I'w), 7,28-7,46 (7H, m), 7,78 (1H, A, J = 1,9 I"'u), 7,81
(1H, g, J = 2,3 T'y). PX-MC (ECI) m/z 363 [M + H]". Anan. pospaxoBaHnuii anst CpoH;5FN,O,: C, 66,29;
H, 4,17; N, 15,46. 3HangeHo: C, 66,09; H, 4,22; N, 15,42,

Mpuknag 53

1-[2-(OndpTOopmeTOKCH)dpeHiIn]-5-meTokeun-3-(1-deHrin-1H-nipason-5-in)nipuaasuH-4(1H)-oH
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Po3unH  1-[2-(gudpTopmeTokeun)deHin]-3-[3-(aumeTmnamiHo)npon-2-eHoin]-5-meTokecunipnaasmH-
4(1H)-oHy (0,50 r, 1,369 mmonb) i deHinrigpasuny (0,269 mn, 2,74 mmonb) B AcOH (5 mn) kun‘atunu
i3 3BOPOTHIM X0NogunbHMKOM npoTdarom 2 r. IMicna oxonompkeHHss A0 KiMHATHOI TemnepaTypu, CyMill
KOHLUEHTpYyBanu npu MOHWXeHOMY TUCKy. 3anuuwok po3sogunu AcOEt, npomuanu nocnigosHo 1 M
BogHUM po3vmHoM HCI, HacnyeHum BogHum po3dnHoMm NaHCOj; i posconom, cywmnu Hag MgSOy i
KOHLIEHTpYBanu Mpu MOHMXEHOMY TUCKY. 3anulioK oyulliani KOMOHKOBOK Xpomartorpadieto Ha
cunikareni BMKOpUCTOBYIOUM 5K entoeHT rekcan/AcOEt (7/3-0/10) opepxytoun BkasaHy B 3arorioBKY
cnonyky (0,38 r, 68% Buxig) sk mamke-6iny amopdHy TBEPAY PEHOBUHY: 'H amP (300 Ml'y, CDCls): 6
m.v. 3,88 (3H, ¢), 6,37 (1H, 1, J = 72,3 Tw), 6,57 (1H, pa, J = 8,1, 1,7 T'y), 7,09-7,16 (1H, m), 7,22-7,25
(2H, m), 7,34-7,42 (6H, m), 7,76-7,78 (2H, m). PX-MC (ECI) m/z 411 [M + H]". Anan. posp. ans
C,1H16F2N4O3: C, 61,15; H, 4,07; N, 13,79. 3HanpeHo: C, 61,23; H, 4,11; N, 13,71.

Mpuknapg 54

5-MeTokcm-3-(1-deHin-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHin]nipugasvnH-4(1H)-oH

0]

Po3unH 3-[3-(aumeTunamiHo)npon-2-eHoin]-5-meTokcu-1-[3-(TpudTopmeTnn)deHin|nipnaasuH-
4(1H)-oHy (3,41 1, 9,29 mMmonb) i deHinrigpasuny (1,83 mn, 18,6 mmonsk) B AcOH (25 mn) knn'‘atunu i3
3BOPOTHIM XONOAUNBHUKOM NPOTArom 2 r. [licna oxonogXeHHs 40 KiMHaTHOI TemnepaTypu, peakuinHy
CYMillLl KOHLEHTPYBanu npu NoHmwxeHomy Tucky. 3anuuwok pos3sogunun AcOEt, npommsanu nocnigosHo
1 M BogHum po3ynHom HCI, 1 M BogHui po3umH NaOH i posconom, cywwunu Hag MgSO, i
KOHLEHTpYBanu npu MOHWXEHOMY TUCKY. 3anuwioK OuuMLianyM KOMOHKOBOK XpomaTorpadieto Ha
cunikareni BukopuctoBytoun gk entoeHT AcOEt i kpuctanisysanu 3 rekcaH/AcOEt ogepytoun BkasaHy
B 3aronloBKy cnonyky (2,70 r, 71% Buxia) sik 6e36apsHi kpuctanu: Tnn. 139-141°C; *H AMP (300 MIy,
CDCl3): d m.4. 3,98 (3H, ¢), 7,05 (1H, an, J = 1,9, 7,9 Tu), 7,19 (1H, ¢), 7,34-7,47 (7H, m), 7,56 (1H, A,
J=179Tu), 7,80 (1H, a, J = 1,9 Tu), 7,92 (1H, c). PX-MC (ECI) m/z 413 [M + H]". Awan.
poapaxoBaHun ansa C,1HisFsN4O,: C, 61,17; H, 3,67; N, 13,59. 3HanaeHo: C, 61,15; H, 3,65; N, 13,57.

Mpuknag 55

1-(2-PT1op-4-nogdeHin)-5-metoken-3-(1-peHin-1H-nipason-5-in)nipugasunH-4(1H)-oH

o D
MeOMN
O
F
|

Cymiw 3-auetun-1-(2-cprop-4-noadeHin)-5-metokcunipuaasnH-4(1H)-ony (2,02 r, 5,2 mmonsb) i
N,N-gnmeTundopmamiganmeTunavetanto (30 Mn) KUN‘ATUNM i3 3BOPOTHIM XONOAUNbHUKOM NPOTArOM
6 r. licna oxonmomkeHHs [0 KIMHATHOI TemnepaTtypu, peakuiHy CyMill KOHUEHTpyBanu npu
MOHWKEHOMY TUCKy. Po3umH 3anuwky i deninrigpasury (1,54 mn, 15,6 mmons) B AcOH (20 mn)
KAM'ATUNM i3 3BOPOTHIM  XONOAMIbHUKOM NpoTarom 2 r. [licns OXONomkeHHA [0  KiMHaTHOI
TemnepaTtypu, peakuiiHy CyMill KOHLEHTPYBamnuM Mpu MOHWKEHOMY TWUCKy. 3anuwok po3sBogunmu
AcOEt, npomueanu nocnigoeHo 1 M BogHum po3dumHoM HCI, 1 M BogHuii po3unH NaOH, i posconom,
cywunn Hag MgSO, i KOHUEHTpyBanu NpuM MOHWXEHOMY TUCKY. 3anuoK ouvuLann KOSIOHKOBO)
xpomaTtorpadieto Ha cunikareni BukopuctoBytoumn sk entoeHT AcOEt i nepekpuctanisysanu 3 MeOH
OflepXytoun BkasaHy B 3aronoky cnonyky (1,14 r, 45% Buxig) sk 6nigo-xosTi kpuctanu: Tnn. 194-
196°C; "H AMP (300 My, CDCl3): & m.u. 3,90 (3H, ¢), 6,04 (1H, 7, J = 8,5 T'w), 7,30-7,47 (7H, m), 7,54
(1H, pg, 4 =1,9,10,6 Tu), 7,76 (1H, A, J = 2,3 Tu), 7,78 (1H, A, J = 2,3 T'y). PX-MC (ECI) m/z 489 [M
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+ H]". Anan. pospaxoBanuit ana C,oH14FIN,O,: C, 49,20; H, 2,89; N, 11,47. 3nangeHo: C, 48,94; H,
3,01; N, 11,54.
Mpuknapg 56
1-[2-®Top-4-(TpndTopMeTUN)peHin]-5-meToken-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH

0 )
| °N
MGOM
4 @

N
E

CF;

Cywmiw 1-(2-cpTop-4-noadeHin)-5-metokeun-3-(1-dpeHin-1H-nipason-5-in)nipynaasuH-4(1H)-oHy (244
mr, 0,50 mmonb), FSO,CF,CO,Me (0,318 mn, 2,5 mmons), HMPA (0,435 mn, 2,5 mmons), i Cul (114
mr, 0,6 mmonb) B DMF (2,5 mn) nepemiwysanu npotarom 24 r npu 90°C B atmocdepi Ar. lMicna
OXONOKEHHS A0 KIMHATHOT TemnepaTypw, peakuinHy cymilwl Bunueanu y Boay i ekctparysanun AcOEt.
Ekctpakt npomumBanu posconom, cywunu Hag MgSO, i KOHUEHTpyBanmu Mnpu MOHWXKEHOMY TUCKY.
3anuwok ounwanM KONOHKOBOK XpomaTorpadield Ha OCHOBHOMY cunikarefi BUKOPWUCTOBYIOYM K
entoeHT rekcaH/AcOEt (1/1) i nepekpuctanisyBanu 3 rekcad/AcOEt ogepxxytoun BkasaHy B 3arofioBky
cnonyky (71,7 mr, 33% Buxia) sk maiixe 6ini-kpuctanu: Tnn. 169-171°C; *H AMP (300 My, CDCl,): &
m.u. 3,92 (3H, c), 6,42-6,47 (1H, m), 7,22-7,26 (1H, m), 7,37-7,49 (7H, m), 7,80 (1H, g, J = 1,9 T'w),
7,84 (1H, a, J = 2,3 T'u). PX-MC (ECI) m/z 431 [M + H]". Anan. pospaxosanuii anst C,1H14F4N,O,: C,
58,61; H, 3,28; N, 13,02. 3HanpgeHo: C, 58,50; H, 3,36; N, 12,93.

Mpuknag 57

1-(2-®1op-4-mopdoniH-4-indeHin)-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipngasnH-4(1H)-oH

o D
MeOM\N
O
F
)
(0)

Cycnensito  1-(2-dTop-4-noadeHin)-5-metokcn-3-(1-enin-1H-nipason-5-in)nipngasuH-4(1H)-oHy
(244 wr, 0,5 mmonb), mopdoniHy (0,053 mn, 0,6 mmons), Pd,(dba); (18,3 mr, 0,02 mmonb), Xantphos
(46,3 wr, 0,08 mmons), i NaOtBu (67,3 mr, 0,7 mmonb) B 1,4-giokcaHi (2,5 mn) nepemiwysanu
npotarom 2 r npyn 90°C B atmocdepi Ar. icns oxonomkeHHa 40 KiMHaATHOT TeMnepaTypu, peakuinHy
cymiw Bunusanu y sogy i ekctparysanu AcOEt. EkcTpakT npommsanu poscorniom, cywnnu Hag MgSO,
i KOHUEHTpyBanu npuv MOHWKEHOMY TUCKY. 3anuvLLIOK O4MLiany KOJIOHKOBOK XpomaTtorpadieto Ha
OCHOBHOMY cunikareni BukopuctoBytoum sk enoeHT AcOEt i nepekpuctanisysann 3 MeOH/H,O
OfEepXKytoumn BKka3aHy B 3arofioBKy crnonyky (148 mr, 66% Buxig) gk mamke Oini-kpuctanu: Tnn. 226-
228 °C; '"H AMP (300 My, CDCl3): & m.u. 3,16-3,19 (4H, m), 3,83-3,87 (4H, m), 3,89 (3H, c), 6,31 (1H,
T7,J=9,0Tu), 6,45 (1H, gg, J = 2,6, 9,0 l'y), 6,58 (1H, oA, J = 2,6, 14,7 l'y), 7,26 (1H, o, J = 1,9 I'u),
7,33-7,45 (5H, m), 7,74 (1H, @, J = 2,3 Tu), 7,77 (1H, a, J = 1,9 T'u). PX-MC (ECI) m/z 448 [M + H]".
AHan. po3paxoBaHun ans CosH,,FNsOs: C, 64,42; H, 4,96; N, 15,65. 3HangeHo: C, 64,33; H, 4,98; N,
15,59.

Mpuknag 58

5-Fgpokcu-3-(1-eHin-1H-nipason-5-in)-1-[3-(TpudTopmeTun)deHinlnipnaasnH-4(1H)-oH

I N
HO N

5 °

TMCCI (3,17 mn, 25 mMornb) gogaBanu npu KiMHaTHIM TemnepaTypi Ao po3umHy Nal (3,75 1, 25
mmornb) B CH;CN (150 mn). MNMicna nepemiwyBanHs 30 xB, 5-meTokcu-3-(1-deHin-1H-nipason-5-in)-1-
[3-(TpndbTopmeTUun)deHin]nipngasvnH-4(1H)-oH (2,06 r, 5 MMonb) gogaBany 40 OAEPXKaHOI CyCneHsii.
Cymiw nepemiwyBanu npotarom 30 XB Mpu KiMHATHIN TemMnepaTypi i NOTIM KUN‘ATUAN i3 3BOPOTHIM
xonoaunbHnkom npotarom 1 r. lMicna oxonompKeHHs 00 KiIMHATHOI TemnepaTypu, peakuiiHy Cymill
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BunuBanu y Boady i ekcrparysanu AcOEt. Ekctpakt npommBanu posconom, cywmnu Hag MgSOy, i
KOHUEHTpyBann npu  MOHWKEHOMY  TUCKy. 3anuwok npomuBanu rekcaH/AcOEt (1/1) i
nepekpuctanidysann 3 MeOH/H,O ogepxytoun BkasaHy B 3aronosky crnonyky (1,68 r, 84% Buxig) sk
6e36apBHMIn NopoLuok: Tnn. 246-248 °C; 'H amp (300 Ml'y, AMCO-dg): 6 M. 7,17 (1H, g, J = 1,9
Mu), 7,33-7,46 (5H, m), 7,53-7,64 (3H, m), 7,71 (1H, o, J=7,5Tu), 7,83 (1H, g, J = 1,9 I'u), 8,83 (1H,
c). AHan. pospaxoBaHuii ansa C,oH13F3N4O,: C, 60,30; H, 3,29; N, 14,07. 3HangeHo: C, 60,09; H, 3,33;
N, 14,02.

Mpuknag 59

5-EToken-3-(1-ceHin-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHrin]nipyaasmH-4(1H)-oH

A
Me O ) N

N

Cycnensito 5-rigpoken-3-(1-deHin-1H-nipason-5-in)-1-[3-(tpudTopmeTun)deHin]nipngasnH-4(1H)-
OHy (100 wmr, 0,25 mmonb), nogetaHy (0,040 mn, 0,50 mmoneb) i K,CO3 (104 wmr, 0,75 mmons) B DMF (1
MA) nepemiwyBany NpoTsarom 24 r npu KiMHaTHIM TemnepaTypi. PeakuinHy cymiw BunuBanu y Boay i
ekctparyBanu AcOEt. EkcTpakT npommuBanu poscoriom, cywmnu Hag MgSO, i koHUeHTpyBanu npu
MOHWKEHOMY TUCKY. 3arnuvLIOK O4umLianM KOFIOHKOBOK Xpomartorpacdieto Ha OCHOBHOMY cumikareni
BMKOPUCTOBYOUM AK entoeHT rekcaH/AcOEt (1/1) o,uep>|<¥roq|/| BKa3aHy B 3aronoBky cnonyky (94,1 wr,
88% Buxig) sk maike-6iny amopdHy TBepay peyosuHy: "H AMP (300 My, CDCl3): & m.u. 1,52 (3H, T,
J=6,8Tu), 4,21 (2H,k, J=6,8Tu), 7,03 (1H, aa, J = 1,9, 7,9 T'y), 7,18 (1H, ¢), 7,33-7,46 (7TH, m),
7,55 (1H, a, J =7,9Tw), 7,80 (1H, A, J = 1,9 T'y), 7,94 (1H, c). PX-MC (ECI) m/z 427 [M + H]". Auan.
pospaxoBaHun ons C,oH7FsN4O,: C, 61,97; H, 4,02; N, 13,14. 3HangeHo: C, 61,82; H, 4,15; N, 13,17.

Mpuknag 60

5-(1-MeTtuneTtokcm)-3-(1-dpeHin-1H-nipason-5-in)-1-[3-(tpudTopmeTun)deHrin]nipnaasuH-4(1H)-oH

o D\
| °N
N

R
Me LN @
e

CycneHsito 5-rigpokcu-3-(1-deHin-1H-nipason-5-in)-1-[3-(TpudTopmeTun)eHininipnaasnH-4(1H)-
oHy (100 wmr, 0,25 mmons), 2-nognponany (0,050 mn, 0,50 mmone) i K,CO3 (104 wmr, 0,75 mmonb) B
DMF (1 mn) nepemiwysanu npotarom 20 r npu 60°C. PeakuinHy cymiw BunuBanu y Boay i
ekctparyBanu AcOEt. EkcTpakT npomusanu poscornom, cywmnn Hag MgSO, i koHueHTpyBanu npu
MOHMXEHOMY TWUCKY. 3anuLoK ouuany KOSOHKOBOK Xpomartorpadietd Ha OCHOBHOMY curikareni
BUKOPUCTOBYIOUN K entoeHT rekcaH/AcOEt (1/1) i kpuctanisyBanu 3 rekcaH/AcOEt op,ef»Ky}qu
BKasaHy B 3aronoBky cnonyky (79,5 mr, 72% Buxig) sk 6e36apsHi npuamu: Tnn. 137-139°C; "H AMP
(300 Ml'u, CDCly): 6 m.u. 1,38 (6H, A, J = 6,4 I'u), 4,96-5,09 (1H, m), 7,05 (1H, ga, J = 1,9, 7,9 Tu),
7,18 (1H, ¢), 7,33-7,46 (7H, m), 7,55 (1H, g, J = 7,9 ), 7,80 (1H, g, J = 1,9 T'y), 8,01 (1H, c). PX-MC
(ECI) m/z 441 [M + H]'". Anan. pospaxosaHuin ansi CpsHigFsN,Op: C, 62,72; H, 4,35; N, 12,72.
3HangeHo: C, 62,74; H, 4,40; N, 12,81.

Mpuknapg 61

5-(4uknonponinmeToken)-3-(1-geHrin-1H-nipason-5-in)-1-[3-(Tpudptopmetmn)deHin]nipnaasvt-

4(1H)-oH
(o) T\
LYo

F3C
Cycnensito 5-rigpoken-3-(1-eHin-1H-nipason-5-in)-1-[3-(TpudTopmeTun)deHin]nipngasnH-4(1H)-
oHy (100 wmr, 0,25 mmonb), (6pommeTun)umknonponaHy (0,048 mn, 0,50 mmons) i K,CO3 (104 mr, 0,75
MMorb) B DMF (1 mn) nepewmiwysanu npotarom 20 r npu KiMHaTHI TemnepaTypi. PeakuiiHy cymiw
BunuBanu y Boady i ekcrparysanu AcOEt. Ekctpakt npomusanu poscornom, cywunn Hag MgSOy i
KOHLEHTpyBanu npu MOHWXEHOMY TUCKY. 3arnulioK Oo4uMLianyM KOMOHKOBOI XpoMmaTorpadieto Ha

Me O
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OCHOBHOMY cunikareni BUKOPUCTOBYOUM Sk entoeHT rekcan/AcOEt (1/1) i kpuctanisysanu 3 MeOH
ofepXytoun BkasaHy B 3aronosky crnonyky (103 mr, 91% Buxig) sk 6e3bapsHi npuamu: Tnn. 72-78°C;
'H AMP (300 My, CDCls): & m.u. 0,32-0,47 (2H, m), 0,60-0,76 (2H, m), 1,26-1,39 (1H, m), 4,06 (2H, o,
J=72Tu), 7,04 (1H, gg, J = 2,3, 8,3 I'u), 7,18 (1H, c), 7,33-7,46 (7H, m), 7,55 (1H, g, J = 7,9 T'w),
7,80 (1H, A, J = 1,9 Tu), 7,99 (1H, c). PX-MC (ECI) m/z 453 [M + H]". Anan. pospaxoBaHwii ans
Cy4H1gF3N,O,-0,5H,0: C, 62,47; H, 4,37; N, 12,14. 3nHanpeHo: C, 62,19; H, 4,41; N, 12,15.

Mpuknapg 62

5-(dndpTopmeToken)-3-(1-deHin-1H-nipason-5-in)-1-[3-(TpudpTopmeTnn)deHin|nipuaasuH-4(1H)-

OH
(0] 0\
| 'N
F__O
YM
F .N@

N

L)

Cywmiw  5-rigpoken-3-(1-deHin-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHinnipnaasnH-4(1H)-ony
(398 wr, 1,0 mmonsb), CF,CICO,Na (305 mr, 2,0 mmonb), K,CO3 (207 wmr, 1,5 mmonb), DMF (2 mn), i
H.O (0,4 mn) nepemiwyBanu npotarom 6 r npu 100°C. [licna oxonogXeHHA A0 KiMHaTHOI
TeMnepaTypu, peakuiiHy cymiw BunuBanu y Bopay i ekctparyBanu AcOEt. ExkcTpakT npomuBanu
posconoM, cywunu Hag MgSO, i KOHUEHTpyBanmu Mpu MOHWXEHOMY TWUCKY. 3anuviioK oyuwanu
KONOHKOBOK XpoMaTorpacpieto Ha OCHOBHOMY curlikaresni BUKOPUCTOBYHOUM sk entoeHT rekcaH/AcOEt
(3/1) i kpucTanisyBanu 3 rekcaH/AcOEt ogepyroun BkasaHy B 3aronoBky crnonyky (267 mr, 59% Buxig)
sk ©6e3bapsHi npuamu: Tnn. 132-134°C; 'H amp (300 MI'y, CDCI3): & m.u. 7,06 (1H, oo, J = 2,3, 8,3
Mu), 7,16-7,66 (10H, m), 7,82 (1H, A, J = 1,9 T'u), 8,33 (1H, c). PX-MC (ECI) m/z 449 [M + H]". Anan.
pospaxoBaHun ons C,1H13FsN4O2: C, 56,26; H, 2,92; N, 12,50. 3HangeHo: C, 55,98; H, 2,82; N, 12,43.

Mpuknag 63

1-(2-®d1opdeHin)-5-rigpokcmn-3-(1-cpeHin-1H-nipason-5-in)nipngasmH-4(1H)-oH

0]

TMCCI (1,27 mn, 10 mmonb) gogasanu npw KiMHaTHIn Temnepatypi o posunHy Nal (1,50 r, 10
mMonb) B CH3CN (60 mn). Micna nepemiwysanHg 30 xB, 1-(2-dbTopdeHin)-5-metoken-3-(1-cpeHin-1H-
nipason-5-in)nipngasun-4(1H)-on (0,725 r, 2 mmonb) godaesanu [0 ofgepxaHoi cycneHsii. Cymiw
nepemiwysanu npotarom 30 xB npu KiMHATHIM TemnepaTypi i MNOTIM KUM'ATUNKN i3 3BOPOTHIM
XonogunbHMkoM npotarom 1 r. licna oxonogXeHHs A0 KiMHATHOI TemnepaTypu, peakuinHy cymil
BunuBanu y Bogy i ekctparysanu AcOEt. EkcTpakt npomusanu posconom, cywmnu Hag MgSQOy i
KOHLIeHTpyBanuM npuv MOHWXEHOMY TUCKY. 3anuwok npomuBanu rekcaH/AcOEt (1/1) i
nepekpuctanidysanu 3 MeOH/H,O opepxytoun BkasaHy B 3aronosky cnonyky (0,648 r, 93% Buxig) sk
Maimke-6ini npuamu: Tnn. 218-220°C; 'H amp (300 Ml'y, AMCO-dg): d m.4. 6,99 (1H, o, J = 1,9 T'w),
7,10 (1H, at,J =1,5,7,9Tu), 7,21-7,26 (1H, m), 7,32-7,54 (7H, m), 7,80 (1H, o, J = 1,9 Tu), 8,44 (1H,
a4, J = 2,6 Tu). AHan. pospaxoBaHun gnsa CioH3FN4O,: C, 65,51; H, 3,76; N, 16,08. 3HangeHo: C,
65,73; H, 3,88; N, 16,24.

Mpuknapg 64

5-(QudptopmeTtoken)-1-(2-propdeHin)-3-(1-deHin-1H-nipason-5-in)nipyngasuH-4(1H)-oH

o T
F_O N

F.:\éﬁ@

Cymiw  1-(2-dpTtopdeHin)-5-rigpokeun-3-(1-geHin-1H-nipason-5-in)nipugasun-4(1H)-ony (557 wr,
1,6 mmonb), CF,CICO,Na (488 wr, 3,2 mmonb), K,CO3 (332 wr, 2,4 mvmone), DMF (3 mn) i H,O (0,6
M) nepemiwyBanu npotarom Houi npy 100°C. [Micns oxonomkKeHHst A0 KiMHATHOI Temnepartypw,
peakuinHy cymiw Bunueanu y Bogy i ekctparyBann AcOEt. EKCTpakT npoMmnBany po3corioM, CyLIMmn

N
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Hag MgSO, i KOHUeHTpyBanmu MpU MOHWXEHOMY TWUCKY. 3anuwoK OYULann KONOHKOBO)
xpomaTorpadielro Ha OCHOBHOMY curikareni BUKOPUCTOBYIOUM SK entoeHT rekcaH/AcOEt (2/1) i
KpuctanisyBanu 3 rekcaH/AcOEt oueP»(yroqm BKa3aHy B 3arofioBky cnonyky (485 mr, 76% Buxia) sk
©e3bapeHi npuamu: Tnn. 109-114°C; "H AMP (300 MI'y, CDCl3): & m.u. 6,46 (1H, ga, J = 1,5, 7,9 w),
7,00-7,06 (1H, m), 7,08-7,59 (9H, m), 7,80 (1H, o, J = 1,9 I'u), 8,20 (1H, c). PX-MC (ECI) m/z 399 [M +
H]". Anan. pospaxoBanuin ana CyHisFsN4O,: C, 60,30; H, 3,29; N, 14,07. 3naiigeHo: C, 60,50; H,
3,41; N, 14,20.

Mpuknag 65

5-(2-MeTtokcueTtoken)-3-(1-eHrin-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHin]nipnaasunH-4(1H)-
OH

F

CycneHgsito 5-rigpokcu-3-(1-deHin-1H-nipason-5-in)-1-[3-(TpudpTopmeTun)deHin]nipgasnH-4(1H)-
oHy (100 wmr, 0,25 mMmorb), 2-6pomeTunmeTunosoro etepy (0,070 mn, 0,75 mmone) i K,CO3 (104 wr,
0,75 mmonb) B DMF (1 mn) nepemiwyBany npoTaroM 24 r npu KiMHaTHIN TemnepaTypi. Peakuinny
cymiw Bunueanu y soay i ekctparysanu AcOEt. EkcTpakT npoMuBanu po3cosioM, cymnu Hag MgSO,
i KOHUEHTpyBanu npuv MOHWKEHOMY TUCKY. 3anuvLLIOK O4MLiany KOJOHKOBOK XpomaTtorpadiero Ha
OCHOBHOMY cwuriikareni BMKOPUCTOBYKOUM Sk entoeHT rekcaH/AcOEt (1/2) ogepxywoum BkasaHy B
3aronioBKy cronyky (89,9 mr, 79% Buxia) sik 6nino-xoBTy amopdHy TBepay peyosnHy: "H AMP (300
Mly, CDCl3): & m.u. 3,45 (3H, c), 3,78-3,81 (2H, m), 4,42-4,44 (2H, m), 7,02 (1H, aa, J = 1,9, 7,9 Tw),
7,20 (1H, ¢), 7,34-7,45 (7H, m), 7,55 (1H, g, J =7,9Tu), 7,80 (1H, g, J = 1,9 T'uy), 8,29 (1H, c). PX-MC
(ECI) m/z 457 [M + H]". Anan. pospaxoBaHnuit ans CysHioFsN4O3-0,25H,0: C, 59,93; H, 4,26; N,
12,16. 3HangeHo: C, 59,87; H, 4,09; N, 12,15.

Mpuknapg 66

5-(MeTtokcumeTnn)-3-(1-dpeHin-1H-nipason-5-in)-1-[3-(tpudTopmeTun)deHin]nipugasuH-4(1H)-oH

F

Po3umH 3-auetnn-5-(metokcumeTun)-1-[3-(Tpudptopmetun)deHin]nipugasund-4(1H)-ony (1,39 ,
4,26 wmmonb) B N,N-gumetundopmamigogumetunauvetani (15 wmn) kan'stunmu i3 3BOPOTHIM
XONOAUIBHMKOM MpoTsarom 4 r. [licns oxonogXeHHs OO KiMHaTHOI TeMnepaTtypu, peakuiHy Cymil
BUNMMBanNu y Bopy i ekctparyBanu Tpu pas3u AcOEt. Ob6‘egHaHi ekcTpakTu npoMuBanu po3corioMm,
cywunu Hag MgSO, i KOHUEHTpYBanu NpuU MOHMXKXEHOMY TUCKY. PO3unmH 3anuuiky i dpeHinrigpasmHy
(1,18 mn, 12 mmonsk) B MeOH (15 Mn) knn‘atunu i3 3BOPOTHIM XonoaunbHUKoM npotarom 1 r. icna
OXOMNOKEHHST A0 KiIMHATHOT TemnepaTtypu, peakuinHy cymiw sunueanu B 1 M BogHun posumH HCI i
ekctparyBanu AcOEt. EkcTpakT npomusanu poscornom, cywmnun Hag MgSO, i koHUueHTpyBanu npu
MOHXXEHOMY TUCKY. 3anuLIOK O4YMLLanuM KOSNIOHKOBOK Xpomartorpadietdo Ha OCHOBHOMY curikareni
BUKOPUCTOBYHOUM Ak entoeHT rekcaH/AcOEt (2/1) i nepekpuctanidyBanu 3 rekcan/AcOEt ogepxyroun
BKa3aHy B 3arofioBKy cnonyky (759 wr, 42% Buxig) sk 6nigo-xoBTy TBepay pedoBuHy: Tnm. 137-
139°C; 'H AMP (300 Mru, CDCls): & m.u. 3,55 (3H, ¢), 4,53 (2H, @, J = 1,1 Tw), 7,06 (1H, aa, J = 1,9,
7,9Tu), 7,19 (1H, c¢), 7,35-7,45 (7H, m), 7,55 (1H, 8, J=7,9Tw), 7,81 (1H, g, J =1,9Tw), 8,34 (1H, T,
J = 1,1 u). PX-MC (ECI) m/z 427 [M + H]". Anan. pospaxosanuii ans C,,H:7;F3N,O,: C, 61,97; H,
4,02; N, 13,14. 3HangeHo: C, 61,60; H, 4,05; N, 13,07.

Mpuknag 67

5-Bpowm-3-(1-eHin-1H-nipason-5-in)-1-[3-(TpucdTopmeTun)deHinlnipnaasnH-4(1H)-oH
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Cymiw 3-auetnn-5-6pom-1-[3-(TpudtopmeTun)deHin|nipngasunH-4(1H)-oHy (332 mr, 0,92 mmonb) i
N,N-gumeTundopmamigaumeTunavetanto (3,3 Mn) HarpiBanu i3 3BOPOTHIM  XONOAUSNBHUKOM
npotarom 1 r. Cymiw KoHueHTpyBanu y Bakyymi. [o sanuwky pgogasann AcOH (3,3 wmn) i
deHinrigpasuH (0,181 mn, 1,84 mmone). Cymiw HarpiBanu i3 3BOPOTHIM XONOAWIbHUKOM npoTarom 90
xB. [lo cymiwi gogasanu deHinrigpasuH (0,091 mn, 0,92 mmonb). Cymiw HarpiBanu i3 3BOPOTHIM
xonoaunbHukom npotarom 90 xB. Cymiw possogunu 1 M BogHum posunHom HCI, ekctparyBanu
AcOEt, npommBann HacuveHum BogHum po3dmHom NaHCOg;, cywwunn Hag MgSO,, oginbTpyBanu,
KOHUEHTpYBann Yy BaKyyMi i ouullanM KOSIOHKOBOK XpomaTtorpadpieto Ha OCHOBHOMY cunikareni
(rekcaH/AcOEt = 50/50 go 0/100) i BEPX ogepxytoun BkasaHy B 3aronoky cnonyky (151 mr, 35%
BMXig) sk 6iny TBepay pevoBuHy: Tnn. 145-146°C. 'H amP (AMCO-dg, 300 MI'y): & MmM. 7,27 (1H, A, J
=1,9 ), 7,35-7,52 (6H, m), 7,54-7,64 (2H, m), 7,73 (1H, a, J =8,0 'u), 7,85 (1H, o, J = 1,9 'y), 9,52
(1H, c). Anan. pospaxoBaHun ana CyoH1,BrFsN4O: C, 52,08; H, 2,62; N, 12,15. 3nangeHo: C, 52,07;
H, 2,75; N, 12,28.

MpenapatneHy BEPX npoBogunu 3a yMmoOB ONMCaHMX HUXYE.

KonoHka: Waters SunFire Column C18 (30 x 50 Mm S-5 MKkMm)

Temnepatypa KosnoHku: 25 °C

Pyxoma cpaza: (A) 0,1% TFA B guctunboBaHiv Bogi, (B) 0,1% TFA B aueToHiTpuni

pagieHT: 0 xB (A/B = 60/40) — 1,20 xB (A/B = 60/40) — 4,75 xB (A/B = 0/100) — 7,75 xB (A/B =
0/100) —7,85 xB (A/B = 60/40) — 8,50 xB (A/B = 60/40)

LWenakicte noToky: 70 mn/xs

HetekTop: YO 220 HM

KoHueHTpauis: 98 mr/mn

O6'eM iH'ekLii: 825 Mkn

Mpuknapg 68

1-[4-(BeHsunokcu)-2-cTopdeHin]-5-meTtokeu-3-(1-deHin-1H-nipason-5-in)nipugasnH-4(1H)-oH

PosunH 3-auetun-1-[4-(6eH3unokcu)-2-ptopdeHin]-5-metokcunipnaasun-4(1H)-ony (5,82 r, 15,8
mmonb) B N,N-gumeTtuncdopmamigaumeTunaveTtani (50 mn) Knn‘atmnu i3 3BOPOTHIM XONOAMMbHUKOM
npotarom 2 r. [icnst OXonomKkeHHs A0 KiMHaTHOI TemnepaTypu, peakuiiHy CyMill KOHLEHTpyBanu npm
MOHWKEHOMY TUCKy. Po3uuH 3anuwky i deninrigpasury (3,11 mn, 31,6 mmonb) B AcOH (50 mn)
KAM'ATUNM i3 3BOPOTHIM  XONOAMIBHUKOM npoTaroMm 2 r. [licna OXONomKeHHs [0 KiMHaTHOI
TemnepaTtypu, peakuiiHy CyMill KOHLEHTPYBanuM MpU MOHMXKEHOMY TWUCKY. 3anuwoK pO3BOAMIM
AcOEt, npomueanu nocnigoeHo 1 M BogHum po3umHoM HCI, 1 M BogHuii po3unH NaOH, i po3conom,
cywunn Hag MgSO, i KOHUEHTpyBanu Npu MNOHMWKEHOMY TUCKY. 3anuwok npommeanu AcOEt i noTim
ounLLanM KONoHKOBOK XpomaTtorpadieto Ha OCHOBHOMY curikareni BUKOpMcToBytoun sk entoeHT THF.
Mepekpucranizysanu 3 MeOH/H,O ogepxytoun BkasaHy B 3aronoBky cnonyky (5,57 r, 75% Buxia) sk
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6nigo-xoBTy TBepAy peyvoBuHy: Tnn. 181-183°C; 'H amp (300 Ml'y, CDCl3): & m.u. 3,89 (3H, c), 5,06
(2H, c), 6,35 (1H, 1, J = 9,0 T'w), 6,60 (1H, poan, J = 1,1, 2,6, 9,0 'u), 6,74 (1H, aa, J = 2,6, 12,8 '),
7,28 (1H, ,J=1,9Tu), 7,31-7,45 (10H, m), 7,72 (1H, g, J = 2,6 Tu), 7,78 (1H, A, J = 1,9 'y). PX-MC
(ECI) m/z 469 [M + H]". Anan. pospaxosanuin ansi Cy;H,iFN,Os: C, 69,22; H, 4,52; N, 11,96.
3HanpgeHo: C, 69,04; H, 4,60; N, 11,98.
Mpuknag 69
6-Iigpoken-3-(1-deHin-1H-nipason-5-in)-1-[3-(TpudTopmeTun)deHin]nipngasnH-4(1H)-oH

FsC

XnoptpumeTtuncunan (0,46 mn, 3,6 Mmonb) gogasanu A0 po3unHy moamay Hatpito (0,55 r, 0,73
mMonb) B MeCN (20 mn) npu kimHaTHIn Temnepartypi. Micna nepemiwysanHa 30 xB, 5-meTokcn-6-(1-
deHin-1H-nipason-5-in)-2-[3-(tpudTopmeTtun)deHinlnipngasud-3(2H)-on (0,30 r, 0,73 MMmonb)
AodaBanu oo ofepxaHoi cycneHsii. Cymill nepemiwyBanu npu KiMHaTHIN TeMmnepaTypi NnpoTarom 1 1 i
NoTiM KNN‘ATUNK i3 3BOPOTHIM XonoausnibHUMKOM npoTtarom 3 r. [icna oxonoKeHHs OO0 KiMHAaTHOI
TemnepaTtypu, cymiw BunuBanu y Bogy i ekctparyBanu AcOEt. EkcTpakT mpomuBanu po3cornom,
cywmnu Hag MgSQO, i KOHLEHTpYBanNU Npu NOHMXEHOMY TUCKY. 3anuLLIOK NpoMMBanu Aiisonponinosun
eTep/rekcaH i nepekpuctanidyBanu 3 AcOEt/rekcaH ogepXytoumn BkasaHy B 3aronoBky crnonyky (0,21,
73% Buxin) Ak 6ini kpuctanu: Tnn. 241-243°C; *H AMP (300 My, AMCO-dg): 5 m.u. 6,16 (1H, c),
6,88 (1H, o, J =1,9Tw), 7,36-7,42 (3H, m), 7,45-7,54 (4H, m), 7,59 (1H, 7, J=7,9Tu), 7,70 (1H, g, J =
7,9Tw), 7,82 (1H, a, J = 1,9 ), 12,23 (1H, wc). PX-MC (ECI) m/z 399 [M + H]*. AHan. pospaxosaHuii
ans CyHq3F3N4O,: C, 60,30; H, 3,29; N, 14,07. 3nangeHo: C, 60,35; H, 3,37; N, 14,10.

Mpuknag 70

3-[1-®eHin-3-(TpudTopmeTnn)-1H-nipason-5-inl-1-[3-(TpudTopmeTun)dpeHinlnipnaasnH-4(1H)-oH

F F

Ho posunHy etun TpudpTtopauetaty (0,139 mn, 1,17 Mmonb) B MeTUnTpeT-0yTunosomy etepi (1
mn) aogasann NaOMe (28% B MeOH, 245 wmr, 1,27 mmonb) npu KiMHaTHIN Temnepatypi. o cymiLui
aofasanu po3yuH 3-auetun-1-[3-(TpudtopmeTun)deHininipuaasunH-4(1H)-ony (300 mr, 1,06 MMonb)
B THF (1,5 mn) i metuntpet-6ytunosuii etep (1,5 mn) npu kKimMHaTHin Temnepatypi. Cymiw
nepemilysann npu KiMHaTHIW Temnepatypi npotsarom 2 AHiB. Cymiw possogunu 1 M BogHUM
po3umHom HCI, ekctparyBanu AcOEt, npommBanu posconom, cywmnm Hag Na,SO,, dinbTpyBanm i
KOHUEeHTpyBanu y Bakyymi. [Jo 3anuwky gogasanu deninrigpasuH (0,209 mn, 2,12 mmonb) i AcOH
(3,5 mn). Cymiw HarpiBanu i3 3BOpoTHIM xonoaurnbsHukoMm npotarom 90 xB. Cymiw possognim 1 M
BogHuM posunHom HCI, ekctparyBanm AcOEt, npomuanu BogHum posdnHom NaHCOs, cywunu Hag
MgSO,, inbTpyBann, KOHUEHTpyBanuM Yy BaKyyMi, O4uULLAnM KOSIOHKOBOK Xpomatorpacieo Ha
cvnikareni (rekcan/AcOEt = 50/50 go 0/100), kpuctanisyBanm 3 AcOEt/rekcaH i ounwann BEPX
OOepXKyHuM BKasaHy B 3arornioBky crnonyky (9,6 mr, 2% Buxig) sk 6iny TBepay pevosuHy: Tnn. 190-
191°C. "H AMP (OMCO-dg, 300 MIwy): & m.u. 6,73 (1H, 4, J = 7,9 T'u), 7,37-7,81 (10H, m), 8,97 (1H, A,
J = 8,3 I'y). AHan. pospaxoBaHuin anga C,;Hi,FgN4O: C, 56,01; H, 2,69; N, 12,44. 3nangeHo: C, 55,70;
H, 2,81; N,12,23.

MpenapatneHy BEPX npoBoaunu 3a yMOB ONMCaHUX HUXYE.

Kononka: Waters SunFire Column C18 (30 x 50 MM S-5 MKM)

Temnepatypa KosnoHku: 25 °C

Pyxoma cpaza: (A) 0,1% TFA B guctunboBaHin Bogi, (B) 0,1% TFA B aueToHiTpuni
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pagieHT: 0 xB (A/B = 52/48) — 10,00 xB (A/B = 52/48) — 10,50 xB (A/B = 0/100) — 12,50 xB (A/B
=0/100) —12,60 xB (A/B = 52/48) — 13,00 xB (A/B = 52/48)

LWeunakicte notoky: 20 mn/xe

Hetektop: YO 220 UM

KoHueHTpauisa: 100 mr/mn

O6‘eM iH‘ekuii: 100 Mkn

Mpuknag 71

3-(4-MeTtun-1-ceHin-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHin]nipnaasvH-4(1H)-oH

F

o cycneHnsii 3-nponaHoin-1-[3-(TpudTopmeTun)deHininipugasmH-4(1H)-ony (384 wmr, 1,30 mmonb)
B MeTundopmiati (3,8 mn) gogasanun NaOMe (28% B MeOH, 326 wmr, 1,69 MMOnb) npu KiMHaTHInN
TemnepaTtypi. Cymiw nepemiwyBany npu KiMHaTHIn TemnepaTtypi npotarom 3,5 r. Cymiw po3soamnu
Bogoto i 1 M BogHum posumHom HCI, ekctparyBanu AcOEt, npomuBanu po3conom, Cywunnu Hag
Na,SO,, inbTpyBanu, KOHUEHTpyBanu y Bakyywmi i kpuctanisyBanu 3 AcOEt/rekcaH. [o TBepgoi
peyoBMHU goaasanu deHinrigpasuH (0,405 mn, 4,12 mmonb) i MeOH (6,7 mn). Cymiw HarpiBanu i3
3BOPOTHIM xonogunbHukoMm npotarom 3,5 r. Cymiw possogunm 1 M BogHuMM po3dmHom HCI,
ekctparyBann AcOEt, npommBanu HacuyeHum BoaHuM po3dnHoM NaHCO;, cywmnm Hag Na,SOy,
dinbTpyBanu, KOHUEHTPYBanuM Yy BaKyyMi, OudMLLanNM KOSIOHKOBOK XpomaTorpaduieto Ha cunikareni
(rekcaH/AcOEt = 50/50 go 0/100) i kpuctanizysanu 3 AcOEt/rentaH ogepXytoun BkasaHy B 3arofioBKy
cnonyky (161 mr, 39% Buxia) sk 6Nigo-koBTy TBEPAY peyosuHy: Tnn. 208-211°C. *H AMP (OMCO-dg,
300 MTy): & m.u. 2,09 (3H, ¢), 6,62 (1H, g, J = 8,0 'y), 7,26-7,35 (3H, m), 7,35-7,44 (2H, m), 7,64-7,85
(5H, m), 8,95 (1H, g, J = 8,2 I'u). AHan. po3paxoBaHun gns C,;HisF3N,O: C, 63,63; H, 3,81; N, 14,14,
3HangeHo: C, 63,46; H, 3,92; N, 13,98.

