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Poskputuin BuHaxig siensie coboto cnocid opepxaHHsa cnonykn ®opmynn 1, oe Q i Z € Takumu, 5K
BM3HAYEHO Y PO3KPUTTI, LLO BKNIOYAE OUCTUMALID BOAM i3 CyMilli, ska MICTUTb cnonyky ®opmynu 2,
cnonyky ®opmynu 3, OCHOBY, LIO MIiCTUTb, LOHAWMEHLUE, OOHY CMOmyKy, BUOpaHy 3 rpynu, Lo
MICTUTb rigpokcuan nyxHo3emensHoro metany ®opmynu 4, npe M aensie coboto Ca, Sr abo Ba,
kapBoHaTW nyxHoro wmeTany ®opmymnu 4a, e M' sBnsie coBow Li, Na abo K, 1,5-
niasabiumkno[4.3.0]JHoH-5-eH i 1,8-gia3abiunkno[5.4.0lyHaeuU-7-eH, i anpOTOHHUA PO3YMHHUK, 34aTHUN
dopMyBaTU HU3LKOKUMNIISYUI a3e0Tpon 3 BOAOH.
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TakoX po3KpuUTUA BUHAXIO ABMsie coboto cnocib ogepxaHHa cnonykun dopmynu 2, npu sikomy (1)
GOpMYyIOTb peakuiHy CyMmill, WO MICTUTb peakTuB [piHbApa, OTPUMaHUA NPUBEOEHHAM Y KOHTaKT
cnonykn ®opmynn 5, ne X asnsge cobow Cl, Br abo |, 3 meTtaneBum marHiem abo ranoreHigom
ankinmarHito B MPUCYTHOCTI eipHOro po3vnHHKKA, i NOTIM (2) I'I?VIBOJJ,HTb Yy KOHTaKT peakuiiHy cymil
3i cnonykoto ®opmynu 6, oe Y asnae coboto OR™" abo NRY™R™, i R™, R i R® ¢ Takumu, sik
BM3HAYEHO Y PO3KPUTTI.

[dopaTtkoBo gaHwi BUHaxig poskpusae cnocid ogepxaHHs cnonykn ®opmynn 7, ge Q i Z € Takumu, K
BM3HAYEHO Yy PO3KPUTTI, KON 3aCTOCOBYIOTb crnonyky ®opmynu 1, WO BiAPISHAETLCA OAEPXKaHHAM
cnonykun ®opmynu 1 cnocobom, po3kpUTUM BULLEe, abo 3aCTOCOBYOTbL cnonyky Popmynu 1, oTpumaHy
cnocobom, pPo3KPUTUM BHULLE.
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FAJTY3b BMUHAXOLOY
Oannii  BuHaxig BigHOCUTbCA [0 cnocoby ofepXaHHsa 3-TPUMPTOPMETUMBHUX XamnKOHIB i

TpUpTOopaLeTUNbHNUX MNPOMDKHUX cnonyk. [aHui BuHaxig TakKoX BIiQHOCUTLCA OO0 HOBUX
TpUpTOopaLETUNBHUX | raniocnonyK, 3aCTOCOBHUX K BUXiOHI PEYOBWHWM Ta MPOMIKHI CRONyKM And
paHilwe onucaHoro cnocoby.

KOPOTKWMIA ONMNC BUHAXOOY
HaHnii BUHaxig 3abesnevye cnocib ogepxaHHsa cnonyku ®opmynum 1

0

F3C
— Q

Z
1
ae
Z siBnsie coboto hakynbTaTUBHO 3aMilLleHUIA dOeHin; i

Q aBnse coboto eHin abo 1-HadTaneHin, koxeH akynbTaTUBHO 3aMilLIEHWI;
LLO BKMtOYae eTarn, Ha SkoMy QUCTUMIOTb BOAY i3 CyMilli, WO MIiCTUTb cnonyky ®opmynu 2

F3C

cnonyky ®opmynu 3

X

H3C Q
3

OCHOBY, L0 MICTUTb, LLOHaWMeHLLUEe, OOHY CMoMyKy, BUbpaHy 3 rpynu, Lo BKIHOYaE
rigpoKcMamn nyxxHosemenbHoro metany ®opmynu 4
M(OH),

4

ne M aBnsie coboto Ca, Sr abo Ba,
kapboHaTtu nyxHoro Metany ®opmynu 4a

(M1),C03
4a

pe M! sensie coboto Li, Na abo K,

1,5-pia3abiunkno[4.3.0]HoH-5-eH i 1,8-gia3abiunkno[5.4.0]yHaeu-7-eH,

i aNPOTOHHMI PO3YMHHUK, 34aTHUI (HOPMYBATU HU3LKOKUMNAYMIA a3e0TPOon 3 BOAOKO.

HaHun BnHaxig Takox 3abesnevye cnocid ogepxxaHHs crnonyku ®opmynu 2, e Z aBnsie coboro

dakynbTaTMBHO 3aMillleHnin oeHin, Lo BKMYae eTanu, Ha SKnx

5

(1) dbopMytOTb peakuiriHy CyMill, Wo MICTUTb peakTuB [piHbApa, oTpuMaHui 3i cnonyku ®opmynm

Z—X
5

ne X asnse coboto Cl, Br abo |,

NPUBEOEHHSIM Y KOHTaKT cnonyku dopmynu 5 3
(a) meTaneBum marHiem abo

(b) ranoreHigom ankinmarHito
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Y NPUCYTHOCTI ehipHOro po3dmMHHMKA; Ta NOTIM
(2) npuBOAATL Y KOHTAKT peakuinHy cymiw 3i cnonykoto dopmynu 6

0]

N

Y CF3
6

ae

Y siBnsie coboro OR™ a6o NR¥R™?;

R™ aBnsie co6oto C,—Cs ankin; i

R i R™ gaBnswoTe coBow He3anexHo C,—C, ankin; abo R2 i R® Bagri pasoMm K
-CH,CH;0OCH,CH,-.

Hanni BrHaxig Ttakox 3abesnevye cnocid ogepxxaHHa cnonykn dopmynu 2, ge Z sBnsie coboro
deHin, Wwo dakynsTaTMBHO Mae A0 S5 3aMiCHUKIB, He3anexHo BnbpaHux 3 R? i koxkeH R? siBnsie coboto
He3anexHo F, Cl, Br, C;—Cg4 ankin, C,—C¢ cTopankin, C;—Cg ankokcu, C,—Cg bTOpankokcn, C;—Cgq
ankinTtio abo C,—Cg (bTOpankinTio, WO BKMAOYAE eTanm, Ha SKnx

(1) dbopMytOTb peakuiriHy CyMill, Wo MICTUTb peakTuB [piHbsipa, oTpuMaHun 3i cnonykn ®opmynum

Z-X
5

pe X asnse coboto |,

NpuBeOEeHHSAM Y KOHTaKT cnonykn dopmynu 5 3

(a) meTaneBuM marniem abo

(b) ranoreHigom ankinmarHito

Yy MPUCYTHOCTI edipHOro PO3YMHHMKA; Ta NOTIM

(2) NnpuBOAATE Y KOHTAKT peakuinHy cymiw 3i cnonykoto ®dopmynu 6

@)

N

Y CFq
6

ae

Y sBnsie co6oto OR' a6o NR¥R™;

R™ aensie co6oto C,—Cs ankin; i

R™ i R® gasnswTb coBo HesanexHo C,—C, ankin; ab6o R” i R
-CH,CH,OCH,CH,-.

HaHun BUHaxig Takox BiQHOCUTLCH OO PO3KPUTOrO BULLE Cnocoby oaepkaHHa crnonyku dopmynum
1 3i cnonyku ®opmynu 2 i cnonykn Popmynm 3, Ae cnocid A0AaTKOBO BiApI3HAETbCSA TUM, LWO
ofepxyTb cnonyky dopmynu 2 3i cnonyk Popmyn 5 i 6 3a 4onomoroto cnocody, poO3KPUTOro BULLIE.

[aHun BUHaxig Takox BiOHOCUTBLCS A0 cnocoby oaepkaHHs cnonyku ®opmynu 7

13 B3qTi pasoMm K

F3C O0— N
X)\
z Q
7

ae

Z siBnsie coboto hakynbTaTUBHO 3aMilLieHMIA dOeHinT; i

Q aBnse coboto eHin abo 1-HadTaneHin, koxeH hakynbTaTUBHO 3aMilLIEHWI;

i3 3acTtocyBaHHsAM crionykn Popmynu 1. Cnocib Bigpi3HAETbLCA eTanamu, Ha SKMX (a) oOepXyroTb
cnonyky ®opmynu 1 3a 4ONOMOrot cnocoby, po3kpuToro BuLle, abo (b) 3aCcTOCOBYIOTb, SIK 3a3HAYEHY
crnonyky ®opmynu 1, cnonyky ®opmynu 1, oTpumaHy 3a JONOMOrot Crnocoby, PO3KPUTOro BULLE.
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HaHnii BvHaxig TakoX BiQHOCMTBCHA OO HOBMX crnonyk ®opmyn 2 i 5, 3aCTOCOBHUX £IK BUXiOHI
PEYOBUHM ANSA paHille on1McaHux cnocobis.

OOKNAOHWMIM ONUC BUHAXOLY

3acTocoByBaHi TyT Bupasu "Bkntovae”, "Wwo Bkovae”, "MicTuTb", "Wwo mMictute", "Mae" "wo mae",
"BMiwye" abo "wo Bmiwye", abo Oyab-AKMA iHLWMIA iXHIA BapiaHT, Npu3HayeHi, Wob posrnagaTtu
HEBUHSITKOBE BKIOYEHHS. Hanpuknag, koMnosuuis, cymiw, npouec, cnocid, Bupid abo npunag, wo
BKITIOYAE Mepenik enemMeHTiB, He OOOB'A3KOBO OOMEXYETbCA TiflbKM TUMW efeMeHTaMn, a MOoXe
BKMOYATN 1 iHWI enemMeHTn, SBHO He nepenivyeHi abo BracTuBi Takih KOMMNO3uLUii, Cymilli, npouecy,
cnocoby, Bupoby abo npunagy. Kpim Toro, skwo npsiMo He 3asHadeHe iHwe, "abo" BigHOCMTbLCA OO
abo, wo Bkrtovae, i abo, wWo He Buknovae. Hanpuknag, ymosa A abo B 3agoBonbHS€ ogHOMY 3
HacTynHoro: A - icTuHa (abo € NpuUcyTHLOI), | B - XxnbHicTb (abo He € NpPUCYTHLOI), A - XMBHICTL (abo
He € NPUCYTHBOI), i B - xnbHicTb (abo € NpucyTHLOID), i A, i B - XMBHicTb (abo € npucyTHiMu).

Takox, hopMM OAHMHM NonepeaHLOro eneMeHTy abo KOMMNOHEHTY AaHOro BMHAxXody NpusHaYveHi,
wob 6yt HeobMexyuMn BIQHOCHO 4Yucna npuknagis (TobTo, nodin) enemeHTy abo KOMMOHEHTY.
Tomy cdopMy OOHWHM BapTO YATATK SIK TaKy, LIO BKMOYae oavH abo, WoHaNMeHLIe, OauH, i dopma
OOHWHM CrioBa enemMeHTy abo KOMMOHEHTY TaKOX BKIOYAE MHOXMHY, SKLO ABHO HE MaeTbCH Ha yBas3i
OHWHa.

Y BULEBUKNAAEHNX NepepaxyBaHHSIX Bupas "ankin", 3acTtocoByBaHM abo camMocCTiiHO, abo B
CMomyYeHHi cniB, Takmnx sk "ankinTio" abo "ranoankin”, Bknovae Heposrany>xeHuin abo posrany>xeHun
arnkin, Takun Sk MeTun, eTus, n- nponin, i-nponin abo pisHi isomepn 6yTuny, neHTUNy abo rekcuny.