Mpuknag 72

3-(4-PT0p-1-peHin-1H-nipason-5-in)-1-[3-(TpucdTopmeTun)eHrin]nipngasmH-4(1H)-oH

F

F

Cymiw  3-(1-dpeHin-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHininipugasvnH-4(1H)-ony (49,0 wr,
0,128 mmonb) i CenexktdTop (45,4 wr, 0,128 mmonb) B MeCN (1 Mn) nepemiwyBany npu KiMHaTHIN
TemnepaTypi npotarom 6 gHiB. [o cymiwi gopgasanu CenektdTop (45,4 wr, 0,128 mmonb) npwu
KiMHaTHIn TemnepaTypi. Cymiw nepemiwyBanu npu KiMHaTHIn Temnepatypi npotarom 1 gHs. [o
cymiwi popasanu CenektdTtop (45,4 wr, 0,128 mmonb) npu KiMHaTHIn Temnepatypi. Cymiw
nepemillysanu Npu KiMHaTHI Temnepatypi npotarom 1 aHsa. Jo cymiwi gogasanu CenektdTop (45,4
mr, 0,128 mmonb) npu KiMHaTHIn Temnepatypi. Cymill nepemilyBanu nNpu KiMHaATHIN Temnepatypi
npotarom 1 gHa. Oo cymiwi pgopasanu CenektdTtop (272 wmr, 0,768 Mmonb) npu KiMHaTHIN
TemnepaTtypi. Cymill nepemiysanu npu KiMHaTHIN TemnepaTypi npotsarom 3 AHiB. Cymiw po3soaunu
poscornoM, ekctparysanu AcOEt, cywmnu Hag MgSO,, ¢inbTpyBanu, KOHLEHTpyBanu y BakyyMmi,
ouMLLanM KOJIOHKOBOK Xpomartorpadiieto Ha cunikareni (rekcan/AcOEt = 50/50 po 0/100) i
kpuctanisyBanu 3 AcOEt/rekcaH ogepxytoum BkasaHy B 3aronoBky cronyky (11,7 mr, 23% Buxig) K
6nino-X0BTY TBEpAYy peyoBuHy: Trn. 156-158°C. *H AMP (OMCO-dg, 300 MIu): & m.u. 6,67 (1H, 4, J
=8,2ly), 7,33-7,50 (5H, m), 7,63-7,83 (4H, m), 7,97 (1H, o, J =4,1Tu), 8,96 (1H, g, J = 8,0 I'u).

Mpuknag 73

3-(3-®eHin-1-Tputnn-1H-nipason-4-in)-1-[3-(tpucdTopmeTun)deHin|nipugasunH-4(1H)-oH
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HBuLi (1,6 M po3unH B rekcani, 25 mn, 40 mmornb) kpannsmmn gogaeanu npu -78°C oo po3umHy 4-
©powm-3-cpeHin-1-Tputun-1H-nipasony (7,96 r, 20,6 mmons) i B(OiPr); (6,92 mn, 30 mmone) B THF (75
mn). MNicns nepemiwyBaHHA NpoTAroM 1 r, peakuinHy cymiw 3anuwanu Harpisatucb go 0°C, racunm
HacudyeHuM BoaHuMM po3dunmHom NH,Cl i ekctparyBann AcOEt. EkcTpakT npomuBany po3COSioMm,
cywunu Hag MgSO, i KOHUEeHTpyBanu NpuM MOHWKEHOMY TUCKY. 3anuloK OuvuLiany KOJIOHKOBOH)
XpomaTorpadieto Ha cunikarerni BUKOpMCTOBYUM sik entoeHT rekcan/AcOEt (2/1-0/1) i kpucTanisyBanum
3 MeOH ogepxytoun HeounweHy (3-deHin-1-tputnn-1H-nipason-4-in)éopoHoBy kucrnoty (5,73 r) sk
6iny TBepay peyoBuHy. Cymiw 3-6pom-1-[3-(TpudTopmeTtun)deHinlnipnaasunH-4(1H)-ony (319 wr, 1,0
MMOnb), (3-dpeHin-1-tputnn-1H-nipason-4-in)6opoHoBoi knucnotu (645 mr, 1,5 mmons), Pd(PPhg), (58
mr, 0,05 mmone), Na,CO3 (318 mr, 3,0 mmonb), DME (7,5 mn), i H,O (1,5 mn) knn‘atunu i3 3BOPOTHIM
XOMNOAWIBHUKOM MPOTAromM Hodi B atmocdepi Ar. [licna oxonomKeHHs A0 KiMHaTHOI TemnepaTypw,
peakuinHy cymiw Bunueanu y sogy i ekctparysanu AcOEt. EkcTpakT npommuBanu po3conom, CyLmnmm
Hag MgSO, i KOHUEHTpyBanmu Mpu MOHWXKEHOMY TWUCKY. 3anuwiOK O4YMLLAnM  KOJTIOHKOBOH)
XpomaTorpadieto Ha cunikarerni BUKOPUCTOBYOUM sik entoeHT rekcan/AcOEt (1/1) i kpucTanisyBanm 3
MeOH ogepxytoun BkasaHy B 3arofioBky cnonyky (418 mr, 67% Buxig) sik 6iny TBepgy pevoBuHy: Tnn.
216-218°C; '*H AMP (300 Mru, CDCl3): & m.u. 6,58 (1H, 4, J = 7,9 Tw), 7,08 (1H, aa, J = 2,3, 7,9 I'y),
7,23-7,39 (20H, m), 7,47-7,54 (3H, m), 8,17 (1H, A, J = 7,9 T'y), 8,67 (1H, c). PX-MC (ECI) m/z 625 [M
+ H]". AHan. pospaxosaHuit Ansi CsoHFsN,O: C, 74,99; H, 4,36; N, 8,97. 3nangeHo: C, 74,84; H,
4,39; N, 9,01.

Mpuknapg 74

3-(3-PeHin-1H-nipason-4-in)-1-[3-(TpucdptopmeTnn)enin]nipugasmH-4(1H)-oH

F

Cymiw  3-(3-cpeHin-1-tputun-1H-nipason-4-in)-1-[3-(TpudTopmeTunn)dpeHin]nipnaasumH-4(1H)-oHy
(1,50 r, 2,4 mmone), TFA (5 mn), i CH,Cl, (15 mn) nepemiwyBanu NpoTSAroM Houi Npu KiMHATHIN
TemnepaTypi. PeakuinHy cymiw nianyrosysann 1 M BogHum posdnHom NaOH i ekctparyBanu AcOEt.
EkcTpakTt npomuBanu posconom, cywunu Hag MgSO, i KOHUEeHTpyBanmu npu MOHUXKEHOMY TUCKY.
Banuwok nepekpucrtanizysanun 3 MeOH ogepxyroun BkasaHy B 3aronioBky cnonyky (751 mr, 82%
BUXia) ik 6iny TBepay peuosuHy: Trin. 206-208°C; *H AMP (300 My, IMCO-dg): 5 m.u. 6,58 (1H, 4, J
=79Tu),737-7,67 (9H, m), 8,33 (0,35H, wc), 8,65 (0,65H, wc), 8,91 (1H, g, J =7,9'y), 13,17-13,46
(1H, m). PX-MC (ECI) m/z 383 [M + H]". Axan. pospaxosaHnuii ana C,oH;3F3N,0-0,35H,0: C, 61,81;
H, 3,55; N, 14,42. 3nangeHo: C, 61,83; H, 3,61; N, 14,49.

Mpuknag 75

3-(1-MeTtun-5-peHin-1H-nipason-4-in)-1-[3-(TpudTopmeTun)deHin]nipnaasuH-4(1H)-oH
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Mpuknag 76
3-(1-MeTtun-3-ceHin-1H-nipason-4-in)-1-[3-(TpudTopmeTnn)deHrin]nipnagasvmH-4(1H)-oH

CycneHnsito  3-(3-ceHin-1H-nipason-4-in)-1-[3-(TpudptopmeTnn)deHin]nipugasuH-4(1H)-ony (325
mr, 0,85 mmone), nogmetany (0,081 mn, 1,3 mmone) i K,CO3 (235 mr, 1,7 mmonb) B DMF (3 mn)
nepemiwlysanu NPOTAroM HOMI NpW KiMHaTHIN TemnepaTtypi. PeakuinHy cymiw BunmMBanu y Bogy i
ekcTparyBanu AcOEt. EkcTpakT npoMmnBany Bogoto i po3cosom, cywunm Hag MgSO, i KoHUeHTpyBanm
Npyv MOHWXKEHOMY TUCKY. 3anulOK OuYMLanu KOFIOHKOBOK Xpomartorpacdpieto Ha cunikareni
BUKopuctoBytoun gk entoeHT AcOEt i nepekpuctanisysanu 3 rekcaH/AcOEt ogepxytoun 3-(1-meTtun-5-
deHin-1H-nipason-4-in)-1-[3-(tpudtopmeTtun)deHin]nipngasnH-4(1H)-oH (100 mr, 30% Buxig) gk 6iny
TBEpAY peyvoBuHy: Tnn. 193-195 °C; 'H ampP (300 Ml'uy, CDCl3): & m.u. 3,74 (3H, ¢), 6,61 (1H, o, J =
7,9Tu), 6,91 (1H, aa, J =23, 8,3 'y), 7,25 (1H, c), 7,33-7,40 (3H, m), 7,45-7,52 (4H, m), 8,12 (1H, g,
J =7,9Tu), 867 (1H, c). PX-MC (ECI) m/z 397 [M + H]". AHan. pospaxosaHuit ans C,HisFsN,4O: C,
63,63; H, 3,81; N, 14,14. 3HangeHo: C, 63,56; H, 3,88; N, 14,09.

Mopanblue entoloBaHHA 3 HACTYMNHOK nepekpucTanisadieto 3 rekcaH/AcOEt pasano 3-(1-metnn-3-
deHin-1H-nipason-4-in)-1-[3-(tpudTopmeTun)deHin]nipngasuH-4(1H)-oH (66 mr, 20% Buxig) gk 6iny
TBEpay peyvosuHy: Trn. 181-183°C; 'H amP (300 Mrl'y, CDCl3): & m.u. 4,00 (3H, c), 6,67 (1H, o, J =
7,9Tu), 7,06 (1H, pa, J = 2,3, 8,3 I'y), 7,35-7,40 (5H, m), 7,49-7,55 (3H, m), 8,21 (1H, g, J = 7,9 I'u),
8,70 (1H, c). PX-MC (ECI) m/z 397 [M + H]". Anan. 3HaiigeHo: C, 63,56; H, 3,85; N, 14,14.

Mpuknag 77

3-[1-(1-MeTuneTnn)-3-ceHin-1H-nipason-4-inl-1-[3-(TpucdtopmeTtun)deHininipugasunH-4(1H)-oH

Mpuknag 78
3-[1-(1-MeTnneTtun)-5-cbeHin-1H-nipason-4-in]-1-[3-(TpudTopmeTnn)deHin]nipngasnH-4(1H)-oH
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Cycnehsito  3-(3-cbeHin-1H-nipason-4-in)-1-[3-(TpudTopmeTnn)deHin]nipnaasmi-4(1H)-ony (325
mr, 0,85 mmons), 2-nognponaHy (0,130 mn, 1,3 mmonb) i K;CO3 (235 mr, 1,7 mmonk) B DMF (3 mn)
nepemiwysanu npotarom Houi npu 50°C. PeakuinHy cymiw BunvBanu y Boay i ekctparysanu AcOELt.
EkcTpakTt npomuBanu BoAow i posconom, cywmnnu Hag MgSO, i KOHUEHTpyBanu npu MOHMKEHOMY
TUCKY. 3anuLWOK oYuLLianmM KOJTOHKOBOK XpomaTtorpadieto Ha OCHOBHOMY cuiikarersi BUKOPUCTOBYHOYM
sk entoeHT AcOEt i noTim posaginanu 3a gonomorot npenapaTtnBHoi BEPX ogepxyloun BkasaHi B
3arosiIoBKy CMOMnyKu.

3-[1-(1-MeTnneTtun)-3-dbeHin-1H-nipason-4-in]-1-[3-(TpudpTopmeTun)denin]nipugasvH-4(1H)-oH:
6ina TBepaa pevoBuHa (27,8 Mr, 8% Buxia, kpuctanisysanu 3 rekcan/AcOEt); Trnn. 138-140°C; 'H
AMP (300 Ml'y, CDCl3): & m.u. 1,60 (6H, g, J = 6,8 '), 4,53-4,67 (1H, m), 6,66 (1H, g, J = 7,9 l'w),
7,04 (1H, pn, =21, 8,1 Tw), 7,34-7,41 (5H, m), 7,49-7,57 (3H, m), 8,21 (1H, A, J =7,9Tw), 8,74 (1H,
c). PX-MC (ECI) m/z 425 [M + H]". AHan. pospaxoBaHnuii ana CysHioFsN,O: C, 65,09; H, 4,51; N,
13,20. 3HanpgeHo: C, 64,68; H, 4,50; N, 12,98.

3-[1-(1-MeTnneTtun)-5-deHin-1H-nipason-4-in]-1-[3-(TpudpTopmeTnn)deHin]nipugasvH-4(1H)-oH:
Oina TBepaa peyosuHa (17,0 mr, 5% Buxig, nepekpuctanidyBanu 3 rekcaH/AcOEt); Tnn. 183-186°C;
'H AMP (300 Mru, CDCly): d m.u. 1,45 (6H, g, J = 6,4 T'w), 4,25-4,38 (1H, m), 6,60 (1H, 4, J = 7,9 Tw),
6,87 (1H, po, J = 2,1, 8,1 T'u), 7,25 (1H, c), 7,32-7,38 (3H, m), 7,45-7,52 (4H, m), 8,11 (1H, 8, J =7,9
ru), 8,69 (1H, c). PX-MC (ECI) m/z 425 [M + H]". Anan. 3naiigeHo: C, 64,95; H, 4,59; N, 13,14.

MpenapatneHy BEPX npoBogunu 3a yMmoOB ONMCaHMX HUXYE.

KonoHka: YMC CombiPrep Pro C18 RS (50 x 20 mm B[] S-5 MkM, 8 HM)

Temnepatypa konoHku: 25°C

Pyxoma cpasa: (A) 0,1% TFA B guctunboBaHiv Bogi, (B) 0,1% TFA B aueToHiTpuni

pagieHT: 0 xB (A/B = 64/36) — 1 xB (A/B = 64/36) — 30 xB (A/B = 64/36) — 30,30 xB (A/B =
0/100) —33,30 xB (A/B = 0/100) — 30,60 xB (A/B = 64/36) — 35 xB (A/B = 64/36)

LWBnakicte noToKy: 25 mn/xs

Oetektop: YO 220 UM

KoHueHTpauis: 100 mr/mn

O6‘eM iH‘ekuii: 0,150 mn

Yac ytpumanHs: 20,9 xB (npuknag 77) i 24,5 xs (npuknag 78)

Mpuknag 79

3-(3-PeHiniszokcason-4-in)-1-[3-(tpucdTopmeTtun)deHin]nipnaasuH-4(1H)-oH

[o posunHy 3-eTuHin-1-[3-(tpudptopmetun)deHin]nipugasut-4(1H)-oHy (104 mr, 0,391 mmonb) i
N-rigpokcmbeHsonkapbokcimigoinxnopuay (122 wr, 0,782 mmone) B THF (5 mn) pogasanu Et;N
(0,108 mn, 0,782 mmonb) npu 0°C. CycneHsilo nepemillyBany Npu KiMHaTHIN TeMnepaTtypi NPOTArom
14 r. Peakuito racunn sopgot. Cymiw ekctparyBanu AcOEt, npomuBanu poscorniom, Cyliunu Hag
Na,SO,4, inbTpyBanu, KOHLEHTpyBanuM Yy BakyyMmi, ouuLlanu KOMOHKOBOK XpomaTorpacdieto Ha
cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i Ha ocHoBHOMY cunikareni (rekcaH/AcOEt = 50/50 to
43/57) i kpuctanisysanu 3 AcOEt/rentaH ofepxyoum BkasaHy B 3aronoBky cnonyky (82,4 mr, 55%
BMXia) sik 6iny TBepay peyosuHy: Tnn. 217-219°C. 'H amp (AMCO-dg, 300 MIMy): 6 m.v. 6,87 (1H, g, J
= 8,0 l'u), 7,50-7,59 (3H, m), 7,86-7,92 (2H, m), 7,94-8,02 (3H, m), 8,15-8,26 (2H, m), 9,09 (1H, g, J =
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8,2 I'y). AHan. pospaxoBaHun anga C,oHi,F3NsO,: C, 62,67; H, 3,16; N, 10,96. 3HangeHo: C, 62,60; H,
3,19; N, 10,95.
Mpuknag 80
3-(4-®eHin-1,3-okcason-5-in)-1-[3-(TpudpTopmeTnn)deHin]nipngasnH-4(1H)-oH
0 0™\
N

NS

F

o po34yunHy 4-okco-1-[3-(TpudpTopmeTnn)deHrin]-1,4-gurigponipnaasvH-3-kapbansaerigy (52,8 wmr,
0,197 wmmonb) B MeCN (0,4 wmn) pogasanu N-metunigeH-1-[(4-meTtundeHin)cynbdoHin]-1-
deHinmeTaHamiH (53,8 wmr, 0,197 mmons) i K,CO3 (35,4 mr, 0,256 MmMonb) npu KiMHaTHI TemnepaTypi.
CycneHsito nepemillyBanu npu KiMHaTHIn TemnepaTypi npotsrom 1 gHsA. CycneHsilo po3Boaunnmu
Bogoto, ekcTparyBanm AcOEt, npomuBanu posconom, cywwunu Hag MgSO, dinbTpyBanu,
KOHLEHTpyBanu y BakyyMi, ouuLlany KOMOHKOBOK Xxpomartorpacdieto Ha cunikareni (rekcaH/AcOEt =
90/10 go 0/100) i kpuctanisysanu 3 AcOEt/rekcaH ogepxytoun BkazaHy B 3aronosky cnonyky (18,6 mr,
25% Buxig) Sk TBEPAY PEYOBUHY: 'H aup (OMCO-dg, 300 MI'y): & mM. 6,75 (1H, o, = 8,5 Tw), 7,33-
7,43 (3H, m), 7,64-7,70 (2H, m), 7,72-7,83 (2H, m), 7,92-8,01 (2H, m), 8,65 (1H, ¢), 9,02 (1H, 8, J = 7,7
lu). Anan. pospaxoBaHunm ana C,yoHi,F3N30,-0,2H,0: C, 62,08; H, 3,23; N, 10,86. 3HangeHo: C,
62,08; H, 3,38; N, 10,67.

Mpuknapg 81

3-(2-PeHin-1H-imigason-1-in)-1-[3-(TpudTopmeTnn)deHin]nipugasnH-4(1H)-oH

F
F

PosunH 3-amiHO-1-[3-(TpudpTopmeTtun)deHrin]nipugasmy-4(1H)-oHy (200 wmr, 0,783 mmonb) i
rniokcanto (40% posuuH, 0,0895 mn, 0,783 mmonb) B MeOH (2 mn) nepemiwyBany npu KiMHaTHIN
TemnepaTypi npotarom 20 r. [Jo po3unHy gopgaBanu 6eHsanbgerig (0,159 mn, 1,57 mmonb) i NH,CI
(84 wr, 1,57 mmonb). Cymiw HarpiBanu i3 3BOPOTHIM xonogunbHukoM npotdarom 90 xB. [o cymilui
ponasanu H3PO, (0,106 mn). Cymiw HarpiBanu i3 3BOPOTHIM XONOAUNBHUKOM NpOTAromM 24 r. Cymilu
possoaunu Bopgot, ekctparysanu AcOEt, npomuBanu BogHum posdnHoMm NaHCOj, cywwmnu Hag
Na,SO,4, inbTpyBanu, KOHLEHTpyBanu Yy BakyyMi, OuuMLlanu KONOHKOBOK XpomaTorpadieto Ha
cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i Ha ocHoBHOMY cunikareni (rekcaH/AcOEt = 50/50 o
0/100) i nepekpuctanizysanu 3 AcOEt/rentaH ogepxytoumn BkasaHy B 3aronosky cnonyky (9,3 mr, 3%
BUXia) sk 6iny TBepay peuoBuHy: Tnn. 204-205°C. *H AMP (AMCO-ds, 300 MIu): & m.u. 6,82 (1H, a, J
=8,0Tlu), 7,20 (1"H, g, J = 1,6 '), 7,33-7,41 (3H, m), 7,44-7,50 (2H, m), 7,62 (1H, c), 7,64-7,81 (4H,
M), 9,06 (1H, a, J = 8,0 I'y). AHan. po3paxoBaHun gna C,oHi3F3N4O: C, 62,83; H, 3,43; N, 14,65.
3HanpeHo: C, 62,50; H, 3,64; N, 14,56.

Mpuknapg 82

5-MeTokcm-3-(2-deHin-1H-imigason-1-in)-1-[3-(TpudTopmeTnn)deHin]nipnaasnH-4(1H)-oH
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Po3umH 3-amiHo-5-meTokcu-1-[3-(TpudpTopmeTun)deHin]nipugasun-4(1H)-ony (300 wr, 1,05
MMonb) i rniokcanto (40% posuuH, 0,240 mn, 2,10 mmonb) B MeOH (3 mn) nepemiwysanu npwm
KiMHaTHIN TemnepaTypi npoTtarom 24 r. [lo po3umHy aogasanu 6eHsanegerig (0,428 mn, 4,21 mmonb) i
NH,CI (225 wmr, 4,21 mmonb). Cymill HarpiBanu i3 3BOPOTHIM XO0NOANMNbHUKOM NPOTAroM 2 r. [lo cymiui
ponasanu HiPO, (0,142 mn). Cymiw HarpiBanu i3 3BOPOTHIM xonoanneHukom npotarom 20 r. Cymiw
po3sBoauny BOAOK i HacnyeHuM BogHum po3dmHom NaHCOj;, ekctparysanu AcOEt, cywwunn Hag
Na,SO,, inbTpyBanu, KOHUEHTPYBanM Yy BakyyMi, OuvuLlany KOMOHKOBOK Xpomartorpadicto Ha
ocHoBHOMY cunikareni (rekcan/AcOEt = 50/50 pgo 0/100) i BEPX i nepekpucrtanisyBanu 3
AcOEt/rekcaH ogepxyloun BkasaHy B 3aronioBky crnonyky (126 mr, 29% Buxig) sk 6iny TBepay
peyoBuHy: Tnn. 167-170°C. *H AMP (OMCO-ds, 300 MIu): & m.u. 3,94 (3H, ¢), 7,19 (1H, A, J = 1,5
Mu), 7,31-7,49 (5H, m), 7,61 (1H, g, J = 1,5 T'y), 7,68-7,91 (4H, m), 8,80 (1H, c). AHan. po3paxoBaHumn
ansa C,HqsF3N,O,-0,7H,0: C, 59,35; H, 3,89; N, 13,18. 3HaligeHo: C, 59,28; H, 3,69; N, 13,12,

MpenapatneHy BEPX npoBogunm 3a yMOB ONMMUCaHNX HUXKYE.

KonoHka: Waters SunFire Column C18 (30 x 50 Mm S-5 MKkMm)

Temnepatypa KonoHku: 25°C

Pyxoma dpasa: (A) 0,1% TFA B guctuneoaHin Bogi, (B) 0,1% TFA B aueToHiTpuni

pagieHT: 0 xB (A/B = 90/10) — 1,20 xB (A/B = 90/10) — 4,75 xB (A/B = 0/100) — 7,75 xB (A/B =
0/100) — 7,85 xB (A/B = 90/10) — 8,50 x8 (A/B = 90/10)

LWenakicte noToky: 70 mn/xs

Oetektop: YO 220 HM

KoHueHTpauis: 94 mr/mn

O6'eM iH‘ekuii: 600 Mkn

Mpuknag 83

3-(4-®eHin-1H-imigason-5-in)-1-[3-(TpudTopmeTnn)eHin]nipnaasnH-4(1H)-oH
O HNT\

N

Cymiw  4-okco-1-[3-(TpudpTopMeTun)deHinl-1,4-gurigponipngasuH-3-kapbanbgeriny (129  wr,
0,479 mmonb) i NH3 (30% BogHun posunH, 0,168 mn, 1,29 mmone) B THF (1,5 mn) nepemiwysanu npu
KiMHaTHIn  Temnepatypi npotarom 4 r. o cymiwi gogasBanu  N-metunigen-1-[(4-
mMeTundeHin)cynbgoHinl-1-penHinmetaHamii (131 wr, 0,479 mmonb) i ninepasuH (41,3 wr, 0,479
MMOIb) NpW KiMHaTHIN TemnepaTypi. Cymiw nepemiwyBany npu KiMHaTHIA TemnepaTypi NpoTsarom 2
AHiB. Cymiw po3Bogunu BOAOK i HacuyeHum BogHum po3umHom NaHCOs;, ekctparyeBanm AcOEL,
cywunn Hap Na,SO, dinbTpyBanu, KOHUEHTpyBanuM y BakyyMmi, o4ulanun KONIOHKOBOK
xpomaTtorpadieto Ha ocHoBHoMY cunikareni (rekcaH/AcOEt = 40/60 go 0/100 i AcOEt/MeOH = 100/0
po 70/30) i nepekpuctanisysanu 3 AcCOEt/rekcaH ofepxytoumn BkazaHy B 3arofioBky crnonyky (85,6 wmr,
47% Buxig) sik 6Gnigo->X0BTY TBEPAY PEYOBUHY: 'H amP (OMCO-dg, 300 MINu): ® M. 6,70 (1H, o, J =
7,7 Tu), 7,22-7,44 (3H, wm), 7,57-7,85 (7H, m), 8,97 (1H, Ao, J = 8,0 Tu), 12,75 (1H, c). Axan.
pospaxoBaHun ans C,oHi3FsN4O-0,7H,0: C, 60,82; H, 3,67; N, 14,19. 3nangeHo: C, 60,79; H, 3,76;
N,13,84.

Mpuknapg 84

3-(1-MeTtun-4-ceHin-1H-imigason-5-in)-1-[3-(TpudpTopmeTun)derin]nipnagasnH-4(1H)-oH
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Cymiw  4-okco-1-[3-(TpucptopmeTtun)deHin]-1,4-gurigponipnaasvH-3-kapbansgeriny (129  wr,
0,479 mmonb) i MeNH, (40% BogHui po3uumH, 0,050 mn, 0,575 mmonb) B8 DMF (3,5 mn) nepemiwysanu
npu KiMHaTHin Temnepatypi npotarom 90 xB. [o cywmiwi pogasann N-meTtunigeH-1-[(4-
mMeTundeHin)cynsdoHinl-1-eninmetadamid (131 wmr, 0,479 mmonb) i K,CO3 (66,2 mr, 0,479 mmonb)
npw KiMHaTHIN TemnepaTtypi. Cymill nepeMillyBany Npu KiMHaTHIA TemnepaTypi npotarom 27 r. Cymilu
po3soaunu Bopoto, ekcTparyBanu AcOEt, npommBanu BogHum po3ynHoM NaHCOj;, cywwnu Hag
Na,SO,4, dinbTpyBanu, KOHUEHTpYBanuM Yy BaKyyMi, OYuMLANM KOJSIOHKOBOK XpomaTtorpadieto Ha
ocHoBHOMY cunikareni (rekcaH/AcOEt = 40/60 po 0/100 i AcOEt/MeOH = 100/0 pgo 70/30) i
nepekpuctaniayBanu 3 AcOEt/rekcaH ogepxytoun BkasaHy B 3aronoBky cnonyky (145 mr, 76% Buxig)
sik BNifo-KOBTY TBEpAYy peyoBuHy: Tnn. 214-216°C. *H AMP (OMCO-dg, 300 MIw): & m.u. 3,60 (3H,
¢), 6,74 (1H, g, J =8,0 I'u), 7,15-7,32 (3H, m), 7,45-7,53 (2H, m), 7,71-7,89 (4H, m), 7,91-7,98 (1H, m),
9,04 (1H, g, J = 8,0 ly). AHan. pospaxoBanmn gna C,Hi;sF3N4,O: C, 63,63; H, 3,81; N, 14,14,
3HangeHo: C, 63,50; H, 3,89; N, 14,04.

Mpuknag 85

3-(2-PeHindypaH-3-in)-1-[3-(TpudTopmeTun)deHin]nipnagasuH-4(1H)-oH

F

Cymiw 3-6pom-1-[3-(TpudptopmeTun)denin]nipugasmy-4(1H)-ony (300 mr, 0,940 mmons), (2-
deHindypan-3-in)éopoHoBoi kucrnotn (265 wr, 1,41 mmonb), Na,CO; (299 wr, 2,82 mmonb) i
Pd(PPh3), (54,3 wr, 0,047 mmonb) B DME (3,6 mn) i Bogi (1,1 mn) Harpisanu npu 80°C npotsirom 4 1 B
atmocdpepi Ar. Cymiw possogunu Bogoto, ekctparysanu AcOEt, npomuBanu BOAHMM PO3YMHOM
NaHCO;, cywwunu Hag Na,SO,4 dinbTpyBanu, KOHUEHTpyBanu y Bakyymi, ouyuLlanu KOFIOHKOBOKO
xpomaTtorpadieto Ha ocHoBHoMY cunikareni (rekcaH/AcOEt = 80/20 go 0/100) i nepekpucTanisysanu 3
AcOEt/rentaH ogepxytoun BkaszaHy B 3aronoBky crnonyky (23,9 mr, 7% Buxig) sik 6nigo-xoBTy TBEpAYy
peyvoBuHy: Tnn. 159-163°C. 'H amp (AMCO-dg, 300 MI'u): & m.u. 6,63 (1H, o, J = 8,0 '), 6,99 (1H,
a,Jd=197Tu),7,32-7,43 (3H, m), 7,54-7,60 (2H, m), 7,69-7,76 (2H, m), 7,78-7,82 (1H, m), 7,85 (1H, A,
J =19 Tlu), 7,85-792 (1H, m), 896 (1H, g, J = 8,0 lu). AHan. pospaxoBaHuin Ans
C21H13F3N202'0,3H20: C, 65,05; H, 3,54; N, 7,22. 3Hal7|.l:|.eH0: C, 65,20; H, 3,63; N, 7,29.

Mpuknapg 86

3-(2-PeHinTiodeH-3-in)-1-[3-(TpudTopmeTun)deHinlnipngasuH-4(1H)-oH
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Cymiw 3-6pom-1-[3-(TpudptopmeTun)derin]nipngasmH-4(1H)-ony (137 wmr, 0,428 mmons), (2-
deHinTiogeH-3-in)6opoHoBoi kucnotu (87,4 mr, 0,428 mmonsk), Na,COs; (136 wmr, 1,28 mmonb) i
Pd(PPhs), (24,7 mr, 0,021 mmons) B DME (1,6 mn) i Boan (0,49 mn) Harpisanu npu 80°C npoTtarom 18
r B atmocdepi Ar. Cymiw possogunu Bogoto, ekctparyBanu AcOEt, npommuBann BogHMM poO3dYMHOM
NaHCO;, cywwunu Hag Na,SO,, inbTpyBanu, KOHUEHTpyBanu y BaKyyMi, ouvLiann KOSIOHKOBOMO
xpomaTtorpadieto Ha ocHoBHoMy cunikareni (rekcaH/AcOEt = 80/20 go 0/100) i nepekpucTanisyBanmu 3
AcOEt/rentaH ogepxytwoun BkasaHy B 3aronoBky crnonyky (38,6 mr, 23% Bwuxig) sk 6iny TBepay
peyoBuHy: Tnn. 167-168°C. *H AMP (OMCO-ds, 300 MI'u): & m.u. 6,62 (1H, a, J = 8,0 '), 7,30-7,41
(5H, m), 7,47 (1H, wc), 7,51 (1H, g, J = 5,2 T'w), 7,55-7,72 (4H, m), 8,91 (1H, g, J = 8,0 I'y). Axan.
pospaxoBaHui ansa C,1H13FsN-OS: C, 63,31; H, 3,29; N, 7,03. 3nangeHo: C, 63,08; H, 3,37; N, 7,01.

Mpuknapg 87

5-MeTtokcu-3-(1-deHin-1H-nipason-5-in)-1-nipuamH-4-innipngasunH-4(1H)-oH

Cymiw 3-aueTtun-5-metokcu-1-nipuamH-4-innipuaasmH-4(1H)-ony (2,9 r, 12 wmmonb) i N,N-
anmeTtundopmamiganmeTtunauetanto (20 M) KUN'ATUN i3 3BOPOTHIM XONOANITBHMKOM NPOTAroM 3 T.
CyMmill KOHUEHTpyBanu Mnpu MOHMXKXEHOMY TUCKY. Po3uuH 3anuvwky i deHinrigpasviy (2,3 mn, 23
MMornb) B AcOH (30 mn) kvn'sTunm i3 3BOPOTHIM xonmogunbHukoMm npoTtdarom 3 r. [licns
nepemilyBaHHS Npuy KIMHaTHIN TemnepaTypi NPOTAroM HOYi, CyMill KOHLEHTPpYBanu npy NOHWXEHOMY
Tncky. 3anuuwok possogunu AcOEt. Cymiw npommBanu HacudeHum BogHMM po3dmHoMm NaHCOj i
posconoM. OpraHidyHmn wap cywunm Hag MgSO,, dinbTpyBanu i KOHLEHTPYBaNM Mpu NMOHWKEHOMY
TUCKY. 3anuLWOK oYuLLanmM KOSTOHKOBOK XpomaTtorpadieto Ha OCHOBHOMY cunikarersi BUKOPUCTOBYOYM
ak entoeHT AcOEt/rekcan (30/70-100/0) opepxytoum 6nigo-xoBTi kpuctanu. Kpuctanu npomusanu
AcOEt i nepekpuctanizyBanu 3 MeOH/AcOEt/rekcaH ogepxytoum BkasaHy B 3aronioBky crnonyky (0,76
r, 19% Buxig) sk 6ini kpuctanu: Tnn. 195-197°C; 'H amp (300 My, AMCO-dg): & m.u. 3,90 (3H, c),
7,17-7,23 (3H, m), 7,35-7,50 (5H, m), 7,82 (1H, g, J = 1,9 Tu), 8,52 (2H, og, J = 4,8, 1,5Tu), 8,64 (1H,
c). PX-MC (ECI) m/z 346 [M + H]". Anan. pospaxoBanuii ans C1sH1sNsO,: C, 66,08; H, 4,38; N, 20,28.
3HanpeHo: C, 65,85; H, 4,30; N, 20,25.

Mpuknapg 88

5-MeTtokcu-3-(1-eHin-1H-nipason-5-in)-1-xiHoniH-8-innipnaasunH-4(1H)-oH

N
7
N

Cymiw 3-6pom-5-meTokcu-1-xiHoniH-8-innipugasuH-4(1H)-oHy (70 mr, 0,217 mmonb), 1-deHin-5-
(4,4,5,5-teTpameTun-1,3,2-giokcaboponaH-2-in)-1H-nipasony (88,1 mr, 0,326 mmonb), KOAc (42,6 wmr,
0,434 mmonb) i PACI{P(1-Bu),(Ph-n-NMe,)}, (7,7 mr, 0,0109 mmonb) B BUuOH (1,1 mn) i Boai (0,1 mn)
HarpiBanu i3 3BOPOTHIM XONOAWIbHUKOM npoTarom 16 r B atmocdepi Ar. Cymill po3sBoaunu Bogoto,
ekctparyBann AcOEt, npomuBanu HacuyeHum BogHuM po3dnHoM NaHCOsj, cywmnu Hag Na,SOy,
GinbTpyBanu, KOHLEHTPYBanu y BaKyyMi, O4YMLLanM KOFIOHKOBOK XpomaTorpadieto Ha OCHOBHOMY
cunikareni (rekcaH/AcOEt = 50/50 go 0/100 i AcOEt/MeOH = 100/0 go 70/30) i nepekpucTtanisysanu 3
AcOEt/rekcaH ofgepxyloum BKasaHy B 3arofioBky cnonyky (69,9 wr, 81% Buxig) sk 6iny TBepay
peyvoBuHy: Tnn. 189-192°C. 'H ampP (AMCO-dg, 300 MIu): & m.u. 3,76 (3H, ¢), 6,98 (1H, c), 7,31-7,49
(6H, m), 7,58-7,73 (2H, m), 7,78 (1H, A, J =19 Tu), 8,14 (1H, o, J =8,3Tu), 8,54 (1H, g, J = 7,9 T'w),
8,67 (1H, c¢), 8,99 (1H, g, J = 4,1 I'y). AHan. po3paxoBaHun gns C,3Hi7;Ns0,: C, 69,86; H, 4,33; N,
17,71. 3HanpgeHo: C, 69,61; H, 4,37; N, 17,57.

Mpuknag 89

5-MeTokcu-3-(1-deHin-1H-nipason-5-in)-1-(1,2,3,4-TeTparigpoxiHoniH-8-in)nipnaasnH-4(1H)-ony
rigpoxnopug
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HCI

Cymiw  5-meTtokeun-3-(1-deHin-1H-nipason-5-in)-1-xiHoniH-8-innipuaasunH-4(1H)-oHy (42,6  wr,
0,108 mmoneb) i PtO, (4,0 mr, 0,018 mmone) B TFA (1 Mn) nepemiwyBanu npu KiMHaTHIN TemnepaTypi
npotsarom 2 AHiB B atmocdepi H,. Cymiw possogunmu MeOH, ginbTpyBanu 4depes Lwap uenity,
po3goaunu HacudeHum BogHuM po3umHoM NaHCOj;, KkoHUeHTpyBanmu Yy Bakyymi i ouuwianu
KOMOHKOBOK Xpomartorpadieto Ha ocHoBHomy cunikareni (rekcaH/AcOEt = 50/50 go 0/100). Oo
3anuuwky gogaBanu 4 N HCI B AcOEt i postnpanu 3 Tonyon/rekcaH ogepXXytoun BkasaHy B 3arofioBKy
crnonyky (20 mr, 43% BuXxig) SIK )XOBTY TBEPAY PEYOBUHY: 'H ampP (OMCO-dg, 300 MI'y): & m.u. 1,69-
1,82 (2H, m), 2,70 (2H, T, J = 6,6 T'u), 3,12 (2H, 7, J = 5,3 T'u), 3,75 (3H, ¢), 6,41 (1H, 7, J = 7,6 TL),
6,64 (1H, o, J=6,4Tu), 6,88 (1H, o, J=19Tu), 6,94 (1H, o, J =6,0 'y), 7,12-7,44 (5H, m), 7,76 (1H,
a,Jd=19Tu), 8,14 (1H, c).

Mpuknag 90

1-(2,2-AndpTop-1,3-6eH3oqiokcon-4-in)-5-meTokeun-3-(1-deHin-1H-nipaszon-5-in)nipnagasnH-4(1H)-

g

Po3unH 1-(2,2-gndpTop-1,3-6eH3ogiokcon-4-in)-3-[3-(aMmeTunamiHo)npon-2-eHoin]-5-
mMeTokcunipnaasnH-4(1H)-ony (2,0 r, 5,3 Mmmornb) i cpeHmrl,qpasley (1,0 mn, 11 mmonb) B AcOH (20
M) KUA'ATUNK i3 3BOPOTHIM XONOAUMBbHUKOM MpoTsrom 3 r. CyMill KOHLEHTPYBanM npu noHWXEHOMY
Tncky. 3anuwok possoagunu AcOEt, i npommBanu Hacu4yeHum BogHUM po3unHoM NaHCO; i posconom.
OpraHiynni wap cywunn Hag MgSO,, dinbTpyBanu i KOHUEHTPYBanuM MpU MOHWXEHOMY TMUCKY.
Banuwok xpomaTorpacdyBanu Ha cunikareni (30/70-100/0 AcOEt/lekcaH) oaepXytunm >KOBTI
kpuctanu. Kpuctanu nepekpucranisysanu 3 AcOEt/reKcaH O0EepXKytoun BKasaHy B 3arofioBKy CrOMyKy
(1,1 r, 51% Bunxia) sk 6ini kpuctanu: Tnn. 181-183°C; 'H AmP (300 MrI'u, CDCI3): & m.4. 3,95 (3H, c),
6,19 (1H, pp, J = 8,3, 1,1 '), 6,89 (1H, 1, J = 8,3 'y), 6,99 (1H, nn, J = 8,3, 1,1 T'u), 7,36-7,47 (6H,
M), 7,80 (1H, A, J = 2,3 '), 8,07 (1H, c). PX-MC (ECI) m/z 425 [M + H]". AHan. po3paxoBaHuii ans
C,1H14F2N,O4: C, 59,44; H, 3,33; N, 13,22. 3HangeHo: C, 59,43; H, 3,44; N, 13,22.