"AnkKokcu" BKNtovae, Hanpuknag, MeToKCU, €TOKCKU, N-NPOMifioKCK, i30MpOMinokcn Ta pisHi isomepun
OyTOKCW, NMEHTOKCKM Ta rekcunokcu. "AnKinTio" BkMoyae posranyxeHi abo HepoaranmyxeHi ankinTio
YacCTUHW, Taki KK MEeTUNTIO, €TMATIO i Pi3Hi i3oMepu nponinTtio, OyTUNTIO, NEHTUNTIO Ta reKCUnTIo.
"AnkincynbiHin"  Bkniovae obuaBa  eHaHTiomepw  ankincynbdiHineHoi  rpynu.  [puknagm
"ankincynbininy" BkntovaTb CH3S(0)-, CH3CH,S(0)-, CH3CH,CH,S(0)-, (CH3),CHS(O)- i pisHi
isomepu ByTuUncynbdiHiny, neHTUncynbiHiny Ta rekcuncynbdininy. Mpuknagm "ankincynbgoriny”
BkntovaoTb  CH3S(0),-, CH3CH,S(0),-, CH3;CH,CH,S(0)s-, (CH3),CHS(O),- i pi3Hi i3omepu
OyTMncynbdOoHINy, NEHTUNCYNbMOHINY Ta rekcuncynbdoHiny. "Ankinamido", "giankinamiHo" i nogibHe
BM3HAYAETbCS aHarOoriYHO BULLEBMKITAAEHMM NPUKITagam.

"Linknoankin" Bknto4vae, Hanpukniag, UMKNOMPonif, LMKNOOYTWM, UMKIONEHTUN i LUKMOreKcun.
Bupas "ankinuuknoankin" osHauyae ankinbHy 3aMiHy Yy UMKMOarnkinbHiA 4acTUHM Ta BKIOYaE,
Hanpuknag, eTUnUMKIonponin, i3onponinuuknobyTun, 3-MeTUNUUKNONEHTUN i 4-MeTUMNLMKITOreKCcusn.
Bupas "uuknoankinankin" osHayae uuKnoankinbHy 3amiHy B ankineHin 4actuHu. [puknagu
"UMKnoankinankiny" Bkno4aTb LMKNONPONiAMEeTU, LUKNONEHTUNETUA i iHWI LMKNoasnkineHi YacTuUHM,
3B'A3aHi 3 HeposranyxeHnMu abo posrany>XeHMMu1 ankinbHUMKU rpynamu.

Bupas "ranoreH", abo camocTiiHO abo B CnonyyYeHHi cnieB, Takmx Ak "ranoankin”, abo konu
3aCTOCOBYIOTb B ONMcax, Takux K "arnkin, 3amiweHuin ranoreHom", Bkniovae Top, xnop, 6pom abo
nog. [JopaTkoBO, KOMM 3aCTOCOBYKOTb Y CMOJYYEHHI CriB, Takmx €K "ranoankin”, abo konwu
3aCTOCOBYIOTb B Onucax, TakMx K "ankin, 3amilleHuin ranoreHom", 3asHadeHun ankin moxe 6yTu
4YacTkoBO abo MOBHICTIO 3aMillleHUIn aToOMaMu ranoreHis, WO MOXYTb ByTn ogHakoBMMM abo pisHMMM.
MopibHuM ymHOM "cpTopankin" o3Havae 3as3HaYeHUn arnkin, Wwo Moxe byTn 4YacTkoBOo abo MOBHICTIO
3amiweHmn aTtomamm Topy. [lpuknagm “"ranoankiny” abo "ankiny, 3amiweHoro ranoreHom"
BkmoyaTb F3C-, CICH,-, CF;CH,- i CF3;CCl,-. Bupas "ranouuknoankin”, "ranoankokcu",
"ranoankinTio”, "ranoankincynedinin”, "ranoankincynbgoHin" i nogibHe BU3HAYAKOTLCA aHANOriYHO
Bupady "ranoankin”. MNpuknagn "ranoankokcu" BkmtodarTb CF30-, CCl;CH,O-, HCF,CH,CH,O- i
CF3CH,0O-. Mpuknagn "ranoankinTtio” BkntovaTb CClsS-, CF3S-, CCl;CH,S- i CICH,CH,CH,S-.
Mpuknagu "ranoankincynbdidiny” BknovaroTe CF3S(0)-, CCI;S(0)-, CF;CH,S(0)- i CF3CF,S(0)-.
Mpuknagmn "ranoankincynbdoHiny" BkntovatoTb CF3S(0),-, CClzS(0),-, CF3CH,S(0),- | CF3CF,S(0),-.
Bupas "ranogiankinamiHo" o3Havae giankinamiHo, ge, WOHaWMEHLUE, OOWH 3 aMiHO KOMMOHEHTIB €
3aMilWeHnM, LWoHammeHwe, opgHuMm ranoreHom. [puknagu  "ranogiankinamiHo"  BKNo4YalTb
CH,CICH,;N(CHg)- i (CF3CH5),N-.

"AnkinkapboHin" o3Havae HepoaranyxeHi abo posranyxeHi ankinbHi YacTtuHu, 3B'A3aHi 3 C(=0)
yactuHoto.  [Mpuknagn  "ankinkapbodiny”  BkntoyatoTb  CH3C(=0)-, CH3;CH,CH,C(=0)- i
(CH3),CHC(=0)-. TMpuknagn "ankokcukapboHiny” BkmtovatoTe CHjz-c(=0)-, CH3CH;c(=0)-,
CH3CH,CH, +¢(=0)-, (CH3),CHOC(=0)- i pi3Hi isomepu 6yTokcu abo neHToKcuMKapOoHiny.

Y paHomy po3kpuTTi Ta cpopmyni BuHaxony, pagukanu "SO, i S(O),» 03HauaTb CynbqoHin, “-
CN" o3Hauae uiaHo, “-NO,- 03Hauae HiTpo, Ta “-OH" o3Havae rigpokcu.

3aranbHe 4Mcno ByrneLeBnx aTOMIB Yy rpyni 3amMiCHMKa BKA3yeTbCsl 3a JONOMOrow npedikcy "Ci—
Cy, ne i Ta j popisHiooTe uucnam Bia 1 go 9. Hanpuknag, C,—C, ankincynboHin osHavae
MEeTUICYNbMOHIN — OyTUNCYNbOHIN, BKITOYa4YM MOXIUBI i3omepu. C, ankokcukapOoHin o3Hadae
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CH3-c(0O)-; Csz ankokcukapboHin o3Hadae CH3;CH,C(O)-; i C,; ankokcukapboHin Bkroyae
(CH3),CHC(0)- i CH3CH,CH,C(O)-.