Mpuknag 91

1-(2-®1op-4-rigpokcndeHin)-5-metokeu-3-(1-deHin-1H-nipazon-5-in)nipngasnH-4(1H)-oH

OH

CymiLu 1-[4-(6eH3unokcm)-2-bTopdeHin]-5-metoken-3-(1-deHin-1H-nipason-5-in)nipyaasvH-
4(1H)-oHy (5,53 1, 11,8 mmons), 10% Pd-C (50% Bornoru, 3,0 r), THF (150 mn) i MeOH (150 mn)
rinpysanu npotsaroMm 1,5 r npu kiMHaTHIM Temnepatypi. PeakuinHy cymiw cinsTpyBanu, i dinbtpat
KOHLUEHTpyBanu npu MOHWKEHOMY TUCKy. 3anuwok nepekpuctanidysanm 3 MeOH/H,O opepxytoun
BKasaHy B 3aronosky crnonyky (4,07 r, 91% Buxig) gk 6nigo-xoBTy TBEpAY pevyoBuHy: Tnn. 223-224°C;
'H AMP (300 My, AMCO-dg): & m.u. 3,75 (3H, c), 6,60 (1H, aaa, J = 1,1, 2,6, 8,7 Tw), 6,73 (1H, aa, J
=2,6,12,8 '), 6,90-6,96 (2H, m), 7,28-7,44 (5H, m), 7,78 (1H, g, J =1,9Tu), 8,39 (1H, o, J =1,9 '),
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10,44 (1H, wc). PX-MC (ECI) m/z 379 [M + H]*. Anan. pospaxoaHnuin ans C,oH;sFN4O3:-0,5H,0: C,
62,01; H, 4,16; N, 14,46. 3HangeHo: C, 62,18; H, 4,16; N, 14,49.
Mpuknag 92
1-[2-®Top-4-(TpUdTOopMeTOKCH)beHin]-5-meToken-3-(1-deHin-1H-nipason-5-in)nipngasunH-4(1H)-
OH

F. O
T

PosunH 3-auetun-1-[2-dpTOp-4-(TpudpTopmeToken)dpeHin]-5-metokeunnipmaasnH-4(1H)-ony (2,8 r,
8,1 mmonb) i N,N-gnmetundopmamiggiisonponinauetanto (8,5 mn, 40 mmons) B Tonyoni (50 mn)
KMN‘aTUnn i3 3BOPOTHIM XOMNoAuMMbHWKOM npoTarom 5 1. [licna nepemiwyBaHHA MNpy KiMHaTHIN
TemnepaTypi NPOTArOM HOYi, CyMill KOHLEHTPYBanuM Mpu MOHWXKEHOMY TUCKY. PO34YMH 3anuwky i
deHinrigpasmny (2,0 mn, 20 mmons) B AcOH (30 mn) KMn‘ATMnAM i3 3BOPOTHIM XOMOAWMBbHMKOM
npotarom 3 r. [licna nepemiwyBaHHA nNpW KiMHATHIA TemnepaTypi NPOTArOM HOMi, CyMiL
KOHLUEHTpyBanu npu MOHWKEHOMY TUCKy. 3anuwok possogunu AcOEt i npomuBanun HacuyeHum
BogHMM po3umHoM NaHCO; i posconom. OpraHiyHui wap cywunm Hag MgSO,, dinbTpyBanu i
KOHLUEHTpyBanu npu MOHWXEHOMY TWUCKy. 3anuok xpomaTorpadpysanu Ha cunikareni (10/90-100/0
AcOEt/rekcaH) ogepxytoun 2,4 r HeouuweHoro npogykty. OAOMH rpamM HeOYULLEHOro NPOAYKTY
ounwanm npenapatmBHoto BEPX i o6‘egHaHy dpakuito KOHUEHTpyBanum MNpu MOHMXKEHOMY TUCKY.
PosunH, wo sanuwwuscs, nignyroyBanu HacudeHuMm BogHuM po3dnHoMm NaHCO; i ekctparysanu
AcOEt. OpraHiyHni Wwap npoMmBany po3cosnom, cywmnu Hag MgSO,, dinbTpyBanu i KOHUEHTpYBanu
npu noHwkeHomy Tucky. Kpwuctanu, wo 3anuwwunuce, nepekpuctanidysanu 3 AcOEt/rekcaH
OflepXyloun BkasaHy B 3arorloBky cronyky (0,66 r) sik 6ini kpuctanu: Tnn. 117-118°C; *H AMP (300
Mly, CDClg): & m.u. 3,90 (3H, c), 6,43 (1H, 1, J = 8,7 '), 6,85-6,90 (1H, m), 7,09 (1H, aa, J = 11,5,
1,7Tu), 7,34 (1H, g, J =1,9 l'y), 7,35-7,47 (5H, m), 7,77 (1H, A, J = 2,3 Tw), 7,78 (1H, a4, J = 1,9 T'w).
PX-MC (ECIl) m/z 447 [M + H]*. Anan. posp. ans CyH.4FuN4Os: C, 56,51; H, 3,16; N, 12,55.
3HanpeHo: C, 56,51; H, 3,14; N, 12,61.

MpenapatneHy BEPX npoBoaunu 3a yMoB ONUCaHUX HUXYE.

Kononka: Waters SunFire Column C18 (30 x 50 MM S-5 MKm)

Temnepatypa konoHku: 25°C

Pyxoma dpasa: (A) 0,1% TFA B auctunboaHin soai, (B) 0,1% TFA B aueToHiTpuni

NpagieHT: 0 xB (A/B = 90/10) — 1 xB (A/B = 90/10) — 4,75 xB (A/B = 0/100) — 7,40 x8 (A/B =
0/100) —7,41 xB (A/B = 90/10) — 8,50 x8 (A/B = 90/10)

LWBunakicTe noTtoky: 70 mn/xe

HetekTop: YO 220 HM

KoHueHTpauisa: 100 mr/mn

O6‘em iH‘ekuii: 10 mn

Mpuknag 93

3-®T10p-4-[5-MeToKCcU-4-0kco-3-(1-deHin-1H-nipaszon-5-in)nipuaasunH-1(4H)-inldeHin
TpudTOpMETAHCYNbgOHAT

S
77\
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NaH (60% B macni, 0,552 r, 13,8 monb) nopuiasmMu gogaBanu Npw KiMHaTHIA TemnepaTypi 4o
posunHy  1-(2-cpTop-4-rigpokcundenin)-5-metoken-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-ony
(4,01 r, 10,6 mmonb) i N-cbeHinbic(tpudpTopmeTtaHcynbdoHivigy) (4,18 r, 11,7 mmonb) B THF (600
mn). MMicna nepeMiwyBaHHA NpoTArom 1 r, peakuiiHy CyMill KOHLLEHTPYBanu nNpu MOHWKEHOMY TUCKY.
3anuwok possoannu AcOEt, npommeanu Bogoto i po3conom, cywmnm Hag MgSO, i KOHUEHTpyBanu
Npyv MOHWXKEHOMY TUCKY. 3anuoK ouMwanu KOFIOHKOBOK Xxpomartorpadieto Ha cunikareni
BUKOPUCTOBYIOUN siK entoeHT rekcaH/AcOEt (1/2) i kpuctanizyBanu 3 rekcaH/AcOEt op,e?»(yroqm
BKa3aHy B 3arosnioBky cnonyky (4,73 r, 87% Buxia) gk 6iny Tsepay pedosuHy: Tnn. 108-110°C; "H AMP
(300 MTl'u, CDCI3): 6 m.u. 3,91 (3H, ¢), 6,46 (1H, 1, J = 9,0 l'u), 6,94 (1H, paa, J = 1,5, 2,6, 9,0 w),
7,18 (1H, pg, J = 2,6, 10,9 T'u), 7,34-7,47 (6H, m), 7,78 (1H, o, J = 2,6 Tu), 7,79 (1H, o, J = 1,9 'u).
PX-MC (ECI) m/z 511 [M + H]". Anan. pospaxosaHuit ana C,H1,F4N,OsS: C, 49,42; H, 2,76; N,
10,98. 3nangeHo: C, 49,30; H, 2,79; N, 10,96.

Mpuknag 94

1-(3-bpom-2-pTopheHin)-5-meTokcu-3-(1-deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH

Br

Cywmiw 3-auetun-1-(3-6pom-2-cpTopdeHin)-5-metokcunipngasun-4(1H)-oHy (2,98 r, 8,74 mmone) B
N,N-gumeTundopmamigommeTunauetani (30 mn) HarpiBanu i3 3BOPOTHIM XOMNOAWUMBbHUKOM MPOTArOM
3,5 r. Cymiw KoHUeHTpyBanu y Bakyymi. o sanuwky gogasanv AcOH (30 mn) i deHinrigpasuH (1,72
mn, 17,5 mMmonb). Cymilw HarpiBanm i3 3BOPOTHIM XONogunbHUKOM npoTsarom 4 r. Cymiw po3sogunm 1
M BogHum posymHom HCI, ekctparysanu AcOEt, npomuanu HacuyeHnm BogHum posdnHom NaHCOg,
cywunun Hap Na,SO, dinbTpyBanu, KOHUEHTpyBanuM Yy Bakyymi, o4ulanu KONTOHKOBOIO
xpomaTtorpadieto Ha ocHoBHoMY cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i nepekpucTanidysanu 3
EtOH ogepxytoun BkazaHy B 3aronioBky cnonyky (2,29 r, 59% Bwuxig) sik )OBTy TBepay pevyoBuHy: Tnn.
186-191°C. *H AMP (OMCO-dg, 300 MIw): & m.u. 3,77 (3H, c), 6,99 (1H, a4, J = 1,9 T'y), 7,08-7,15 (1H,
m), 7,17-7,26 (1H, ™), 7,28-7,47 (5H, ™), 7,74-7,86 (2H, wm), 8,55 (1H, g, J = 2,3 T'y). Anan.
pospaxoBaHu ans CooHi4BrEN,O,: C, 54,44; H, 3,20; N, 12,70. 3HangeHo: C, 54,70; H, 3,30; N,
12,82.

Mpuknag 95

5-MeTokcu-3-(1-deHin-1H-nipason-5-in)-1-(2,2,6-1pudtop-1,3-6eH3ogiokcon-5-in)nipngasnH-
4(1H)-oH

Cywmiw 3-6pom-5-meTtokeu-1-(2,2,6-tpudptop-1,3-6eH3ogiokcon-5-in)nipngasmH-4(1H)-oHy (145 wr,
0,383 mmonb), 1-deHin-5-(4,4,5,5-Tetpametnn-1,3,2-giokcabopona-2-in)-1H-nipasony (155 wr,
0,575 mmoneb), K,CO3 (106 mr, 0,766 mmonb) i PACI{P(T-Bu),(Ph-n-NMe,)}, (13,6 mr, 0,0192 mmornb)
B8 Tonyoni (1,9 mn) i Bogi (0,19 mMn) HarpiBanu i3 3BOPOTHIM XonoaunbHUKOM npoTtsaroMm 18 r nig Ar.
Cymiw possogunu BogHuM po3unHom NaHCO;, ekctparyBanu AcOEt, cywwmnu Hag Na,SOy,
inbTpyBanu, KOHUEHTPYBanM y BakyyMi i ovuLlany KONOHKOBOK XpoMaTorpadieto Ha OCHOBHOMY
cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i nepekpuctanizyBanu 3 AcOEt/rekcaH opepxytouu
BkasaHy B 3aronoBky cronyky (102 mr, 60% Buxig) sk 6nigo-xoBTy TBepay pedoBuHy: Tnn. 200-
202°C. *H AMP (OMCO-ds, 300MIu): & m.u. 3,76 (3H, c), 6,97 (1H, A, J = 1,9 ['u), 7,27-7,47 (6H, m),
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7,79 (1H, o, J=19Tu), 7,86 (1H, o, J = 9,4 I'u), 8,48 (1H, g, J = 1,9 I'y). AHan. po3paxoBaHui Ans
C,1H13F3N4O4: C, 57,02; H, 2,96; N, 12,67. 3HarageHo: C, 56,94; H, 3,01; N, 12,59.
Mpuknag 96
5-MeTokeun-1-(2,2,3,3,7-neHTadTop-2,3-anrigpo-1,4-6eH3oaiokcunH-6-in)-3-(1-dpeHin-1H-nipason-5-
in)nipngasunH-4(1H)-oH

F F

Cymiw 3-6pom-5-metokcun-1-(2,2,3,3,7-neHtadTop-2,3-gurigpo-1,4-6eH3oniokcuH-6-in)nipuaasmH-
4(1H)-oHy (200 wmr, 0,466 mmonb), 1-deHin-5-(4,4,5,5-TetpameTnn-1,3,2-giokcaboponaH-2-in)-1H-
nipasony (189 wr, 0,699 mmonb), K,CO3 (129 wmr, 0,932 mmons) i PACI{P(T-Bu),(Ph-n-NMe,)}, (16,5
mr, 0,0233 mmonb) B Tonyoni (2,3 mn) i Boai (0,23 mn) HarpiBanu i3 3BOPOTHIM XOMOAMITBHUKOM
npotarom 20 r nig Ar. Cymilw po3BoAMnN BOAOK, PO3COMOM i Hacn4eHnm BogHnm posydnHom NaHCOjs,
ekctparyBanm AcOEt, cywwnn Hag Na,SO, dinbTpyBanu, KOHUEHTpyBanmu y Bakyymi, ouuLianu
KOMOHKOBOK XxpomaTorpacpieto Ha ocHoBHOMY cunikareni (rekcaH/AcOEt = 50/50 po 0/100) i
nepekpuctanizysanu 3 AcOEt/rekcaH ogepytoum BkasaHy B 3aronosky cnonyky (150 mr, 66% Buxia)
sk 6iny TBepay pevosuHy: Tnn. 192-194°C. 'H AMP (AMCO-dg, 300 MI'y): & m.4. 3,76 (3H, c), 7,00
(1H, 8, J=1,9Tu), 7,28-7,48 (6H, m), 7,79 (1H, o, J =1,9Tu), 7,93 (1H, g, J =10,5Tu), 8,51 (1H, A, J
= 1,9 I'y). AHan. po3paxoBanuii ansa C,,H13FsN,Oy4: C, 53,67; H, 2,66; N, 11,38. 3HangeHo: C, 53,73;
H, 2,72; N, 11,33.

Mpuknag 97

1-[4-(UmknonponineTuHin)-2-TopdeHin]-5-metokeu-3-(1-deHin-1H-nipason-5-in)nipnagasuH-
A(1H)-oH

CymiL 3-pTop-4-[5-meToken-4-okco-3-(1-deHin-1H-nipason-5-in)nipugasmH-1(4H)-
in]cdeHinTpudpTopmeTaHcynbdoHaty (255 mr, 0,5 mmonb), uuknonponinetuneHy (0,0846 mn, 1,0
mmonb), i-ProNEt (0,348 mn, 2,0 mmonsb), Cul (9,5 mr, 0,05 mmonb), Pd(PPh3),Cl, (17,5 wr, 0,025
mmoneb) i PPh; (6,6 mr, 0,025 mmone) B DMF (1 mn) Harpisanu npu 40°C npotsarom 90 xB nig Ar.
Cymiw possogunu BogHum posunHom NaHCOj;, ekctparysanu AcOEt, cywwmnu Hag Na,SOy,
GinbTpyBanu, KOHLEHTPYBanu y BaKyyMi, O4YMLLanM KOFIOHKOBOK XpomaTorpadieto Ha OCHOBHOMY
cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i nepekpuctanizyBanu 3 AcOEt/rekcaH opepxyrouu
BKasaHy B 3aronosky cnonyky (181 mr, 85% Buxia) sk XoBTy TBepay peyoBuHy: Tnn. 145-146°C. 'H
AMP (OMCO-dg, 300MI'y): & m.4. 0,74-0,82 (2H, m), 0,88-0,98 (2H, m), 1,58 (1H, 1T, J = 8,2, 5,1 L),
3,77 (3H, ¢), 6,91-7,01 (2H, m), 7,20 (1H, pg, J = 8,3, 1,1 I'u), 7,28-7,51 (6H, m), 7,78 (1H, A, J = 1,9
lu), 8,47 (1H, g, J = 1,9 'u). AHan. po3paxoBaHun ansa C,sHioFN4O5: C, 70,41; H, 4,49; N, 13,14.
3HanpgeHo: C, 70,33; H, 4,60; N, 13,08.

Mpuknag 98

1-(4-Uuknonponin-2-cgpTopdeHin)-5-meToken-3-(1-dpeHin-1H-nipason-5-in)nipugasnH-4(1H)-oH
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CymiL 3-pTop-4-[5-meTokcn-4-okco-3-(1-deHrin-1H-nipason-5-in)nipyaasmH-1(4H)-
in]cdeHinTpudTopMeTaHcynbdoHaty (255 mr, 0,5 MMornb), uMknonponinéopoHoBoi kucnotu (55,8 wr,
0,65 wmmonb), KsPO, (372 wmr, 1,75 wmmonb), Pd(OAc), (56 wmr, 0,025 wmmonb) i
TpuumknorekcunadocdiHy (14 mr, 0,05 mmonb) B Tonyoni (2,25 mn) i Boai (0,11 mn) HarpiBanu npu
100°C npotsarom 4 r nig Ar. Cymiw possogunu BogHum po3dvmHom NaHCO;, ekctparysann AcOEt,
cywunn Hag Na,SO, dinbTpyBann, KOHUEHTPYBanM y BaKyyMi, OuYuLWanM KOJNOHKOBOMO
xpomaTtorpadieto Ha ocHoBHomy cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i nepekpucTanisysanu 3
AcOEt/rekcaH opepxytoum BkasaHy B 3aronoBky cnonyky (128 wmr, 64% Buxig) gk 6iny TBepay
peyoBuHy: Tnn. 140-142°C. *H AMP (OMCO-ds, 300 MIL): & m.u. 0,70-0,82 (2H, m), 0,96-1,10 (2H,
m), 1,94-2,09 (1H, m), 3,76 (3H, c), 6,87-7,01 (3H, m), 7,09-7,18 (1H, m), 7,28-7,50 (5H, m), 7,78 (1H,
a,J=1,9Tu), 844 (1H, g, J = 1,9 I'y). AHan. pospaxoBaHun ana C,sH;gFN,O,: C, 68,65; H, 4,76; N,
13,92. 3HanpeHo: C, 68,47; H, 4,82; N, 13,84.

Mpuknag 99

1-[4-(3,6-Avrigpo-2H-nipan-4-in)-2-dTopdeHin]-5-meTokcu-3-(1-deHin-1H-nipason-5-
in)nipngasuH-4(1H)-oH

X

o]

CymiL 3-(pTop-4-[5-meTokcu-4-okco-3-(1-ceHin-1H-nipason-5-in)nipuaasmH-1(4H)-
inJdeHinTpudTopMeTaHcynbdoHaTy (459 wr, 0,9 wmmonb), 3,6-gurigpo-2H-nipaH-4-60poHoBOI
Kncnotu niHakonosoro ectepy (210 mr, 1,0 mmons), Pd(PPhsg), (52 mr, 0,045 mmons), Na,CO; (212
mr, 2,0 mmons), DME (4 mn), i HO (1 mMn) kun‘atmnu i3 3BOPOTHIM XONOAMUMBbHUKOM MPOTArOM HOMi B
aTmocdpepi Ar. Tlicnsi OXONOMKeHHs1 A0 KiMHATHOI TemnepaTypu, ocag 36upanu inbTpyBaHHAM i
nepekpuctanisysanu 3 THF/MeOH ogepxytoun BkasaHy B 3aronoBky crnonyky (364 mr, 91% Buxig) sk
6iny TBepay peuoBuHy: Tnn. 229-231°C; *H AMP (300 My, AMCO-dg): & m.u. 2,40-2,50 (2H, m), 3,77
(3H, ¢), 3,82 (2H, 1, J = 5,5 Tu), 4,22-4,27 (2H, wm), 6,43-6,48 (1H, m), 6,97 (1H, g, J = 1,9 T'y), 7,02
(1H, 7, J = 8,7 l'u), 7,29-7,46 (6H, m), 7,52 (1H, pa, J = 1,9, 12,8 I'y), 7,79 (1H, o, J = 1,9 "'uy), 8,48
(1H, A, J = 1,9 T'y). PX-MC (ECI) m/z 445 [M + H]". Anan. pospaxosanuii ans C,sH,,FN,O5: C, 67,56;
H, 4,76; N, 12,61. 3Hangeno: C, 67,31; H, 4,58; N, 12,52.

Mpuknag 100

1-[2-®TOp-4-(TeTparigpo-2H-nipaH-4-in)deHin]-5-meTokcun-3-(1-cpeHin-1H-nipason-5-in)nipuaasuH-
4(1H)-oH
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CymiL 1-[4-(3,6-aurigpo-2H-nipaH-4-in)-2-gTopdeHin]-5-meTokcu-3-(1-deHin-1H-nipason-5-
in)nipugasuH-4(1H)-ony (300 wmr, 0,675 mmone), 10% Pd-C (50% Bonoru, 300 wmr), THF (30 mn), i
MeOH (30 mn) rigpyBanu npoTsarom 2 r Npy KiMHaTHIA TemnepaTypi. PeakuinHy cymiw inbTpyBan i
QinbTpaT KOHLUEHTPYBanM NpU MOHMXEHOMY TUCKY. 3anuwok nepekpuctanidyBanun 3 MeOH/H,O
OflepXKyloumn BKasaHy B 3aronoBky cnonyky (255 mr, 85% Buxig) sk 6iny tBepgy peyoBuHy: Tnn. 187-
189°C; 'H AMP (300 Mru, CDCl3): & m.u. 1,57-1,83 (4H, m), 2,72-2,82 (1H, m), 3,45-3,58 (2H, m), 3,90
(3H, ¢), 4,09 (2H, 14, J = 3,0, 11,3 Tw), 6,35 (1H, 7, J = 8,3 I'uy), 6,86 (1H, aa, J = 1,5, 8,3 'uy), 7,03
(1H, oo, 4 =1,9,12,8 T'y), 7,28 (1H, o, J = 1,9 I'u), 7,35-7,46 (5H, m), 7,78 (1H, o, J = 1,9 T'wy), 7,79
(1H, A, J = 2,6 T'y). PX-MC (ECI) m/z 447 [M + H]". Anan. pospaxosanuin anst C,sH,3FN,Os: C, 67,25;
H, 5,19; N, 12,55. 3nanpeno: C, 67,13 H, 5,13; N, 12,57.

Mpuknag 101

1-[2-®TOp-4-(3-pTOpaseTnanH-1-in)deHin]-5-metokcun-3-(1-denin-1H-nipason-5-in)nipnaasuH-
4(1H)-oH

F

Cywmiw 1-(2-cpTop-4-nogdeHin)-5-metokeu-3-(1-dpeHin-1H-nipason-5-in)nipngasuH-4(1H)-oHy (244
mr, 0,5 mmoneb), 3-cbTopasetnaunHy rigpoxnopuay (66,9 mr, 0,6 mmonb), NaO-t-Bu (125 wmr, 1,3
Mmonb), Xantphos (46,3 mr, 0,08 mmons) i Pd,(dba); (18,3 mr, 0,02 mmonb) B 1,4-giokcaHi (2,5 mn)
HarpiBann npu 90°C npotarom 13 r nig N,. Cymiw possoaunu BoaHuM po3vnHoM NaHCOg,
ekctparyBanu AcOEt, cywwmnn Hag Na,SO,4 ¢inbTpyBanu, KOHLEHTpYBanu y BakyyMmi, ouuLianu
KOMOHKOBOK XpomaTorpacdpieto Ha ocHoBHOMY cunikareni (rekcaH/AcOEt = 50/50 po 0/100) i
nepekpuctanisysanu 3 AcOEt/rekcaH ofepxytoun BkasaHy B 3aronoBky cnonyky (88 mr, 40% Buxia)
sik BNio-KOBTY TBepAy peyoBuHy: Trn. 162-163°C. *H AMP (OMCO-dg, 300 MIL): & m.u. 3,76 (3H,
c), 3,86-4,04 (2H, m), 4,12-4,29 (2H, m), 5,36-5,64 (1H, m), 6,25 (1H, g, J = 8,5, 2,1 l'u), 6,48 (1H,
aa, J =128, 2,3 l'u), 6,81-6,95 (2H, m), 7,25-7,48 (5H, m), 7,77 (1H, g, J = 1,9Tu), 8,36 (1H, A, J =
1,9 T'y). AHan. pospaxoBaHui ans C,sHi9FoNsO,: C, 63,44: H, 4,40: N, 16,08. 3HangeHo: C, 63,62: H,
4,44: N, 15,92.

Mpuknag 102

1-[4-(3,3-AndpTopaseTnaunH-1-in)-2-propdeHrin]-5-metokcu-3-(1-deHin-1H-nipason-5-
in)nipuaasnH-4(1H)-oH
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Cymiw 1-(2-cpTop-4-oadeHin)-5-metokeu-3-(1-gpeHin-1H-nipason-5-in)nipnaasun-4(1H)-oHy (244
mr, 0,5 mmoneb), 3,3-gudpTopasetTugury rigpoxnopuay (77,7 mr, 0,6 mmons), NaO-1-Bu (125 wr, 1,3
MMorb), Xantphos (46,3 wmr, 0,08 mmonb) i Pdy(dba)s (18,3 wmr, 0,02 mmonb) B 1,4-giokcaHi (2,5 mn)
HarpiBann npu 90°C npotarom 16 r nig Ar. Cymiw posogunu BogHuM po3ymHomM NaHCOs,
ekctparyBanm AcOEt, cywwnnn Hag Na,SO, dinbTpyBanu, KOHUEHTpyBanu y Bakyymi, ouuLianu
KOMNOHKOBOK XxpomaTorpacpieto Ha ocHoBHoOMY cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i
nepekpuctanisysanu 3 AcOEt/rekcaH ogepxytoun BkasaHy B 3aronoBky cnonyky (123 mr, 54% Bwuxia)
sik BNifo-KOBTY TBepAYy peyoBuHy: Tnn. 204-206°C. *H AMP (OMCO-dg, 300 MIu): & m.u. 3,76 (3H,
c), 4,35 (4H, 1, J =12,4 Tu), 6,36 (1H, oa, J = 8,9, 2,4 T'u), 6,61 (1H, pa, J = 12,8, 2,3 '), 6,87-6,99
(2H, m), 7,25-7,49 (5H, m), 7,78 (1H, o, J = 1,9 Tw), 8,38 (1H, g, J = 1,5 'y). AHan. po3paxoBaHun ans
Cx3H15F3N505: C, 60,93; H, 4,00; N, 15,45. 3HanpeHo: C, 61,00; H, 3,99; N, 15,50.

Mpuknag 103

1-[4-(3,3-AndTopniponignH-1-in)-2-dpTopdeHin]-5-meToken-3-(1-deHin-1H-nipason-5-
in)nipnaasuH-4(1H)-oH

F

F

CycneHsito 3-pTop-4-[5-meToken-4-okco-3-(1-deHin-1H-nipason-5-in)nipyaasmH-1(4H)-
inJdeHinTpudTopmeTaHcynbdoHaTy (204 mr, 0,4 mmonb), 3,3-andTopniponignHy rigpoxnopugy (71,8
mr, 0,5 mmone), Pd,(dba)s (9,2 wmr, 0,01 mmonb), Xantphos (23,1 mr, 0,04 mmone) i NaOtBu (96,1 wr,
1,0 mmonb) B 1,4-giokcani (2 mn) nepemiwysanu npotdarom 3 r npyu 90°C B atmocdepi Ar. PeakuiriHy
cymiw Bunueanu y soay i ekctparysanu AcOEt. EkcTpakT npommuBanu po3conom, cyiunum Hag MgSO,
i KOHLIEeHTpyBanu npu MOHMWXEHOMY TUCKY. 3anuwiok nigaaBany KOMOHKOBIM XpomaTorpadii Ha
OCHOBHOMY cunikareni nicna 4yoro ouuvwanu npenapatusHoio BEPX. T[lepekpuctanizyBanu 3
MeOH/H,O opepxytoum BKasaHy B 3aronosky cnonyky (21,0 mr, 11% Buxig) sk XOBTY TBepay
peyvoBuHy: Tnn. 195-197°C; 'H ampP (300 Ml'u, CDCI3): & m.u. 2,46-2,60 (2H, m), 3,52 (2H, 1, J =7,2
Mu), 3,66 (2H, 1, J = 12,8 I'y), 3,89 (3H, c), 6,09 (1H, oo, J = 2,6, 9,0 '), 6,23 (1H, ag, J = 2,6, 13,9
Mu), 6,33 (1H, 1, J=9,0 l'y), 7,25 (1H, A, J =1,9Tu), 7,33-7,44 (5H, m), 7,71 (1H, g, J = 2,3 Tu), 7,77
(1H, A, J = 2,3 T'y). PX-MC (ECI) m/z 468 [M + H]". Anan. pospaxosaHuit ans C,sH,oFsNsO,: C, 61,67;
H, 4,31; N, 14,98. 3nangeHo: C, 61,51; H, 4,38; N, 14,89.

MpenapatneHy BEPX npoBogunn 3a yMOB OMMCaHUX HUXKYeE.

Kononka: Waters SunFire Column C18 (30 x 50 MM S-5 MKkMm)

Temnepatypa kornoHku: 25°C

Pyxoma cpasa: (A) 0,1% TFA B guctnneoBaHin Bogi, (B) 0,1% TFA B aueToHiTpuni
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pagieHT: 0 xB (A/B = 60/40) — 1 xB (A/B = 60/40) — 4,75 xB (A/B = 0/100) — 7,40 xB (A/B =
0/100) — 7,41 xB (A/B = 60/40) — 8,50 xB (A/B = 60/40)

LWBunakicte noTtoky: 70 mn/xe

Hetektop: YO 220 UM

KoHueHTpauis: 50 mr/mn

O6‘eM iH‘ekuii: 0,150 mn

Yac yTpumaHHs: 2,44 xB

Mpuknag 104

1-[2-®TOp-4-(3,3,4,4-TeTpacTopniponianH-1-in)deHin]-5-meTtoken-3-(1-peHin-1H-nipaszon-5-
in)nipuaasnH-4(1H)-oH

F F
F F

Cycnensito  1-(2-cTop-4-roadeHin)-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipnagasuH-4(1H)-oHy
(488 wr, 1,0 mmonb), 3,3,4,4-teTpadTopniponiguHy rigpoxnopugy (215 mr, 1,2 mmonb), Pdy(dba)s
(18,3 wr, 0,02 mmone), Xantphos (46,3 mr, 0,08 mmone) i NaOtBu (250 wmr, 2,6 mmonb) B 1,4-gioKCaHi
(5 mn) nepemiwysanu npotarom 6 r npu 90 °C B aTMmocdepi Ar. PeakuinHy cymill Bunueanu y Boay i
ekctparyBanu AcOEt. EkcTpakt npomusanu poscoriom, cywwmnu Hag MgSO, i koHUeHTpyBanu npu
MOHMXEHOMY TUCKY. 3anuLlok nigdaBanu KOJOHKOBIM Xpomatorpadyii Ha OCHOBHOMY cunikareni
BUKOpUCTOBYIOUN 5K entoeHT rekcaH/AcOEt (1/1-0/1) i kpuctanisysanu 3 rekcanH/AcOEt ogepxytoum
BKasaHy B 3arofioBky crnonyky (366 mr, 73% Buxig) sk 6iny TBepgy pedosuHy: Tnn. 175-177°C; 'H
AMP (300 My, CDCls): & m.u. 3,75-3,89 (7H, m), 6,10 (1H, aaa, J = 0,8, 2,6, 9,0 'u), 6,26 (1H, aQ, J
=26,13,6 'u), 6,35 (1H, 1,4 =9,0 T'u), 7,27 (1"H, g, J = 1,9 T'u), 7,34-7,46 (5H, m), 7,71 (1H, A, J =
26 lu), 7,78 (1H, 8, J = 1,9 Tu). PX-MC (ECI) m/z 504 [M + H]". Anan. pospaxoBaHwii ans
C,4H1gFsNs0,: C, 57,26; H, 3,60; N, 13,91. 3nanaeHo: C, 57,17; H, 3,61; N, 13,79.

Mpuknag 105

1-[4-(3,3-OndbTopninepuamnH-1-in)-2-dpTopdeHin]-5-metoken-3-(1-deHin-1H-nipason-5-
in)nipygasuH-4(1H)-oH

F

F
Cywmiw 1-(2-cpTop-4-nogdeHin)-5-metokeu-3-(1-dpeHin-1H-nipason-5-in)nipngasuH-4(1H)-oHy (244
mr, 0,5 mmonb), 3,3-gudtopninepuauHy rigpoxnopugy (94,6 mr, 0,6 mmons), NaO-1-Bu (125 wr, 1,3
MMorb), Xantphos (46,3 wmr, 0,08 mmonsb) i Pdy(dba); (18,3 wmr, 0,02 mmonb) B 1,4-giokcani (2,5 mn)
HarpiBann npu 90°C npotarom 14 r nig Ar. Cymiw possognnu BogHum po3umHom NaHCOjs,
ekctparyBanu AcOEt, cywwunun Hag Na,SO, dinbTpyBanu, KOHUEHTpyBanu y Bakyymi, ouuLianu
KOMOHKOBOK XpomaTorpacpieto Ha ocHOBHoOMY cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i
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nepekpuctanizysanu 3 AcOEt/rekcaH ogepxytoum BkasaHy B 3aronosky cnonyky (132 mr, 55% Buxia)
SIK )XOBTY TBEpAy peyvoBuHy: Tnn. 182-187°C. 'H amp (OAMCO-dg, 300 MI'u): & m.u. 1,68-1,81 (2H, m),
1,97-2,16 (2H, m), 3,34-3,43 (2H, m), 3,67 (2H, T, J = 11,9 '), 3,76 (3H, c), 6,73-7,10 (4H, m), 7,24-
7,50 (5H, wm), 7,78 (1H, A, J = 1,9 Tw), 8,39 (1H, o, J = 1,9 lu). AHan. po3paxoBaHui AONs
CusHaF3NsO,: C, 62,36; H, 4,61; N, 14,55. 3nangeHo: C, 62,60; H, 4,60; N, 14,31.

Mpuknag 106

1-[4-(4,4-OndbTopninepungnn-1-in)-2-propdeHrin]-5-metokeun-3-(1-deHin-1H-nipason-5-
in)nipngasunH-4(1H)-oH

F F

CycneHsito 3-pTOp-4-[5-MeTokcn-4-0Kkco-3-(1-dbeHin-1H-nipason-5-in)nipygasuH-1(4H)-
in]deHinTpudTopmeTaHcynbdoHaTy (408 mr, 0,8 mmonb), 4,4-andTopninepuaunHy rigpoxnopugy (158
mr, 1,0 mmone), Pd,(dba)s (36,6 mr, 0,04 mmons), Xantphos (92,6 mr, 0,16 mMmonb), i NaOtBu (192 wr,
2,0 mmonb) B 1,4-giokcaHi (4 mn) nepemiwysanu npotsarom 3 r npu 90°C B atmMocdepi Ar. PeakuinHy
cymiw Bunueanu y soay i ekctparysanu AcOEt. EkcTpakT npoMmBanu po3cosom, cywmnm Hag MgSO,
i KOHLEHTpyBanu Npuv MOHWKEHOMY TUCKY. 3anuvLLIOK O4MLianyM KOJIOHKOBOK XpomaTtorpadieto Ha
OCHOBHOMY cwuriikareni BMKOPUCTOBYOUM 5K enoeHT rekcaH/AcOEt (1/2-0/1) i kpuctanisysanu 3
rekcaH/AcOEt ogepxytoum BkasaHy B 3aronoBky crnonyky (96,0 mr, 25% Buxig) siK XOBTO-3eneHy
TBEpay pedoBuHy: Tnn. 192-194°C; 'H avp (300 MI'y, CDCls): & m.u. 2,01-2,14 (4H, m), 3,38-3,42
(4H, wm), 3,89 (3H, ¢), 6,31 (1H, 1, J = 9,0 T'w), 6,47 (1H, pa, J = 2,3, 9,0 'u), 6,61 (1H, aa, J = 2,6,
14,3Tu), 7,25 (1H, o, J =1,9Tw), 7,34-7,45 (5H, m), 7,73 (1H, g, J = 2,3 Tw), 7,77 (1H, o, J = 2,3 I'w).
PX-MC (ECI) m/z 482 [M + H]". Anan. pospaxosanuin ansa CysH,,FsNsO,: C, 62,36; H, 4,61; N, 14,55.
3HanpeHo: C, 62,13; H, 4,62; N, 14,43.

Mpuknag 107

1-[2-®TOp-4-(2-0KCoa3eTnaunH-1-in)deHin]-5-meTokeu-3-(1-deHin-1H-nipason-5-in)nipugasnH-
4(1H)-oH

0]

s

Cywmiw 1-(2-cpTop-4-nogdeHin)-5-metokeu-3-(1-dpeHin-1H-nipason-5-in)nipngasuH-4(1H)-oHy (244
mr, 0,5 mMonb), aseTuguH-2-ony (42,6 mr, 0,6 mmone), KsPO, (212 wmr, 1,0 mmonb), TpaHc-1,2-
piamiHouumknorekcany (0,012 mn, 0,1 mmone) i Cul (9,5 mr, 0,05 mmonb) B 1,4-giokcaHi (2 mn)
HarpiBanu npu 110°C npotdrom 18 r mig Ar. o cymiwi gogasanu aseTnauH-2-oH (42,6 wmr, 0,6
MMonb). Cymiw Harpisanu npu 110°C npotarom 24 r nig Ar. Cymiw po3soavnu BOAHUM PO3YMHOM
NaHCO;, ekctparyBann AcOEt, cywmnun Hap Na,SO,, inbTpyBanu, KOHLEHTpyBanu y BaKyyMi,
ouuLLanM KOMOHKOBO XpoMaTorpacieto Ha ocHoBHoMy cunikareni (rekcaH/AcOEt = 50/50 po 0/100) i
nepekpuctanisysanu 3 EtOH/rekcaH ogepxytoumn BkasaHy B 3aronosky cnonyky (95 mr, 44% swuxia) sk
6nino-xoBTy TBEpAy pedoBuHy: Tnn. 189-194°C. 'H amP (OMCO-dg, 300 MI'u): & my. 3,15 (2H, 1, J
=4,5Tu), 3,68 (2H, 1,J=4,5Tu), 3,77 (3H,¢), 6,96 (1H, g, J =1,9Ty), 7,06 (1H, 1, J =8,7 ), 7,18
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(1H, pm, J = 8,7, 1,5 Tu), 7,29-7,48 (6H, m), 7,78 (1H, g, J = 1,9 T'y), 8,45 (1H, g, J = 1,9 'y). Axan.
pospaxoBaHun ans C.3HigFNsOs: C, 64,03; H, 4,21; N, 16,23. 3HangeHo: C, 63,75; H, 4,16; N, 16,22.
Mpuknag 108
1-[2-®TOp-4-(2-0KconiponignH-1-in)deHin]-5-meToken-3-(1-deHin-1H-nipason-5-in)nipngasnH-
4(1H)-oH

CycneHsito  1-(2-cTop-4-rioadeHin)-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oHy
(244 wr, 0,5 mmonsb), 2-niponignHoHy (0,046 mn, 0,6 mmons), Cul (9,5 mr, 0,05 mMonb), TpaHc-1,2-
AiamiHouwmknorekcany (0,012 mn, 0,1 mmonb) i KsPO, (212 wmr, 1,0 mmone) B 1,4-giokcaHi (2 mn)
KMN‘ATUKM i3 3BOPOTHIM XONOAUINTbHUKOM NPOTArom 6 r B atmocdepi Ar. PeakuinHy cymiw Bunueanu y
Boay i ekcTparyBanu AcOEt. EkcTpakT npomuBanu poscornom, cywmnmn Hag MgSO, i KoHUeHTpyBanu
Npy NOHWXKEHOMY TUCKY. 3anuLoK O4YMLLLanM KOSTOHKOBOK XpomMaTtorpadieto Ha OCHOBHOMY cumikareni
BUKopucToBYytouM sk entoeHT THF i nepekpucranidysann 3 MeOH/H,O opgepxyiounm BkasaHy B
3aronoBky cronyky (73,6 mr, 33% Buxia) sik 6nifo-%oBTy TBepaAy peyoBuHy: Tnn. 200-202°C; *H AMP
(300 Ml'y, CDCly): & m.M. 2,16-2,26 (2H, ™), 2,62-2,68 (2H, m), 3,82-3,87 (2H, m), 3,90 (3H, c), 6,40
(1H, 7, J =9,0 lu), 7,10 (1H, paan, J = 1,1, 2,3, 9,0 l'uy), 7,30 (1H, A, J = 1,9 Tu), 7,35-7,45 (5H, m),
7,77-7,83 (3H, m). PX-MC (ECI) m/z 446 [M + H]". Anan. po3apaxoBaHuit ansi Ca4H20FN503:0,25H,0:
C, 64,06; H, 4,59; N, 15,59. 3HanpgeHo: C, 64,08; H, 4,57; N, 15,49.

Mpuknag 109

1-[2-®TOp-4-(2-0KCO-1,3-0KCa3oniauH-3-in)deHrin]-5-metokcu-3-(1-ceHrin-1H-nipason-5-
in)nipnaasuH-4(1H)-oH

&
(0]

Cycnensito  1-(2-cpTOp-4-ogdeHin)-5-metokeun-3-(1-peHin-1H-nipason-5-in)nipygasnH-4(1H)-oHy
(244 wr, 0,5 mmonb), 2-okcasonigoHy (52,2 wr, 0,6 mmone), Cul (9,5 wmr, 0,05 mmonb), TpaHc-1,2-
AiamiHouumknorekcaH (0,012 mn, 0,1 mmons), i KsPO, (212 mr, 1,0 mmonb) B 1,4-giokcaHi (2 mn)
KMN‘'9TUNKY i3 3BOPOTHIM XonoaunsHUkoM npotarom 1,5 r B atmocdepi Ar. PeakuiinHy cymiwl Bunueanm
y Boay i ekctparyBsanun AcOEt. EkcTpakT npommnanu posconom, cywmnnu Hag MgSOy, i KoHUeHTpyBanu
npu noHwxeHoMmy Tucky. 3anuwok npommBanu AcOEt i nepekpuctanisysanu 3 MeOH/H,O
OOEPXKYHUM BKasaHy B 3arosnioBky cnonyky (159 mr, 71% Buxig) Sk 6nigo-XoBTy TBEpAY PeqOBUHY:
Tnn. 218-220 °C; *H AMP (300 My, CDCls): 5 m.u. 3,90 (3H, c), 4,03-4,08 (2H, M), 4,51-4,56 (2H, m),
6,42 (1H, 1, J = 9,0 l'y), 7,01 (1H, ppop, J = 1,1, 2,3, 9,0 T'y), 7,30 (1H, g, J = 1,9 T'u), 7,35-7,45 (5H,
M), 7,66 (1H, aa, J = 2,3, 13,6 'u), 7,78 (2H, A, J = 1,9 'y). PX-MC (ECI) m/z 448 [M + H]". AHan.
po3paxoBaHun gnsi C,3HgFNsO4: C, 61,74; H, 4,06; N, 15,65. 3HangeHo: C, 61,48; H, 4,07; N, 15,54.

Mpuknag 110

4-{3-dT1Op-4-[5-MeTOKCU-4-0KCO-3-(1-heHin-1H-nipazon-5-in)nipngasunH-1(4H)-
in]deHin}mopdorniH-3-oH
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Cycnehsito  1-(2-dTOp-4-noadeHin)-5-metoken-3-(1-deHin-1H-nipason-5-in)nipnaasmH-4(1H)-oHy
(244 wr, 0,5 mmonb), 3-mopconiHoHy (60,7 wmr, 0,6 mmons), Cul (9,5 mr, 0,05 mmons), TpaHc-1,2-
piamiHouumknorekcany (0,012 mn, 0,1 mmonb) i KsPO,4 (212 mr, 1,0 mmonb) B 1,4-giokcaHi (2 mn)
KMN‘aTvnu i3 3BOPOTHIM XONOAUINBHUKOM NPOTArom 6 r B atmocdepi Ar. PeakuinHy cymiw Bunusanu y
Boay i ekctparysanu AcOEt. EkcTpakT npomuBanu posconom, cywunn Hag MgSO, i koHUeHTpyBanu
Npy MOHWXKEHOMY TUCKY. 3anuLIoK o4YuLLanm KONOHKOBOK XpoMaTorpadieto Ha OCHOBHOMY curikareni
BukopuctoBytoun sk entoeHT AcOEt i nepekpucranizysanu 3 MeOH/H,O ogepxyioun BkasaHy B
3aronoBky cnonyky (136 mr, 59% Buxig) sik 6iny TBepay pedoBuHy: Tnn. 193-195°C; 'H amp (300
MI'y, CDCl3): & m.u. 3,75-3,79 (2H, m), 3,90 (3H, c), 4,04-4,07 (2H, m), 4,35 (2H, c), 6,41 (1H, 7, J =
9,0y), 7,00 (1H, ppa, J=1,1,2,3,9,0"y), 7,31 (1H, g, J = 2,3 T'u), 7,33-7,46 (6H, m), 7,78-7,80 (2H,
M). PX-MC (ECI) m/z 462 [M + H]". Anan. pospaxosanuii ans CosH,0FNsO4: C, 62,47; H, 4,37; N,
15,18. 3HanpeHo: C, 62,31; H, 4,33; N, 15,25.