Konu cnonyka 3amiljeHa 3aMiCHUKOM, LLO MICTUTb iHOEKC, KM MOKa3ye, WO YMCMO 3a3HaYeHunx
3aMiCHUKIB MOXe nepeBulyBaTn 1, 3a3Ha4eHi 3aMiCHUKM (KONM BOHWU MepeBuLLytoTb 1) He3anexHo
BUOPAHI 3 rPyNun BU3HAYEHUX 3aMicHUKIB, Hanpuknaa, ana (RY), y U-1 Oopatky 1 r gopisHioe 1, 2, 3, 4
abo 5. Konu rpyna Bkntoyae 3aMiCHUK, WO MOXe OyTn BogHeEM (Hanpuknag, -NR'R® Yy BM3HAYEHHI R®,
ne R* a6o R® MOXYTb OYTM BOOHEM Yy BapiaHTi 34iNCHEHHS 2), TOAi, KON AaHUI 3aMIiCHUK B3SITUN SK
BOAEHb, BM3HAIOTb, LLO LE eKBiBareHTHO TOMY, KOMW 3a3HadeHa rpyna € HesamiweHow. Konwu
nepemiHHa rpyna, sik nokasaHo, € dakynbTaTyBHO NPUEAHAHOI B NONoXeHHs1, Hanpuknag (RY), y U-41
Hopatky 1, pe r moxe popisHioBath 0, ToAi y NOMNOXEHHI Moxe OyTM BOAEHb, HaBiTb SKWO He
3ragaHuin y Bm3HayeHHi nepemiHHoi rpynu. Konu ogHe abo Ginblue nonoxeHb y rpyni 3asHauyeHi sik
"Taki, Wo He 3amilleHi" abo "HesamilleHi", ToAi aToMu BOAHIO MPUEAHYIOTHCS, WOB 3anHATN Byab-AK
BiflbHY BaneHTHICTb.

Bupas "retepouukniyHe kinbue" abo "reTepoumkn" o3Hayae kinbue abo Kinbue, y AKOMY,
LLIOHANMeEHLLE, OAMH aToMm, WO POPMYE OCHOBY KiNbLisl, HE € Byrneuem, Hanpukniag, a3oT, KuceHb abo
cipka. TMnNoBO reTepoumKmiyHe KinbLe BKNOYae He Ginblue Hixx 4 a3oTy, He Binblue HiXK 2 KUCHI i He
OinbLue Hix 2 cipkn. Bupas "uneH kinbus" BigHocuTbca Ao atoMma abo [0 iHWOi YacTMHKU (Hanpuknag,
C(=0), C(=S), S(O) abo S(0O),), wo dopMye OCHOBY KinbLs. FAKWO He 3a3HayeHe iHwe, TO
reTepoLyKIliYHe KinbLe Moxe 6yTU HacMYeHUM, YacTKOBO HEHacMyeHMM abo MOBHICTHO HEHACUYEHNM
KinbLeM, i, KpiM TOro, HeHacuyeHe reTepoLUKITiYHE KinbLe MOXe OyTh 4acTKOBO HeHacuyeHuMm abo
MOBHICTIO HeHacuvyeHuM. Tomy nepepaxyBaHHSA "reTepouukmiyHe Kinbue" He BKasyluu, HacuveHe
BOHO ab0 HeHacu4yeHe, € CMHOHIMOM nepepaxyBaHHI0 "HacMyeHe abo HeHacuveHe reTepouuKIlivyHe
Kinbue". Konm noBHICTIO HEHacu4yeHe reTepoumKiiyHe Kinble 3af0BOMbHAE nNpaBuny XOKKeNs, TOoAi
3a3HaveHe KinbLie TakoX HAa3nBaETLCS "reTepoapoMaTtunyHe KinbLue" abo "apomaTtnyHe retepoumkiivyHe
Kinbue". "ApomaTnyHe" BKasye Ha Te, LLO KOXEH 3 aTOMIB KiNnbLsi 3HaXoAUTbCS B OCHOBHOMY B OZHIMN i
TiVi )XKe NNoWwmHI Ta mae p-opbiTanb, NepneHauKyNsapHy MIOLWMHI Kinbug, i Wwo (4n+2) T enekTpoHu, ae
N € NO3UTUBHUM LINUM 4YMCNOM, 3B'dA3aHi 3 KinbueM, NigKOpoYNCh NpaBuiy XHKKens. AKWwo He
3a3HaveHe iHWe, reTepouMKniYHI Kinbus Ta KinbLeBi CUCTEMU MOXYTb OYTM nNpuedHaHi Yepes byab-
AKWMIA JOCTYMHWI ByrneLb abo a3oT WAAXOM 3aMillleHHs BOOHIO Ha 3a3HayeHui Byrneub abo a3or.

Bupas "dakynbTaTMBHO 3amiweHuMn" B MNOegHaHHI 3 deHinom abo 1-HadpTaneHinom y
BM3Ha4YeHHAX Z i Q BigHOCWUTBLCS JO rpyn, WO € He3aMileHnMn abo MaroTb, WOHaNMeHLle, OauH
HeBogHeBuN 3amicHuk. Ockinbkn Z i Q € nepudepinHMMM Ans YacTUH MOIMEeKyr, WO niggarTbes
peakuii B AaHnx crnocobax, OyKe LUMPOKMI Aiana3oH sk KiNbKOCTI, Tak i TUMiB 3aMiCHMKIB BignoBigae
AaHuMm crnocobam. 3acTOCOoBYBaHi TYT HACTYMHi BM3HAYEHHS BapTO 3aCTOCOBYBATW, SKLWIO He
3a3HayeHe iHwe. Bupas "dhakynbTaTMBHO 3aMilleHM" 3acTOCOBYIOTb B3aeMO3aMiHHO 3 (hpasoro
"3amilleHun abo HesamiweHnn" abo 3 Bupa3oMm “(He)3amilleHun". AKWO He 3a3HayeHo iHLwe,
hakynbTaTMBHO 3aMmilleHa rpyna MoXe MaTu 3aMiCHUK Y KOXHOMY MOJIOXKEHHI rpynu, Lo MOXe
3aMillaTucs, i KOXKeH 3aMiCHUK € He3aneXXHUM Bif iHLLOrO.