Mpuknag 111

1-[2-®TOp-4-(1H-imiga3on-1-in)deHin]-5-metoken-3-(1-ceHin-1H-nipason-5-in)nipygasnH-4(1H)-
OH

N
(J
N
Cycnensito  1-(2-dTop-4-noadeHin)-5-metokcu-3-(1-denin-1H-nipason-5-in)nipngasuH-4(1H)-oHy
(244 wr, 0,5 mmonb), imigasony (40,8 wmr, 0,6 mmone), Cul (9,5 mr, 0,05 mmons), TpaHc-1,2-
piamiHouuknorekcany (0,012 mn, 0,1 mmonb) i Cs,CO;3 (326 mr, 1,0 mmons) B 1,4-giokcaHi (2 mn)
KMMN'ATUMKY i3 3BOPOTHIM XONOAUNBHUKOM MpOTArom 4 r B atmocdepi Ar. PeakuinHy cymill Bunveanu y
Boay i ekctparysanu AcOEt. EkcTpakT npomuBanu posconom, cywmnu Hag MgSO, i KoHLEeHTpyBanu
npw NOHWKEHOMY TUCKY. 3anuLLoK oYM any KONIOHKOBOK XpomMaTtorpadiieto Ha OCHOBHOMY cunikareni
BukopuctoBytoun sk entoeHT ACOEY/THF (1/0-0/1) i kpuctanisyBann 3 MeOH ogepxyroun BkasaHy B
3arornoBky cronyky (16,5 mr, 8% Buxig) sik 6iny TBepay peyoBuHy: Tnn. 235-236°C (posk.); 'H AMP
(300 Mlu, CDCls): & m.u. 3,93 (3H, ¢), 6,49 (1H, 1, J = 8,7 l'u), 7,03 (1H, pog, J = 1,1, 2,3, 8,7 L),
7,22-7,27 (3H, m), 7,35 (1H, o, J = 1,9 T'y), 7,38-7,49 (5H, m), 7,80 (1H, 8, J =19 Twu), 7,82 (1H, 8, J =
26 luy), 7,86 (1H, 7, J = 1,1 Tu). PX-MC (ECI) m/z 429 [M + H]". Anan. pospaxoBaHwii ans
Co3H17FNgO,: C, 64,48; H, 4,00; N, 19,62. 3nangeHo: C, 64,35 H, 3,90; N, 19,43.
Mpuknag 112
1-[4-(3,5-OAnmeTnnisokcason-4-in)-2-cpTopdeHin]-5-meTtoken-3-(1-peHin-1H-nipason-5-
in)nipngasuH-4(1H)-oH
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CymiLu 3-pTOp-4-[5-MeTokCH-4-0Kkco-3-(1-heHin-1H-nipason-5-in)nipyaasnH-1(4H)-
in]deninTpudTopmeTaHcynbdoHaty (230 wmr, 0,45 wmmonb), 3,5-gumeTunisokcason-4-60poHOBOI
kncnotu (70 mr, 0,50 mmonsk), Pd(PPhs), (29 mr, 0,025 mmonb), Na,CO3 (106 wr, 1,0 mmonk), DME (4
mn), i H,O (1 mn) Kun‘aTunm i3 3BOPOTHIM XOnogunbHUKOM npoTtsarom 3 © B aTmocdepi Ar. [Micns
OXOJI0KEHHST A0 KiMHATHOI TemnepaTypu, peakuinHy cymiw Bunueanu y Boay i ekctparysanu AcOEt.
EkcTpakt npomuBanu posconom, cywunu Hag MgSO, i KOHUEHTpyBanmu Mpu MOHWKEHOMY TUCKY.
3anuvoK ouuLianm KOMOHKOBOK XpoMaTorpadielo Ha OCHOBHOMY cumikareni BUKOPUCTOBYHOUM SK
entoeHT THF i nepekpuctanisysanu 3 MeOH/H,O o,uepmyoqm BKa3aHy B 3aronosky crnonyky (121 wr,
59% Buxia) sik B6iny TBepay peyouHy: Tnn. 200-202°C; "H AMP (300 Ml'y, CDCl3): & m.u. 2,27 (3H,
c), 2,42 (3H, ¢), 3,92 (3H, ¢), 6,49 (1H, T, J = 8,3 Tu), 6,89 (1H, gan, J = 0,8, 1,9, 8,3 '), 7,08 (1H,
an,J=19121Tu),732(1H, g4, J =19 Tu), 7,35-7,47 (5H, m), 7,79 (1H, a, J = 1,9Tu), 7,85 (1H, g,
J = 2,3 T'y). PX-MC (ECI) m/z 458 [M + H]". Anan. pospaxoBaHuit ansi C,sHxoFNsOs5: C, 65,64; H,
4,41; N, 15,31. 3HangeHo: C, 65,55; H, 4,32; N, 15,33.

Mpuknag 113

1-[2-®PTOp-3-(1-MeTnn-1H-nipa3on-4-in)dpeHin]-5-metokeu-3-(1-gpeHin-1H-nipason-5-in)nipyngasuH-
4(1H)-oH

Cymiw  3-auetun-1-[2-dpTOp-3-(1-MeTnn-1H-nipason-4-in)deHin]-5-metokeunipnaasuH-4(1H)-ony
(243 wmr, 0,708 mmonb) B N,N-gumetundopmamigoumetTnnaveTani (2,4 mn) Harpisanu i3 3BOPOTHIM
XonoAaunbHUKOM npoTtarom 2 r. Cymill KOHUeHTpyBanu y Bakyymi. o sanuwky gogasanun AcOH (2,4
mn) i deninrigpasud (0,139 mn, 1,42 mmonb). Cymiw HarpiBanu i3 3BOPOTHIM XOMOAWITbHUKOM
npotarom 2 r. Cymiw possogunu 1 M BogHum posuuHom HCI, ekctparyBanu AcOEt, npomusanu
HacuyeHuMm BOAHUM po3umHoM NaHCOs;, cywwnu Hag Na,SO,4 inbTpyBanu, KOHUEHTpyBanu y
BaKyyMi, ouMLLIanm1 KONOHKOBOK XpomMaTtorpadieto Ha oCHoBHoMy cunikareni (rekcaH/AcOEt = 20/80 go
0/100) i nepekpucranisysanu 3 EtOH/AcOEt/rekcaH ogepxyroun BkasaHy B 3arofioBky cronyky (193
mr, 62% Buxig) Sk 6nigo-XoBTYy TBepAy pedoBuHy: Tnn. 218-221°C. 'H amP (OAMCO-dg, 300 MIMu): &
m.u. 3,78 (3H, ¢), 3,91 (3H, ¢), 6,97 (2H, o, J = 1,9 Tw), 7,13-7,50 (6H, m), 7,72-7,84 (2H, m), 7,93 (1H,
c), 8,18 (1H, A, 4 =2,3Tw), 855 (1H, A, J =1,9Tw).

Mpuknag 114

1-[2-®PTOp-4-(1-MeTnn-1H-nipa3on-4-in)deHin]-5-metokeu-3-(1-dpeHin-1H-nipason-5-in)nipyngasuH-
4(1H)-oH
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CymiL 3-pTOp-4-[5-MeTokCH-4-0Kkco-3-(1-heHin-1H-nipason-5-in)nipyaasuH-1(4H)-

inJdeHinTpudTopmeTaHcynedoHaty (230 wmr, 0,45 wmmonb), 1-meTtun-1H-nipason-4-60poHoBOi
kncnotu niHakonosoro ectepy (104 mr, 0,50 mmons), Pd(PPhs), (29 mr, 0,025 mmons), Na,CO3; (106
mr, 1,0 mmonb), DME (4 mn) i HO (1 mMn) Kun‘atnnm i3 3BOPOTHIM XONOAUNBHUKOM MPOTArOM HOYi B
aTmocdepi Ar. [icnss OXoNnoaXeHHs 40 KIMHATHOI TemnepaTypu, peakuinHy Cymilw BUnvMBanu y sogy i
ekctparyBanu AcOEt. EkcTpakt npommsanu poscorniom, cywwmnu Hag MgSO, i koHUeHTpyBanu npu
MOHMXEHOMY TWUCKY. 3anuLoK ouuany KOMOHKOBOK Xpomartorpadieto Ha OCHOBHOMY cwmikareni
BUKopucToBytoun sk enoeHT THF i nepekpuctanisyBann 3 MeOH/H,O opgepxytoun BkasaHy B
3aronoBky crionyky (162 mr, 81% Buxin) sik 6iny TBepay pevoBuHy: Tnn. 195-197 °C; *H AMP (300
Mrl'u, CDCl3): & m.u. 3,91 (3H, c), 3,96 (3H, ¢), 6,38 (1H, 1, J = 8,3 '), 7,06 (1H, ana, J = 0,8, 1,9, 8,3
Mu), 7,23 (1H, ga, J = 1,9, 12,8 'y), 7,30 (1H, 4, J = 1,9 T'u), 7,36-7,47 (5H, m), 7,64 (1H, c), 7,74 (1H,
n,J=0,8Tu),7,79 (1H, a, J = 1,9 Tu), 7,81 (1H, a, J = 2,6 T'u). PX-MC (ECI) m/z 443 [M + H]". AHan.
po3paxoBaHun anst C,4,H1gFNgO,: C, 65,15; H, 4,33; N, 18,99. 3HangeHo: C, 65,15; H, 4,30; N, 19,02.

Mpuknag 115

1-[2-®TOp-5-(1-MeTnn-1H-nipa3on-4-in)deHin]-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipynaasnH-
4(1H)-oH

-/
N

Cymiw  3-auetun-1-[2-¢pTop-5-(1-meTnn-1H-nipason-4-in)dpeHin]-5-metokcunipuaasmH-4(1H)-oHy
(200 wr, 0,585 mmonb) B N,N-gumetundopmamigommetunacetani (2,0 mn) Harpisanu i3 3BOpOTHIM
xonogunbsHMkoMm npotsarom 3 r. Cymiw KOHUEeHTpyBanu y Bakyymi. [lo sanuwky gogasanun AcOH (2,0
mn) i deninrigpasud (0,115 mn, 1,17 mmonb). Cymiw HarpiBanu i3 3BOPOTHIM XOMNOAMITBHUKOM
npotdarom 3 r. Cymiw possogunm 1 M BogHum posunHom HCI, ekctparyBann AcOEt, npomusanmu
HacnyeHuMm BOAHUM po3umHoM NaHCO;, cywwnu Hag Na,SO,4 inbTpyBanu, KOHUEHTpyBanu y
BaKyyMi, OUMLLIANM KOSTOHKOBOK Xpomartorpadieto Ha ocHoBHoMY cunikareni (rekcaH/AcOEt = 50/50 go
0/100) i BEPX i nepekpuctanisysanu 3 EtOH/rekcaH ogepxytoun BKkasaHy B 3aronosky crnonyky (118
mr, 46% Buxia) sik 6iny TBepay pedoBuHy: Tnn. 93-102°C. 'H amP (OMCO-dg, 300 MI'u): & m.u. 3,78
(3H, ¢), 3,89 (3H, c), 6,91 (1H, A, J = 1,9 T'y), 7,20-7,52 (7H, m), 7,63-7,71 (1H, m), 7,78 (1H, A, J =
1,9 Tu), 7,83 (1H, ¢), 8,10 (1H, ¢), 8,53 (1H, o, J = 1,6 Tuy). AHan. pospaxoBaHuh [ns
Co4H1gFNgO,-1,3H,0: C, 61,88; H, 4,67; N, 18,04. 3HanaeHo: C, 61,63; H, 4,64; N, 18,09.

MpenapatneHy BEPX npoBoaunu 3a yMoB ONUCaHUX HUXYE.

KonoHka: YMC CombiPrep Pro C18 RS (50 x 20 mm B[l S-5 MkM, 8 HM)

Temnepatypa konoHku: 25°C

Pyxoma cpasa: (A) 0,1% TFA B guctnneoBaHin Bogi, (B) 0,1% TFA B aueToHiTpuni

pagieHT: 0 xB (A/B = 95/5) — 1,00 xB (A/B = 95/5) — 5,70 xB (A/B = 0/100) — 7,30 xB (A/B =
0/100) —7,40 xB (A/B = 95/5) — 8,00 xB (A/B = 95/5)

LWBunakicTe noTtoky: 20 mn/xe

Hetektop: YO 220 HM
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KoHueHTpauis: 89 mr/mn

O6‘em iH‘ekuii: 100 mkn

Mpuknag 116

1-{4-[1-(OndpTOopmeTUn)-1H-nipason-4-in]-2-pTopdeHin}-5-meTokcn-3-(1-dpeHin-1H-nipason-5-
in)nipngasunH-4(1H)-oH

1 N
N—N
>/F
F
CymiLu 3-pTOp-4-[5-MeToken-4-0kco-3-(1-dheHin-1H-nipason-5-in)nipyaasunH-1(4H)-
in]coeHinTpudpTopmeTaHcynbdoHaty (230 wr, 0,45 wmmonb), 1-(amdpTopmeTun)-1H-nipason-4-
BopoHoBOI kucnoTtu niHakonosoro ectepy (122 wr, 0,50 mmons), Pd(PPh3), (17 mr, 0,015 mmonb),
Na,CO; (106 wr, 1,0 mmonb), DME (4 mn), i H,O (1 mn) kun‘atmnu i3 3BOPOTHIM XOMOAMIBHUKOM
npotarom 3 r B atmocdepi Ar. Micna oxonogkeHHs OO0 KiMHaTHOI TemnepaTypu, peakuiinHy cymill
BunuBanu y Boay i ekctparyBann AcOEt. EkcTpakT npomuBanu poscosiom, cywunum Hag MgSOy i
KOHLEHTpyBanu npu MOHWXKEHOMY TUCKY. 3anuvliOK O4MLianM KOJIOHKOBOK XpomaTorpadieto Ha
OCHOBHOMY cunikareni BukopucToBytoum sik entoeHT AcOEt i nepekpucranisysanu 3 MeOH/H,O
ofepXytoumn BKasaHy B 3aronoBky crnonyky (183 wmr, 85% Buxig) sk 6iny tBepay pedoBuHy: Tnn. 185-
187°C; 'H AMP (300 Mru, CDCls): & m.u. 3,92 (3H, c), 6,41 (1H, T, J = 8,3 T'L), 7,03-7,48 (10H, m),
779 (1H,a,J=19Tu), 7,83 (1H, 8, =2,3Tw), 7,91 (1H, 4, J = 0,8 I'y). PX-MC (ECI) m/z 479 [M +
H]". Anan. pospaxosanuin ana C,Hi7FsNgO,: C, 60,25; H, 3,58; N, 17,57. 3naiigeHo: C, 60,19; H,
3,48; N, 17,52.
Mpuknag 117
1-[2-®TOp-4-(1,3-0KCa30on-2-in)deHin]-5-meToken-3-(1-deHin-1H-nipason-5-in)nipyaasvnH-4(1H)-oH

SN

\—/

Cymiw 1-(2-¢prop-4-noadeHin)-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipugasuH-4(1H)-oHy (244
mr, 0,5 mmons), 2-(Tpnbytuncranadin)-1,3-okcasony (0,209 mn, 1,0 mmone) i Pd (PPhjz), (57,8 wr,
0,05 mmonb) B 1,4-giokcaHi (3 mMn) HarpiBanu i3 3BOPOTHIM xonoaunbHukoM npotsarom 11 r nig Ar.
Cymiw posogunu BogHuM po3unHom NaHCOs;, ekctparyBanu AcOEt, cywwunu Hag Na,SOy,
dinbTpyBanu, KOHUEHTPYBanNu y BaKyyMi, ouvuLlianu KOSIOHKOBOK XpomaTtorpadiieto Ha OCHOBHOMY
cunikareni (rekcaH/AcOEt = 50/50 go 0/100 i AcOEt/MeOH = 100/0 go 70/30) i nepekpucTanisysanu 3
EtOH/rekcaH opepxytoum BkasaHy B 3aronioBky crnonyky (113 wr, 53% Buxig) Gk XOBTy TBepay
peyvoBuHy: Tnn. 223-225 °C. 'H ampP (OAMCO-dg, 300 Ml'u): & m.u. 3,79 (3H, ¢), 7,02 (1H, o, J = 1,9
M), 7,16 (1H, 1, 4 = 8,3 'y), 7,31-7,51 (6H, m), 7,77-7,83 (2H, m), 7,96 (1H, ga, J = 11,5, 1,7 '), 8,34
(1H, c), 8,55 (1H, g, J = 2,6 ). AHan. po3paxoBaHun ans C,3H;sFNsO5-0,1H,0: C, 64,06; H, 3,79; N,
16,24. 3HangeHo: C, 63,92; H, 3,67; N, 16,23.

Mpuknag 118

1-(2-®T1op-4-nipuanH-2-indeHin)-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipynaasnH-4(1H)-oH
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CymiLu 3-pTOp-4-[5-MeTokCH-4-0Kkco-3-(1-heHin-1H-nipason-5-in)nipyaasnH-1(4H)-
in]cpeHinTpudpTopmeTaHcynbdoHaty (200 mr, 0,392 mmons), (2-nipuaunH)umkno-TpuondopaTty niTieBoi
coni (167 wmr, 0,784 mmonb), 2-(gi-tpeT-6yTundocdiHo)bicdeniny (12,9 wmr, 0,0431 mmons), Cul (14,9
mr, 0,0784 mmonb) i Pd(OAc), (4,4 mr, 0,0196 mmons) B8 DMF (1,2 mn) Harpisanu npu 80°C npoTtarom
13 r nig Ar. Cymiw possoaunum BogHum posdmHom NaHCO;, ekctparysanu AcOEt, cywwmnu Hag
Na,SO,4, dinbTpyBanu, KOHUEHTPYBanM Yy BaKyyMi, OYMLanM KOMOHKOBOK XpomaTorpadiieto Ha
ocHoBHOMY cunikareni (rekcad/AcOEt = 50/50 go 0/100) i Ha cunikareni (rekcaH/AcOEt = 50/50 po
0/100) i nepekpuctanidyBanm 3 AcOEt/rekcaH ofepXytoum BkasaHy B 3arofloBky crnonyky (68,9 wr,
40% Buxia) sk 6nigo-xoBTy TBEpAy pevoBuHy: Tnn. 206-208°C; 'H amp (OMCO-dg, 300 MI'L): & m.u.
3,80 (3H,¢c), 7,01 ("H, g, J=19Tuw), 7,11 (1H, 1,J = 8,3 Tn), 7,31-7,53 (6H, m), 7,80 (1H, a, J = 1,9
My, 7,91-8,02 (2H, m), 8,08-8,20 (2H, m), 8,55 (1H, a, J = 1,9 I'y), 8,72 (1H, A, J = 4,5 'y). Anan.
pospaxoBaHun ons C,sH1gFNsO,: C, 68,33; H, 4,13; N, 15,94. 3HangeHo: C, 68,15; H, 4,18; N, 15,83.

Mpuknag 119

1-[4-(3,4-OndTop-1H-nipon-1-in)-2-dTopdeHin]-5-metoken-3-(1-deHin-1H-nipason-5-
in)nipngasuH-4(1H)-oH

F F

KOtBu (236 wmr, 2,1 MMonb) nopuisMmu gogasanu npu KiMHaTHIA TemnepaTtypi 40 po3dnHy 1-[2-
dTOp-4-(3,3,4,4-TeTpadTopniponignH-1-in)deHin]-5-metokcun-3-(1-ceHin-1H-nipason-5-in)nipngasuH-
4(1H)-oHy (352 wmr, 0,7 mmonb) B AMCO (3,5 mn). lMicna nepemiwysaHHa 30 XB, peakuiiHy CyMmiLl
BunuBanu y Boay i ekctparysann AcOEt. EkcTpakt npomuBanu posconom, cywmnu Hag MgSOy i
KOHLIEHTpYBanuM npu MOHWXKEHOMY TWUCKY. 3anuwiok niggaBanu KOMOHKOBIN xpomartorpadii Ha
OCHOBHOMY cunikareni BUKOpPUCTOBYHOUM 4K entoeHT rekcaH/AcOEt (1/1-0/1) nicna 4yoro ouvwanu
npenapaTtusHoto BEPX. MNepekpuctanidyBanu 3 MeOH/H,O ogepxxytoum BKazaHy B 3arofiloBKy CMOsyKy
(105 mr, 32% Buxin) sik 6iny TBepay peyoBuHy: Trn. 212-214°C; *H AMP (300 My, CDCls): & m.u.
3,91 (3H, ¢), 6,42 (1H, 1, J = 9,0 l'u), 6,68-6,78 (2H, m), 6,87 (1H, goa, J = 1,1, 2,6, 9,0 'u), 7,07 (1H,
aa,J=26,12,4Tu), 7,33 (1H, g, J = 2,3 l'y), 7,36-7,48 (5H, m), 7,78-7,79 (2H, m). PX-MC (ECI) m/z
464 [M + H]". Anan. pospaxosaHuin ana C,,HisFsNsO,: C, 62,20; H, 3,48; N, 15,11. 3naiigeHo: C,
62,20; H, 3,51; N, 15,01.

MpenapatneHy BEPX npoBoaunu 3a yMoOB ONMCaHUX HUXYE.

Konounka: YMC CombiPrep ODS-A (20 x 50 MM S-5 MKm)

Temnepatypa konoHku: 25°C

Pyxoma cpasa: (A) 0,1% TFA B guctunboBaHivi Bogi, (B) 0,1% TFA B aueToHiTpuni

MpagieHT: 0,00 xB (A/B = 60/40) — 1,00 xB (A/B = 60/40) — 4,75 x8 (A/B = 0/100) — 7,39 xB (A/B
= 0/100) — 7,40 x8 (A/B = 100/0) — 7,50 xB (A/B = 100/0)

LWBunakicTe NoToky: 25 mn/xs

HetekTop: YO 220 HM

KoHueHTpauis: 33,3 mr/mn
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O6‘em iH‘ekuii: 0,300 mn

Yac ytpumanHs: 2,35 xB

Mpuknag 120
1-[2-®Top-4-(1H-nipason-1-in)deHin]-5-meTokcun-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH

Cycnensito  1-(2-cTop-4-oadeHin)-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oHy
(4,88 r, 10 mmonb), nipasony (0,681 r, 10 mmons), Cu,O (0,143 r, 1 mMmonb), caniuMnanbgoKCumy
(0,549 1, 4 mmonb) i Cs,CO3 (6,52 1, 20 mmonb) B CH3CN (100 mn) kmn'atunum i3 3BOPOTHIM
XOMNOAWMbHUKOM MNpoTArom 5 r B atmocdepi Ar. [icna oxonomXeHHs OO KiMHATHOI TemnepaTypw,
peakuinHy cymiw Bunusanu y sogy i ekctparysann ACOEt. EkcTpakT npommBany po3conom, CyLmnmnm
Hag MgSO, i KOHUEHTpyBanmu Mpu MOHWXKEHOMY TWUCKY. 3anuliOK O4YMLLANM  KOJTIOHKOBOH)
XpomaTorpadiieto Ha OCHOBHOMY curikareni BUKOPUCTOBYKOUM SAK enoeHT rekcaH/THF (1/2) i
nepekpuctanisysanu 3 EtOH/H,O opepxytoum BkasaHy B 3aronoBky crnonyky (1,90 r, 44% Buxig) sk
6nigo-koBTuiA nopoluok: Tnn. 214-216°C; *H AAMP (300 My, CDCls) & m.u. 3,92 (3H, c), 6,44 (1H, T,
J=9,0Tlu),6,53(1H, ag,J =1,9,2,3Tu), 7,30 (1H, pop, J =1,1,2,3,9,0 ), 7,34 (1H, g, J =1,9 ),
7,37-7,48 (5H, m), 7,61 (1H, pn, J = 2,3, 12,4 Tu), 7,76 (1H, g, J =1,9Tu), 7,79 (1H, o, J = 1,9 I'u),
782 (1MH, A, J = 2,3 Tu), 7,92 (1H, a, J = 2,3 Ty). PX-MC (ECI) m/z 429 [M + H]". Anan.
po3paxoBaHun ons C,3H7FNgO,: C, 64,48; H, 4,00; N, 19,62. 3HangeHo: C, 64,41; H, 4,00; N, 19,54.

Mpuknag 121

Etvun  1-{3-dpTOp-4-[5-MeTOoKCK-4-0KCO-3-(1-beHin-1H-nipa3on-5-in)nipugasuH-1(4H)-in]deHin}-5-
rigpokcu-1H-nipason-4-kapbokcunat

Cymiw TpeTt-0yTnn 1-{3-dpT0op-4-[5-MeToKkcUu-4-okco-3-(1-eHin-1H-nipason-5-in)nipngasvnH-1(4H)-
in]deHinrigpasnHkapbokecunarty (2,02 r, 4,1 mmonb), TFA (5 mn) i CH,Cl, (10 mn) nepemiwysanu
npoTarom 3 r Npu KiMHaTHIN TemnepaTtypi. PeakuinHy cymill KOHUEHTpYBanu npy NOHMXEHOMY TUCKY.
CycneHsito 3anuuwky, gietun etokcumeTtunenmanonaty (0,829 mn, 4,1 mmone) i K,CO3 (1,70 1, 12,3
Mmonb) B EtOH (20 mn) KMN'aTunu i3 3BOPOTHIM XonoaunbHUKOM NpoTaroM 3 r. [icns oxonomKeHHs
0O KiMHaTHOI TemnepaTtypwu, peakuinHy cymill BunuBanu y Boay i ekctparyBsanu AcOEt. Ekctpakr
npoMueanu posconom, cywunn Hag MgSO, i KOHUeHTpyBanu Mpu MOHWXEHOMY TWUCKY. 3arnuLiok
npomusanu AcOEt i nepekpuctanisysanu 3 EtOH ogepxxytoun BkasaHy B 3aronioBky cnonyky (1,43 r,
67% BuXia) sk 6nino-oparxeBy TBepay peyoBuHy: Tnn. 188-193 °C; *H AMP (300 My, CDCls): & m.u.
1,41 (3H,1,J=7,2Tu), 3,92 (3H, c), 4,39 (2H,k, J=7,2Tu),6,45(1H, 1, J=9,0Tu), 7,35 (1H, A, J =
1,9 Tu), 7,37-7,48 (5H, m), 7,55 (1H, ppa, 4 = 1,1, 2,3,9,0 "y), 7,77-7,82 (3H, m), 7,83 (1H, o, J = 2,3
lu). AHan. pospaxoBaHun ansa CoeH,1FNgOs: C, 60,46; H, 4,10; N, 16,27. 3HangeHo: C, 60,28; H,
4,17; N, 16,37.

Mpuknag 122
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1-[2-®Top-4-(5-rigpokcn-1H-nipason-1-in)deHin]-5-metoken-3-(1-peHin-1H-nipason-5-
in)nipuaasnH-4(1H)-oH

CymiL etun 1-{3-¢pTOp-4-[5-MeToKCcU-4-0KCco-3-(1-deHin-1H-nipazon-5-in)nipnaasnnH-1(4H)-
in]deHin}-5-rigpokcu-1H-nipason-4-kapbokcunaty (1,41 r, 2,73 mmone), 4 M NaOH (40 mn) i EtOH
(40 mn) kMN'ATUNK i3 3BOPOTHIM XONOAUNBHUKOM MNPOTAroM 4 1. [licnsa OXOnomKeHHs OO KiMHAaTHOI
TemnepaTypu, gogasanu nosinbHO koHu. HCI (20 mn). Cymiw nepemiwyBanu npotarom 30 xB npu
KIMHaTHIM TemnepaTypi i NOTIM KAN‘ATMNK i3 3BOPOTHIM XonogunbHukom npotarom 1 r. [licns
OXONOMKEHHS A0 KiIMHATHOT TemnepaTypw, peakuinHy cymilwl Bunvueanu y Boay i ekctparysanun AcOEt.
Ekctpakt npomumBanu posconom, cywunu Hag MgSO, i KOHUEHTpyBanmu Mnpu MOHWXKEHOMY TUCKY.
3anvwoK ouuwiann KOMOHKOBOK XpoMaTorpadiielo Ha cwunikareni BUKOPUCTOBYHOUM $K ErH0eHT
AcOEY/THF (2/1) i nepekpuctanisysanu 3 THF/MeOH ogepxytoun BkasaHy B 3aronioBky cnonyky (387
Mr, 32% BuXia) sk 6nigo-xoBTy TBEpAY peyoBuHy: Trn. 221-229°C; *H AMP (300 MIy, AMCO-ds): &
m.. 3,78 (3H, ¢), 5,57 (1H, o, J=1,5Tw), 6,99 ("H, A, J=19Tu), 7,14 (1MH, 1, J =9,0 'y), 7,31-7,51
(6H, m), 7,64-7,68 (1H, m), 7,79-7,84 (2H, m), 8,52 (1H, g, J = 1,9 T'w), 12,17 (1H, wc). PX-MC (ECI)
m/z 445 [M + H]".

Mpuknag 123

1-{4-[5-(AudTOopmeTOKCH)-1H-nipason-1-in]-2-dpTopdeHin}-5-meToken-3-(1-eHin-1H-nipason-5-
in)nipngasuH-4(1H)-oH

_N
W
F
Mpuknag 124

1-{4-[2-(QudpTOpMeETUN)-5-0KCO-2,5-anrinpo-1H-nipason-1-in]-2-gpTopdeHrin}-5-meTokeun-3-(1-
deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH

CymiL 1-[2-cpTop-4-(5-rigpokcu-1H-nipason-1-in)deHin]-5-meTokeun-3-(1-deHin-1H-nipason-5-
in)nipugasun-4(1H)-oxy (373 wr, 0,84 mmone), CF,CICO,Na (256 wr, 1,68 mmonb), K,CO3 (232 wr,
1,68 mmonb), DMF (2,5 mn) i H,O (0,5 mn) nepemiwysanu npotarom 2 r npu 100°C. PeakuinHy cymilu
BunuBanu y Boady i ekcrparysanu AcOEt. Ekctpakt npomuanu posconom, cywmnu Hag MgSO, i
KOHLEHTPYBanuM Mnpu MOHWKEHOMY TUCKY. 3anuioK ouuany KOMOHKOBOK XpomaTtorpadieto Ha
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OCHOBHOMY cunikareni BukopucTtoBytoum sk entoeHT AcOEt i nepekpuctanisyann 3 AcOEt
OAEepPXKyo4un 1-{4-[5-(amdpTOopMmeTOKCH)-1H-nipa3on-1-in]-2-dpTopdeHin}-5-meTokeun-3-(1-deHnin-1H-
nipason-5-in)nipugasuH-4(1H)-oH (168 mr, 40% Buxig) sk 6nigo-XoBTYy TBEpAy peyoBuHy: Tnn. 177-
179°C; *H AMP (300 My, CDCly): & m.u. 3,92 (3H, c), 6,07-6,08 (1H, m), 6,45 (1H, T, J = 9,0 '), 6,59
(1H, 1, J =71,8 Tu), 7,34-7,47 (7H, m), 7,58 (1H, pa, J = 2,3, 12,4 T'y), 7,61 (1H, a, J = 1,9 Tu), 7,79
(1H, A, J =1,9Tw), 7,83 (1H, A, J = 2,3 'y). PX-MC (ECI) m/z 495 [M + H]". Anan. po3paxoBaHuin Ans
C,4H17F3NgO4: C, 58,30; H, 3,47; N, 17,00. 3narigeHo: C, 58,17; H, 3,46; N, 16,91.

Mopganblle enolBaHHA 3 HAcTynHo nepekpucTtanizauieto 3 MeOH/H,O pasano 1-{4-[2-
(andpropmeTunn)-5-okco-2,5-gurigpo-1H-nipason-1-inj-2-gpTopdeHin}-5-metokcu-3-(1-peHin-1H-
nipason-5-in)nipuaasuH-4(1H)-oH (63,5 mr, 15% Buxia) sk 6iny TBepay pedvosuHy: Tnn. 161-163°C; H
AMP (CDCIs) 6 3,91 (3H, ¢), 5,99 (1H, a, J = 4,1 Tu), 6,40 (1H, 7, J = 60,7 T'w), 6,47 (1H, T, J = 8,7
Mu), 7,09 (1H, pop, J =1,1,2,3,8,7 ), 7,32 (1H, g, J = 1,9 "'u), 7,36-7,47 (6H, m), 7,79-7,81 (3H, m).
PX-MC (ECI) m/z 495 [M + H]". Anan. pospaxoBaHuii ansa C,,H17F3NgO5-0,5H,0: C, 57,26; H, 3,60; N,
16,69. 3HanpgeHo: 57,38; H, 3,52; N, 16,78.

Mpuknag 125

1-[2-(1-MeTunetnn)deHrin]-3-(1-deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH
\

‘ N
‘ N
%

3-{[2-(1-MeTunetnn)deHnin]rigpasoHo}neHtaH-2,4-gioH (0,98 r, 3,98 mmonb) po3unHanu B 10 mn
N,N-gumeTundopmamigaumeTunageTanto i cymiwl nepemiwysanu npotsrom 4 rogud npm 120°C, i
NoTiM KOHLEHTPYBanu Npu MNOHWKEHOMY TUCKY. [1o po3unHy 3anuwky B 20 M meTaHony, godaBanu
deHinrigpasun (1,72 r, 15,93 MMonb) i Cymill KAN‘ATUNK i3 3BOPOTHIM XONOAWUMBHUKOM MPOTSrom 4
rOOVH i KOHUEeHTpyBanu. 3anuwok po3ynHanu B guxnopmetaHi (40 mn), npomusanu 1 M BOAHUM
po3umHoMm HCI i posconom, cywmnu Hag Na,SOy i KOHUEHTpYBanu npy NOHMXEHOMY TUCKY. 3anuLuok
ounanu nPen-BEPX OflepXytoun BKasaHy B 3aronosky crnonyky (80 mr, 6% BuXxia) SK XOBTY TBepay
peyoBuHy: "H AMP (400 MIl'u, CDCls): 6 1,08 (6H, g, J = 7,2 I'y), 2,62-2,70 (1H, m), 6,61 (1H, g, J =
7,6 Tu), 6,85 (1H, pgo, J =8,0,1,6Tu), 7,06 (1H, g, J =1,6 I'y), 7,16-7,21 (1H, m), 7,26-7,41 (7H, m),
7,75 (1H, o, J=1,6Tu), 7,78 (1H, a, J = 8,0 'y); PXMC (pyxoma ¢asa: Big 70% Bogmn i 30% CH3CN
0o 5% Bogm i 95% CHsCN B 6 xB, kiHeub ansa umx ymoB 0,5 xB.) unctota 90%, 4Y.y. = 3,158 xB; MC
Posp.: 356; MC 3HaiigeHo: 357 [M + H]".

Mpuknag 126
2-[4-Okco-3-(1-peHin-1H-nipa3on-5-in)nipugasuH-1(4H)-in]6eH3oHiTpun

N

2-[2-(1-AueTnn-2-okconponinigeH)rigpa3nHo]6ensonitpun (4,00 r, 17,47 mMonb) po3unHanu B 40
Mn N,N-gumetundgopmamiganmeTnnauetanto, Cymill nepemiwysanu npotarom 4 roauH npu 120°C i
NoTiM KOHLEHTPYBanu nNpu NOHWXeHOMY TUcKy. [o po3unHy 3anuvwky B 80 Mn meTaHony, gogasanu
deninrigpasuH (3,77 r, 34,94 MMmonb) i Cymill KUN'ATUNW i3 3BOPOTHIM XONOAUIBbHUKOM NPOTArom 4
roauH npu 80°C i koHUeHTpyBanu. 3anuLlok po3unHAnu B auxnopmetaHdi (80 mn), npomusanu 1 M
BoAHUM po3umHoM HCI i posconom, cywunu Hag Na,SO,4 i KOHLEHTpyBanu npu NOHWKXEHOMY TUCKY.
3anuvuwok ouunwanu npen-BEPX opepxytoun BkasaHy B 3aronosky cnonyky (350 mr, 6% Buxia) sk
KOPUYHEBY TBEPAY PEYOBUHY: 'H amP (400 MI'y, CDCl,): 06,68 (1H, o, J =8,0Tu), 6,72 (1H, ga, J =
8,0, 1,2 u), 7,32-7,40 (6H, m), 7,48-7,54 (2H, m), 7,74 (1H, ga, J =7,6,2,0Tw), 7,79 (1H, o, J = 2,0
Mu), 8,11 (1H, g, J = 7,6 'y); PXMC (pyxoma ¢pasa: Big 80% Bogu i 20% CH3CN go 5% Boau i 95%
CHsCN B 6 xB, KiHeub ansa umx ymoB 0,5 xB.) uncrtora >95%, Y.y. = 2,881 xB; MC Po3sp.: 339; MC
3nangeHo: 340 [M + H]".

Mpuknag 127

1-BidheHin-2-in-3-(1-deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH
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N

3-(bicpeHin-2-inrigpaszoHo)neHTtan-2,4-gioH (420 wmr, 1,50 mmonb) po3umHanm B 4 mn N,N-
anveTundopmamiganmeTunaudetanto i cymiw nepemiwysanu npotarom 4 roguH npu 120°C i notim
KOHLEHTpyBanu Npu MOHWXEHOMY TuCKy. o po3uvHy 3anumwky B 10 Mn meTaHony, gogasanu
deHinrigpasvH (648 mr, 6,00 MMonb) i CyMill KMM'ATUMM i3 3BOPOTHIM XONOAUNBbHUKOM MPOTArom 4
roguH npu 80°C i koHUeHTpyBanu. 3anuwok po3umHanu B guxnopmetadi (30 mn), npommanim 1 M
BoAHMM po3yuHoMm HCI i posconom, cywmnu Hag Na,SO, i KOHUEHTpYBanu npu NOHUWXKEHOMY TUCKY.
3anuuwok ounwanu npen-BEPX ogepxyoun BkasaHy B 3aronoBky crnonyky (184 mr, 31% Buxig) sk
YKOBTY TBEpay PEYOBUHY: 'H avp (400 MI'y, CDCl3): 66,25 (1H, o, J =7,6 'u), 6,72 (1H, ag, J = 8,0,
0,8 ly), 7,05-7,08 (2H, m), 7,12 (1H, g, J = 2,0 Tw), 7,27-7,45 (12H, m), 7,77 (1H, g, J = 1,6 Tu);
PXMC (pyxoma dhasa: Big 70% Boam i 30% CH3CN po 5% Bogu i 95% CHsCN B 6 xB, KiHeub Ans Lmx
ymos 0,5 xB.) uncrota >95%, Y.y. = 3,272 x8; MC Posp.: 390; MC 3HaiigeHo: 391 [M + H]".

Mpuknag 128

1-(2-Etokeudpenin)-3-(1-ceHin-1H-nipason-5-in)nipyaasuH-4(1H)-oH

~_-©

3-[(2-ETokcndpeHin)rinpasoHolneHTaH-2,4-gioH (2,00 r, 8,06 mmonb) posuuHanm B 20 mn N,N-
anveTundopmamiganmeTunageTanto, cymiwl nepemiwysany npotarom 4 roguH npu 120°C i notim
KOHLEHTpyBanu nNpu MNOHWXEHOMY TuCKYy. [o po3uvHy 3anuwky B 60 mMn meTaHony, gogasanu
deHinrigpasuH (3,48 r, 32,24 MMOnb) i CyMmill KMN‘ATUMAM i3 3BOPOTHIM XOMOAMIBHUKOM NPOTArom 4
rogvH npu 80°C i KOHUEHTpyBanu. 3anuwoK po3vmHAnu B guxnopmetaHi (80 mn), npomusanu 1 M
BogHUM po3yuHoMm HCI i posconowm, cywmnu Hag Na,SO, i KOHUEHTPYBanu npu NOHWXEHOMY TUCKY.
Banvuwok ounwann npen-BEPX ogepxyloun BkasaHy B 3aronosky crnomnyky (75 mr, 2% Buxig) sk
KOPVYHEBY TBEPOY PEYOBUHY: 'H ampP (400 Ml'u, CDCl3): 6 1,36 (3H, 1, J =6,8 '), 4,05 (2H, k, J =
6,8 l'u), 6,32 (1H, oo, J = 8,0, 1,2 T'y), 6,61 (1H, o, J = 7,6 Tuy), 6,78 (1H, T4, J = 7,6, 1,2 T'y), 6,94
(1H, pao, J = 8,4, 1,2 T'y), 7,25-7,30 (2H, m), 7,39-7,43 (5H, m), 7,78 (1H, o, J = 2,0 I'y), 8,06 (1H, o, J
= 7,6 Ty); PXMC (pyxoma dcasa: Big 80% Boau i 20% CH3;CN go 5% Boam i 95% CH3CN B 6 xB,
KiHeub Ansa umx ymos 0,5 xB.) uuctota >95%, Y.y. = 3,375 xB; MC Posp.: 358; MC 3HaingeHo: 359 [M
+ HJ".