Konn R® a6o Q' siBnsie coBoto 5- abo 6-uneHHe a3oToBMICHe reTepoumKmnivyHe Kifnble, BOHO MOXe
OyTn npueaHaHe go 3anuwky ®opmynu 1 yepes Oyab-AKUn OOCTYMHUIA ByrneueBuin abo a3oTHU aTom
Kinbugd, SKWO He onucaHo iHwe. £k BiA3HayeHo y BapiaHTi 34incHeHHs 1B, R® a6o Q' moxe oyTK
(cepep iHWKX) beHinom, dakynbTaTMBHO 3amileHM ogHMM abo Binblie 3amicHUKkamun, BMOpaHnUMun 3
rpynn 3aMiCHUKIB, SIK BU3HA4YeHO Yy BapiaHTi 3fincHeHHA 1B. lNMpuknagom deHiny, dakynsTaTuBHO
3aMiLLLeHOro Bifl OJIHOrO [0 M'ATW 3aMiCHMKaMK, € Kinbue, npointoctposaHe sk U-1y OoaaTky 1, ae RY
€ TakuM, SK BU3HA4YeHO Y BapiaHTi 3gincHeHHA 1B ons R®a6o Q',ir JopisHtoe Uiniomy yucny Big 0 go
5.

Ak BinsHaueHo BuLe, R® a6o Q' Mmoxe Byt (cepen iHWKX) 5- aB0 6-UNEHHUM reTepOLMKITIYHUM
KinbLeMm, Wo MoXe OyTn HacmyeHum abo HeHacuyeHuMm, bakynbTaTUBHO 3aMilleHnm ogHum abo
Oinblwe 3amMicHMKamK, BUOpaHUMKU 3 TPYNU 3aMICHMKIB, SK BU3HAYEHO Yy BapiaHTi 34iNCHEHHS 2.
Mpuknagn 5- abo 6-4NeHHOro HEHACUYEHOr0  apoMaTUYHOrO  reTepOoLMKNIYHOTO  Kinbus,
akynbTaTMBHO 3aMillleHoro Bif ofgHoro abo Oinblue 3amicHMkamu, BKNoYatoTb Kinbus U-2-U-61,
npoinoctposaHi B Joaatky 1, ae R’ siBnse cobo Gyab-akun 3amiCHUK, SIK BU3HAYEHO Y BapiaHTi
3[iNcHeHHa 2 ans R* a6o Ql, i r gopiBHIOE Winomy yucny Big 0 o 4, 0OMEXEHUN YNCNOM LOCTYMHUX
nonoxeHb y koxHin U rpyni. Ockinbkn U-29, U-30, U-36, U-37, U-38, U-39, U-40, U-41, U-42 i U-43
MalTb TiflbKM OOHE AOCTYMHE NOMNOoXeHHs1, ans umx U rpyn r obmexeHo uinumum ymcnamm 0 abo 1, i,
pisHe 0, o3Havae, wo U rpyna € He3amilleHOw, Ta BOAEHb NPUCYTHIA Y MOSIOXEHHI, WO MNO3HAa4YeHO
(RY:..

Jopatok 1
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U-46 uU-47 U-48 U-49 U-50
6 (R') RY) RY) RY) 6 (RY)
4 //\Ir //Er A 5P N
LA A D L
3 2 N XN Sy Sy 2
U-51 U-52 U-53 U-54 U-55
S (R" R RY (R"
UGG )
\\4N \N 6 \N/N \N/J /L§N/N i
U-56 U-57 U-58 U-59 U-60
4 (R
N%le
J\N) 6
U-61

MoTpidHO BiA3HAYMTK, WO KOMNK R® a6o Q' € 5- a6o 6- YNeHHUM HacM4YeHUM abo HeHacUYEHUM
HeapoMaTUYHMM TEeTEePOLMKNIYHMM KinbueM, ¢akynbTaTMBHO 3aMilleHnm ogHum abo  Ginblie
3aMiCHUKaMu, BUOGpaHMMK 3 Tpynu 3aMiCHUKIB, SIK BU3HAYEHO Yy BapiaHTi 34iiCHeHHs 2 s R® a6o Q'
oavH abo ABa BYrneueBi YreHu KinbLus reTepoLMKITy MOXYTb dakynbTaTUBHO OYTU B OKMUCIEHIN hopMmi
KapOOHINbHOT YaCTUHMW.

Mpuknagm 5- abo 6-4neHHoro HacMyeHoro abo HeapoOMaTUYHOTO HEHACUYEHOTO reTEPOLIUKITIMHHOTO
Kinbus BkrtovatoTb kinbusa G-1-G-35, gk npointoctpoBaHo B [ogatky 2. MNoTpibHO Big3Hauuty, WO
KONM ToYKa npuegHaHHs Ha G rpyni npointocTpoBaHa sk pyxoma, G rpyna moxe 6yTn npuegHaHa oo
3anuwky ®opmynu 1 yepe3d Oydb-Akun AOCTYnHWWA Byrneub abo as3otr G rpynu 3a AONOMOro
3aMilLeHHs aToma BoAH. dakyrnbTaTuBHI 3aMiCHUKY, WO BignosigaTs RY, MoXyTb 6yTU npueaHaHi
0o Oyab-AKoro JOCTYNHOro Byrnel abo as3oTy 3a JOMOMOroK 3aMilleHHS aToMa BOAHK. [ns gaHux
G kineub, r TMNOBO AOPIBHIOE Uinomy Yucny Big 0 oo 4, obmexeHe YnCnom AOCTYNHUX MOMOXeHb Ha
KOXHin G rpyni.

MoTpiOHO Big3HAYMTM, LLIO KOMU R® a6o Q' BkniovaoTh Kinbue, BubpaHe 3 G-28 — G-35, G?
BnbpaHo 3 O, S abo N. lMoTpibHO BiA3HAYMTK, WO KoMK G? e N, atom asoTy MOXe MOBHICTIO
3aMoBHUTM CBOK BamneHTHICTb 3amilleHHsM abo H, abo 3amicHukamu, wo BignosigaiTe RY, sk
BM3HaAYeHO y BapiaHTi 3aincHeHHa 1B.

JopaTok 2
LRy, YO ®y LA/ T2wm 2w
N N N N R N R
O N
G-1 G-2 G-3 G-4 G-5
(RY) (RY) (RY) RY)r
T\ _(pv O. r N. r S. r N.
?//‘O(R’V{) {ﬁ L
N ~
G-6 G-7 G-8 G-9 G(-)lo
(RY), (RY)
o o, " N—/ v N v N ey
' ( — R SN S R) S R,
y ) / ) , ,
—\O/\l N \/ KS)Z KO)Z
G-11 G-12 G-13 G-14 G-15
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R,
L R), LAR)Y TRy L) N
K /N ) K /N ) K ) ) N\ ) ) 1 )
s 0 23N N §
2 °N
G-16 G-17 G-18 G-19 G-20
(RY, (RY, (RY, o R (R

1ﬁ/j L”/j A T AR o R

S (0]
G-21 G-22 G-23 G-24 G-25
RY)y RY)r RY), 0 RY), 0 RY)

N. N. s y 0
2 INA RS (R 1 SR ) GO
K 0y G2 G? T 2
G-26 G-27 G-28 G-29 G-30
(RY) (RY), 0 (RY), 0 R (R

O N
N Y 2

N A A2 N

G-31 G-32 G-33 G-34 G-35

MoTpiOHO BiA3HAYUTY, LLO KOMK R'eH npu npuegHaHHi O atoma, ue PiBHOCUIBHO TOMY, SIKLLO
3a3HayeHun atoM € HedamiweHuM. ATOMKM as3oTy, WO NoTpedyloTb 3aMilleHHs, Wob 3anoBHUTK iX
BaneHTHIiCTb, 3amiwaTbca H abo R. MoTpiBHO Big3HaunTH, WO KOonu Touka npueaHaHHs mix (RY), i U
rpynoto npointocTpoBaHa sk pyxoma, (RY), Moxe npueaHysaTucs A0 Byab-AKoro AOCTYNHOro atoma
Byrneut abo atomy asoty U rpynu. MNoTpibHO Big3HauuTy, WO KON ToYKa npuegHaHHa Ha U rpyni
npointocTpoBaHa sk pyxoma, U rpyna moxe O6yTu npuegHaHa go 3anuwwiky dopmynu 1 yepes Oyab-
AKAA JOCTYNHUIA Byrneub abo as3ot U rpyny 3a JOMOMOrow 3amillleHHss atoMa BofHt. [MoTpiGHo
BiA3HAuUTY, WO aeski U rpynn MoxyTb BYTH 3aMilleHi Tinbku MeHwe Hik 4 RY rpynamun (Hanpuknag,
U-2-U-5, U-7-U-48 i U-52-U-61).

PisHOMaHITHI cMHTeTMYHI cnocobu BigOMi B AaHiv ranysi TexHiku gna 3abesnevyeHHs ogepaHHs
apoMaTUYHKX i HeapoOMaTUYHUX reTEePOLMKMIYHMX Kineupb; Ha GinbLl WMPOKI OrnNsan OUBUCH BOCbMUN
Tom BuagaHb Comprehensive Heterocyclic Chemistry, A. R. Katritzky and C. W. Rees editors-in-chief,
Pergamon Press, Oxford, 1984 i ggaHagudatun Tom BuaaHe Comprehensive Heterocyclic Chemistry I,
A. R. Katritzky, C. W. Rees and E. F. V. Scriven editors-in-chief, Pergamon Press, Oxford, 1996.

Y geskmx Bunagkax TyT ChiBBiQHOLEHHSA BUKNaAeHi K OANHOYHI YMcna, WO NOPIBHAHHI 3 YACHOM
1; Hanpuknag, cnieBigHOWEHHSA 4 03Ha4vae 4:1.

Y KOHTEKCTi JaHoro BuHaxody "AekaHTatop" BigHOCUTBCHA OO0 NPUCTPOID, 34aTHOMY pPO3AiNbHO
BUOANATN BEPXHIO (TOOTO, MEHLIOI WinbHOCTi) pigky dasy i/abo HmxHIo (TOOTO, GinMbLUOT LiNbHOCTI)
piaky casy 3 piguHu (Hanpuknag, aseoTponHUn KoHAEeHcaT), Wo MICTUTb ABi piaki dpasun. MNacTtka OiHa-
Crapka aBnsie npuvknag ogHoro Tuny AekaHtaTopa.

BapiaHTn 34iNCHEHHSA AaHOr0 BUHAxXo4y BKMOYaloTh:

BapiaHT 3givicHeHHs 1. Cnoci®, onucaHuii y KOPOTKOMY OMWUCI BUHAaxOAy, OAEPXKaHHS CrOMyKu
dopmynu 1, WO BKNOYAE e€Tan, Ha SKOMy OUCTUMIOTbL BOAY i3 CyMmilli, O MICTUTb cnonyky Popmynu
2, crnonyky ®opmynu 3, OCHOBY N anpOTOHHWI PO3YMHHMKK, 30aTHUN (HOPMYBaTU HU3bKOKUMIISAYMN
a3eoTpon 3 BOAOH0.

BapiaHT 3gincHeHHs 1A. Cnocib BapiaHTa 3giicHeHHs 1, Oe ocHoBa ABNse COOOK rigpokcug
nyxHozemenoHoro metany dopmynu 4, i cymill [O0OATKOBO BKIOYAE MOMSPHUA  anpOTOHHUN
PO3YMHHUK.

BapiaHT 3ginicHeHHsa 1B. Cnoci6 BapiaHTa 34iMcHeHHA 1, Ae OCHOBa BKIoYae kapboHaT ny>XHOro
meTany dopmynu 4a.

BapiaHt 3pgincHeHHa 1C. Cnoci6 BapiaHTa 3giiicHeHHs 1, pge ocHoBa Bkrodae 1,5-
Aiasabiumkno[4.3.0]HoH-5-eH, 1,8-aia3abiunkno[5.4.0lyHaeu-7-eH abo ix cymiLu.

BapiaHT 3aiicHeHHs 1D. Cnocib, onncanun y KopoTkomy onuci BUHaxony, OAep>KaHHs Cronyku
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®opmynu 7, 3actocoBytoumn crnonyky dopmynu 1, cnocib BiApi3HAETbCA TUM, LLO OOEPXYHTb CNONYKY
dopmynu 1 cnocobom BapiaHTa 34iNCHEHHS 1.