Mpuknag 129

1-[2-(1-MeTuneTtokcun)dpeHin]-3-(1-dpeHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH

3-{[2-(1-MeTuneTtokcun)dpeHinlrigpaszoHo}neHTtaH-2,4-gioH (0,53 r, 2,02 MMOrb) po34YnHANM B 6 Mn
N,N-gumeTnndopmamigommeTnaueTanto i cymiw nepemiwysanu npotarom 4 roguH npu 120°C,
NOTIM KOHLEHTPYBanu npu NOHWXEHOMY TUCKY. [Jo po3unHy 3anuvwky B 20 Mn meTaHony, gogasanu
deninrigpasuH (0,87 r, 8,08 Mmonb) i cymilw KMN‘ATUAM i3 3BOPOTHIM XONOAMITbHUKOM MpOTArom 4
roguH npu 80°C i kOHUEHTpyBanu. 3anuwok po3vmHAnu B anxnopmeTaHi (40 mn), npomuBann 1 M
BoAHUM posuuHoM HCI i posconom, cywmnu Hag Na,SO, i KOHUEHTpYBanu npu NOHWXEHOMY TUCKY.
3anuuwok ovmwanu npen-BEPX ogepxytoumn BkasaHy B 3aronoBky crnonyky (7 mr, 1% Buxia) sik XoBTy
TBEPAY PEYOBUHY: 'H amp (400 Ml'y, CDCls): & 1,26 (6H, g, J = 6,0 'y), 4,50-4,54 (1H, m), 6,37 (1H,
aa,J=8,0,16Tu), 6,60 (1H, a,J=7,6Tu), 6,79 (1H, T4, J =7,6, 1,2 Tu), 6,96 (1H, pa, J = 8,0, 1,2
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Mu), 7,24-7,28 (2H, m), 7,36-7,42 (5H, m), 7,97 (1H, o, J = 2,4 T'y), 8,04 (1H, a4, J = 8,0 'y); PXMC
(pyxoma dpasa: Big 70% Boau i 30% CH3CN po 5% Boam i 95% CH3;CN B 6 xB, KiHEUb ANs UUX yMOB
0,5 xB.) uncrota >95%, Y.y. = 3,151 x8; MC Posp.: 372; MC 3HaiaeHo: 373 [M + H]".

Mpuknag 130

3-(1-®eHin-1H-nipa3on-5-in)-1-[2-(TpudTopMmeTokeu)dbeHin]nipnaasnH-4(1H)-oH

N
N
N @
F
F\i/o

3-{[2-(TpudTopmeTokcH)deHin]rigpasoHo}neHTaH-2,4-gioH (0,43 r, 1,5 mMmonb) posuuHsanm B 20
mn N,N-gumeTtundopmamigoumeTunaueTanto i Cymiw nepemiwysanu npotarom 4 roguH npu 120°C, i
NOTiM KOHLEHTPYBanu npu NOHWXeHOMY TUCKy. [o po3unHy 3anmuwky B 40 Mn meTaHony, gogasanu
deHinrigpasuH (486 wr, 4,5 MMonb) i CyMill KAM'ATUNW i3 3BOPOTHIM XOMOAMITbHMKOM MpOTSirom 4
rogvH npu 80 °C i KOHUeHTpyBanu. 3anuwoK po3unHanu B guxnopmetaHi (40 mn), npommnsanu 1 M
BoAHMM po3ynHoMm HCI i posconowm, cywmnu Hag Na,SO, i KOHUEHTPYBanu npu NOHWXEHOMY TUCKY.
3anuwok ounanm npen BEPX opepxyioun BkasaHy B 3arorioBky crnonyky (22 mr, 4% Buxig) sK
KOBTY TBEpAY peyoBuHy: "H AMP (400 Ml'u, CDCl3): & m.m. 6,67 (aT, J = 8,0, 1,6 'y, 2H), 7,23-7,31
(m, 2H), 7,36-7,46 (m, 7H), 7,81 (g, J = 2,0 'y, 1H), 7,95 (g, J = 8,0 'y, 1H); PXMC (pyxoma dasa: Big
70% Bogm i 30% CH3CN po 5% Bogu i 95% CH3CN B 6 xB, kiHeub onst umx ymoB 0,5 xB.) yncrtota
>95%, Y.y. = 3,118 xB; MC Posp.: 398; MC 3HaingeHo: 399 [M + H]".

Mpuknag 131

1-(2-®eHokcndeHin)-3-(1-deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH

©é©

3-[(2-PeHokcudeHin)rinpasoHolneHTan-2,4-gioH (1,00 r, 3,37 mmonb) posunHanu B 10 mn N,N-
anveTundopmamigaumeTunadeTanto i cymiw nepemiwysanu npotsaroMm 4 roauvH npu 120°C, notim
KOHLIeHTpYyBanu npu MOHWXeHOMY Tucky. [o posumHy 3anuwky B 30 mMn meTaHony, gopasanu
deHinrigpasuH (1,46 r, 13,48 MMonb) i Cymill KMN‘ATUAM i3 3BOPOTHIM XOMOAMIBHUKOM NpOTAroMm 4
rogvH npu 80°C i KOHUeHTpyBanu. 3anuwoK po3vmHanu B guxnopmetaHi (30 mn), npomuBanm 1 M
BogHUM po3uuHoMm HCI i posconom, cywmnu Hag Na,SO, i KOHUEHTpYBanu npu NOHWXEHOMY TUCKY.
3anuuwok ounwanm npen BEPX opgepxyloun BkasaHy B 3aronoBky crnonyky (55 mr, 4% Bwuxig) sK
KOBTY TBEpPAY peyosuHy: ‘H AMP (400 My, CDCLs): & 6,55 (2H, aa, J = 8,0, 1,2 I'y), 6,86-6,89 (2H,
M), 6,94-7,01 (2H, m), 7,11-7,15 (1H, m), 7,22 (1H, g, J = 1,6 T'w), 7,25-7,41 (8H, m), 7,76 (1H, g, J =
2,0 lu), 8,12 (1H, g, J = 7,6 T'w); PXMC (pyxoma cpa3za: Big 70% Boam i 30% CH;CN go 5% Boau i
95% CH3CN B 6 xB, KiHeub ans uux ymoB 0,5 xB.) yuctorta >95%, 4.y. = 3,410 xB; MC Po3p.: 406; MC
3nangeHo: 407 [M + HJ".

Mpuknag 132
1-[2-(MeTuncynbdiHin)deHin]-3-(1-deHin-1H-nipason-5-in)nipnaasunH-4(1H)-oH

N
i
/S\©

3-{[2-(MeTuncynbdiHin)deHin]rigpasoHo}neHTaH-2,4-aioH (0,66 r, 2,48 MMOnb) po3yYMHANN B 8 Mn
N,N-gumeTundopmamiganmeTunageTanto i cymiwl nepemiwysanu npotarom 4 roavH npu 120°C,
NOTIM KOHLEHTPYBanu npu nNOHMWXeHOMY TUCKY. [Jo po3ynHy 3anuwiky B 15 mMn metaHony, gogasanu
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deninrigpasuH (1,07 r, 9,92 mmonb) i cymiw KMN‘ATMNM i3 3BOPOTHIM XONOAMMbHUKOM MPOTArom 4
roauH npu 80°C i kOHUeHTpyBanu. 3anulok po3umHAnu B guxnopmetaHi (40 mn), npommanm 1 M
BoAHMM po3yuHoMm HCI i posconom, cywmnu Hag Na,SO, i KOHUEHTpYBanu npu NOHWXKEHOMY TUCKY.
Banvuwok ounwanu npen-BEPX ogepxyloun BkasaHy B 3aronoBky crnonyky (32 mr, 3% Buxig) sk
4epBOHY TBepAay peyoBuHy: "H AMP (400 My, CDCls): & 2,63 (3H, c), 6,64 (1H, A, J = 7,6 I'y), 6,87
(1H, @, J = 2,0 Tu), 7,22 (1H, g@, J = 8,0, 1,2 T'y), 7,30-7,40 (5H, m), 7,60 (1H, T4, J = 8,0, 1,2 I'u),
7,70 (1H, 1, J =8,0, 1,2 Tu), 7,80 (1H, g, J = 1,6 T'y), 8,07 (1H, g, J = 8,0 I'u), 8,20 (1H, ga, J = 7,6,
1,6 T'u); PXMC (pyxoma dasa: Big 90% Boan i 10% CH3CN go 5% Boau i 95% CH3CN B 6 xB, KiHeupb
ans umx ymos 0,5 xB.) unctota 93%, Y.y. = 2,720 xB; MC Poasp.: 376; MC 3uangeHo: 377 [M + H]".

Mpuknag 133

1-[2-(MeTuncynbdoHin)deHin]-3-(1-cdeHin-1H-nipason-5-in)nipnaasnH-4(1H)-oH

o po3uunHy 1-[2-(meTuncynbdiHin)deHin]-3-(1-deHrin-1H-nipason-5-in)nipugasvH-4(1H)-oHy (60%
unctota, 300 mr, 0,80 mmornb) B 20 mn outoBoi kucnotn gogasanu 30% BogHun posdmH H,0, (362
mr, 3,19 mMmornb) i cymiw nepemiwyBanu npu 40°C npotarom 18 r. PO34MHHMKM Bugansnm npu
NMOHMWKEHOMY TUCKY, godasanu Bogy, ekctparyBanum AcOEt, npomusanu Bogow, Na,COz; BOAHUM
PO34nHOM i po3conom, cywmnnu Hag Na,SO, i noTiM KoHUeHTpyBanu. 3anuwok ounwanu npen. -BEPX
OflepXyloun BkasaHy B 3arornoBky cnonyky (20 mr, 6% BuXxia) sik YepBOHy TBepay peuosuHy: "H AMP
(400 MI'y, CDCl3): 8 2,89 (3H, ¢), 6,60 (1H, A, J =8,0 'u), 6,96 (1H, A, J = 2,0 'u), 7,24-7,35 (4H, m),
7,41-7,43 (2H, m), 7,70-7,77 (3H, m), 7,92 (1H, g, J = 8,0 T'y), 8,16-8,18 (1H, m); PXMC (pyxoma
dasa: Big 90% Bogu i 10% CH3CN o 5% Boam i 95% CH3CN B 6 xB, kiHeub anga umx ymos 0,5 xB.)
unctota >90%, Y.y. = 3,073 x8; MC Posp.: 392; MC 3HaiigeHo: 393 [M + H]".

Mpuknag 134

3-(1-®eHin-1H-nipa3on-5-in)-1-[3-(TpudTopmeTokeu )dbeHin]nipnaasunH-4(1H)-oH

N

7
N
F/*\O
F

3-{[3-(TpudptopmeTtokcu)peHinjrigpazoHo}neHtaH-2,4-gioH (0,43 r, 1,5 mmonb) posuuHanu B 20
Mn N,N-gumeTtundopmamigammeTmnaueTanto i cymiwl nepemiwysanu npotsaroMm 4 roauH npu 120°C i
NoTiM KOHLEHTPYBanu nNpu NOHWXeHOMY TucKy. [o po3umHy 3anuwky B 40 Mn meTaHony, gogasanu
deHinrigpasuH (486 mr, 4,5 Mmonb) i CyMill KAMN'ATUAM i3 3BOPOTHIM XONOAUMbHUKOM MpPOTArom 4
roauH npu 80°C i koHUeHTpyBanu. 3anuLlok po3umHAnu B anxnopmetaHi (40 mn), npomusanu 1 M
BoaHUM po3umHoM HCI i po3conom, cywmnu Hag Na,SO,4 i KOHLEHTpYBanu npu NOHWKXEHOMY TUCKY.
Banvuwok ounwanu npen-BEPX ogepxytoun BkasaHy B 3aronosky cnonyky (105 wmr, 18% Buxig) sk
OBTY TBepAy peuosuHy: "H AMP (400 My, CDClg): & m.u. 6,56 (T, J = 2,0 'y, 1H), 6,76 (a, J = 8,0
lu, 1H), 6,85-6,88 (m, 1H), 7,15-7,18 (m, 1H), 7,33-7,49 (m, 7H), 7,81 (a, J =2,0 'y, 1H), 8,16 (g, J =
8,0 'y, 1H); PXMC (pyxoma dasa: Big 70% Boan i 30% CH3CN o 5% Bogmn i 95% CH3;CN B 6 xB,
KiHeub Ans umx ymoB 0,5 xB.) unuctota >95%, Y.y. = 3,450 xB; MC Po3sp.: 398; MC 3HarngeHo: 399 [M
+ HJ".

Mpuknag 135

N-{4-[4-Okco-3-(1-(peHin-1H-nipason-5-in)nipugasuH-1(4H)-in]JdeHintauetamig
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N-{4-[2-(1-AueTunn-2-okconponiniaeH)rinpasmHo]deHin}auetamig (500 mr, 1,92 MMOrnb) po34nHANK
B 10 mn N,N-anmetundopmamiganmeTmnageTanto i Cymiwl KAN'GTUNK i3 3BOPOTHIM XONOANSTbHUKOM
NpoTAroM 4 rogvH, NOTiM KOHLUEHTPYBanu Npu MOHWXEHOMY TUcKy. [Jo po3umHy 3anuwky B 20 mn
MeTaHony, gogaeanu deHinrigpasvH (829 wmr, 7,68 mMmonb) i cymiw KaM'STUNKM i3 3BOPOTHIM
XONOANIBbHUKOM NPOTArOM 4 roauH i KOHUEHTpYBanu. 3anuwiok po3YnHsnM B guxnopmetaHi (20 mn),
npomuBann 1 M BogHuMm po3umHom HCI i posconom, cywwunu Hag Na,SO, i KOHUEeHTpyBanu npu
MOHMWKEHOMY TUCKy. 3anuwok oumwanu npen-BEPX ogepxytoun BkasaHy B 3arorioBky cnonyky (51
Mmr, 7,2% BuUXig) siK )KOBTY TBEPAY PEYOBUHY: 'H amp (400 Mr'y, CDCIs): 6 2,20 (3H, c), 6,70-6,77 (3H,
™M), 7,41-7,44 (8H, m), 7,80 (1H, g, J =2,0 'u), 8,13 (1H, g, J = 8,0 'u); PXMC (pyxoma chasa: Big 90%
Boan i 10% CHsCN po 5% Bogu i 95% CH3CN B 6 xB, kiHeub ang umx ymoB 0,5 xB.) unctota >95%,
Y.y. = 2,870 xB; MC Posp.: 371, MC 3HaigeHo: 372 [M + H]".

Mpuknag 136

1-[4-(OvmeTunamino)dpeHin]-3-(1-deHin-1H-nipason-5-in)nipyaasnH-4(1H)-oH

PN

3-{[4-(OnmeTunamiHo)dpeHinlrigpaszoHo}neHTaH-2,4-gioH (500 mr, 2,02 mmonb) po3dnHanm B 10 mn
N,N-gumeTundopmamigaumeTunageTanto i Cymiwl KUN'aTunm i3 3BOPOTHIM XONOAUINTbHUKOM NPOTSromM
4 roguvH, NOTIM KOHUEHTPYBanu npu MOHMXEHOMY TUCKY. [Jo po3yuHy 3anuwky B 20 Mn MeTaHony,
pofasanu deHinrigpasuH (656 mr, 6,07 MMornb) i CyMill KMN‘ATUNKW i3 3BOPOTHIM XOMNOAUNBHUKOM
NpoTAromMm 4 roauH i KOHUEHTpyBanu. 3anulok po3dnHanu B anxnopmeTani (20 mn), npommeanu 1 M
BoAHUM po3umHoM HCI i posconom, cywmnnu Hag Na,SO,4 i KOHLEHTpyBanu npu NOHWKXEHOMY TUCKY.
3anuvuwok ounwanu npen-BEPX ogepxytoun BkasaHy B 3aronosky cnonyky (17 wr, 2,4% Buxig) sk
KOpWYHEBY TBEPAY PEYOBUHY: 'H aumpP (400 MI'y, CDCl3): 6 2,98 (6H, c), 6,53 (2H, o, J = 9,2 'u),
6,67-6,70 (3H, m), 7,36 (1H, o, J = 1,6 T'y), 7,41-7,46 (5H, m), 7,79 (1H, a, J = 2,0 T'y), 8,07 (1H, 4, J =
7,6 Ty); PXMC (pyxoma ¢hasa: Big 90% Bogn i 10% CH3CN go 5% Boawn i 95% CHsCN B 6 xB, kiHeLb
ans umnx ymos 0,5 xB.) unctoTa >90%, Y.y. = 3,658 xs; MC Poap.: 357, MC 3HaiigeHo: 358 [M + H]".

Mpwuknag 137

1-[4-(4-MeTunninepa3auH-1-in)deHnin]-3-(1-denin-1H-nipason-5-in)nipugasnH-4(1H)-oH
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3-{[4-(4-MeTunninepa3swvH-1-in)deHin]rigpasoHo}neHTaH-2,4-gioH (610 mr, 2,02 MMOMb) pO34YMHANN
B 10 mn N,N-anmetundopmamiganmeTmnageTanto i Cymilw KMN‘AaTUNKM i3 3BOPOTHIM XONOAUITbHUKOM
NpoTAroM 4 rogvH, NOTiM KOHLUEHTPYBanu Npu MOHWXEHOMY TUCKy. [lo po3uuHy 3anvwky B 20 mn
MeTaHony, pogaeanu deHinrigpasvH (872 wmr, 8,08 mmonb) i cymiw KaM'STUNKU i3 3BOPOTHIM
XOMNOAMIBbHUKOM NPOTAroM 4 roavH i KOHUEHTpyBanu. 3anuwioKk po3ynHanv B guxnopmetaHi (20 mn),
npomuBann 1 M BogHuMM po3umHom HCI i posconom, cywwunun Hag Na,SO, i KOHUeHTpyBanu npu
NMOHMWKEHOMY TUCKy. 3anuwok oumwanu npen-BEPX ogepxytoun BkasaHy B 3aronioBky cnonyky (11
mr, 1,3 % BuXia) SK XOBTY TBEpPAY PEYOBUHY: 'H ampP (400 MI'y, CDCl3): & 2,47 (3H, c), 2,71-2,75
(4H, m), 3,28 (4H, 1, J = 4,8 T'W),6,67-6,77 (5H, m), 7,37-7,44 (6H, m), 7,78 (1H, g, J = 2,0 l'u), 8,07
(1H, @, J = 7,6 T'y) ; PXMC (pyxoma cbasa: Big 80% Boamn i 20% CH3CN go 5% soan i 95% CH3CN B 6
XB, KiHeub Ang unx ymos 0,5 xB.) uncrota >95%, Y.y. = 2,522 xB; MC Posp.: 412, MC 3HangeHo: 413
M + HJ".
Mpuknag 138
3-(1-PeHin-1H-nipason-5-in)-1-[4-(1H-1,2,4-Tpnason-1-in)deHin]nipyaasnH-4(1H)-oH

_N
N\\_Z

3-{[4-(1H-1,2,4-Tpuason-1-in)deHin]rinpasoHo}neHtaH-2,4-gioH (500 mr, 1,84 MMonb) po34MHANK
8 10 mn N,N-gumeTundopmamigommeTunaLeTanto i CymMill KUN‘aTunu i3 3BOPOTHIM XONOAMMbHUKOM
npoTaroMm 4 roAuvH, NoTiM KOHUEHTPYBanu fnpu NOHWXeHOMY TUCKY. [lo po3umHy 3anuwwky B 20 mn
MeTaHony, gogasanu deHinrigpasvH (795 wmr, 7,36 MMoOnb) i Cymilwl KUN'ATMNM i3 3BOPOTHIM
XONOANSBHUKOM MPOTArOM 4 rOAWH | KOHUEHTpyBanu. 3anuwok po3vnHAnM B gnxnopmeTani (20 mn),
npommBanu 1 M BogHum posuuHom HCI i posconom, cywwmnm Hag Na,SO, i KOHUeHTpyBanu npu
MOHMKEHOMY TUCKY. 3anuwiok ounwiany npen-BEPX ogepxytoun BkaszaHy B 3arorfioBky crnomnyky (33
Mr, 4,7% BuXia) siK XOBTY TBepay peyosuHy: ‘H AMP (400 Mru, CDCl,): 5 6,75 (1H, A, J = 8,0 ),
6,93 (2H, pp, J = 7,2, 2,0 T'y), 7,42-7,50 (6H, m), 7,62 (2H, na, J = 6,8, 2,0 l'y), 7,82 (1H, o, J = 2,0
i), 8,14 (1H, c), 8,21 (1H, g, J = 8,4 T'u), 8,57(1H, c); PXMC (pyxoma cpasa: Big 90% soan i 10%
CH3CN 1o 5% Boau i 95% CH3CN B 6 xB, kiHeub Ans uux ymos 0,5 xB.) unctota >95%, Y.y. = 2,992
xB; MC Posp.: 381, MC 3HaiigeHo: 382 [M + H]".

Mpuknag 139

3-(1-®eHin-1H-nipason-5-in)-1-[4-(TpudTopmeTokeu )deHin]nipnaasunH-4(1H)-oH
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3-{[4-(TpudTopmeTokcu)deHin]rigpasoHo}neHTaH-2,4-gioH (1,58 r, 6,124 mmons) po3umHanu B 30
mn N,N-gumeTtundopmamigoumeTunaleTanto i cymiw nepemiwysanu npotarom 4 roguH npu 120°C, i
NOTIM KOHLEHTPYBanu npu NOHWXEHOMY TUCKY. [Jo po3unHy 3anuwky B 40 mn metaHony, gogasanu
deHinrigpasuH (2,0 r, 18,4 MMOMb) i CyMmill KUN‘ATUIM i3 3BOPOTHIM XOMNOAMIBHUKOM MPOTArom 4 rognH
npu 80°C i KOHUeHTpyBanu. 3anuwoK po3vnHany B gmxnopmeTtadi (20 mn), npomusanu 1 M BogHum
po3sumHoM HCI i posconom, cywunu Hag Na,SO, i KOHUEHTpyBanu npu NOHWXEHOMY TUCKY. 3arnuLUoK
ounwanu nPen—BEPX OLepXKyloun BkazaHy B 3arofnioBky cnonyky (15 mr, 0,5% Buxig) sik )XOBTy TBEPAY
peyoBuHy: "H AMP (400 Mru, CDCl;): & m.u. 6,72 (g, J = 8,0 'y, 1H), 6,81 (o, J = 6,8, 2,4 'y, 2H),
7,13 (g, J = 8,0 'y, 2H), 7,40-7,47 (m, 6H), 7,81 (8, J = 1,6 'y, 1H), 8,14 (A, J = 7,6 T'u, 1H); PXMC
(pyxoma cpasa: Big 60% Bogu i 40% CH3CN go 5% Bogm i 95% CH3CN B 6 xB, KiHELb ANst LUX YMOB
0,5 xB.) unctota >95%, Y.y. = 2,860 x8; MC Po3p.: 398; MC 3nangeHo: 399 [M + H]"
Mpuknag 140
1-[2-®PTOp-3-(TpHdTopMeTUN)deHin]-3-(1-deHin-1H-nipason-5-in)nipnaasnH-4(1H)-oH

3-{[2-PTOpP-3-(TpUdTOpMETUN)deHin]riapasoHo}neHTaH-2,4-gioH (900 mr, 3,1 MMOnb) PO34YMHANU
8 1 mn N,N-gumeTtundopmamiggiizonponinauetanto i 2 mn DMF i cymiw nepemiwysanu npu 120°C
nNpoTAromM 4 roauH, i NOTIM KOHLUEHTPYBanu npu NOHMXeHOMY TUCKY. [0 po3uMHy 3anuwiky B 25 Mn T-
BuOH, gogasanu ceHrinrigpasuH (1 1, 9,3 Mmonb) i cymilw nepemiwysanu npotsarom 4 roguH npu 60°C
i KOHUEeHTpyBanu. 3anuLoK po3ymHAnu B aguxnopmetaHi (20 mn), npommnsanu 1 M BOAHUM PO3YNHOM
HCI i posconom, cywunu Hag Na,SO, i KOHLEeHTpyBanu npu NOHMXEHOMY TUCKY. 3anuLlok ouuLianu
npen-BEPX ofepxytoun BkasaHy B 3arofnioBky cnonyky (38 mr, 4% BuXxig) siK )XOBTY TBEPAY PEYOBUHY:
'"H AMP (400 Mru, CDCl;): & m.u. 6,62-6,66 (M, 1H), 6,70 (a, J = 8,0 'y, 1H), 7,15 (T, J = 8,0 'y, 1H),
7,40-7,49 (m, 6H), 7,60-7,63 (m, 1H), 7,82 (g, J = 2,0 'y, 1H), 8,06 (aa, J = 8,0, 2,8 'y, 1H); PXMC
(pyxoma dpasa: Big 70% Bogu i 30% CHCN po 5% Boam i 95% CH3CN B 6 xB, KiHELUb ANs1 LUX YMOB
0,5 xB.) unctoTa >95%, Y.y. = 3,333 x8; MC Posp.: 400; MC 3HaiigeHo: 401 [M + H]".

Mpuknag 141

1-(2,3-OudpTopdpeHin)-3-(1-deHnin-1H-nipason-5-in)nipuaasuH-4(1H)-oH

3-[(2,3-OudptopdeHin)rigpasoHo]neHTan-2,4-gioH (900 mr, 1,16 Mmonbk) po3unHanu B 3,5 mn N,N-
anvetundopmamiggiisonponinavetanto i 5,5 mn DMF i cymiw nepemiwysanu npmn 120°C npoTtsarom 4
rogvH i NOTIM KOHUEHTPYBanu npu MOHWKEHOMY TUCKY. [Jo po3uuHy 3anuvwky B 20 mn T-BuOH,
ponasanu deHinrigpasuH (376 mr, 3,48 Mmonb) i cymiw nepemiwysanu npotsarom 4 roguH npm 60°C i
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KOHLIEHTpYBanu. 3anuwiok po3umHanu B guxnopmetadi (20 mn), npommBanu 1 M BOOHUM PO3YMHOM
HCI i posconom, cywmnu Hag Na,SO, i KOHUEHTPYBanu nNpu NOHWKEHOMY TUCKY. 3anuLLoK o4uLanm
npen-BEPX ogepxytoun BkasaHy B 3arofioBky cnonyky (22 mr, 5% Buxig) siK )XOBTY TBEPAY PEYOBUHY:
'H AMP (400 My, CDCls): & m.u. 6,23 (14, J = 6,8, 2,0 'y, 1H), 6,66 (8, J = 7,6 ', 1H), 6,92-6,98 (M,
1H), 7,12-7,19 (m, 1H), 7,36-7,45 (m, 6H), 7,79 (@, J = 2,0 'y, 1H), 8,01 (am, J = 7,6, 2,4 'y, 1H);
PXMC (pyxoma dasa: Big 70% Boam i 30% CH3CN go 5% Bogu i 95% CH3CN B 6 xB, KiHeub Ans Lmx
ymoB 0,5 xB.) unctota >95%, Y.y. = 2,824 xs; MC Poap.: 350; MC 3HaitaeHo: 351 [M + H]".

Mpuknag 142

1-(2,2-AndpTop-1,3-6eH3oqiokcon-4-in)-3-(1-deHrin-1H-nipason-5-in)nipugasunH-4(1H)-oH

N

\
N/N©

e

>
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Cymiw 3-[(2,2-andTop-1,3-6eH3ogiokcon-4-in)rigpasoHo]neHTaH-2,4-gioHy (3,0 r, 10 mmonb) B
N,N-aumeTundopmamigammeTnnauetani (30 mn) KMN'aTMnn i3 3BOPOTHIM XOMNOAUMBbHUKOM MPOTArOM
5 r. CyMmil KOHUEHTpyBanu nNpu NOHWXEeHOMY TUCKy. Po3unH 3anuwiky i dperinrigpasunHy (2,0 mn, 21
mMornb) B AcOH (30 mn) kvn'aTunm i3 3BOPOTHIM  XxomogunbHukoM npotsarom 4 r. [licns
nepemilyBaHHS Npuy KIMHaTHIN TemnepaTypi NPOTAroM HOYi, CyMill KOHLEHTPpYBanu npy NOHWXEHOMY
Tncky. 3anuwok po3soaunu AcOEt i npomuBann HacudeHuMm BogHuMm po3dnHoMm NaHCOs; i posconom.
OpraHiyHni wap cywunu Hag MgSO,, dinbTpyBanu i KOHUEHTpyBanuM MNpu MOHWKEHOMY TUCKY.
3anuvwok xpomaTtorpacdpyBanu Ha cunikareni (5/95-40/60 AcOEt/rekcaH) opepxXywoum BkasaHy B
3aronoBKy cnonyky (2,1 r, 51% Buxig) sk 6ini kpuctanu: Tnn. 105-107°C; 'H amP (300 MI'u, CDCly):
O M. 6,16 (1H, pg, J = 8,3, 1,1 Tw), 6,71 (1H, o, J=7,9Ty), 6,90 (1H, g, J = 8,3 "'u), 6,98 (1H, og, J
=79, 13Tu), 7,35-7,49 (6H, m), 7,80 (1H, g, J = 1,9 '), 8,30 (1H, g, J = 7,9 'u). PX-MC (ECI) m/z
395 [M + H]". Anan. posp. ans C,oH1,F,N,O3: C, 60,92; H, 3,07; N, 14,21. 3nangeHo: C, 60,91; H,
3,13; N, 14,30.

Mpuknag 143

1-[2-®PTOp-4-(TpUdTopMeTUN)deHin]-3-(1-deHin-1H-nipason-5-in)nipnaasunH-4(1H)-oH

FIF
F

3-{[2-®TOp-4-(TpupTopMeTUn)deHin]rinpasoHo}neHTaH-2,4-aioH (720 mr, 2,48 MMOMb) PO3YMHANN
8 1 mn N,N-gumeTtundcopmamigaiizonponinauetanto i 2 mn DMF i cymiw nepewmiwysanu npu 120°C
nNpoTAroM 4 rouH, i NOTIM KOHLEHTPYBanu npu NOHMWXeHoMy TUCKY. [lo po3umHy 3anuwky B 20 mMn T-
BuOH, pogasanu deHinrigpasuH (803 mr, 7,44 Mmorb) i cymill nepemillysanu NpoTarom 4 roguH npu
60°C i kOHUeHTpyBanu. 3anuwok po3dnHAnu B amxnopmeTtadi (20 mn), npomuBarim 1 M BOAHUM
posunHoM HCI i posconom, cywunu Hag Na,SO, i KOHUEHTpYBanu npy NOHMWKEHOMY TUCKY. 3anmLuiok
ouumianum nPen-BEPX OAEpPXYloUM BKasaHy B 3arofioBky crnonyky (16 mr, 2% Buxig) Sk XXOBTY TBepay
peyvoBuHy: "H AMP (400 Mlu, CDCIs): & m.v. 6,43 (1, J = 8,4 Ty, 1H), 6,68 (g, J = 8,0 'y, 1H), 7,23-
7,25 (m, 1H), 7,38-7,49 (m, 7H), 7,80 (@, J = 2,0 T'u, 1H), 8,10 (aa, J = 8,0, 2,4 'y, 1H); PXMC
(pyxoma dpasa: Big 70% Boau i 30% CH3CN po 5% Boam i 95% CH3;CN B 6 xB, KiHeUb ANs UUX yMOB
0,5 xB.) uncrota >95%, 4.y. = 3,421 xB; MC Po3sp.: 400; MC 3HangeHo: 401 [M + H".

Mpuknag 144

1-[4-(OmudpTopmeTOoKen)-2-dpTopheHin]-3-(1-deHin-1H-nipason-5-in)nipnaasunH-4(1H)-oH
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3-{[4-(AndTopmeTOKCH)-2-bTOopdheHin]rigpasoHoineHTan-2,4-gion (300 wmr, 1,04 mMmonb)
posunHanu B 1 mn N,N-aumeTtundopmamigaiizonponinauetanto i 2 mn DMF i cymiw nepemiwysanu
npu 120°C npoTtarom 4 roguH, i NOTIM KOHUEHTPYBanu Npu NOHMXeHOMY TUCKY. [1o po3unHy 3anuiuky B
20 mn 7-BuOH, gopasanu deHinrigpasuH (337 mr, 3,12 MMornb) i Cymiw nepemiwyBanu npoTarom 4
rogvH npu 60°C i kKOHUeHTpyBanu. 3anuwoK po3vmHany B guxnopmetaHi (20 mn), npommBanm 1 M
BogHUM po3unHoMm HCI i posconom, cywmnu Hag Na,SO, i KOHUEHTpYBanu npu NMOHWXKEHOMY TUCKY.
Banvuwok ouvwanu npen-BEPX ogepxytoun BkadaHy B 3aronosky cnonyky (35 mr, 9% Buxig) sk
XOBTY TBEpAy pPeYOBUHY: 'H ampP (400 MI'y, CDCl3): & m.u. 6,34-6,70 (m, 4H), 6,78 (g, J = 9,2 Iy,
1H), 6,99 (oa, J = 12,0, 2,4 Ty, 1H), 7,36-7,46 (m, 5H), 7,79 (g, J = 2,0 'y, 1H), 7,97 (aa, J = 8,0, 2,4
Ny, 1H); PXMC (pyxoma dasa: Big 70% Boam i 30% CH3CN go 5% Bogn i 95% CH3CN B 6 xB, KiHeLb
ans umnx ymos 0,5 x8.) unctoTa >95%, Y.y. = 3,065 xs; MC Poap.: 398; MC 3HaitaeHo: 399 [M + H]".

Mpuknag 145

1-[2-®PTOp-4-(TpUdTOopMeTOKCH)eHin]-3-(1-deHin-1H-nipason-5-in)nipugasmH-4(1H)-oH

F
F\«/O
F
3-{[2-PTOpP-4-(TpNdTOPpMETOKCH)DEHIN]rigpa3oHoneHTan-2,4-gioH (200 wmr, 0,65 wmmonb)
posunHanu B 1 mn N,N-gumetundopmamiggiisonponinauetanto i 2 mn DMF i cymiw nepemiwysanu
npu 120°C npoTtarom 4 roguH, i NOTiM KOHUEHTPYBanu Npu NOHMWXeHOMY TUCKY. [10 po3uuHy 3anuLuKky B
20 mn 1-BuOH, popaBanu deHinrigpasuHd (211 mr, 1,96 Mmonb) i cymiw nepemiwysanu npoTarom 4
roauH npu 60°C i koHUeHTpyBanu. 3anuLlok po3uuHAnNu B auxnopmeTaHi (20 mn), npomusanu 1 M
BoAHUM po3umHoM HCI i posconom, cywmnu Hag Na,SO,4 i KOHLEHTpyBanu npu NOHWKEHOMY TUCKY.
3anuuwok ouunwanu npen-BEPX opepxytoun BkasaHy B 3aronosky cnonyky (35 wmr, 13% Buxia) sk
XOBTY TBEPAY PEYOBUHY: 'H ampP (400 Ml'u, CDCl3): 6 Mv. 6,44 (T,J =8,8Tu, 1H), 6,69 (o, J = 7,6
M, 1H), 6,90 (g, J =8,8 'y, 1H), 7,11 (8, d = 11,2 'y, 1H), 7,41-7,49 (m, 6H), 7,82 (o, J = 1,6 ', 1H),
8,02 (pm, J = 8,0, 2,4 'y, 1H); PXMC (pyxoma casa: Big 70% Boan i 30% CH3CN po 5% Boan i 95%
CHsCN B 6 xB, kiHeub ansa umx ymoB 0,5 xB.) unctota >95%, Y.y. = 3,432 xB; MC Posp.: 416; MC
3nangeHo: 417 [M + HJ".
Mpuknag 146
1-(2,4-AndTopdeHin)-3-(1-ceHin-1H-nipa3on-5-in)nipugasmH-4(1H)-oH
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3-[(2,4-OndbTopdeHin)rigpasoHo]neHTan-2,4-gioH (550 mr, 2,29 mmonb) po3unHsnu B 1,5 mn N,N-
anveTundopmamiggiisonponinavetanto i 3 mn DMF i cymiw nepemiwysanu npyn 120°C npotsarom 4
rogvH, i NOTIM KOHUEHTpYBanu npu MOHWKEHOoMY TUCKy. o po3umHy 3anuwky B 20 mn T-BUOH,
aonasanu deHinrigpasuH (742 mr, 6,87 MMorb) | cymill nepemiyBany npotarom 4 rogmH npu 60°C i
KOHUEHTpyBanu. 3anuwoK po3yuHsanu B guxnopmetaHi (20 mn), npommBanu 1 M BOAHMM PO34MHOM
HCI i posconom, cywunu Hag Na,SO, i KOHLEHTpyBanu npu NOHMWXEHOMY TUCKY. 3anuLoK ouunLanm
npen-BEPX ogepxytoun BkasaHy B 3aronosky cnonyky (42 mr, 5% Buxig) siK >KOBTY TBEPAY PEYOBUHY:
'H AMP (400 Mru, CDCl3): 8 m.u. 6,36-6,41 (m, 1H), 6,66 (a, J = 8,0 'y, 1H), 6,72-6,77 (m, 1H), 6,90-
6,96 (m, 1H), 7,36-7,47 (m, 6H), 7,79 (g, J = 2,0 'y, 1H), 7,96 (g, J = 8,0, 2,4 Tu, 1H); PXMC
[pyxoma cbasa: Big 70% Boam (0,1% TFA) i 30% CH3CN go 5% Boam (0,1% TFA) i 95% CH3;CN B 6
XB, KiHeub Anga uux ymos 0,5 xB.] unctota >95%, Y.y. = 2,829 xB; MC Po3sp.: 350; MC 3HaingeHo: 351
M+ HJ".

Mpuknag 147

1-(4-Xnop-2-dtopdeHin)-3-(1-deHin-1H-nipazon-5-in)nipngasnnH-4(1H)-oH

Cl

3-[(4-Xnop-2-dhTopdeHin)rigpasoHo]neHTtaH-2,4-gioH (1 r, 3,9 mmonbe) podunHsanm B 1,76 mn N,N-
anmeTtundopmamiggiisonponinadetanto i 3 mn DMF i cymiw nepewmiwysanu npu 120°C npotsrom 4
rogvH, i MOTIM KOHUEHTpyBanu npu MOHMKEHOMY TUCKy. [0 po3uuHy 3anuwky B 20 mn T7-BuOH,
popasanu deninrigpasuH (1,26 r, 11,7 mmonb) i cymiw nepemiwysanu npotarom 4 rogmH npm 60°C i
KOHLIeHTpyBanu. 3anuwiok po3ymHanu B guxnopmetadi (20 mn), npommBanu 1 M BOOHUM PO3YNHOM
HCI i posconom, cywmnnu Hag Na,SO, i KOHLEeHTpyBanu npu NOHMXEHOMY TUCKY. 3anuLlok ouuLianu
npen-BEPX ofepxytoun BkasaHy B 3arofnioBky cnonyky (59 mr, 4% Buxia) sik XOBTY TBEpOY PEYOBUHY:
'H AMP (400 Mry, CDCls): & m.u. 6,27 (T, J = 8,8 'y, 1H), 6,66 (a, J = 8,0 'y, 1H), 6,96-6,99 (m, 1H),
7,20 (pp, J = 10,8, 2,4 'y, 1H), 7,37-7,48 (m, 6H), 7,79 (8, J = 2,0 'y, 1H), 7,99 (aa, J = 8,0, 2,4 Iy,
1H); PXMC (pyxoma cpaza: Big 50% Boan i 50% CH3CN po 5% Boam i 95% CH3;CN B 6 xB, KiHeub Ang
umx ymos 0,5 x8.) unctota 93%, Y.y. = 1,622 xs; MC Posp.: 366; MC 3HangeHo: 367 [M + H]".

Mpuknag 148

1-[2-(OnmeTunamino)-5-(TpudTopmeTun)deHin]-3-(1-deHin-1H-nipason-5-in)nipnaasnH-4(1H)-oH

o)

Mpuknag 149
1-[2-®Top-5-(TpUdpTopMeTUn)deHin]-3-(1-ceHin-1H-nipason-5-in)nipugasuH-4(1H)-oH
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3-{[2-®TOp-5-(TpUdTopMeTUn)deHin]rigpasoHo}neHTaH-2,4-gioH (630 mr, 2,2 MMOMb) PO3YMHANN
B 4,6 mn DMF i N,N-aumetuncdopmamiggiisonponinavetanto (1,0 mn, 1,1 eksiB.), i cymiw
nepemiwysanun npotarom 4 roguH npy 120°C i NOTiIM KOHUEHTPYBanu npu MOHMXEHOMY TUCKy. [o
posunHy 3anuwky B 20 mn Tonyony, AogaBanu deHinrigpasvH (713 wr, 6,6 mmonb) i cymiw
nepemiwysanu NpoTtaroM 4 roguH npu 60°C i KoHUeHTpyBanu. 3anuyLoK pO34YMHANN B AMXIOPMETaHi
(40 mn), npommeanu 1 M BogHum posdynHom HCI i posconom, cywmnm Hag Na,SO, i KoHUeHTpyBanm
npu  MOHWXEHOMY  Tucky. 3anuwok oumwanu npen-BEPX  opepxytoun  1-[2-cbTOp-5-
(TpudpTopmeTun)deHin]-3-(1-deHnin-1H-nipason-5-in)nipugasuH-4(1H)-oH (43 wr, 5% Buxig) i 1-[2-
(ammeTunamiHo)-5-(TpucptopmeTnn)eHrin]-3-(1-deHin-1H-nipason-5-in)nipugasunH-4(1H)-on (20 wr,
2% Buxin).

1-[2-PTOp-5-(TpHdTopMeTUN)eHin]-3-(1-deHin-1H-nipason-5-in)nipuaasunH-4(1H)-oH: XoBTa
TBepaa peyosuHa; "H AMP (400 My, CDCly): 3 m.u. 6,70 (g, J = 8,0 'y, 1H), 6,89-6,90 (M, 1H), 7,30-
7,44 (m, 7H), 7,60-7,63 (m, 1H), 7,81 (g, J = 2,4 T'u, 1H), 8,00 (aa, J = 8,0, 2,8 'y, 1H); PXMC
(pyxoma dpasa: Big 70% Bogu i 30% CHCN po 5% Boam i 95% CH3CN B 6 xB, KiHEUb ANs LUX YMOB
0,5 xB.) unctoTa >95%, Y.y. = 3,205 x8; MC Posp.: 400; MC 3HaiigeHo: 401 [M + H]".

1-[2-(OvmeTunamino)-5-(TpudtopmeTnn)deHin]-3-(1-deHin-1H-nipason-5-in)nipuaasnH-4(1H)-oH:
Oina TBEpaa peyvoBUHa; 'H ampP (400 Ml'u, CDCl3): & m.4. 2,57 (c, 6H), 6,66 (g, = 8,0 'y, 1H), 6,74
(8, J=2,0Tu, 1H), 7,04 (o, J =8,8 Ty, 1H), 7,28 (g, J = 2,4 'y, 1H), 7,34-7,37 (m, 5H), 7,49 (pa, J =
8,8,2,0Tu, 1H), 7,79 (g, J = 2,0 'y, 1H), 7,98 (g, J = 8,0 'y, 1H); PXMC (pyxoma ¢asa: Big 70%
Boan i 30% CH3CN po 5% Bogu i 95% CH3CN B 6 xB, kiHeub aAng umx ymoB 0,5 xB.) unuctota >95%,
Y.y. = 3,479 xB; MC Posp.: 425; MC 3HaigeHo: 426 [M + H]".