BapiaHT 3ginicHeHHst 1E. Cnoci6b, onucaHun y KopoTkoMy onuci BUHaxody, OA4epKaHHS CrnomyKu
dopmynu 7, 3actocoBytoun cnonyky ®opmynum 1, cnocid Biapi3HAETLCA TUM, LLIO OOEPXYIOTb CMOMYKY
dopmynu 1 cnocobom BapiaHTa 34iNCHEHHS 1A.

BapiaHT 3ginicHeHHss 1F. Cnoci®, onucannn y KopoTkomMy onuci BUHaxondy, OOepXKaHHSA CMOonyKu
dopmynu 7, 3actocoBytoun cnonyky ®opmynu 1, cnocid Bigpi3HAETLCSA TUM, LLO OAEPXYIOTb CMOSYKY
dopmynu 1 cnocobom BapiaHTa 34iNCHEHHS 1B.

BapiaHT 3aiicHeHHs 1G. Cnocib, onucaHuii y KopoTkoMy onuci BUHaxogdy, OAep>KaHHS Cronyku
®opmynu 7, 3actocoBytoumn cnonyky dopmynu 1, cnocib BiApi3HAETbCA TUM, LLO OOEPXYHOTb CNOMNYKY
dopmynu 1 cnocobom BapiaHTa 3aincHeHHs 1C.

BapiaHT 3gincHeHHa 2. Cnocib 6yab-akoro ogHOro 3 BapiaHTiB 3aivicHeHHs 1-1G, oe

Q saBnse coboto deHin abo 1-HadTaneHin, KoxeH akynbTaTMBHO Mae [0 4 3aMiCHUKIB,
HesanexHo Bu6paHmux 3 R

kokeH R® siBnsie co6oto HeanexHo ranoreH, C,—Cg ankin, C,—Cg ranoankin, C,—Cg ankeHin, C,—
Ce ranoanketin, C,—Cg ankinin, Cs—Cg ranoankinin, Cs—Cg uunknoankin, Cs—Cg ranoumknoankin, C,—Cg
ankokcn, C,—Cg ranoankokcu, C,—Cg ankintio, C,—C-, ankinkap6oHrin, C,—C; ranoankinkap6oHin, C,—
Cs ranoancintio, C,—Cg ankincynbdinin, C,—Cg ranoankincynbgiHin, C,—Cg ankincynbgoHin, C,—Cg
ranoankincynbgoHin, -N(R4)R5, -C(:W)N(R4)R5, -C(:W)OR5, -CN, -OR" aBo -NO,; abo deHinbHe
KinbLue abo 5- abo 6-yneHHe HacudyeHe abo HeHacuyeHe reTepouUMKMiYHe Kinble, KOXHe Kinbue
hakynbTaTMBHO 3aMmiweHo ogHMM abo Binblue 3aMiCHMKamK, HesanexxHo BubpaHumm 3 ranoreHy, Ci—
Ce ankiny, C,—Cg ranoankiny, C;—Cg umknoankiny, Cs;—Cg ranouyuknoankiny, C,;—Cg ankokcu, C;—Cg
ranoankokcn, C;—C¢ ankintio, C;—Cgs ranoankintio, C;—Cgs ankincynbcininy, C;—Cg
ranoankincynsiHiny, C;—Cs ankincynbdoniny, C,—Cg ranoankincynsgoHiny, -CN, -NO,, -N(R)R>,
-C(=W)N(RHR®, -C(=0)OR® i R";

koxxeH R" saBnsie coboto HesanexHo H, C,—Cg ankin, C,—Cg ankeHin, C,—Cg ankiHin, C;—Cg
umknoankin, C,—C,; ankinuuknoankin, C,—C,; uuknoankinankin, C,—C,; ankinkap6oHin ato C,-C,
ankoKcukapOoHin;

koxeH R° sBnsie coBoto HesanexHo H: abo C,—Cs ankin, C,—Cg ankeHin, C,—Cg ankiHin, Cs—Cg
umknoankin, C,—C, ankinuuknoankin aéo C,~C- uMKnoanKmanKln KOXeH (pbaKyrnbTaTMBHO 3aMilLleHNI
ofaHuMm abo 6|nb|.ue 3aMiCHMKaMK, He3anexHo BMOpaHUMU 3 R®:

koxeH R® siBnsie co60t0 He3anexHo ranore, C,—Cg ankin, C,—Cg ankokcu, C,—Cg ankinTio, C;—Cq
ankincynbginin, C;—Cg ankincynbdpoHin, C;—Cg ankinamiHo, C,—C8 pgiankinamiHo, C3;—Cg
umknoankinamiHo, C,—C- ankinkap6onin, C,—C; ankokcukapboHin, C,—C; ankinamiHokap6oHin, Cs;—Cqy
aiankinamiHokap6oHin, C,—C; ranoankinkapboHin, C,—C; ranoankokcukapboHin, C,—C;
ranoanKinaMiHOKapGOHin C3—Cy ranogiankinamiHokap6onin, -OH, -NH,, -CN ato -NO,; abo Qh;

koxeH R’ siBnsie coBo0 He3anexHo deHinbHe Kinbue abo MNipuauvHinbHe KinbLe, KO)KHe Kinbue
cbaKyanaTMBHo 3aMillleHe ogHMM abo Ginblue 3amiCHMKaMUK, He3aneXXHo BUOpaHUMM 3 RS

kokeH R® siBrsie cob0K0 HesanexHo ranore, C,—Cs ankin, C,—Cg ranoankin, C,—Cg ankokcu, Ci—
Cs ranoankokcn, C;—Cgs ankintio, C;—C¢ ranoankintio, C;—Cs ankincynbginin, C;—Cgq
ranoankincynedidin, C,;—Cg ankincynbdoHin, C,—Cg ranoankincynsgoHin, C,—Cg ankinamiHo, C,—Cg
piankinamiHo, C,—C, ankinkapbonin, C,—C, ankokcukapboHin, C,—C; ankinamiHokapboHin, Cs;—C;
giankinamiHokap6oHin, -OH, -NH,, -C(=0O)OH, -CN ato -NO,;

kokeH Q' aBnsie coboK He3anexHo deHinbHe kKinbue abo 5- abo 6-uneHHe HacudeHe abo
HEeHacuyeHe reTepouuKmiYHe Kinble, KOXHE Kinble ¢akynbTaTMBHO 3aMillleHO ogHMM abo Ginblie
3aMiCHUKaMn, Hes3anexHo BubpaHummn 3 ranoreHy, C,—Cg ankiny, C,—Cg ranoankiny, Cs—Cg
umknoankiny, Cs—Cg ranouuknoankiny, C,—Cg ankokcu, C;—Cg ranoankokcu, C,—Cg ankintio, C;—Cg
ranoankinTio, C,—Cg ankincynbdininy, C,—Cg ranoankincynbdidiny, C,;—Cg ankincynbgoHi S}/ Cl—Ce
ranoanchynb(bomny C,—Cs ankinamiHo, C,—Cg piankinamiHo, -CN, -NO,, -C(=W)N(R)R™ i
C(= O)OR