Mpuknag 150

1-(2,5-OndpTopdpeHin)-3-(1-deHrin-1H-nipason-5-in)nipyaasvH-4(1H)-oH

3-[(2,5-OudbTopdbeHin)rigpasoHo]neHTan-2,4-gioH (1,455 r, 6,06 mmonb) po3dnHanu B 20 mn DMF
i notim popgasanm 4,3 mn N,N-anmeTtuncopmamiggiisonponinauertanto i Cymilw nepemiysanu
npotaroM 4 roguH npu 120°C i NOTiM KOHLEHTPYBanu nNpy NOHWXEHOMY TUCKY. [10 po3uMHy 3anuLuky B
35 mn 1-BuOH, popasanu deHinrigpasvH (1,96 r, 18,18 Mmonb) i cymiwl KAM‘ATUNM i3 3BOPOTHIM
xonoaunbHukoM npoTtsirom 4 rognH npu 80°C i koHUEeHTpyBanu. 3anuLoK PO3YNHANN B ANXIIOPMETaHI
(40 mn), npomusanu 1 M BogHuM po3umHoM HCI i posconom, cywmnu Hag Na,SO, i KoHUeHTpyBanu
npu NOHMXEHOMY TUCKY. 3anuwiok ouyuwanu npen-BEPX ogepxyloun BkasaHy B 3arofioBKy CMOMyKy
(66 mr, 3% BuXia) 5K XOBTY TBEPAY PEYOBUHY: 'H amp (400 Ml'y, CDCl3): & m.u. 6,02-6,06 (M, 1H),
6,66 (o, J =7,6 'y, 1H), 6,97-7,02 (m, 1H), 7,11-7,17 (m, 1H), 7,32-7,52 (m, 6H), 7,79 (g, J = 2,0 Iy,
1H), 8,05 (am, J = 7,6, 2,4 'y, 1H); PXMC [pyxoma ¢pa3a: Big 80% Boaun (0,1% TFA) i 20% CH3;CN go
5% Boawn (0,1% TFA) i 95% CH3CN B 6 xB, KiHeub ans uux ymos 0,5 xB.] uncrtota >95%, Y.y. = 3,347
xB; MC Posp.: 350; MC 3HaigeHo: 351 [M + H]".

Mpuknag 151

1-(2,6-OndpTopdheHin)-3-(1-deHrin-1H-nipason-5-in)nipygasuH-4(1H)-oH
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3-[(2,6-OndTopdeHin)rigpasoHo]neHTan-2,4-gioH (400 mr, 1,67 mMmonb) po3unHsanm B 1 mn N,N-
anveTundopmamiagan-tpeT-bytunaudetanto i 2 mn DMF i cymiw nepemiwysanu npu 120°C npoTtarom
4 roauH, i NOTIM KOHUEHTPYBanu nNpu MOHMWXKEHOMY TUCKY. [1o po3umHy 3anuuwky B 20 mn Tonyony,
aonaBanu deHinrigpasund (541 mr, 5 mmonb) i cymiw nepemiwysanu npotarom 4 roauH npu 60°C i
KOHLUEHTpyBanu. 3anuwoK po3unHsanu B guxnopmetaHi (20 mn), npommBann 1 M BOAHMM pO34YMHOM
HCI i posconom, cywunu Hag Na,SO, i KOHLEHTpyBanu npu NOHMWXEHOMY TUCKY. 3anuLoK ouunLanm
npen-BEPX ogepxytoun BkasaHy B 3aronosky cnonyky (30 mr, 5% Buxig) siK )KOBTY TBEPAY PEYOBUHY:
'H AMP (400 Mru, CDCls): & M.u. 6,59 (g, J = 8,0 'y, 1H), 6,98-7,03 (m, 2H), 7,12 (g, J = 2,0 [y, 1H),
7,21-7,42 (m, 6H), 7,73-7,75 (m, 2H); PXMC (pyxoma cbasa: Big 70% Bogu i 30% CH3;CN po 5% Boan i
95% CHsCN B 6 xB, kiHeub ansa uux ymoB 0,5 xB.) unctorta >94%, Y.y. = 2,497 xB; MC Po3p.: 350; MC
3HaitgeHo: 351 [M + HJ".

Mpuknag 152

3-[1-(LmknonponinmeTtun)-1H-nipason-5-in]-1-[3-(tpudTopmeTun)deHrin]nipngasnH-4(1H)-oH

=

Po3unH 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-[3-(TpudTopmeTun)deHin]nipuaasmH-4(1H)-oHy
(675 mr, 2 Mmmons), umknonponinveTunrigpasuny rigpoxnopugy (490 mr, 4 mmons), i Et3N (0,558 mn, 4
Mmonb) B MeOH (20 mn) KMN‘aTunm i3 3BOPOTHIM XONOAUNBHUKOM NPOTArom 2 1. licns oxonomKeHHA
00 KiMHaTHOI TemnepaTtypu, peakuinHy cymiw sunusanu B 1 M BogHun posdnH HCI i ekctparyBanu
AcOEt. EkcTpakT npomuBanu posconom, cywmnu Hag MgSO, i KOHLEeHTpyBanu npu MOHUXKEHOMY
TUCKY. 3anuLWOK O4uULLanmM KOSTOHKOBOK XpomaTtorpadieto Ha OCHOBHOMY cunikareri BUKOPUCTOBYOYM
sk entoeHT AcOEt i nepekpuctanisysanu 3 rekcad/AcOEt ogepXytoun BkaszaHy B 3arofioBKy CMoOnyky
(315 mr, 44% Buxia) sk 6nino-xoBTy TBepAy peyoBuHy: Tnn. 155-157°C; *H AMP (300 My, CDCl;): &
m.u. 0,35-0,44 (2H, m), 0,45-0,57 (2H, m), 1,24-1,40 (1H, m), 4,37 (2H, o, J =6,8Tu), 6,76 (1H, A4, J =
79Tu), 737 (1H, a,J=19Tu), 7,61 (1H, g4, J =1,9 I'u), 7,68-7,74 (2H, m), 7,78-7,83 (1H, m), 7,94
(1H, ¢), 8,28 (1H, g, J = 7,9 I'u). AHan. po3paxoBaHuin ana C.gH;5F3N,O: C, 60,00; H, 4,20; N, 15,55.
3HanpeHo: C, 60,07; H, 4,24; N, 15,56.

Mpuknag 153

3-(1-beHsun-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHrin]nipuaasmH-4(1H)-oH

F
Po3uuH 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-[3-(TpudbTopmeTun)deHin]nipuaasmH-4(1H)-oHy
(0,675 r, 2,0 mmonb), 6eHsunrigpasvHy gurigpoxnopuay (1,56 r, 8,0 mmone), i EtsN (2,23 mn, 16
Mmonb) B MeOH (20 mn) kun‘aTunu i3 3BOPOTHIM XonoaunsHUKoM npoTtarom 3 r. licns oxonomkeHHA
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0O KiMHaTHOI TemnepaTtypwu, peakuinHy cymiw Bunueanu B 1 M BogHum posdnH HCI i ekctparyBanu
AcOEt. Ekctpakt npomuanu posconom, cywmnum Hag MgSO, i KoHUeHTpyBanu npu MOHWXEHOMY
TUCKY. 3anuwok nepekpuctanidyBanu 3 rekcaH/AcOEt ogep)kytoum BKkazaHy B 3aronioBky cnonyky (375
Mr, 47% Buxia) sik 6iny TBepay peyvoBuHy: Tnn. 156-157°C; *H AMP (300 Mru, CDCls): & m.u. 5,75
(2H, ¢), 6,70 (1H, g, J = 7,9 T'w), 6,84-6,91 (2H, ™), 7,18-7,24 (3H, m), 7,32-7,37 (1H, m), 7,47-7,53
(2H, m), 7,64-7,67 (2H, m), 7,70 (1H, o, J =1,9Tw), 8,15 (1H, A, J = 7,9 'y). AHan. po3paxoBaHun Ans
C,1HisF3N4O: C, 63,63; H, 3,81; N, 14,14. 3nangeHo: C, 63,63; H, 3,85; N, 14,16.

Mpuknag 154

3-[1-(4-MeTokcnbeHsun)-1H-nipason-5-in]-1-[3-(TpudTtopmeTnn)deHin]nipugasvH-4(1H)-oH

Po3uunH 3-[3-(ammeTunamiHo)npon-2-eHoin]-1-[3-(TpudTopmeTun)deHrin]nipnagasnH-4(1H)-oHy
(675 wmr, 2 Mmonb), (4-meTokcnmbeHaun)rigpa3udy rigpoxnopuay (755 mr, 4 mmons), i EtsN (0,558 mn, 4
MMorb) B MeOH (20 mn) Knn'aTunm i3 3BOPOTHIM XONOAMIbHUKOM NpoTaroM 3 r. Iicns oxonogXeHHs
A0 KiMHaTHOI TemnepaTtypw, peakuiinHy cymiw Bunmeanu B 1 M BogHui posunH HCI i ekcTparyBanu
AcOEt. Ekctpakt npomuanu posconom, cywmnum Hag MgSO, i KOHUEeHTpyBanu npv MOHUXEHOMY
TUCKY. 3anuLWOK O4uLLanmM KOSTOHKOBOK XpomaTtorpadieto Ha OCHOBHOMY cunikareri BUKOPUCTOBYHOYM
sk entoeHT AcOEt i nepekpucTanisyBanu 3 rekcaH/AcOEt ogepxytoun BkasaHy B 3arofioBKYy CMOMyKy
(367 wr, 43% Buxin) sik maibke 6iny TeBepay pedoBuHy: Tnn. 159-161°C; *H AMP (300 Mru, CDCls): &
m.M. 3,73 (3H, c), 5,67 (2H, ¢), 6,69-6,75 (3H, m), 6,81-6,86 (2H, m), 7,41 (1H, g, J = 1,9 T'u), 7,45-7,51
(1H, m), 7,54-7,59 (1H, m), 7,65-7,71 (3H, m), 8,17 (1H, a4, J = 7,9 'u). PX-MC (ECI) m/z 427 [M + H]".
AHan. pospaxoBanun anga C,,Hy7F3N,O,: C, 61,97; H, 4,02; N, 13,14. 3HangeHo: C, 61,95; H, 4,14; N,
13,08.

Mpuknag 155

3-(1-Tiopen-2-in-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)dpeHin]nipuaasuH-4(1H)-oH

Ho cymiwi okcuay migi (1) (0,028 r, 0,20 mmonb), caniumnanbgokcumy (0,11 r, 0,78 mmonb),
Cs,CO3 (0,64 1, 2,0 mmonb) i 3-(1H-nipason-5-in)-1-[3-(TpudTopmeTun)deHrin]nipnaasmH-4(1H)-ony
(0,30 r, 0,98 mmomnb) B MeCN (8 mn) gomasanu 2-nogtiodpeH (0,16 mn, 1,5 mmonb) i cymiw
nepemiwysanu npu 90°C npotsarom 1 gHa. Cymiw possoaunu AcOEt i Bogoto i ginbTpyBanw.
dinbTpaT posginanu mik AcOEt i Bogoto. OpraHiyHui Wwap npomMuBanu po3ConioM, CyWWnW Hag
MgSO,, inbTpyBanu i KOHUEHTpYBanu Mpu MOHMWKEHOMY TUCKY. 3anuuiok xpomaTtorpadysanu Ha
cunikareni  (20/80-100/0 AcOEt/rekcaH) opfepxytoun XoBTi  kpuctanu. Kpuctanu ouuvwanu
npenapaTtusHoto BEPX i nepekpuctanisysanu 3 AcOEt/rekcaH ogepXyloum BKasaHy B 3arorioBky
crnonyky (11 wmr, 3% Buxig) sk maxke Oini-kpuctanu: 'H amp (300 Ml'y, CDCl3): 6 m.u. 6,75 (1H, g, J
=7,91lu), 6,95 (1H, ga, J = 5,5, 3,8 'u), 7,01 (1H, ga, J = 3,8, 1,3 w), 7,23 (1H, aa, J = 5,5, 1,3 'y),
7,31 (1H, o, J =8,7Ty), 7,40 (1H, wc), 7,42 (1H, g, J = 1,9 T'y), 7,51-7,57 (1H, m), 7,62 (1H, A, J = 7,9
M), 7,81 (1H, a, J = 1,9 Tw), 8,21 (1H, A, J = 7,9 'u). PX-MC (ECI) m/z 389 [M + H]".

MpenapatneHy BEPX npoBoaunu 3a yMOB ONMUCAHUX HUXYE.

Kononka: Waters SunFire Column C18 (30 x 50 MM S-5 MKkMm)

Temnepatypa kornoHku: 25°C

Pyxoma cpasa: (A) 0,1% TFA B guctnneoBaHin Bogi, (B) 0,1% TFA B aueToHiTpuni

pagieHT: 0 xB (A/B = 90/10) — 1 xB (A/B = 90/10) — 4,75 xB (A/B = 0/100) — 7,40 xB (A/B =
0/100) —7,41 xB (A/B = 90/10) — 8,50 x8 (A/B = 90/10)

Weunakicte notoky: 70 mn/xs

198



10

15

20

25

30

35

UA 106741 C2

Oetektop: YO 220 Hm
Mpuknag 156
3-(1-TiodbeH-3-in-1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHin]nipyaasuH-4(1H)-oH

F

Ho cymiwi okengy migi (1) (0,028 r, 0,20 mmonb), caniymnansgokcumy (0,11 r, 0,78 mmonb),
Cs,CO3 (0,64 1, 2,0 mmonb) i 3-(1H-nipason-5-in)-1-[3-(TpudTopmeTnn)deHin]nipnaasvH-4(1H)-oHy
(0,30 r, 0,98 mMmomnb) B MeCN (8 mn) popmaBann 3-nogtiodeH (0,15 mn, 1,5 mmonb) i cymiw
nepemiwysanu npu 90°C npoTarom 2 gHiB i Npu KiMHaTHIM TemnepaTypi npotarom 4 gHiB. Cymiw
possoaunnu AcOEt i Bogoto i pinbTpyBanu. dinbTtpat posginanu mix AcCOEt i Bogoto. OpraHivyHui wap
npoMuBany po3conom, cywmnu Hag MgSO,, dinbTpyBanu i KOHUEHTPYBanNu Npu NOHMKEHOMY TUCKY.
Banuwok xpomatorpacyBanu Ha cunikareni (20/80-100/0 AcOEt/rekcaH) opepXyoun >KOBTI
kpuctanu. Kpuctanu ouvwanu npenapatmBHoto BEPX i nepekpuctanidyBanm 3 AcOEt/rekcaH
OflepXyloum BKasaHy B 3arofioBky crionyky (7 mr, 2% Buxia) sik maibke 6Gini-kpuctanu: *H AMP (300
Ml'u, CDCl3): & m.u. 6,75 (1H, 8, J =7,9Tw), 7,12 (1H, aa, J = 4,5, 1,9 T'u), 7,24 (1H, c), 7,30-7,34
(2H, m), 7,36 (1H, g, J = 1,9 T'w), 7,41 (1H, c), 7,50-7,57 (1H, m), 7,59-7,64 (1H, m), 7,78 (1H, g, J =
1,9Tu), 8,23 (1H, 4, J = 7,9 T'u). PX-MC (ECI) m/z 389 [M + H]".

MpenapatneHy BEPX npoBogunm 3a yMOB ONMMUCAHNX HUXKYE.

Kononka: Waters SunFire Column C18 (30 x 50 MM S-5 mMKm)

Temnepatypa konoHku: 25°C

Pyxoma dpasa: (A) 0,1% TFA B auctunboaHin soai, (B) 0,1% TFA B aueToHiTpuni

pagieHT: 0 xB (A/B = 90/10) — 1 x8 (A/B = 90/10) — 4,75 xB (A/B = 0/100) — 7,40 xB (A/B =
0/100) —7,41 xB (A/B = 90/10) — 8,50 x8 (A/B = 90/10)

LWenakicte noToky: 70 mn/xs

Hetektop: YO 220 HM

Mpuknag 157

3-[1-(2-meTunnponin)-1H-nipa3on-5-in]-1-(4-mopdoniH-4-indeHin)nipngasmH-4(1H)-oH

)
(@]

[o posunHy 3-[3-(gumeTunamiHo)npon-2-eHoin]-1-(4-mopdponin-4-inderin)nipuaasuH-4(1H)-oHy
(300 wr, 0,85 mmonb) B 20 mMn MeTaHony, Aogasanu 2-metunnponinrigpasuH (300 mr, 3,39 mMmons),
OoZlepXXaHy CyMill KAM'ATUAM i3 3BOPOTHIM XONMOAMMBbHUKOM MPOTAroM 4 rofuH, nNoTiM KOHLIEHTpyBanu.
3anuwwok po3dnHAnu B auxnopmMeTtaHi (20 mn), npommnsanu 1 M BOOHUM PO3YMHOM OLITOBOT KMCHOTHU i
po3conoM, cywmnum Hag 6e3sogHnm Na,SO, i KOHUEHTpyBanv Mpy MOHWXEHOMY TWUCKY. 3amnuiiok
ouumianum nPen—BEPX OAEepPXKylouuM BKaszaHy B 3arorfioBky crnonyky (48 mr, 15% Buxig) sik >xoBTY TBEpPAY
peyvoBuHy: "H AMP (400 MI'y, CDCIs): 6 0,83 (6H, o, J = 6,8 'u), 2,17-2,25 (1H, m), 3,25-3,27 (4H, m),
3,89-3,92 (4H, m), 4,34 (2H, o, J=7,6 T'w), 6,72 (1H, a, J = 8,0 l'y), 7,00-7,04 (2H, m), 7,33 (1H, A, J =
2,4Tu), 7,45-7,49 (2H, m), 7,59 (1H, A, J =2,0 u), 8,15 (1H, g, J = 7,6 'u); PXMC (pyxoma chasa: Big
90% Boamn i 10% CH;CN po 5% Boaun i 95% CH3CN B 6 xB, KiHeub anga umnx ymoB 0,5 xB.) unctoTta
>95%, Y.y. = 3,396 xB; MC Po3p.:379, MC 3HaiigeHo: 380 [M + H]".

Mpuknag 158
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3-[1-(2-TippokecuneTtun)-1H-nipason-5-in]-1-(4-mopdoniH-4-inderin)nipnaasnH-4(1H)-oH

)
o

Jo posunHy 3-[3-(aumeTunamiHo)npon-2-eHoin]-1-(4-mopdoniH-4-indeHin)nipngasvnH-4(1H)-ony
(476 wr, 1,34 mmonb) B 20 mn meTaHony, gogasanu 2-rigpokcmetunrigpasuH (414 mr, 5,36 mmonb),
ofepXaHy CyMill KUN‘ATUIN i3 3BOPOTHIM XONOAUNBHUKOM MPOTAroM 4 roguH i NOTIM KOHLUEHTpyBanu.
3anuuwok po3unHanu B guxnopmeTtadi (20 mn), npommsanu 1 M BOAHMM PO34MHOM OLTOBOI KMCNOTH i
posconom, cywunu Hag 6e3sogHum Na,SO, i KOHUEHTpyBanu Mpu MOHWXEHOMY TWUCKY. 3arnuLioK
ounwanu nPen—BEPX OePXKyloUM BKasaHy B 3arofioBky crnonyky (36 mr, 7,3% BuXia) SK >XOBTY TBEpAY
peyoBuHy: “"H AMP (400 MI'u, CDCls): & 3,20-3,22 (4H, m), 3,87-3,89 (4H, m), 4,03-4,05 (2H, m), 4,33-
4,36 (2H, m), 6,69 (1H, o, J =7,6 'y), 6,98 (2H, pn, J = 6,8, 2,0 l'u), 7,34 (1H, A, J = 2,4 T'u), 7,51-
7,53 (3H, m), 8,14 (1H, g, J = 7,6 T'y); PXMC (pyxoma c¢asa: Big 95% Boan i 5% CH3;CN go 5% Boaw i
95% CHsCN B 6 xB, kiHeub ansa uux ymoB 0,5 xB.) yuctora >95%, Y.y. = 2,770 xB8; MC Po3p.: 367, MC
3HaiigeHo: 368 [M + H]".

Mpuknag 159

3-[1-(2,2-OumeTnnnponin)-1H-nipa3on-5-in]-1-(4-mopdoniH-4-indeHrin)nipngasnH-4(1H)-oH

)
o]

Ho posunHy 3-[3-(gumeTnnamiHo)npon-2-eHoin]-1-(4-mopdoniH-4-indeHin)nipngasunH-4(1H)-oHy
(300 wmr, 0,85 mmornb) B 20 mMn meTaHony, gogasanu 2,2-guMetunnponinrigpasvH (346 wmr, 3,39
MMOIb), OdepXaHy CyMill KAN‘ATUAM i3 3BOPOTHIM XONOAWMBbHWKOM MPOTAroM 4 rOAMH i MOTiM
KOHUEHTpyBanu. 3anuwoK po3ynHanv B guxnopmetaHi (20 mn), npommuBann 1 M BOgHMM pPO34YMHOM
OLTOBOI KMCMNOTW i po3corioM, cywmnu Hag 6e3sogHum Na,SO, i KOHUEHTpyBanu npu NOHUXEHOMY
TMcKy. 3anuuwok ounwanu npen-BEPX ogepxytoun BkasaHy B 3arofioBky cnonyky (75 mr, 22% suxia)
SIK XKOBTY TBEpPAY PEYOBUHY: 'H amp (400 Ml'uy, CDCl3): 6 0,83 (9H, c), 3,22-3,25 (4H, m), 3,88-3,90
(4H, m), 4,41 (2H, ¢), 6,70 (1H, A, J =7,6 T'w), 7,00 (2H, o, J =9,2Tu), 7,08 (1H, a, J = 2,0 l"'u), 7,45
(2H, p,J=9,2Tu), 7,58 (1H, a, J = 2,0 l'u), 8,14 (1H, g, J = 8,0 I'y); PXMC (pyxoma chasa: Big 70%
Boan i 30% CH3CN po 5% Boau i 95% CH3CN B 6 xB, kiHeub ang umx ymoB 0,5 xB.) uuctota >95%,
Y.y. = 2,656 x8; MC Posp.: 393, MC 3HaiigeHo: 394 (M*+H).

Mpuknag 160

3-(1-UuknoneHTtun-1H-nipason-5-in)-1-(4-mopdoniH-4-indeHin)nipugasmH-4(1H)-oH
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)

Ho posunHy 3-[3-(gumeTmnnamiHo)npon-2- eHom] 1-(4-mopdoniH-4-indeHin)nipngasunH-4(1H)-oHy
(300 wr, 0,85 mmone) B 20 mn mMeTaHony, godasanu uuknoneHtTunrigpasud (340 mr, 3,39 mmonsb),
ofepXaHy CyMill KUN‘ATUIK i3 3BOPOTHIM XONOAUNBHUKOM NPOTAroM 4 roguH i NOTIM KOHLUEHTpYBanw.
3anuuwok po3unHanu B gmxnopmeTtadi (20 mn), npommsann 1 M BOAHMM PO34MHOM OLTOBOI KMCNOTH i
po3conoM, cywmnu Hag 6e3sogHyM Na,SO, i KOHUEHTpyBanu Mnpu MOHWXEHOMY TWUCKY. 3anuiiok
oumwanu npen-BEPX ogepxytoum BkadaHy B 3aronosky cnonyky (30 mr, 9% Buxig) K KOPUYHEBY
TBepay peyosuHy: "H AMP (400 My, CDCls): & 1,46-1,69 (5H, m), 1,92-1,96 (1H, m), 2,04-2,09 (1H,
M), 2,14-2,19 (1H, m), 3,22-3,25 (4H, m), 3,87-3,90 (4H, m), 5,10 (1H, ksinTeT, J = 3,6 l'u), 6,71 (1H, g,
J = 8,0 l'y), 6,98-7,01 (2H, m), 7,04 (1H, g, J = 1,6 Tu), 7,44-7,47 (2H, m), 7,60 (1H, g, J = 2,0 T'y),
8,16 (1H, g, J = 7,6 T'u); PXMC (pyxoma cpasa: Big 90% Boam i 10% CH3CN go 5% Bogu i 95%
CH3CN B 6 xB, kiHeub Anst umx ymoB 0,5 xB.) uncrtota >95%, Y.y. = 3,196 xB; MC Posp.: 391, MC
3nangeHo: 392 [M + HJ".

Mpuknag 161

3-(1-Unknorekcun-1H-nipason-5-in)-1-(4-mopdoniH-4-indeHin)nipngasunH-4(1H)-oH

O
@)

3-[(4-MopdhoniH-4-indeHin)rigpasoHo]neHTaH-2,4-gioH (500 mr, 1,73 mmonsk) po3dumHsanu B8 10 mn
N,N-gumeTundopmamigaumeTunageTanto i CymMill KUN‘'aTUnKU i3 3BOPOTHIM XONOAMUMBbHUKOM NPOTAroM
4 roguvH, NOTIM KOHUEHTpyBanu nNpu MOHWXeHOMY TUCKy. [1o po3unHy 3anuiiky B 20 Mn MeTaHony,
pofasanu umknorekcunrigpasuH (790 mr, 6,92 MMonb) i ogepxaHy CyMill KUN‘ATUNKU i3 3BOPOTHIM
XONOAUITBHMKOM MPOTAroM 4 roAavH, NOTiM KOHUEHTpyBanu. 3anumwioKk po34uHAnImM B guxnopmeTtaHi (20
M), npommBanu 1 M BOOHMM PO34YMHOM OLTOBOI KUCIIOTW i PO3COSIOM, Cywunu Hag 6e3BogHuMM
Na,SO, i KOHUEHTpyBanmu Mpu MOHWXEHOMY TUCKY. 3anuwok ouvwanu npen-BEPX opepxytoun
BKa3aHy B 3arorioBky cronyky (50 mr, 7,1% Buxig) sk 0BTy TBepAy peuyoBuHy: "H AMP (400 MIy,
CDCl): 6 1,21-1,35 (3H, m), 1,63-1,69 (1H, m), 1,85-1,87 (2H, m), 2,00-2,06 (4H, m), 3,21-3,25 (4H,
M), 3,87-3,90 (4H, m), 4,58-4,65 (1H, m), 6,70 (1H, ga, J = 1,6, 8,0 I'y), 6,96-7,02 (2H, m), 7,12 (1H, g,
J=1,6Tu), 7,45-7,50 (2H, m), 7,59-7,62 (1H, m), 8,19 (1H, g, J = 8,0 'u); PXMC (pyxoma cpasa: Big
80% Boam i 20% CH3;CN po 5% Boau i 95% CH3;CN B 6 xB, kiHeub ang uux ymoB 0,5 xB.) uuctorta >95
%, Y.y. = 3,318 x8; MC Po3p.: 405, MC 3HaiigeHo: 406 [M + H]".

Mpuknag 162

1-(2-®1op-5-noadeHin)-5-meTokcu-3-(1-deHrin-1H-nipason-5-in)nipngasunH-4(1H)-oH
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Cywmiw 3-auetun-1-(2-dprop-5-rnoadeHin)-5-metokcmnipngasnH-4(1H)-oxy (3,88 r, 10,0 mmonb) B
N,N-gumeTundopmamiganmeTunavetani (38,8 mn) HarpiBanu i3 3BOPOTHIM  XONOAWMBHUKOM
npotarom 3 r. Cymiw KoHueHTpyBanu y Bakyymi. [lo 3anuwky pgogasann AcOH (38,8 mn) i
deHinrigpasuH (1,97 mn, 20,0 mmone). Cymiwl HarpiBanu i3 3BOPOTHIM XONOAMIbHUKOM NPOTArom 5 r.
Cymiw koHueHTpyBanu y Bakyymi, po3sogunum 1 M BogHum posumHom HCI, ekctparyBanu AcOEt,
npomMmBann HacudeHuMm BoAHUM po3unmHom NaHCO;, cywunu Hag Na,SO, dinbTpyBanu,
KOHLUEHTpyBanu y BaKyyMi, OYMLLanNM KOMOHKOBOK XpoMaTorpadpieto Ha OCHOBHOMY curikareni
(rekcaH/AcOEt = 50/50 go 0/100) i postupanu 3 AcOEt/rekcaH odepXylun BkasaHy B 3arorioBKy
crnonyky (2,95 r, 60% BwuXxig) SIK XXOBTY TBEPAY PEYOBUHY: 'H ampP (OMCO-dg, 300 MI'): & m.u. 3,77
(3H, ¢), 6,99 (1H, o, J = 1,5Tu), 7,23-7,50 (7H, m), 7,79 (1H, o, J = 1,9 T'u), 7,84 (1H, pog, J = 8,7,
4,5,2,3Tu), 8,49 (1H, g, J =2,6 T'u).

Mpuknag 163

3-[1-(2-PTOpbeHin)-1H-nipason-5-in]-1-[2-dTop-4-(1H-nipason-1-in)deHin]-5-meTokcunipyaasuH-
A(1H)-oH

CycneHnsito  3-aueTtun-1-[2-ptop-4-(1H-nipason-1-in)deHin]-5-metokeunnipmaasuH-4(1H)-ony (197
mr, 0,600 mmonb) B N,N-aumetundopmamiganmetunavetani (2,0 mn) nepemiwysanu npu 100°C
npotaromM 1 r. PeakuiviHy Cymill KOHUEHTpyBanum y Bakyymi. [lo 3anuwky gogasanu AcOH (2,0 mn) i 2-
dToppeHinrigpasun (151 mr, 1,20 mmons). Cymiw nepemiwysanu npn 100°C npotdarom 1 r. lNicns
yrnaploBaHHs PO3YMHHMKA, 3aruvLIOK PO3BOAUNM HacuyeHUM BoAHUM po3ynHom NaHCO; (25 wmn) i
ekctparyBanu AcOEt (25 mn x 3). O6‘egHaHy opraHiyHy ¢a3dy npommsanu posconom (40 mn), cywmnm
MgSO, i ynaptoBanu. 3anuwok kpuctanidyBanu 3 AcOEt ogepxytoun rpyby TBepay pevoBUHY, AKY
nepekpuctanidysanu 3 EtOH/rekcaH oaepxyroum BkasaHy B 3arorioBky cnonyky (125 wmr, 47% Bsuxia)
Ak Oiny TBepay pedvoBuHy: Tnn. 202-206°C; 'H amP (300 Ml'y, OAMCO-dg): & m.u. 3,79 (3H, c), 6,64
(1H, 4, J=1,9Tu), 6,96 (1H, 1, J = 8,5 ), 7,23-7,33 (3H, m), 7,41-7,53 (2H, m), 7,71 (1H, g, J = 9,1
Mu), 7,84 (2H, op, J = 4,0, 1,7 Tu), 7,94 (1H, pg, J = 12,3, 2,5 Tu), 8,48 (1H, g, J = 1,9 'u), 8,65 (1H,
A, J = 2,6 Ty). PX-MC (ECI) m/z 447 [M + H]". Anan. pospaxosanuin anst C,3H;sF,NgO,-0,4H,0: C,
60,90; H, 3,73; N, 18,53. 3HangeHo: C, 60,68; H, 3,69; N, 18,39.

Mpuknag 164

3-[1-(3-XnopdeHin)-1H-nipazon-5-in]-1-[2-dpTop-4-(1H-nipa3on- 1-in)deHin]-5-meTokcmnnipngasvH-
4(1H)-oH
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Cycnensito  3-aueTtun-1-[2-pTop-4-(1H-nipason-1-in)deHin]-5-metokennipnaasunH-4(1H)-ony (393
mr, 1,20 mmonb) B N,N-gumetuncdopmamigoumeTtunavetani (4,0 mn) nepemiwysann npu 100°C
npotsirom 1 r. PeakuiiHy cymill KOHLEeHTpyBanu y Bakyymi. [Jo 3anuwky gogasanu AcOH (4 mn) i 3-
xnopdeHinrigpasuny rigpoxnopug (429 mr, 2,40 mmonb). Cymiw nepemiwysanu npu 100°C npoTtarom
1 r. MNicnga ynaptoBaHHA PO34YMHHUKE, 3anvLLOK pO3BOAUIIN HAacMYeHM BogHUM po3ynHom NaHCO; (25
mn) i ekctparyBanm AcOEt (25 mn x 3). O6‘egHaHny opraHiyHy dasy npomwmsanu poscosiom (40 mn),
cywunn MgSO, i ynaptoBanu. 3anuwok kpuctanisyBann 3 AcOEt ogepxytoun rpyby TBepay
peyvoBUHY, siKy nepekpuctanidysanu 3 EtOH/rekcaH ogepkytoum BkasaHy B 3arofloBKy Crnonyky (242
Mr, 44% BUXi) SIK OpaHXeBY TBepAy peuoBuHy: Trn. 186-190°C; *H AMP (300 Mru, AMCO-dg): &
m.4. 3,80 (3H, c), 6,64 (1H, 4, J=1,9Tu), 7,05 (1H, g, J = 1,9 T'w), 7,27-7,34 (1H, m), 7,44 (3H, gg, J
= 16,6, 10,2 'y), 7,34-7,52 (1H, m), 7,84 (3H, pa, J = 3,6, 1,7 T'u), 8,00 (1H, oo, J = 12,3, 2,1 T'w), 8,56
(1H, 8, J=1,9Tu), 8,67 (1H, o, J = 2,6 'y): PX-MC (ECI) m/z 463 [M + H]". AHan. po3paxoBaHuii Ans
C,3H16CIFNgO,-0,03H,0: C, 59,61; H, 3,49; N, 18,14. 3nangeno: C, 59,32; H, 3,50; N, 17,92.

Mpuknag 165

1-[4-(3-TpeT-byTnn-2-okcoimigasoniguH-1-in)-2-gpropderin]-5-meTokcun-3-(1-eHrin-1H-nipason-5-
in)nipngasuH-4(1H)-oH

g
b%

Cycnensito  1-(2-dTop-4-nogdeHin)-5-metokcn-3-(1-eHin-1H-nipason-5-in)nipngasuH-4(1H)-oHy
(488 wmr, 1,0 mmonb), 1-TpeT-6yTUnimigasonignH-2-ory (171 wr, 1,2 mmons), Cul (19 mr, 0,1 mmons),
TpaHc-1,2-giamiHoumknorekcaHy (0,024 mn, 0,2 mmonb) i K3sPO, (425 mr, 2,0 mmonb) B Tonyoni (5 mn)
nepemiwysanu npu 80°C npotarom 24 r B aTtmocdepi N,. llicns oxonomkeHHs [0 KiMHaTHOI
TemnepaTypu, peakuinHy CyMmill o4ulann KOMOHKOBOK — Xpomartorpadieto  Ha  cunikareni
BUKOpUCTOBYIOUM HAK entoeHT rekcaH/AcOEt (1/1), tinbku AcOEt i notim AcOEt/MeOH (10/1) i
nepekpuctanidysanun 3 AcCOEt ogepxxyroum BkaszaHy B 3aronosky cnonyky (198 mr, 39% Buxia) sk 6iny
TBEpay peyvoBuHy: Tnn. 238-239°C; H ampP (300 My, AMCO-dg): & m.u. 1,36 (9H, c), 3,29 (3H, c),
3,44-3,59 (2H, m), 3,64-3,76 (2H, m), 6,92-7,03 (2H, m), 7,23-7,51 (6H, m), 7,70 (1H, pa, J = 14,1, 2,4
Mu), 7,78 (1H, a, J = 1,9 Tu), 8,43 (1H, A, J = 1,9 Tu). PX-MC (ECI) m/z 503 [M + H]". Axan.
pospaxoBaHun ansa C,7H,7,FNgOs: C, 64,53; H, 5,42; N, 16,72. 3HangeHo: C, 64,31; H, 5,38; N, 16,58.

Mpuknag 166

1-[2-®TOp-4-(2-0KCOiMigasonignH-1-in)deHin]-5-meToken-3-(1-deHin-1H-nipason-5-in)nipyaasvH-
4(1H)-oH

o
N
H
CymiL 1-[4-(3-TpeT-6yTUHn-2-okcoimigasoniguH-1-in)-2-dpTopdeHin]-5-meTokcu-3-(1-deHrin-1H-
nipason-5-in)nipugasuH-4(1H)-ony (503 wmr, 1,0 mmonb) B TpudTopouTosin kucroTi (3,0 mn)
nepemiwysanu npu 80°C npotarom 1 r. [licna oxonogxeHHs OO KiMHATHOI TemnepaTypu, peakuinHy

cymiw ynaptoBanu. 3anuwiok nepekpuctanidyBanv 3 AcCOEt/MeOH opepxytoum BkasaHy B 3arofioBKy
cnonyky (334 mr, 75% Buxia) sik 61igo-KoBTy TBepAy peyoBuHy: Trn. 259-260°C; *H AMP (300 My,
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AOMCO-dg): & m.u. 3,40-3,50 (2H, m), 3,77 (3H, c), 3,82-3,93 (2H, m), 6,95 (1H, g, J = 2,3 T'u), 7,01
(1H, 7, J = 9,0 T'y), 7,23-7,49 (7H, m), 7,73 (1H, pa, J = 14,1, 2,4 Ty), 7,78 (1H, a, J = 1,9 Tu), 8,44
(1H, @, J = 1,9 T'y). PX-MC (ECI) m/z 447 [M + H]". Anan. pospaxosaHuin ans C,3H1sFNgO3 -0,75H,0:
C, 60,06; H, 4,49; N, 18,27. 3HangeHo: C, 60,05; H, 4,26; N, 18,16.
Mpuknag 167
1-{4-[3-(AndTOpMeETUN)-2-0KCOIMiAa3oniguH-1-in]-2-dTopdeHin}-5-metokcn-3-(1-deHin-1H-
nipason-5-in)nipnaasuH-4(1H)-oH

e
N
—F
F
CymiL 1-[2-dbTOp-4-(2-0KCOimMigasonianH-1-in)deHin]-5-metokeu-3-(1-gpeHin-1H-nipason-5-
in)nipugasuH-4(1H)-oHy (100 mr, 0,22 mmone), xnopandTopaueTtaty HaTtpito (40 mr, 0,26 mMornb) i 18-
KpayH-6 (12 wr, 0,044 mmonb) B aueToHiTpuni (10 mn) nepemiwysanu npu 90°C npotsrom 20 r. Micna
OXOJSIOAXKEHHA OO KiMHATHOI TemnepaTypu, A0 peakuiHOi CyMili gogaeanu cunikarenb. Lo cymiw
ynaptoBanu i ouvLlany KOMOHKOBOK Xpomartorpacdpieto Ha cwumikareni BUKOPUCTOBYHUM SIK €NOEHT
AcOEt/MeOH (1/0 po 10/1) ogepxytoun BkasaHy B 3aronosky cnonyky (2,5 wmr, 2,3% Buxig) sk énigo-
YKOBTUIN NOPOLLIOK: 'H amp (300 Ml'y, AMCO-dg): & m.u. 1,11-1,40 (4H, m), 3,61-3,86 (4H, m), 6,96
(1H, a, J =1,9Tu), 7,01-7,15 (1H, m), 7,16-7,50 (6H, m), 7,71 (1H, pg, J = 13,6, 2,3 Tu), 7,79 (1H, A, J
=2,3Tu), 8,47 (1H, A, J = 1,9 I'u). PX-MC (ECI) m/z 497 [M + H]".
Mpuknag 168
1-[3-(3,6-Aurigpo-2H-nipaH-4-in)-2-pTopdeHin]-5-meTokeun-3-(1-deHin-1H-nipason-5-
in)nipnaasuH-4(1H)-oH

o)

CymiLu 1-(3-6pom-2-dhTopdeHin)-5-metokeu-3-(1-deHin-1H-nipaszon-5-in)nipnaasuH-4(1H)-oHy
(441 wr, 1,0 mmonb), 4-(4,4,5,5-TeTpameTun-1,3,2-giokcaboponan-2-in)-3,6-gurigpo-2H-nipaHy (231
mr, 1,1 mmone), Pd(PPh3), (57,8 mr, 0,05 mmone) i Na,CO3 (233 mr, 2,2 mmones) B DME (8,8 mn) i Bogi
(2,2 mn) HarpiBanu i3 3BOPOTHIM xornoaunbHUkoMm npotarom 15 r nig N,. Cymiw po3sogunu BogHUM
posumHoM NaHCOg;, ekctparyBanu AcOEt, cywunu Hag Na,SO,4 inbTpyBanu, KOHLEHTpyBanu y
BaKyyMi, OUMLLIANM KONTOHKOBOK XpomaTtorpadieto Ha ocHoBHoMy cunikareni (rekcad/AcOEt = 50/50 go
0/100) i nepekpucTanizyBanu 3 EtOH/rekcaH ogepxytoum BkasaHy B 3aronoBky crnonyky (380 mr, 85%
BUXia) sk 6iny TBepay peyouHy: Tnn. 138-141°C. *H AMP (OMCO-dg, 300 MIu): & m.u. 2,42 (2H,
wc), 3,74-3,89 (5H, m), 4,21-4,29 (2H, m), 6,15 (1H, wc), 6,92-7,10 (2H, m), 7,17-7,59 (7TH, m), 7,78
(1H, @, J =1,9 T'y), 8,52 (1H, c). AHan. po3paxoBaHun ana C,sH,;FN,O3: C, 67,56; H, 4,76; N, 12,61.
3HangeHo: C, 67,42; H, 4,83; N, 12,44,

Mpuknag 169

1-[2-®TOp-3-(TeTparigpo-2H-nipaH-4-in)deHin]-5-meTokcun-3-(1-cpeHin-1H-nipason-5-in)nipnaasuH-
4(1H)-oH
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CymiLu 1-[3-(3,6-aurigpo-2H-nipaH-4-in)-2-cTopdeHin]-5-meTokeun-3-(1-deHin-1H-nipason-5-

in)nipuaasuH-4(1H)-ony (190 wr, 0,427 mmone) i Pd/C (10% Pd, 50% Bonoru, 19 mr) 8 MeOH (10 mn)
nepemillysanu nNpu KiMmHaTHin Temnepatypi npotarom 16 r nig H,. Cymiw cineTpyBanu yepes wap
LeniTy, KOHLUEHTpYBanu y BakyyMi, o4MLLanm KOfIOHKOBOK XpomaTtorpadieto Ha OCHOBHOMY curikareni
(rekcan/AcOEt = 50/50 pgo 0/100) i nepekpuctanisyBanu 3 EtOH/rekcaH opgepxxytoun BkasaHy B
3aronoBky cnonyky (152 mr, 79% Buxia) sik 6nino-xoBTy TBepay peyosuHy: "H AMP (OMCO-dg, 300
MIy): & m.u. 1,60-1,85 (4H, m), 3,39-3,56 (3H, m), 3,77 (3H, c), 3,91-4,04 (2H, m), 6,92-7,04 (2H, m),
7,21 (1H, 1, J =8,1Tw), 7,27-7,54 (6H, m), 7,78 (1H, 1, J=1,9Tw), 8,49 (1H, o, J = 1,9 T'w).

Mpuknag 170

1-(2-®1op-3-mopdoniH-4-indeHin)-5-meTokcun-3-(1-deHin-1H-nipason-5-in)nipngasnH-4(1H)-oH

0@;15

Cymiw 1-(3-6pom-2-dTopdeHin)-5-meTokeu-3-(1-deHin-1H-nipaszon-5-in)nipnaasuH-4(1H)-oHy
(221 wmr, 0,5 mmons), mopdoniny (0,0525 mn, 0,6 mmons), NaOT-Bu (67,3 mr, 0,7 mmonb), Xantphos
(46,3 wmr, 0,08 mmornb) i Pdy(dba)s (18,3 mr, 0,02 mmonb) B 1,4-giokcaHi (2,5 mn) HarpiBanu npu 90°C
npotarom 18 r nig Ar. Cymiw possoaunu sBogHum posunHom NaHCOg, ekctparysanu AcOEt, cywmnu
Hag Na,SO,, dinbTpyBanu, KOHUEHTpYBann y BakyyMi, ouuLLany KONIOHKOBOK XpomMatorpadieto Ha
ocHoBHOMY cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i nepekpuctanidyBann 3 AcOEt/rekcaH i
EtOH/rekcaH ogepxxytoum BkasaHy B 3aronoBky cnonyky (139 wmr, 59% Buxig) sk 6nigo-xoBTy TBEpay
peyvoBuHy: Tnn. 187-189°C. 'H ampP (OMCO-dg, 300 MI'u): & m.u. 2,97-3,08 (4H, m), 3,70-3,80 (7H,
M), 6,61-6,72 (1H, m), 6,96 (1H, g, J = 1,5 T'y), 7,06-7,17 (2H, m), 7,26-7,47 (5H, m), 7,78 (1H, o, J =
1,9 Tu), 8,50 (1H, A, J = 1,9 I'y). AHan. po3paxoBaHui anga Co4H»FNsO3: C, 64,42; H, 4,96; N, 15,65.
3HanpeHo: C, 64,47; H, 4,99; N, 15,55.

Mpuknag 171

1-[3-(3,3-AndptopaseTnanH-1-in)-2-propdeHrin]-5-metokcu-3-(1-deHin-1H-nipason-5-

in)nipnaasuH-4(1H)-oH
-+
F

F

CymiLu 1-(3-6pom-2-dhTopdeHin)-5-meTokeu-3-(1-deHin-1H-nipaszon-5-in)nipnaasuH-4(1H)-oHy
(177 wr, 0,4 mmons), 3,3-gudTopaseTuamnny rigpoxnopuay (62,2 mr, 0,48 mmons), NaOT-Bu (99,9 wmr,
1,04 mmoneb), Xantphos (99,9 wr, 0,173 mmone) i Pd,(dba)s (39,7 wmr, 0,043 mmonk) B 1,4-giokcaHi (2
mMn) HarpiBanu npu 90°C npotarom 16 r nig N,. Cymiw po3Boannn HaCcM4eHUM BOOHUM PO3YMHOM
NaHCO3, ekctparysanu AcOEt, cywmnun Hag Na,SO,, QinbTpyBanu, KOHUEHTpyBanu y BaKyyMi i
ouMLLanM KOJIOHKOBOK XpoMatorpadpieto Ha ocHoBHOMY cunikareni (rekcaH/AcOEt = 50/50 go 0/100)
OflepXyloun BKa3aHy B 3aroyioBKy cronyky (58,8 mr, 32% Buxia) sik 6nigo-koBTy TBepay peyoBuHy: ‘H

\
N
’
N

N
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AMP (OMCO-dg, 300 MI'y): & m.u. 3,77 (3H, c), 4,42 (4H, 1, J = 12,6 I'y), 6,43-6,82 (1H, m), 6,90-7,49
(8H, m), 7,79 (1H, c), 8,39-8,60 (1H, m).
Mpuknag 172
1-[3-(3,3-AndbTopniponignH-1-in)-2-pTopdeHrin]-5-metokcu-3-(1-deHin-1H-nipason-5-
in)nipngasunH-4(1H)-oH

\
N
N
_N
;e
>
F
CymiLu 1-(3-6pom-2-dhTopdeHin)-5-metokeu-3-(1-deHin-1H-nipason-5-in)nipnagasuH-4(1H)-oHy
(221 wr, 0,5 mmonsb), 3,3-gudTopniponiguHy rigpoxnopuay (86,1 mr, 0,6 mmons), NaOT-Bu (125 wr,
1,3 mmonb), Xantphos (46,3 mr, 0,08 mmone) i Pdy(dba)s (18,3 mr, 0,02 mmone) B 1,4-giokcaHi (2,5
mn) Harpieanu npu 90°C npotsarom 24 r nig N,. Cymiw po3BogunM HaCMYEeHUM BOOHWM PO3YMHOM
NaHCO;, ekctparysanu AcOEt, cywmnn Hag Na,SO,, dinbTpyBanu, KOHUEHTpyBanu y BakyyMi i
ouuLLany KONoHKOBOK Xpomatorpadieto Ha ocHoBHOMY curikareni (rekcaH/AcOEt = 50/50 go 0/100)
ofepXytoun BkasaHy B 3aronoBky crnonyky (119 wmr, 51% Buxig) sk 6nigo-xoBTy TBEpAY PEYOBUHY: 'H
AMP (OMCO-dg, 300 MIMu): & m.u. 2,42-2,50 (2H, m), 3,56 (2H, 1, J = 7,4 Tu), 3,71-3,88 (5H, m), 6,43-
6,54 (1H, m), 6,84-7,13 (3H, m), 7,27-7,49 (5H, m), 7,78 (1H, o, J = 1,9 Tu), 8,47 (1H, g, J = 2,3 ).
AHan. pospaxoBaHun ans C,4H,0F3NsO,-0,2H,0: C, 61,20; H, 4,37; N, 14,87. 3HangeHo: C, 61,36; H,
4,45; N, 14,56.

Mpuknag 173
5-MeTokcm-3-(1-ceHin-1H-nipa3on-5-in)-1-nipnanH-3-innipugasvH-4(1H)-oH

Cymiw 3-auetun-5-meTtokcu-1-nipuamH-3-innipugasunH-4(1H)-ony (0,21 r, 0,86 mmons) B N,N-
anvetundopmamiganmeTunavetani (10 mn, 75 MMornb) HarpiBanu i3 3BOPOTHIM xonoaurnbHUKoM. o
cymiwi gopasanu MeOH (10 mn). licna kvn‘aTiHHA NpoOTAroM 2 I, CyMill KOHLUEHTpyBanu mnpu
NMOHWMXEeHOMY TUcKy. PosumH 3anuuwky i deninrigpasuHy (0,17 mn, 1,7 mmons) B AcOH (10 wmn)
KMO'9TUAM i3 3BOPOTHIM XonoaunbHUKOM npoTtarom 3 r. [licna nepemiwyBaHHA nNpu KiMHATHIN
TemnepaTypi NPOTArOM HOYi, CyMill KOHLEHTpYBanu Mpu MOHWXEHOMY TUCKY. 3anuwiok po3BOAMIM
AcOEt i npomuanu HacuveHnm BogHuM po3vmHoMm NaHCOj; i posconom. OpraHiyHui wap cywunm
Hag MgSQ,, cinbTpyBanm i KOHUEHTPYBanu Npu MOHWKEHOMY TUCKY. 3anuwioK xpomaTorpadysanu
Ha ocHoBHOMY cunikareni (30/70-100/0 AcOEt/rekcaH) ogepxytoum kopuyHeBi kpuctanu. Kpuctanm
nepekpucTaniyBanu 3 2-nponaHonrenTaHy OAEepXytouuM BKa3aHy B 3arosfioBky cnonyky (70 mr, 24%
BUXia) sk 6exesi kpuctanu: Tnn. 210-212°C; *H AMP (300 My, AMCO-dg): d m.u. 3,88 (3H, c), 7,16
(1H, @, d =1,9Tu), 7,35-7,50 (6H, m), 7,54-7,59 (1H, m), 7,81 (1H, o, J =1,9Tu), 8,46 (1H, o, J =2,6
Mu), 8,54 (1H, oo, J = 4,7, 1,3 Tu), 8,65 (1H, c). PX-MC (ECI) m/z 346 [M + H]". Anan. posp. ans
C19H15N50,: C, 66,08; H, 4,38; N, 20,28. 3HangeHo: C, 65,85; H, 4,34; N, 20,11.

Mpuknag 174

1-{2-DTop-3-[3-(TprchTopMeTMN)NiponianH-1-in]ceHin}-5-meToken-3-(1-eHin-1H-nipaszon-5-
in)nipygasuH-4(1H)-oH
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Cymiw 1-(3-6pom-2-dpTopdeHin)-5-metokeu-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oHy
(300 wmr, 0,68 mmonb), 3-(TpudTopmeTun)niponigmHy rigpoxnopugy (143 wmr, 0,82 mmons), NaOT-Bu
(170 wmr, 1,8 mmone), Xantphos (31 mr, 0,054 mmoneb) i Pdy(dba); (12 mr, 0,014 mmonb) B 1,4-AiokcaHi
(4 mn) Harpisanu npu 90°C npotarom 14 r nig Ar. Cymiw ekctparysanu AcOEt, cywmnnn Hag Na,SOy,
dinbTpyBanu, KOHUEHTPYBanu y BakyyMi i ouuwlany KOSMMOHKOBOK XpomaTorpaduierdo Ha OCHOBHOMY
cunikareni (rekcaH/AcOEt=10/90 go 0/100) ogepxytoun BKasaHy B 3aronoBky cnonyky (131 mr, 39%
BMXig) sk 6iny amopdHy TBEpPOY PEYOBUHY: 'H amp (300 Ml'y, CDCls): & m.4. 2,09-2,40 (2H, m), 3,05
(1H, c), 3,38-3,75 (4H, m), 3,83-3,99 (3H, m), 5,88-6,07 (1H, m), 6,65 (1H, g, J = 8,3, 1,5 I'y), 6,80-
6,95 (1H, m), 7,22 (1H, g, J = 2,3 T'y), 7,30-7,49 (5H, m), 7,72 (1H, g, J = 2,6 T'wy), 7,74-7,80 (1H, m);
MC Posp.: 499; MC 3HamngeHo: 500 [M + H]".

Mpuknag 175

1-{2-®10p-4-[3-(TpudpTopmeTun)niponigunH-1-injdeHin}-5-metokcu-3-(1-derin-1H-nipason-5-
in)nipnaasuH-4(1H)-oH

F

Pk

Cywmiw 1-(2-cpTop-4-nogdeHin)-5-metokeu-3-(1-dpeHin-1H-nipason-5-in)nipyaasuH-4(1H)-oHy (300
mr, 0,61 mmonb), 3-(tpudTopmeTtun)niponiamny rigpoxnopugy (130 mr, 0,74 mmonb), NaOT-Bu (154
mr, 1,6 mmonse), Xantphos (28 wmr, 0,049 mmone) i Pd,(dba)s (11 mr, 0,012 mmonb) B 1,4-giokcaHi (4
mn) Harpisanu npu 90°C npotarom 12 r nig Ar. Cymiw ekctparysanu AcOEt, cywmunun Hag Na,SOy,
dinbTpyBanu, KOHLEHTPYBanu y BaKyyMi i ouuLlany KONOHKOBOK Xpomartorpadietd Ha OCHOBHOMY
cunikareni (rekcaH/ AcOEt = 10/90 no 0/100) ogepxytoun BkasaHy B 3aronosky crnonyky (138 mr, 45%
BMXiO) sk 6nigo-3eneHy TBepay pevoBUHY: 'H ampP (300 Ml'y, CDClg): & M.y, 2,17-2,42 (2H, m), 3,01-
3,21 (1H, m), 3,30-3,63 (4H, m), 3,89 (3H, c), 6,11 (1H, oa, J = 8,9, 2,4 T'u), 6,20-6,37 (2H, m), 7,24
(1H, g, d = 1,9 T'y), 7,33-7,47 (5H, m), 7,71 (1H, g, J = 2,3 Tu), 7,77 (1H, g, J = 1,9 'y); MC Posp.:
499; MC 3HaiigeHo: 500 [M + HJ".

Mpuknag 176

1-[2-®T0p-3-(3,3,4,4-TeTpadpTopniponignH-1-in)deHin]-5-meTokcu-3-(1-eHnin-1H-nipason-5-
in)nipngasuH-4(1H)-oH
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CycneHsito 1-(3-6pom-2-cbTopheHin)-5-meTokeun-3-(1-derin-1H-nipason-5-in)nipyaasuH-4(1H)-
OHy (221 wmr, 0,500 mmonb), 3,3,4,4-TeTpadpTopniponiguny rigpoxnopuay (108 wmr, 0,600 mmonb),
TpeT-6yokcugy Hatpito (125 wmr, 1,300 wmmonb), Xantphos (23 wr, 0,040 wmMmonb) i
Tpic(anbeHsunigeHaueToH)amnanagito (0) (9 mr, 0,010 mmonb) B 1,4-giokcaHi (2,5 mn) nepemiwysanu
npu 90°C B atmocdepi Ar. PeakuiviHy cymiw Bunuanu B 5% BogHuii po3unH NaHCO; (20 mn) i
ekctparyBsanu AcOEt (20 mn x 3). O6‘egHaHy opraHiyHy ¢hady npommsanu posconom (40 mn), cywmnm
MgSO, i ynaptoBanu. 3anuLwoK o4nLLany KOMoHKOBOK xpomatorpadieto Ha cunikareni (AcOEt/rekcaH
= 60%-100%) ogepxyoumn BkasaHy B 3aronioBky cnonyky (95,4 mr, 38% Buxig) gk amopdHy TBEpOY
peyoBuHy: "H AMP (300 My, CDCls): & m.u. 3,84-3,96 (7H, m), 6,11 (1H, T, J = 7,5 T'u), 6,60 (1H, T4,
J=8,3,1,5mu),6,90-6,98 (1H, m), 7,25 (1H, g, J = 1,9 'u), 7,33-7,41 (5H, m), 7,70 (1H, 8, = 2,6 'y),
7,78 (1H, o, J = 1,9 T'y). PX-MC (ECI) m/z 504 [M + H]".

Mpuknag 177

1-(2-®T1op-3-nipnamnH-3-indeHin)-5-metokeu-3-(1-dpeHin-1H-nipason-5-in)nipnagasnH-4(1H)-oH

A\ /

Po3uuH 1-(3-6pom-2-dpTopdeHin)-5-metoken-3-(1-peHin-1H-nipason-5-in)nipygasnH-4(1H)-ony
(177  wmr, 0,400 wmmonb), 3-nipugnHbopoHoBoi  kucrotn (54,1 wmr, 0,440 mmonb),
TeTpakic(Tpudenindgocdin)nanagio (0) (23 mr, 0,020 mmone) i Na,CO3 (93 mr, 0,88 mmonb) B DME
(3,6 mn) i Bogm (0,9 mn) nepemiwysanu npu 85°C npotarom 5 r B atmocepi Ar. Cymiw BunmMBanu B
5% BogHun po3unH NaHCO; (20 mn) i ekctparyBanun AcOEt (20 mn x 3). O6'egHaHy opraHidHy dasy
npomuBanu posconom (30 mn), cywwunn MgSO, i ynaptoBanu. 3anuwoK oyumLiany KOJIOHKOBOKO
xpomarorpadpieto Ha ocHoBHomy cunikareni (MeOH/AcOEt = 0%-10%) i kpuctanisyBann 3 AcOEt
OepKyHoum BKasaHy B 3aronioBky crnonyky (84,8 mr, 48% Buxia) sk 6e36apBHy TBepay peqoBuHy: Tnn.
147-153°C; *H AMP (300 My, AMCO-dg): & m.u. 3,78 (3H, ¢), 7,01 (1H, a, J = 1,9 T'w), 7,04-7,17 (1H,
m), 7,28-7,51 (6H, m), 7,56 (1H, aa, J = 7,7, 5,1 T'u), 7,63-7,75 (1H, m), 7,79 (1H, g, J = 1,9 T'u), 8,03
(1H, an, J = 7,9, 1,9 T'u), 8,58-8,68 (2H, m), 8,81 (1H, c). PX-MC (ECI) m/z 440 [M + H]". Anan.
pospaxoBaHun ans C.sHigFNsO,: C, 68,33; H, 4,13; N, 15,94. 3HangeHo: C, 68,04; H, 4,03; N, 15,80.

Mpuknag 178

1-[2-cpTOp-4-(3-MeTun-2-okcoimigasonignH-1-in)deHin]-5-metokeu-3-(1-dpeHin-1H-nipason-5-
in)nipygasuH-4(1H)-oH
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CymiL 1-[2-cbTOp-4-(2-0KCOiIMigazonianH-1-in)deHin]-5-meToken-3-(1-deHin-1H-nipason-5-
in)nipngasun-4(1H)-ony (40 mr, 0,09 mmons), hogmetaHy (0,02 mn, 0,36 mmonb) i rigpugy HaTpito
(60% B macni) (7,0 mr, 0,18 mmonb) B DMF (4,0 mn) nepemiwysanu npu 0°C npotarom 2 r. Peakuininy
cymiw racunm H,O i ekctparyBanum AcOEt. OpraHiyHun wap cywunu Hag MgSO, i KoHUeHTpyBanm
MPU MOHWKEHOMY TUCKy. 3anuwok nepekpuctanisysanu 3 'Pr,O/AcOEt omepxyloun BkasaHy B
3aronioBKy cronyky (24 mr, 59% Buxia) sk 6iny Teepay peyosuHy: Trin. 208-209°C; *H AMP (300 M,
OMCO-dg): & m.u. 2,79 (3H, c), 3,42-3,58 (2H, m), 3,77 (3H, c), 3,78-3,86 (2H, m), 6,95 (1H, 8, J = 1,9
Mu), 7,01 (1H, 1, J = 9,0 T'u), 7,22-7,51 (6H, m), 7,73 (1H, an, J = 14,1, 2,4 Ty), 7,78 (1H, o, J = 1,9
Mu), 8,44 (1H, o, J = 1,9 ly). PX-MC (ECI) m/z 461 [M + H]+. AHan. pospaxoBaHun Ans
C,4H21FNgO3-0,75H,0: C, 60,06; H, 4,49; N, 18,27. 3nangeHo: C, 60,05; H, 4,26; N, 18,16.

Mpuknag 179

1-[4-(2,5-Avrigpo-1H-nipon-1-in)-2-dpTopdeHin]-5-meToken-3-(1-deHin-1H-nipason-5-
in)nipngasuH-4(1H)-oH

CycneHnsito  1-(2-cpTOp-4-nogdeHin)-5-metokeun-3-(1-peHin-1H-nipason-5-in)nipygasnH-4(1H)-ony
(244 wr, 0,5 mmonb), 3-niponiHy (0,046 mn, 0,6 mmonb), Pd,(dba)s (18,3 mr, 0,02 mmons), Xantphos
(46,3 wr, 0,08 mmonb) i NaOtBu (67,3 mr, 0,7 mmonb) B 1,4-piokcaHi (2,5 mn) nepemiwysanu
npotarom 2 r npu 90°C B atmocdepi Ar. PeakuinHy cymiw Bunueanu y Boay i ekctparysanu AcOEt.
EkcTpakT npomuBanu posconom, cywunu Hag MgSO, i KOHUEeHTpyBanmu Npu MOHUXEHOMY TUCKY.
3anuwok ounwanm KOSOHKOBOK XpomaTorpadietd Ha OCHOBHOMY cwmikaresi BUKOPUCTOBYHOUM SIK
entoeHT rekcaH/THF (1/2) i nepekpuctanizysanu 3 MeOH/H,O opepxytouM BKasaHy B 3arofioBKy
crnonyky (109 wmr, 51% Buxig) sk 0BTy TBepAy pedoBuHy: Tnn. 204-207°C; 'H AmP (300 MIwu,
CDCl3): & m.u. 3,89 (3H, c), 4,09 (4H, ¢), 5,97 (2H, 1, J = 4,1 Tu), 6,07 (1H, pa, J = 2,6, 9,0 '), 6,19
(1H, o@, J = 2,6, 14,3 Ty), 6,32 (1H, 1, J =9,0 l'y), 7,24 (1H, g, J = 1,9 l'y), 7,33-7,45 (5H, m), 7,72
(1H, a, J=2,3Tu), 7,77 (1H, a, J = 1,9 I'y). PX-MC (ECI) m/z 430 [M + H]". AHan. poapaxosaHwii Ans
Co4H20FNsO,: C, 67,12; H, 4,69; N, 16,31. 3nangeno: C, 67,03; H, 4,76; N, 16,16.

Mpuknag 180

1-[4-(4-Xnop-1H-nipason-1-in)-2-cpTopdeHin]-5-meTokcu-3-(1-dpeHin-1H-nipason-5-in)nipnaasuH-
4(1H)-oH
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Cycnehsito  1-(2-dpTOp-4-noadeHin)-5-metoken-3-(1-deHin-1H-nipason-5-in)nipnaasmH-4(1H)-oHy
(488 wmr, 1,0 mmonb), 4-xnop-1H-nipasony (103 wmr, 1,0 mmonb), Cu,O (14,3 wmr, 0,1 Mmonb),
caniumnanbgokcumy (54,9 mr, 0,4 mmone) i Cs,CO;3 (652 mr, 2,0 Mmornb) B CH3CN (10 mn) kun‘atnnm
i3 3BOPOTHIM XONOAUNBHUKOM MPOTAroM Hodi B atmocdepi Ar. [Micna OXonoaXeHHA A0 KiMHaTHOI
TeMmnepaTypu, peakuiiHy cymiw BunuBanu y Bopay i ekctparyBanu AcOEt. ExkcTpakTt npomuBanu
posconoM, cywunu Hag MgSO, i KOHUeHTpyBanu npu MOHWXEHOMY TUCKY. 3anuwiok niggasanu
KOMOHKOBIN xpomatorpadii Ha OCHOBHOMY cunikareni BUkopuctoBytoumn sk entoeHT AcOEL nicna voro
oumwanu npenapatusHoo BEPX. [lepekpuctanisysann 3 MeOH/H,O opgepxytoum BkasaHy B
3aronoBky cnonyky (68,1 mr, 15% Buxig) sk 6nigo-xosTun nopowok: Tnn. 190-192°C; 'H AMmP (300
Mlu, CDCly): & m.u. 3,92 (3H, ¢), 6,43 (1H, 1,J =9,0 T'w), 7,23 (1H, apa, J = 1,1, 2,3, 9,0 l'w), 7,35
(1H, 8, J=1,9Tu), 7,36-7,48 (5H, m), 7,57 (1H, pa, J = 2,6, 12,4 T'y), 7,68 (1H, c), 7,79 (1H, 8, J = 1,9
M), 7,82 (1H, A, J = 2,3 Tu), 7,92 (1H, A, J = 0,8 T'u). PX-MC (ECI) m/z 463 [M + H]". Anan.
po3paxoBaHun ans C,sHcCIFNO,: C, 59,68; H, 3,48; N, 18,16. 3HangeHo: C, 59,81; H, 3,50; N,
18,14.

MpenapatneHy BEPX npoBogunm 3a yMOB ONMMUCaHNX HUXKYE.

Kononka: CHIRALPAK AS CCO001 (50 mm B x 500 mm [)

Temnepatypa konoHku: 30°C

Pyxoma casa: MeOH

LWBunakicTe noTtoky: 60 mn/xs

HetekTop: YO 220 HM

KoHueHTpauia: 111 mr/mn

O6‘em iH‘ekuii: 1 mn

Yac ytpumaHHs: 18,8 xB

Mpuknapg 181

1-[5-(3,3-AndpTopaseTnanH-1-in)-2-propdeHrin]-5-metokcu-3-(1-deHin-1H-nipason-5-
in)nipnaasuH-4(1H)-oH

B
N

F

N
N
e

F
Cymiw 1-(2-ptop-5-noadeHin)-5-metokcun-3-(1-deHin-1H-nipason-5-in)nipugasuH-4(1H)-oHy (244

mr, 0,5 mmons), 3,3-andtopasetnaunHy rigpoxnopuay (77,7 wmr, 0,6 mmonb), NaOtBu (125 wmr, 1,3

Mmornb), Xantphos (46,3 mr, 0,08 mmoneb) i Pd,(dba)s; (18,3 mr, 0,02 mmonk) B 1,4-giokcaHi (2,5 mn)

HarpiBann npu 90°C npotarom 13 r nig Ar. Cymiw po3BOAWIM HacMYeHMM BOAHUM PO3YMHOM

NaHCOg3, ekctparyBanu AcOEt, cywwnu Hag Na,SO, dinbTpyBanu, KOHUEHTPYBanmu y BakyyMi,

ouuLLanM KOrOHKOBOK XxpoMaTorpacieto Ha ocHoBHoMy cunikareni (rekcan/AcOEt = 50/50 go 0/100) i

nepekpuctanisysanu 3 EtOH/rekcaH ogepxxytoum BkasaHy B 3aronoBky cnonyky (92 wmr, 41% Buxig) siK

6iny TBepay peuosuHy: ‘H AMP (OMCO-ds, 300 MIL): & m.u. 3,77 (3H, c), 4,25 (4H, T, J = 12,2 T'y),

6,48 (1H, on, J = 6,4, 3,0 l'u), 6,63-6,72 (1H, m), 6,90 (1H, g, J = 1,5Tw), 7,25-7,48 (6H, m), 7,79 (1H,

a,J =1,9Tu), 8,45 (1H, a, J = 1,9 'u). AHan. pospaxoBaHuin ansa CosHigFsNsO,: C, 60,93; H, 4,00; N,

15,45. 3HangeHo: C, 60,97; H, 3,94; N, 15,47.

Mpuknag 182
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1-[2-®TOp-5-(2-0KconiponiguH-1-in)deHin]-5-meTokeu-3-(1-dpeHin-1H-nipason-5-in)nipngasuH-
4(1H)-oH

N
7/
N
N
N
F
10

o)

Cymiw 1-(2-¢pTop-5-noadeHin)-5-metokeun-3-(1-deHin-1H-nipason-5-in)nipugasunH-4(1H)-oHy (244
mr, 0,5 mmone), niponiguH-2-oHy (0,0456 mn, 0,6 mmone), KsPO,4 (212 mr, 1,0 mmone), TpaHc-1,2-
diamiHouwmknorekcany (0,012 mn, 0,1 mmonb) i Cul (9,5 mr, 0,05 mmonb) B 1,4-giokcaHi (2 mn)
HarpiBanu i3 3BOpOTHIM xonoaunbHUKoM npotarom 13 r nig Ar. Cymill po3Bognnu HacYeHUM BOGHUM
po3umHoMm NaHCOg;, ekctparyBanu AcOEt, cywwunu Hag Na,SO,4 inbTpyBanu, KOHUEHTpyBanu y
BaKyyMi, OuMLLANN KOSTOHKOBOKO Xpomartorpadieto Ha ocHoBHoMy cunikareni (rekcaH/AcOEt = 50/50 go
0/100) i nepekpuctanisysanu 3 AcOEt/rekcaH ogepxyroun BKkasaHy B 3arofioBky cnonyky (126 wmr, 57%
BUXia) sK 6iny TBepay peyosuHy: Tnn. 171-174°C. *H AMP (OMCO-ds, 300 Mu): & m.u. 2,02-2,19
(2H, m), 2,47-2,58 (2H, m), 3,69-3,87 (5H, m), 6,92 (1H, g, J = 1,9 T'w), 7,22-7,58 (7H, m), 7,74-7,89
(2H, m), 8,51 (1H, g, J = 1,9 T'u). AHan. pospaxoBaHun ansa C,4H,0FNsOs: C, 64,71; H, 4,53; N, 15,72,
3HanpgeHo: C, 64,59; H, 4,45; N, 15,67.

Mpuknag 183

1-[2-®PTOp-5-(1H-nipa3on-1-in)deHin]-5-meTokcu-3-(1-deHin-1H-nipason-5-in)nipnaasnH-4(1H)-oH

Cywmiw 1-(2-cpTop-5-nogdeHin)-5-metokeu-3-(1-dpeHin-1H-nipason-5-in)nipnaasuH-4(1H)-oHy (244
mr, 0,5 mmonb), nipason (34,0 mr, 0,5 Mmonb), 2-rigpokcnbeHsanbgerigokcumy (27,4 mr, 0,2 mmonb),
CuyO (7,2 wmr, 0,05 mmonb) i Cs,CO;3 (326 wr, 1,0 mmonb) B aueToHiTpuni (1 mn) HarpiBanu i3
3BOPOTHIM xonoauneHukom npotarom 14 r nig Ar. Cymiw po3BOAMnIM HAaCUYEHNM BOOHWM PO34MHOM
NaHCOg3, ekctparyBanu AcOEt, cywwnu Hag Na,SO, dinbTpyBanu, KOHUEHTPYBanmu y BakyyMi,
ouunLLanM KOrOHKOBO XpoMaTorpadieto Ha ocHoBHOMY cunikareni (rekcaH/AcOEt = 50/50 go 0/100) i
Ha cunikareni (rekcaH/AcOEt = 50/50 pno 0/100) i nepekpuctanisysanu 3 AcOEt/rekcaH o,qe?x(yroqm
BKasaHy B 3aronioBky crnosnyky (8,3 mr, 4% Buxig) sk 6iny TBepay peyoBuHy: Trn. 186-187°C. "H AMP
(OMCO-dg, 300 MIu): & m.u. 3,78 (3H, c), 6,59-6,66 (1H, m), 6,95 (1H, a, J = 1,9 T'y), 7,17-7,27 (1H,
m), 7,30-7,42 (4H, m), 7,56-7,67 (1H, m), 7,76-7,90 (3H, m), 7,93-8,02 (1H, m), 8,47 (1H, o, J = 2,6 L),
8,59 (1H, g, J = 1,9 lu). AHan. pospaxoBaHu ansa CysHi;;FNeO,: C, 64,48; H, 4,00; N, 19,62.
3HnangeHo: C, 64,21; H, 4,08; N, 19,42,

Mpuknag 184

1-[2-PTOp-3-(2-0KCONiponignH-1-in)dpeHinl-5-metoken-3-(1-deHin-1H-nipason-5-in)nipyaasunH-
4(1H)-oH
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CycneHasito 1-(3-6pom-2-dpTopdeHin)-5-meTokeu-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-
oHy (221 wr, 0,5 mmonsb), 2-niponiguHoHy (46 mkn, 0,60 mmonk), N,N'-gumeTuneTuneHgiaminy (22
Mkr1, 0,20 mmonb), Cul (19 wmr, 0,10 mmonb) i KsPO, (212 mr, 1,00 mmonb) B 1,4-giokcaHi (2,0 mn)
nepemiwysanu npu 90°C B atmocdepi Ar. PeakuiiHy cymiw sunusanu B 5% BogHuii po3unH NaHCO;
(20 mn) i ekctparyBanm AcOEt (20 mn x 3). O6‘egHaHy opraHivyHy ¢asdy npomusanu posconom (40
M), cywunnmn MgSQO, i ynaptoBanu. 3anuviiok o4Mwan KONoHKOBOK XpoMaTorpadieto Ha OCHOBHOMY
cunikareni (AcOEt/rekcaH = 50%-100%) opgepxxytoun BKasaHy B 3aronoBky crionyky (89,4 wr, 40%
BUXiZ) sIKk aMopbHy TBEpAY peyosuHy: 'H AMP (300 My, CDCl): & M.u. 2,26 (2H, k, J = 7,7 T'u), 2,59
(2H, 1,J=8,1Tu), 3,80 (2H, 1,J =7,0 I'u), 3,89 (3H, c), 6,36 (1H, g, J = 15,5,1,9Ty), 7,03 (1H, 1, J
=8,3Tu), 7,30 (1H, g, J = 1,9 T'y), 7,34-7,49 (6H, m), 7,73-7,83 (2H, m). PX-MC (ECI) m/z 446 [M +
H]*. Anan. pospaxosaHuit ansa C,sH,0FNsO5-0,2H,0: C, 64,19; H, 4,58; N, 15,59. 3naiigeHo: C, 64,00;
H, 4,51; N, 15,56.

Mpuknag 185

1-[2-®TOp-3-(2-0KconinepuaunH-1-in)deHin]-5-meTokcun-3-(1-dpeHin-1H-nipason-5-in)nipnaasvt-
4(1H)-oH

\
N
/
N

pe

X
o

CycneHsito 1-(3-6pom-2-dpTopdeHin)-5-metokeu-3-(1-deHin-1H-nipaszon-5-in)nipnaasun-4(1H)-
oHy (221 wmr, 0,500 mmoneb), 2-ninepuaoHy (59,5 mr, 0,600 mmonb), N,N'-gumeTnnetuneHgiaminy
(0,022 mn, 0,200 mmonb), Cul (19 wmr, 0,10 mmonb) i KsPO4 (212 mr, 1,00 mmonb) B 1,4-giokcaHi (2,0
mn) nepewmiwysanu npu 90°C B atmocdpepi Ar. PeakuiiHy cymiw Bunusann B 5% BOOHWA PO3YUH
NaHCO; (20 mn) i ekctparyBann AcOEt (20 mn x 3). O6'egHaHy opraHivyHy a3y npomwuBanu
posconom (40 mn), cywunun MgSO, i ynaptoBanu. 3anvwoK o4nLLany KOMOHKOBOK XpomaTorpadieto
Ha ocHoBHOMy cunikareni (AcOEt/rekcan = 50%-100%) oagepxxytoum BkasaHy B 3arofioBKY CMOMYKY
(52,3 mr, 23% BuXia) ik aMopchHy TBepAy peuoBuHy: ‘H AMP (300 My, CDCls): & m.u. 1,97 (4H, T, J
=3,4Tu), 2,54-2,63 (2H, m), 3,56 (2H, wc), 3,88 (3H, c), 6,36 (1H, aa, J = 15,5, 1,9 T'w), 7,03 (1H, aa,
J=16,2,1,5Tu), 7,22 (1H, pn, J =14,7,1,9Tw), 7,29 (1H, g, J = 2,3 T'u), 7,35-7,44 (2H, m), 7,40 (3H,
n,J=4,5Tu), 7,78 (1H, a, J =1,9Tu), 7,82 (1H, 4, J = 2,6 I'u). PX-MC (ECI) m/z 460 [M + H]". Anan.
poapaxoBaHun ans CosH.,FNsO5-0,5H,0: C, 64,34; H, 4,93; N, 15,00. 3nangeHo: C, 64,12; H, 4,73;
N, 15,13.

Mpuknag 186

1-[2-®TOp-4-(4-rigpokcn-4-meTunninepnanH-1-in)denin]-5-metoken-3-(1-deHin-1H-nipason-5-
in)nipnaasuH-4(1H)-oH

OH

Cycnensito  1-(2-dTop-4-noadeHin)-5-metoken-3-(1-eHin-1H-nipason-5-in)nipngasunH-4(1H)-oHy
(244 wr, 0,500 mmonb), 4-meTunninepuaun-4-ony rigpoxnopuay (91 wmr, 0,60 mmonb), TpeT-6yokeuay
HaTpito (187 M, 1,95 MMOJb), Xantphos (23 M, 0,040 MMOJ1b) i
Tpic(anbensunigeaueToH)gmnanagito(0) (9 mr, 0,010 mmonb) B 1,4-giokcaHi (2,5 mn) nepemiwysanm
npu 90°C B atmocdepi Ar. PeakuiviHy cymiw Bunuanu B 5% BogHuii po3unH NaHCO; (20 mn) i
ekctparyBsanu AcOEt (20 mn x 3). O6‘eaHaHy opraHiyny a3y npomusanu posconom (40 mn), cyumnu
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MgSO, i ynaptoBanu. 3anuLioK ouuLLianyi KONMOHKOBOK Xpomartorpadpieto Ha OCHOBHOMY cunikareni
(MeOH/ACOEt = 0%-20%). 3anuwok nepekpuctanidysanu 3 AcOEt/rekcaH ogepxytoun BKasaHy B
3arorioBKy crionyky (76,2 mr, 32% Buxig) sk 6nigo-xoBTy TBepay peuoBuHy: ‘H AMP (300 Mru,
AOMCO-de): 6 m.u. 1,14 (3H, c¢), 1,39-1,60 (4H, m), 3,20 (2H, pog, J = 13,2, 8,7, 5,3 '), 3,40-3,52 (2H,
m), 3,76 (3H, c), 4,36 (1H, c), 6,70 (1H, aa, J = 9,0, 2,6 T'w), 6,91 (2H, A, J = 1,9 '), 6,79-6,94 (1H,
m), 7,32 (1H, g, = 1,9 Tw), 7,29 (1H, c), 7,35-7,47 (3H, m), 7,77 (1H, o, J =1,9Tu), 8,37 (1H, g, J =
1,9 T'y). PX-MC (ECI) m/z 476 [M + H]". Anan. po3spaxoBanuii ans C,sHosFNsOg: C, 65,67; H, 5,51; N,
14,73. 3HanpgeHo: C, 65,53; H, 5,50; N, 14,66.

Mpuknag 187

1-(4-bpom-2,5-andTopheHin)-5-metokcun-3-(1-ceHin-1H-nipason-5-in)nipnaasuH-4(1H)-oH

Br

Cymiw  3-auetun-1-(4-6pom-2,5-gudtopdeHin)-5-metokcunipugasmH-4(1H)-ony (3,57 r, 10
mMonb) i N,N-gumeTtundopmamigogumetunavetanto (16 mn) nepemiwysanu npu 100°C npotsirom 5 T.
Micna oxonomaXeHHsA Ao KiMHATHOI TeMnepaTypu, peakuinHy Cymill KOHLUEHTPpYBanu npu NOHMXKEHOMY
TMcKy. 3anuwok posdnHanm B AcOH (20 mn) i gogasanu deHinrigpasvd (2,0 mn, 20 mmons). Lo
cymiw nepewmiwysanu npu 130°C npotarom 3 r. [icna oxonogXeHHs A0 KiMHATHOI TemnepaTypw,
peakuiHy CyMill KOHLEHTpyBanu npu MOHWKEHOMY TWUCKY. 3anuiioK ouYuliany KOFOHKOBOM
xpomaTorpadieto Ha cunikareni BUKOPUCTOBYIOYM K entoeHT rekcaH/AcOEt (1/0 go 0/1) i
nepekpucTaniaysanu 3 'Pr,O/AcOEt ogepxytoumn BkasaHy B 3arofioBky cronyky (1,05 r, 23% Buxig) sk
6nifo-KoBTY TBepAy peyoBuHy: Trn. 211-213°C; *H AMP (300 Mru, AMCO-dg): & m.u. 3,77 (3H, c),
7,02 (1H, g, J =1,9Tu), 7,09 (1H, poa, J = 8,9, 6,6 T'y), 7,22-7,62 (5H, m), 7,80 (1H, g, J = 1,9 u),
8,07 (1H, aa, J = 10,2, 6,0 T'u), 8,49 (1H, A, J = 2,3 I'y). PX-MC (ECIl) m/z 460 [M + H]". Anan.
pospaxoBaHun ansa C,oH13BrF,N4O,: C, 52,31; H, 2,85; N, 12,20. 3HangeHo: C, 52,51; H, 2,95; N,
12,20.

Mpuknag 188

1-[2,5-AndpTop-4-(2-okconiponianH-1-in)deHin]-5-meTtoken-3-(1-peHin-1H-nipason-5-
in)nipugasuH-4(1H)-oH

CycneHsito 1-(4-6pom-2,5-gudptopdpeHin)-5-metoken-3-(1-deHin-1H-nipason-5-in)nipnaasvH-
4(1H)-oHy (200 wmr, 0,44 mmonb), niponiguH-2-oxy (0,040 mn, 0,53 mmons), Cul (17 mr, 0,088 mmonb),
N,N'-gumeTuneTtan-1,2-giaminy (0,019 mn, 0,18 mmonsb) i KsPO, (187 wmr, 0,88 mmonb) B 1,4-AiokcaHi
(4,0 mn) nepewmiwysanun npu 80°C npotarom 14 r B atmocdepi N,. llicna oxonomkeHHA [0 KT,
peakLuiinHy CyMilll oumLLany KONIOHKOBOK XxpomaTorpadieto Ha cunikareni BUKOPUCTOBYIOUU AK €MNIOEHT
rekcaH/AcOEt (1/0 go 0/1) notim AcOEt/MeOH (10/1) i nepekpuctanizysanu 3 AcOEt ogepxyoun
BKasaHy B 3aronoBky crnonyky (12 mr, 6% Buxig) sk 6nigo-kopuyHeBy TBepAY PEYOBUHY: 'H AmP (300
Mlu, AMCO-dg): & m.u. 2,06-2,23 (2H, m), 3,29 (3H, c), 3,69-3,91 (4H, m), 7,27-7,42 (2H, m), 7,43-
7,56 (2H, m), 7,78 (1H, pa, J = 11,3, 6,4 I'w), 7,85-7,91 (2H, m), 7,95 (1H, og, J = 10,5, 7,2 T'u), 8,57
(1H, a, J = 2,3 Tu), 8,60 (1H, A, J = 1,5 ). PX-MC (ECI) m/z 464 [M + H]".

Mpuknag 189

1-[4-(4,4-OnmeTnn-2-okconiponiguH-1-in)-2-dTopdeHin]-5-meToken-3-(1-dpeHin-1H-nipason-5-
in)nipngasunH-4(1H)-oH
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Cycnensito  1-(2-cTop-4-noadeHin)-5-metoken-3-(1-deHin-1H-nipason-5-in)nipnaasuH-4(1H)-oHy
(244 wr, 0,500 wmmonb), 4,4-gumeTtun-2-niponignHoHy (67,9 wmr, 0,600 mmonb), TpaHc-1,2-
diamiHouwmknorekcany (0,012 mn, 0,10 mmonb), Cul (9,5 mr, 0,050 mmonb) i KsPO4 (212 wr, 1,00
MMornb) B 1,4-giokcaHi (2,0 mn) nepemiwysanm npu 110°C B atmocdepi Ar. PeakuinHy cymiw
Bunueanu B 5% BogHui po3umH NaHCO; (20 mn) i ekctparyBann AcOEt (20 mn x 3). O6'egHany
opraHiyHy a3y npomusanu poscorniom (40 mn), cywunn MgSO, i ynapioBanu. 3anuwok o4unwianu
KONMOHKOBOI xpomartorpadieto Ha ocHoBHomy cunikareni (AcOEt/ rekcaH = 50%-100%) i KONOHKOBOHO
xpomaTtorpadieto Ha cunirareni (AcOEt/rekcan = 50%-100%) ogepXytounm BKasaHy B 3arorioBKY
cnonyky (142,8 mr, 60% suxia): *H AMP (300 My, AMCO-dg): & m.u. 1,16 (6H, c), 2,39-2,44 (2H, m),
3,58-3,63 (2H, m), 3,77 (3H, c), 6,94-6,98 (1H, m), 6,98-7,08 (1H, m), 7,29-7,35 (2H, m), 7,35-7,49 (4H,
M), 7,68-7,88 (2H, m), 8,37-8,55 (1H, m). PX-MC (ECI) m/z 474 [M + H]". AHan. po3paxoBaHuii ans
C26H24FN505°0,2H,0: C, 65,45; H, 5,16; N, 14,68. 3nangeHo: C, 65,17; H, 5,16; N, 14,55.

Mpuknaa 190

1-[4-(5,5-OnmeTun-2-okco-1,3-okcasonignH-3-in)-2-gpropderin]-5-meTokcmn-3-(1-peHin-1H-
nipason-5-in)nipyaa3uH-4(1H)-oH

O

Cycnensito  1-(2-¢pTOop-4-nogdeHin)-5-metokeun-3-(1-peHin-1H-nipason-5-in)nipygasnH-4(1H)-ony
(244 wr, 0,500 mmonb), 5,5-anmeTnn-1,3-okcasoniguH-2-oHy (69,1 mr, 0,600 mmonb), TpaHc-1,2-
aiamiHouumknorekcany (0,012 mn, 0,100 mmonb), Cul (9,5 wmr, 0,050 mmone) i KzPO, (212 wmr, 1,00
MMornb) B 1,4-giokcaHi (2,0 mn) nepemiwysann npu 110°C B atmocdepi Ar. PeakuinHy cymiw
BunmBanu B 5% BogHun po3umH NaHCO; (20 mn) i ekctparyBanm AcOEt (20 mn x 3). O6‘egHaHy
opraHivyHy ¢pasy npomusanu posconom (40 mn), cywmnu MgSO, i ynaptoBanu. 3anuuiok ouvuanu
KOMOHKOBOK Xpomartorpacpieto Ha ocHoBHomy cunikareni (MeOH/ACOEt = 0%-10%) opepxytouu
BKa3aHy B 3aronosky crnonyky (157,4 mr, 66% Buxia): 'H ampP (300 My, AMCO-ds): & M.u. 1,49 (6H,
c), 3,78 (3H, ¢), 3,89 (2H, ¢), 6,97 (1H, A, J =1,9Tu), 7,05 (1H, 1, J =9,0 'w), 7,31 (1H, A, J = 8,7 I'u),
7,31 (1H, 1, J=1,7Tu), 7,33 (1H, ¢), 7,37-7,48 (3H, m), 7,68 (1H, g, J = 13,4,2,5Tu), 7,79 (1H, g, J
= 1,9 lu), 8,46 (1H, g, J = 2,3 u). PX-MC (ECI) m/z 476 [M + H]". Anan. pospaxoBaHuii ans
CasH2,FNsOy: C, 63,15; H, 4,66; N, 14,73. 3nangeHo: C, 63,09; H, 4,70; N, 14,85.

Mpuknag 191

6-{3-dTOp-4-[5-MeToKCU-4-0KCO-3-(1-beHin-1H-nipason-5-in)nipngasunH-1(4H)-in]denin}-4-okca-6-
asacnipo[2,4]renTaH-5-0H
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Cycnensito  1-(2-cTop-4-roadeHin)-5-metoken-3-(1-deHin-1H-nipason-5-in)nipnagasuH-4(1H)-oHy
(0,24 r, 0,50 mmonb), 4-okca-6-asacnipo[2,4]rentaH-5-oHy (0,068 r, 0,60 mmonb), TpaHc-1,2-
AiamiHoumknorekcany (0,024 mn, 0,20 mmonb), Cul (0,019 1, 0,10 mmonb) | KsPO,4 (0,21 1, 1,0 Mmonb)
B 1,4-giokcaHni (3 mn) nepemiwysanm npu 110°C B atmocdepi Ar 2 r. Cymiw possogunn AcOEt i
QinbTpyBanu 4epes wwap OCHOBHOro cunikarento i notim cunikarens npomueann AcOEt. ®inbtpat
KOHLUEHTpyBanu Npu MOHWXEHOMY TUCKY. 3anuwiok xpomaTtorpadyBany Ha OCHOBHOMY curikareni
(0/100-3/97 MeOH/AcOEt) opepxytoun Oini  kpuctanu. Kpuctanum nepekpucraniyBanu 3
AcOEt/rekcaH opepxytoum BkasaHy B 3aronoBky cronyky (0,17 r, 72% Buxig) sk 6iny TBepgy
peyoBuHy: Tnn. 200-201°C; *H AMP (300 Mru, CDCly): & m.u. 0,85-0,92 (2H, m), 1,33-1,40 (2H, m),
3,90 (3H, c), 4,08 (2H, c), 6,39 (1H, 7, J = 8,9 Tn), 6,96 (1H, oo, J =8,9,2,5,1,4 T'u), 7,30 (1H, g, J =
1,9Tu), 7,35-7,45 (5H, m), 7,68 (1H, oa, d = 13,7, 2,5 Tw), 7,77-7,79 (2H, m). PX-MC (ECI) m/z 474 [M
+ H]+. AHan. po3sp. ana CosH,0FNsO4-H,0: C, 62,94; H, 4,31; N, 14,68. 3HangeHo: C, 62,83; H, 4,42;
N, 14,77.

Mpuknag 192

5-MeTokcu-1-[2-meTokemn-4-(1H-nipason-1-in)deHrin]-3-(1-deHnin-1H-nipason-5-in)nippgasun-
4(1H)-oH

Cymiw 3-aueTtun-5-metokcu-1-[2-metokcu-4-(1H-nipason-1-in)deHin]nipuaasuH-4(1H)-oxy (1,50 r,
4,41 mmons), N,N-gumetundopmamigoumetunavetanto (15 mn) i MeOH (15 mn) kun‘atunu i3
3BOPOTHIM XONoAnnbHMKOM npoTsiroM 3 r. [licna oxonoaxeHHs 00 KiIMHAaTHOT TemnepaTtypu, peakLinHy
CYMILL KOHUEHTpyBanun npu noHMXeHOMYy TUCKY. Po3unH 3anuuiky i deHinrigpasuny (0,868 mn, 8,82
Mmornb) B ACOH (15 mn) kun‘atnnu i3 3BOPOTHIM XONOgUITbHUKOM NpoTsiroM 2 r. [Micns oXonomkeHHs
A0 KIMHaTHOI TemnepaTtypu, peakuinHy cymiw Bunueanm B 1 M BogHun posunH HCI i ekcTparyBanu
AcOEt. Ekctpakt npommsanu 1 M BogHum po3umHom NaOH i posconom, cywwunu Hag MgSO, i
KOHUEHTpYBanu Mpu MOHMXEHOMY TUCKY. 3anuvliOK O4MLianM KOJIOHKOBOK XpomaTorpadiero Ha
OCHOBHOMY cwurikareni BukopucToByloun sk enoeHT AcOEt i kpucrtanisyBanm 3 rekcan/AcOEt
oOepXyloun BkasaHy B 3aronoBky cnonyky (0,921 r, 47% Buxig) sk mavxke Oiny TBepay peyoBUHY:
Tnn. 133-135°C; *H AMP (300 Mru, CDCl,): & m.u. 3,90 (3H, c), 3,93 (3H, c), 6,39 (1H, a, J = 8,7 '),
6,52 (1H, pg, J = 1,9, 2,6 l'w), 6,99 (1H, pa, J = 2,3, 8,7 T'u), 7,26 (1H, g, J = 1,9 T'u), 7,36-7,46 (5H,
M), 7,49 (MH, A, J=23Tu), 7,75 (1H, A, =19Tu), 7,77 (1H, a, J = 1,9Tu), 7,86 (1H, ¢), 7,94 (1H, g,
J =2,6 'y). PX-MC (ECI) m/z 441 [M + H]". Anan. pospaxosaHuin ansa C,4HNgO3: C, 65,45; H, 4,58;
N, 19,08. 3HangeHo: C, 65,37; H, 4,65; N, 18,88.

Mpuknag 193

6-MeTokcu-3-(1-deHin-1H-nipason-5-in)-1-[3-(tpudTopmeTun)deHin|nipugasunH-4(1H)-oH
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o  posunHy  6-rigpokcu-3-(1-deHin-1H-nipa3on-5-in)-1-[3-(TpudpTopmeTtun)deHin]nipnaasuH-
4(1H)-oHy (0,23 r, 0,58 mmonk) B MeOH (10 mn) kpannamu gogasanu TpumeTuncuningiasometaH (2
M posuuH B gietunosomy etepi, 8,0 mn, 16,0 mmonb) npm 0°C i cymiw nepemiwysanu npu 0°C
npotarom 1 r. Cymiwl KOHUEHTpyBanu Mpu MOHMXEHOMY TUCKY. 3anulioK O4uLLanM KONIOHKOBOIO
XpomaTorpadiieto Ha cunikareni BukopucToBytuM sk emoeHT AcOEt/rekcan (20/80-100/0) i
nepekpuctaniayBanu 3 AcOEt/rekcaH ofgepxytoumn BKasaHy B 3aronosky cnonyky (0,023 r, 10% Buxig)
sk 6ini kpyctanu: Tnn. 139-141°C; *H AMP (300 My, CDCly): & m.u. 3,90 (3H, c), 6,14 (1H, c), 6,97-
7,02 (1H, m), 7,13 (1H, ¢), 7,22 (1H, 8, J = 1,9 T"u), 7,31-7,44 (6H, m), 7,56-7,61 (1H, m), 7,76 (1H, g, J
=1,9 'y). PX-MC (ECI) m/z 413 [M + H]". Anan. poapaxosanuii ans CyH;sF3sN,O,: C, 61,17; H, 3,67;
N, 13,59. 3nHangeHo: C, 61,19; H, 3,71; N, 13,69.

Mpuknag 194

1-(2,3-AndpTop-4-mopdponiH-4-indeHin)-5-meTokeun-3-(1-eHrin-1H-nipason-5-in)nipugasmH-4(1H)-
OH

| B
F
F
)
O
Cywmiw 3-auetnn-1-(2,3-gudptop-4-mopdoniH-4-indeHin)-5-metokeunipnaasunH-4(1H)-oHy (200 wr,
0,55 mmonb) i N,N-gumetundopmamigoumetunauetanto (2,0 mn) nepemiwysann npu 120°C
npotarom 2,5 r. icna oxonogXeHHA OO KiMHATHOI TeMnepaTtypu, peakuiiHy CyMill KOHLEeHTpyBanu
Npy NOHWXEHOMY TUCKY. 3anumwok po3uuHsanm B AcOH (2,0 mn) i gogasanu deHinrigpasud (0,11 mn,
1,1 mMonb). Lito cymilw nepemiwyBanv npu KiMHaTHIN TemnepaTypi npotdaroMm 1 r, i NOTiM peakuiiHy
CYMiLll KOHLEHTPYBanu rnpu NoHMWKEHOMY TUCKY. 3arnuLLIOoK oYMLLLanM KONIOHKOBOIO XpoMaTorpadieto Ha
cunikareni BukopucTtoByloun Ak entoeHT AcOEt/MeOH (1/0 po 10/1) i nepekpuctanidyBanu 3
'Pr,O/AcOEt opepxytoum BkasaHy B 3arofioBky crionyky (141 mr, 55% Buxig) sik 0BTy TBepay
pedoBuHy: Tnn. 182-183 °C; 'H ampP (300 Ml'y, AMCO-dg): & m.u. 2,98-3,22 (4H, m), 3,62-3,87 (7H,
M), 6,78-6,92 (2H, m), 6,95 (1H, g, J = 1,9 Tu), 7,21-7,54 (5H, m), 7,78 (1H, A, J = 1,9 Tu), 8,48 (1H, g,
J =1,9 y). PX-MC (ECI) m/z 466 [M + H]". Anan. pospaxoBanuit anst C,4H,FoNsOg: C, 61,93; H,
4,55; N, 15,05. 3HanpeHo: C, 61,90; H, 4,58; N, 14,87.
Mpuknag 195

1-(2,5-AndpTop-4-mopponiH-4-indeHin)-5-meTokeun-3-(1-eHin-1H-nipason-5-in)nipugasmH-4(1H)-
OH
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Cymiw 3-auetun-1-(2,5-andTop-4-mopdoniH-4-indeHin)-5-metokcunipmaasnd-4(1H)-oHy (340 wr,
0,93 mmonb) i N,N-gumetundopmamigommetvnauetanto (3,4 mn) nepemiwysann npu 120°C
npotsarom 2,5 r. Micna oxonogXeHHs OO KIMHATHOI TemnepaTtypu, peakuiiHy CyMill KOHLEeHTpyBanu
npy NOHWXEHOMY TUCKY. 3anuwok po3yunHanu B AcOH (3,4 mn) i aogasanu derinrigpasunH (0,18 mn,
1,9 mmonb). Lo cymiw nepemiwyBanu npu KiMHaTHIM Temnepatypi npotdarom 1 r. PeakuinHy cymilu
po3soannn AcOEt i npommnBanu HacndeHnm BogHuM po3dnHom NaHCO; i posconom. OpraHivHui wap
cywwunn Hag MgSO, i KOHUEeHTpyBanu Mnpu MOHWKEHOMY TWUCKY. 3anuvlIoK nepekpucTanisysanu 3
AcOEt/MeOH opgepxxytoum BkasaHy B 3arornioBky cnonyky (156 mr, 36% Buxig) gk Gnigo-opaHxeBy
TBEpAY peuoBuHy: Tnn. 211-212°C; *H AMP (300 My, AMCO-d): 8 m.u. 2,99-3,15 (4H, m), 3,60-3,88
(7H, m), 6,85 (1H, pa, J = 12,8, 7,2 Tu), 6,99 (1H, A, J = 2,3 T'u), 7,09 (1H, pg, J = 12,8, 7,6 '), 7,24-
7,50 (5H, m), 7,79 (1H, a, J = 1,9 T'y), 8,43 (1H, A, J = 2,3 'u). PX-MC (ECI) m/z 466 [M + H]". Anan.
pospaxoBaHun ansa CosH,1FoNsO5-0,5H,0: C, 60,75; H, 4,67; N, 14,76. 3HangeHo: C, 60,98; H, 4,71;
N, 14,63.

Mpuknag TecTyBaHHSA 1

IHribyBaHHs depmeHTy OOE

®OE10A depmeHT noamHn opepxyesanm 3 Sf9 abo COS-7 kniTMH TpaHCHEeKToBaHMX
HenpouecoBaHMM reHoM. KrnoHoBaHuin depMeHT ekcTparyBanu 3 [OMOTeHI30BaHUX  KIiTUH.
EkcTtparoBaHuin depmeHT 3 sfO kniTMH yacTkoBO oumwiany BUKOPUCTOBYHOUM His-MmivyeHy adiHHy
KONMOHKy. ®epmeHT 30epirann p[o BukopuctaHHs npu -70°C. BuwmiptoBanu aktmeHicTe POE
Bukopuctosytoun SPA (HocnigkeHHs cumHTunauiiHoi cxoxocTi) (GE Healthcare). Ona ouiHku
iHribyBanbHOI akTMBHOCTI, 10 MKN CepilHO po3BefeHnx cnonyk iHkyoyBsanu 3 20 mkn ®OE cdepmeHTy B
bydepi pocnigxerHsa (50 MM HEPES-NaOH, 8,3 mM MgCl,, 1,7 MM EGTA, 0,1 % BSA (pH 7,4)) 30
XB. MpW KiMHaTHIK TemnepaTypi. KiHueBa koHueHTpauia AMCO B gocnimkeHHi 6yna 1 BigcoTOK sk
CMONyK TeCTOBaHUX B MOABIMHUX 96-NYHKOBMX MraHWeTax 3 nonoBuHHow nnowmHot (Corning). Ans
noyaTky peakuii, 10 mkn cybetpaty [3H] ulfM® (25 abo 50 HM; BkntodeHnx B SPA Habopu Big GE
Healthcare abo nponoHyemnx PerkinElmer, BignosigHo) pogasanu ans  KiHUeBoro ob6‘emy
pocnigkeHHs 40 mkn. Micna 60 xB iHKYGYBaHHA NpuW KiMHATHIN TemnepaTypi, Ana npunuHeHHs ®OE
peakuii gogasanu iTpieBi SPA Kynbku, WO MIcTATb cynbdat umHky (20 mkn 3 6 mr/mn). [Micns
3akpinneHHs npotarom 60 XB., AOCNIAXYBaHI NMaHWeTU 34MTyBanu 3 CUMHTUMALIKHOMY NiYUABbHUKY
(PerkinElmer) po3spaxoBytoun KoedilieHT iHrioyBaHHs i ICsq. KoedilieHT iHribyBaHHs1 po3paxoByBanu
Ha ocHoBi 0% KOHTpOsbHMX NyHoK 3 OMCO i 100% KOHTpOnbHMX NyHOK 6e3 depMeHTy. PesynbTtatu
nokasaHi B Tabnuuga 11 2.
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Tabnuuga 1
ICso
Mpuknag Ne A: MeHLLe Hix 10 HM BigcoTok iHribyBaHHs (1 MkM)
B: 10 - 200 HM
10 B 98
13 B 96
15 B 97
16 B 97
17 B 97
23 A 102
26 B 97
30 B 87 (mpmn 0,1 mkM)
32 B 89
36 A 90 (npwn 0,1 MkM)
39 A 98
46 B 97
48 A 100
49 A 98
52 A 99
54 A 100
57 A 101
59 B 96
64 B 94
Tabnuuga 2
ICs
Mpuknag Ne A: MeHwwe Hix 10 HM BigcoTok iHridyBaHHs (0,1 MkM)
B: 10 - 200 HM
102 A 103
103 A 99
104 A 99
106 A 100
107 A 104
108 A 103
109 A 99
111 A 97
113 A 99
114 A 102
116 A 99
119 A 100
120 A 100
123 A 99
124 A 97
163 A 101
164 A 101
178 A 92
179 A 96
180 A 96
186 A 100
189 A 100
190 A 100
192 A 101

Mpuknapg TecTyBaHHA 2

TBapuHu
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Cawmuis ICR muwen ogepxysanu Big CLEA Japan, Inc (Japan). lNMicns npubyTTa y BiBapin, TBapuH
3anuiiany Ha MiHiMym 1 TUxaeHb 4na aknimaTtuaadii. Ix Toumanu npu umkni 12:12-r ceitno/Tempsisa B
naboparopii 3 KOHTPONbOBAHOK TEMMEPATYPOL i BOJIONCTIO i AO3BONANM BilbHUIA OOCTYN A0 iXi i
BOAMW. YTPUMaHHS i BUKOPUCTaHHS TBApWH i eKkCnepuMeHTarnbHi MPOTOKONN BUKOPUCTOBYBaHI B LIbOMY
aocnigkeHHi ogepxyesanu Big KomiTeTy 3 yTpMMaHHSA i BUKOPUCTAHHS eKCnepuMeHTanbHUX TBapuH
Takena PapmacbtoTikan KomnaHi, JIT[ (Osaka, Japan).

BBeaeHHs nikapcbkoro 3acody

Cnonykn cycnengysanu B 0,5% meTunuentonosun B caniHi abo AnCTuUnboOBaHiA BoAi i BBOAWMIN
BHYTPIiLWWHbOOYEpeBEHHO (B.0.) abo nepopanbHo (n.0.), BignosigHo. MetamdeTtamiH (Dainippon
Sumitomo Pharma Co.,Ltd.) i MK-801 (Sigma-Aldrich, St Louis, MO) po3uuHanu B canidi i BBoaunu
nigwkipHo (n.w.). Bei nikapcbki 3acobu BBoamnm B myuwam 06'emi 20 mn/kr macm Tina.

BumiptoBaHHS LIMKIMIYHUX HYKNEOTUAIB CTPianbHOT TKAHUHK

Cawmuis ICR muwen ymeptenanm cpoKyCOBaHUM MIKPOXBUITbOBMM ONPOMIHEHHSIM MO3KY Yepe3 30
XB nicnsg BBedeHHA cnonyku. Buainanu cmyracte Tino i romorerisysanu B 0,5 N HCI nicna 4yoro
ueHTpudyrysanu. BumiptoBanm KOHUEHTpaUil UMWKMIYHMX HYKNeoTuaiB B HagoCadKoBiM  piguHi
BMKOPUCTOBYIOUM Habip ans imyHogocnimpkeHHs depmeHTy (Cayman Chemical, Ann Arbor, MI). Bci
AaHi NpeAcTaBneHi sk 3HAYeHHS MNMOC 3HAYeHHS cTanHAapTHOiI noxmbku (n=5-7) i aHanisyBanwu
BMKOPUCTOBYHOUM TeCT Binbsimca i3 3Ha4YeHHAM ycTaHoBku #P < 0,025.

IHridyBaHHa meTamdpeTamiHom (MAP)- abo MK-801-iHaykoBaHOI rineppyxsMBoCTi

LLnpoko BMKOPUCTOBYBaHi TBapWHHI MoAgeni Ncnxo3y BUKOPWUCTOBYKOTb CTYMiHb FiNeppyxnmnBOCTi
BUKIIMKAHOI MCUXOCTYMynsHTamu (Hanpuknag, amdertamiH, kokaiH, metamdetaamiH, MK-801 i
deHumknigunH) y rpmsyHis (Psychopharmacology 1999, vol. 145: 237-250). TecTtyBanu cnonyku Ha ix
3gaTHICTb aHTaroHidyBatn abo MAP- abo MK-801-BuknukaHy rineppyxnueicte y muwen. Camuis ICR
MULLIEN NpUBYanNy OO FOKOMOTOPHMX KNITOK 3 iHdpadvepBoHuMu ceHcopamu (BrainScienceldea Co.,
Ltd. Japan) ana ekcnepumeHTy. licns npmMBYaHHA, TBapMHam BBOAMMAM abo PO3YMHHUK, abO Cronyku
(3-100 wmr/kr, i.n. abo 1 mr/kr, n.o.), i BBogunu MK-801 (0,3 mr/kr, n.w.) abo MAP (2 mr/kr, n.w.) 4yepes
30 abo 60 xB i.n. abo n.o., BignoBigHO. BuMiptoBanu akTUBHICTb | BUMiptOBanu akymynboBaHi KiflbKOCTi
(30 abo 60 xB o i 90 xB nicnsi BBEOEHHSA CTUMYNATOPIB) B KOXHiN 06pobntoBaHin rpyni. Bci gaHi
NPeAcTaBneHi AK 3HAYEeHHs MNNIOC 3HAYeHHA CcTaHgapTHOI noxmbkm (n=5-8) i aHanizyBanu
BMKOPUCTOBYIOUM TecT Binbsamca i3 3HayeHHAM ycTaHoBkn #P < 0,025 abo T-TecTt [yHHeTTa i3
3Ha4yeHHAM ycTtaHoBku *P < 0,025.

MoninweHHs gediunty MK-801-BUKNMKaHOro npeiMnynbCHOro iHrioysaHHs (PPI).

PPl € BMMiplOBaHHAM CEHCOMOTOPHOrO BiAGOPY i € OAHMM 3 OEeKiNbKOX HerWponCUXOMOriYHMX
BUMIpIOBaHb, B IKOMY OOHAKOBO MOXYTb OyTu ouiHeHi noau i rpusyHn (Psychopharmacology (Berl)
2001, vol. 156: 117-154). Mu ouiHoBanu, Konu cnonyka Moxe obeptatn PPl gediunT BUKNMKaHUR
MK-801 Bukopuctosytoum camuis ICR muwen. Cnonykm i MK-801 (0,3 mr/kr, n.w.) BBogunu 3a 30 xB i
20 xB, BiAMOBIOHO, OO TecTyBaHHA. B ekcnepumeHTax BukopucTtoByBanu BiciM SR-LAB kamep
akycTuuHoro nepensky (San Diego Instruments, San Diego, CA), KoxHa 3 SAKMX MICTUTb NPO30pUN
nnekcurnacoBuin UMMiHAP BCTAHOBNEHWA Ha nnatdopmy i 3MOHTOBaHi Yy BEHTUNbOBAHWUX 3BYKO-
HEMNPOHMKHNX 30BHILIHIX Kamepax. [lomiwanu Muwen B cepeanHy UMNIHOPIB OO3BOMSIOYN 3aranbHy
BiAMNOBIAb Ha NepensK BUKNUKAHWIA aKyCTUYHUM CTUMYIIIOBAHHSIM BUMIpIOBaHUM Yepes nepefady pyxy
B aHamnoroBi curHanM 3a [OMOMOrol N‘e30eneKTpuU4HoOro ONoKy npuegHaHoro [o nnatdopmu.
'yyHOMOBeLb B cepeavHi KOXXHOI kamepu 3abesnevye 6e3nepepBHUA (POHOBUI LIYM i Pi3Hi aKyCTUYHI
ctumynu. CeaHcu TeCTyBaHHA MOMSAralTb y PO3MILLEHHI OKpEMUX TBapvH B Kamepax nepensiky i
3abesnevyBanu wymoBun ¢oH (70 gb). Yepes 5-xB aknimaTusadii, KoOXHOro cyb‘ekra niggaesanu 54
BUNPOOYBaHHAM i3 3MiHIOBaHUMW iHTepBanamu gocnigpkeHHs (7-23 cek). [locnigpkeHHa cknaganucb 3
HacTynHux Tpbox TuniB: 1) imnynbc 118 ob TpmBanicTio 40 MC NPOTArOM SKOro 3HiManu nepensk
npotarom 40 mc nounHatoum 3 nodatky imnynecy 118 gb, 2) asa npeimnynbcu 118 gb TpmBanictio 40
Mc, sikomy nepegyesae 100 mc 3 20 mc po3puBom 76 abo 82 gb npoTsarom siKOro 3HiManu nepensik
npotsaroM 40 Mc no4ynHatoum 3 noyatky imnynscy 118 ab, i 3) BiACYTHICTb CTUMYMOBaHHSA, B AkoMmy OyB
NPUCYTHIW TiNbkn ¢oHoBuin WyM. PospaxosyBanu Bigcotok PPl okpeMo Ansi KOXHOro 3 piBHiB 2
npeiMmnynbcis b BUKOPUCTOBYKOUM HACTyMHY TpaguuiiHy dopmyny: [((cepeaHin MakcumansHUn
nepensk Ha iMNynbC — cepefHii MakcumManbHUN Nepensdk Ha npeiMmnynsc)/cepeHin MakcMMansHUn
nepensik Ha imnynbc) x 100]. Bci gaHi npeacTaBneHoi SK 3HAaYEHHs1 MC 3HAYEHHS CTaHOapTHUX
noxmnook (n=8-11) i aHanisyBanu 3anexHiCTb Bif 403M BUKOPUCTOBYKOUMN TeCcT Binbamca i3 3HaYeHHAM
ycTaHoBku #P < 0,025. *P<0,05, T-TecT CTioAeHTa Sk NOPIBHAHHA 3 KOHTPOmbHO rpynoto. $P<0,05,
T-TecT CTiogeHTa sk nopiBHsHHA 3 MK-801-06pobntoBaHoto rpynoto. Pe3ynbtaty nokasadi Ha ir. 1 -
dir. 4.

Ha rpadiky Ha ®ir. 1. nokasaHe [o030-3anexHe iHribyBaHHst BMicTY ULAM® (®ir. 1A) i ufM® (Pir.
1B) B cmyractomy Tini muwen cnonykoto A. Yepes TpuausiTb XBWIMH Nicnsa BBedeHHs Crnionyku A,

219



10

15

20

25

30

35

40

45

50

UA 106741 C2

cmyracTe Tino BMAINANU 3 Muwen i noTim BumiptoBanu BmicT LAM® i ufM® BukopuctoBytoum Habip
EIA.

Ha rpadiky Ha ®ir. 2. nokasaHe A030-3anexHe iHridyBaHHs metamdeTtaamiH (MAP)- abo MK-801-
iHOYKOBaHOI rineppyxnmBocTi crnonykoto A. Cnonyka A 3MeHLLYe CNoHTaHHy pyxnueicTb (-30-0 xB).
Mpun BBeaeHHi 3a 30 xB 4o MAP (®ir. 2A) abo MK-801 (Pir. 2B), cnonyka A BUKINUKaE A030-3anexHe
iHridyBaHHA BUKNMKAHOT CTUMYNSITOpoM rineppyxnusocTi (0-90 xB).

Ha rpadiky Ha ®ir. 3. nokasaHun peBepcuBHU gedoiunt MK-801-BuknukaHoro PPl npu
npeimnyneci 82 b cnonykoto A. lNMpn BHYTPiLWHbOO4EPEBMHHOMY BBeAeHHI 3a 30 XB [O TeCTyBaHHS,
CMOMYyKM BUKMNUKAOTb [030-3anexHun 3sopoTHun aediunt MK-801-suknukaHoro PPI. PicnepuaoH
(RIS, 0,3 mr/kr) Takox 3Ha4yHo obepTae aediunt MK-801-iHaykosBaHun PPI.

Ha rpadiky Ha ®ir. 4. nokasaHe iHribyBaHHa MK-801-BUKNMKaHOI rineppyxnmBOCTi crnonykamu y
muwen. MNpn nepopansHoMy BBeAeHHi 3a 60 xB Ao MK-801 (0,3 mr/kr, n.Ll.), CMOMYKU BUKIUKAKOTb
3HayHe iHribyBaHHS BUKNMKaHOT CTUMYyNSaTopomMm rineppyxnumeocTi (0-90 xB).

Cnonyku B pirypax (®ir. 1 - ®ir. 4) BignosigatoTb HaCTynHOMY npuknaay.

Cnonyka A (Mpuknag 10)

Cnonyka B (Mpuknag 104)

Cnonyka C (Mpwuknag 108)

Cnonyka D (Mpwuknag 120)

Cnonyka E (Mpuknag 163)

Cnonyka F (Mpwuknag 164)

Cnonyka r (Mpwuknag 180)

Cnonyka H (Mpwknag 192)

Mpuknag peuenTypn 1

(1) Cnonyka lMpuknagy 110,01

(2) NakTo3a70,0 r

(3) KykypyassHum kpoxmans 50,0 r

(4) Po3unHHui kpoxmans?7,0 1

(5) Cteapat marHito 3,01

10,0 r cnonyku 3 BTineHHa 1 i 3,0 r cteapaTy MarHito rpaHyntoBanu B 70 Mn BOAHOrO pO3YnHY
PO34YMHHOrO Kpoxmanto (7,0 r aK pO34YMHHOro KpoOXMarno) i NOTiM CyLLIWnK, oaepXaHy CyMill 3MillyBanm
3 70,0 r nakto3u i 50,0 r KyKypya3sHOro Kpoxmanio (Nnaktosa, KyKypya3sHUA Kpoxmarnb, PO34YUMHHUNA
Kpoxmasb i cTeapaT MarHito BCi 6ynu npoayktamy yxeaneHumu B SAnoHcbkin dapmakonei, 14°
BuaaHnns). Cymiw npecyBanu ogepxyoun Tabnetku.

lMpomucnoBe 3acTocyBaHHSA

MegumkaMeHT npeacTaBneHoro BuMHaxogy Moxe OyTu BUMKOPUCTaHWMMA SK  MeaukameHT Aans
NPOINaKTUKK i MiKyBaHHA NCUXiaTPUYHUX PO3nagiB, TakUX SK LUN3OMpPEHIs.

Cnuncok umTyBaHb

MaTeHTHa niTepaTtypa

MaTeHTHa niTepaTtypa 1

W02006072828

MaTeHTHa niTepaTtypa 2

W02008001182

PN

SOPMYJIA BUHAXOLOY

1. Cnonyka cpopmynum (1):

ne
R' o3Hauae deHiNbHY rpyny, Wwo Moxe 6yt 3amiweHow 1-5 3amicHukamu, Wwo BubupatoTe 3 atoma
ranoreHy, C,.jpankineHoi rpynu i Cy.jpankokcmrpynu,
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R’ o3Hauae Ci.10anKoKeUrpyny, wo moxe OyTu 3amiweHow ogHum abo Binblue 3amicHukamu, Lo
BMBMpaloTb 3 atoma ranoreHy, C; jgankokenrpynu i Cz 7LIMKNoankineHoi rpynu,

R® o3Hauae aToM BogHt abo Cy.jpanKoKeurpyny,

Kinbue A o3Hauae 6eH3on, Wo Moxe b6yTu 3amiweHnn 1-5 3amicHuKamu, Wo BnbuparoTs 3

(1) aToma ranoreHy,

(2) C1.1pankinbHOI rpynu, Wo mMoxe 6yTn 3amiweHoo 1-3 aTomamu ranorey,

(3) Ci.1pankokcurpynu, wo moxe 6yt 3amiweHot 1-3 aTomamu ranoreny,

(4) Cs;umknoankineHoi rpynu,

(5) ranoreHoC;.1pankincynb@OHINoKeurpynu,

(6) Cs7umknoankin-C, gankiHineHoi rpynu, i

(7) 4-6-uneHHOI reTepouMKNiYHOT rpynn, Wo MmictuTe 0 abo 1 atom kucHwo i 1-3 aTtomm asoTy §K
retepoatoMu, WO MOXe OyTu 3amiweHow 1-4 3amiCHuKamn, WO BMOMpalOTb 3 aToma ranoreHy,
rigpokeurpynu, okcorpynu, Cji.ip ankokCukapBoHinbHoOi rpynu, Cji.jpankoKcurpynu, Lo mMoxe 6yTtu
3aMiLLieHOt0 ranoreHomM, i Cq_jpankinbHOI rpynu, Wo Moxe 6yTu 3amileHo ranoreHoMm,

Kinbue B o3Hadae nipason, Wo Moxe 0yTM 4o4aTKoBO 3aMilleHun 1-3 3aMicHMKamu, LWwo BnbunpatoTb 3
atoma ranoreHy i Cq_jpankifibHOT rpynu, Wwo Moxe 6yTy 3aMilLleHOH0 ranioreHomMm,

abo ii cine.

2. Crnonyka 3a nyHKToM 1, ae R’ o3Hauae C1.10anKoKCUrpyny.

3. Crionyka 3a nyHkTom 1, e R' 03Hauae deHinbHy rpyny, Lo MoXe GyTy 3amilleHo 1-5 aTomamu
ranoreHis.

4. Cnonyka 3a nyHKTOM 1, fie R® 03Hauae aToM BOAHIO.

5. Cnonyka 3a nyHkToM 1, ae kinbue A o3Havae 6eH30n, Sk € 3aMillleHM

(2) (i) 1 abo 2 atomamu ranoreHy abo (ii) ogHieto Cy.jpanKoKCUrpynoto, i

(2) ogHieto 4-6-4nNeHHO reTepoLMKITiYHO rpynoto, Wwo Mictute 0 abo 1 atom kucHio i 1-3 atomu
as3oTy, fK retepoatomu, WO MoOxe OyTu 3amiweHow 1-4 3amicHMkamu, WO BubUpalTb 3 aToma
ranoreHy, rigpokcurpynu, okcorpyniu, Ci.jpankokcmkapboHinbHoi rpynu, Ci.10@nKoKCUIpynu, WO MOXe
OyTn 3aMilLieHOtO ranoreHomM, i Cq_jpanKifibHOI rpynu, Wo MoXxe 6yTy 3aMilLIEHOI0 ranoreHoMm.

6. Cnonyka 3a nyHktoM 1, Ae 4-6-4neHHOI reTepoUMKIYHOK Tpynoto, Wwo mictute 0 abo 1 atom
KncHo i 1-3 atomm asoTy, Ak retepoatomu, € MopdoniHo, niponin, Aurigponiponin, nipasonin,
avrigponipasonin, ninepuaun, aseTUAMHIN, nNiponigwHin, okcasoniguHin,  iMmigasonin  abo
iMmigasoniguHin.

7. Cnonyka 3a nyHkToM 1, ge kinbuem B € nipason.

8. Cnonyka 3a nyHkTOM 1, fie

R' osHauae beHinbHY rpyny, Lo Moxe 6yTu 3amileHor 1-5 atoMamu ranoreHy,

R? 03Hauae Cy.10ankoKeurpyny,

R® 03Hauae aToM BOAHIO,

Kinbue A o3Havyae 6eH305, Lo € 3aMilleHnM

(2) (i) 1 abo 2 atomamu ranoreHy abdo (ii) ogHieto C;_jpankoKCUrpynoto, i

(2) ogHieto 4-6-4nNeHHO reTepPOUMKITIYHOK rpynoto, wo Mictute 0 abo 1 atom kucHio i 1-3 atomu
as3oTy, AK retepoatomu, WO Moxe OyTu 3amiweHow 1-4 3amicHMkamu, Wo BubMpaloTb 3 aTtoMa
ranoreny, rigpokcurpynu, okcorpynu, Ci 1pankokcMkapOoHinbHOI rpynu, Ci jpalkoKCUrpynu, Lo Moxe
OyTKn 3amiLLieHO0 ranoreHoM, i Cq.10a@nKinbHOT rpynu, Wo Moxe 6yTn 3amileHOoo ranoreHom,

Kinbue B o3Ha4vae nipason.

9. Cnonyka 3a n. 8, ge 4-6-4nNeHHO reTepOoLMKITIYHOK rpynoto, Wo MicTuTe 0 abo 1 atom kucHio i 1-3
aTtoMu a3oTy, 9K retepoaToMu, € MOPAOIiHO, Niponin, gurigponiponin, nipasonin, gurigponipasonin,
ninepuaun, aseTuanHin, niponianHin, okcasoniguHin, imigasonin abo imigasoniguHin.

10. Cnonyka 3an. 1, ge

R' osHauae eHinbHY rpyny, Lo Moxe 6yTu 3amileHoro 1-5 atoMamu ranoreHy,

R’ o3Hauae C1.10@nKOKCHIpyny,

R® 03Hauyae aToM BOAHIO,

KinbLe A o3Havae 6eH30N, WO € 3aMileHUM ofHielo 4-6-4NeHHOK reTepOLMKIIYHOK TPYMOoLo, Lo
MictTuTb 0 abo 1 atom kucHio i 1-3 aToMn a3oTy, Sk reTepoaToMu, WO Moxe OyTu 3amiweHow 1-4
3aMicHMKamu, WO BubMpaloTb 3 aTtoma ranoreHy, TigApOKCUrpynu, okcorpynu, ranoreHoC;.
1oankokeurpynn, Cj jpankokcmkapboHiny i CyjpankinbHoi rpynu, wWwo Moxe O6yTn 3amilleHor
ranioreHom,

i KM moxxe ByTM A4oAaTKOBO 3aMileHnn 1 abo 2 3amicHMKamu, Lo BMOMpaOTb 3 atoMa rasioreHy i
C1.10anKOKCUTPYNN, i

Kinbue B o3Hayvae nipason.

11. Cnonyka 3a n. 10, ge 4-6-4nNeHHO reTEPOLIMKITIYHOIO Pynoto, Wo MicTuTb 0 abo 1 aToM KUCHIO i
1-3 aromm as3oTy, SK reTepoaToMu, € MOPQOMIHO, niponin, Aurigponiponin, nipasonin,

221



10

15

20

25

30

35

UA 106741 C2

avrigponipasonin, ninepugun, aseTuauHin, niponiguHin,  okcasoniguHin, imigasonin  abo
imigasoniguHin.

12. 1-[2-®TOp-4-(3,3,4,4-TeTpadpTopniponignH-1-in)deHin]-5-meTtokeun-3-(1-dpeHin-1H-nipason-5-
in)nipngasunH-4(1H)-oH abo 1oro cinb.

13. 1-[2-®TOp-4-(2-0KconiponiguH-1-in)deHin]-5-meTokcu-3-(1-deHin-1H-nipason-5-in)nipngasnH-
4(1H)-oH abo 1ioro cinb.

14, 1-[4-(3,4-Oundptop-1H-nipon-1-in)-2-dpTopdeHin]-5-meToken-3-(1-deHin-1H-nipason-5-
in)nipnaasunH-4(1H)-oH abo 1oro cinb.

15. 1-[2-®TOp-4-(1H-nipason-1-in)deHin]-5-meToken-3-(1-deHin-1H-nipason-5-in)nipnaasnH-4(1H)-oH
abo woro cinb.

16. 1-[4-(4-Xnop-1H-nipa3on-1-in)-2-dTopdeHrin]-5-meTokcn-3-(1-cpeHin-1H-nipason-5-in)nipuaasmt-
4(1H)-oH abo noro cinb.

17. 1-[2-®TOp-4-(2-0KCO-1,3-0KCa30nianH-3-in)deHin]-5-meTtoken-3-(1-deHin-1H-nipason-5-
in)nipuaasunH-4(1H)-oH abo 1oro cine.

18. 3-[1-(2-®PTopdeHin)-1H-nipa3on-5-in]-1-[2-dTOp-4-(1H-Nipa3on-1-in)deHin]-5-meTokcnnipnaasvH-
4(1H)-oH abo noro cineb.

19. 3-[1-(3-XnopdeHin)-1H-nipa3on-5-in]-1-[2-dTOp-4-(1H-Nipa3on-1-in)deHin]-5-meTokcnnipnaasvH-
4(1H)-oH abo noro cinb.

20. 1-[4-(4,4-OumeTnn-2-okconiponigunH-1-in)-2-cdTopdeHin]-5-metoken-3-(1-cbeHin-1H-nipason-5-
in)nipnaasuH-4(1H)-oH abo 1ioro cine.

21. 1-[4-(5,5-OumeTunn-2-okco-1,3-okcasonigmnH-3-in)-2-cpropdeHin]-5-metoken-3-(1-denin-1H-
nipason-5-in)nipuaasuH-4(1H)-oH abo 1oro cinb.
22. 5-MeTokcu-1-[2-meTokeun-4-(1H-nipason-1-in)derin]-3-(1-denin-1H-nipason-5-in)nipngasvt-

4(1H)-oH abo noro cinb.

23. MegukameHT, Wo MiCTUTb cnonyky abo cinb 3a n. 1.

24. MegunkaMeHT 3a n. 23, Wo € areHTom Ans iHribyBaHHs docdogiectepasn 10A.

25. MegukameHT 3a n. 23 ana npodinaktnkm abo nikyBaHHS LKM30dpeHii, ayTnamy, xBopobwu
Anburerimepa, 6inonsipHoro posnagy, XBopobwu [lapkiHCOHa, XBOPOOW XaHTIHITOHA, OXMPIHHS,
HapkomaHii abo cuHapoMy aedilumTy yBaru 3 rinepakTUBHICTIO.

26. Cnoci6 npodinakTnkn abo nikyBaHHs LUIN30dpPeEHii, ayTuamy, xBopobu AnburernmMepa, G6inonsapHoro
po3nagy, xBopobu [lapkiHcOHa, XBOpOOM XaHTIHITOHA, OXWPIHHS, HapKoMaHii abo cuHapomy
AediunTy yBaru 3 rinepakTBHICTIO, B AKOMY CCaBL0 BBOASATb €(PEKTMBHY KiNbKiCTb cnonyku abo coni
3an. 1.

27. 3actocyBaHHs cnonyku abo coni 3a n. 1 sk MegnkameHTy.

28. 3acTtocyBaHHs crnonyku abo coni 3a n. 1 Nnpy BUroTOBNEHHI MeaukaMeHTy Ans npodinaktnkn abo
nikyBaHHa Wmn3odpeHii, aytuamy, xBopobu Anburevimepa, 6inonspHoro posnagy, XBopootu
MapkiHCOHa, XBOpPOOM XaHTIHITOHA, OXWPIHHA, HapkoMaHii abo cuHgpomy pediunty yBarm 3
rinepakTUBHICTIO.
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