KOXeH R9 aBnsie coboto HesanexHo H, C,—Cg ankin, C,—Cg ranoankin, C,—Cg ankeHin, C,—Cg
ankidin, Cs—Cg umknoankin, C,—C-, ankinuuknoankin, C,~C; uuknoankinankin, C,—C, ankinkap©boHin
abo C,—C; ankokcukapOoHin;

koxkeH R aensie co6oto HesanexHo H; abo C,—C; ankin, C,—Cg ranoankin, C,—Cg ankeHin, C,—Cg
ankiHin, C;—Cg umknoankin, C,—C, ankinuuknoankin abo C,—C, umnknoankinankin;

kokeH R™ siBnsie cobow HesanexHo H; a6o C,—Cg ankenin, C,—Cg ankiHin, Cs—Cg LMKMOAnKin,
C,—C; ankinuuknoarnkin, C,—C-, umknoankinankin, C,—C-, ankinkap6oHin, C,—C; ankokcukapboHin, C,—
Cs ankincynbdoHin abo C,—Cg ranoankincynbgoHin; i

koxxeH W sBnisie coboto HesanexHo O abo S.

BapiaHT 3piicHeHHss 2A. Cnoci6 BapiaHTa 3gilicHeHHa 2, ge Q saBnsie cobowo  deHin,
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aKkynbTaTMBHO Ma€ A0 YOTUPLOX 3aMiCHUKIB, HE3anexHo BubpaHux 3 R®.

BapiaHT 3gincHeHHa 2B. Cnoci® BapiaHTa 3giicHeHHs 2, ne Q saBnsie cobow 1-HadpTaneHin,
daKkynbTaTMBHO Mae 4O YOTUPbOX 3aMiCHUKIB, HE3aneXXHO BUOpaHux 3 R

BapiaHT 3ginicHeHHs 2C. Cnocib BapiaHTa 3A4iMICHEHHS 2, A€ KOXEH R® aBnsie cobot He3anexHo
ranoreH, C,—Csg ankin, C,;—Cg ranoankin, -C(W)N(R)R®, -C(W)OR® a6o -CN; abo deHinbHe KinbLe
abo 5- abo 6-uneHHe HacuMyeHe abo HeHacudeHe TreTepouMKivYHE KinbLe, KOXHEe Kinbue
aKkynbTaTMBHO 3aMillleHO 3aMiCHMKaMu, He3anexHo BmbpaHumm 3 ranoreny, C,—Cg ankiny, C,—Cg
ranoankiny, -CN, -C(W)N(R*R® i -C(O)OR".

BapiaHT 3giiicHenHst 2D. Cnoci6 BapiaHTa 3giiicHeHHs 2, fe koxeH R* sBnsie coboto HeaanexHo H
abo C,—Cg ankin.

BapiaHT 3gincHeHHa 2E. Cnocib BapiaHTa 34iMCHEHHS 2, e KOXeH R® siBnsie co6oto HesanexHo H;
abo C;—Cg ankin, pakynbTaTMBHO 3aMilLleHUn 3aMiCHUKaMK, He3anexHo BubpaHnmu 3 RS

BapiaHT 3giicHeHHs 2F. Cnocib BapiaHTa 34iNCHEHHA 2, Oe KOXeH R® siBnsie cobot0 He3anexHo
ranoreH, C,—Cgs ankin, C;—Cgs ankokcu, C;—Cg ankintio, C,—C; ankokcukapbonin, C,—C;
ankinamiHokap6oHin, Cs;—Cy piankinamiHokapboHin, C,—C; ranoankinamiHokapOoHin, C3;—Cq
ranogiankinamiHokap6oHin a6o -CN; a6o Qh.

BapiaHT 3giicHeHHs 2G. Cnocib BapiaHTa 34iMCHEHHS 2, A€ KOXeH Q' sBnsie coboo HesanexHo
NipUAnHINbHE Kinbue, akynbTaTUBHO 3aMilLleHe 40 4 rarnoreHamu.

BapiaHT 3ginicHeHHs 2H. Cnocib BapiaHTa 3ailcHeHHs 2B, ae

Q aBngde
coboto T

RS

R® siBnsie coboto C(O)N(R*R® abo C(O)OR®.

BapiaHT 3gincHeHHsa 21. Cnocib BapiaHTa 3gincHeHHA 2H, ge

R* aBnse co6oio H, C,—C; ankinkap6oHrin abo C,—C; ankokcukapOoHin.

BapiaHT 3ailicHeHHst 2J. Cnoci6 BapiaHTa 3giiicHenHs 21, ae R* sBnsie coboro H.

BapiaHT 3gincHeHHsa 2K. Cnocib 6yab-skoro ogHoro 3 BapiaHTiB 3giicHeHHs 2H-2J, ge

R® aiBnsie co6oro C(O)N(R*R® a6o C(O)OR*?;

R® sBnsie coboto C,—C¢ ankin abo C;—Cg ranoarkin, KOXeH 3aMillleHUA OAHUM 3aMiCHUKOM,
HesanexHo BubpaHum 3 rigpokcu, C,—Cg ankokcu, C—Cg ankintio, C;—Cg ankincynbdidiny, C;—Cg
ankincynbgoHiny, C,—C, arnkinamiHokapboHiny, CsCy giankinamiHokap6oHiny, C,—C,
ranoarkinamiHokap6oHiny i Cs—Cgy ranogiankinamiHokapOoHiny; i

R asnse co6oto C1—C¢ ankin, C,—Cg ankeHin abo C,—Cg ankiHin, KoxeH akynbTaTUBHO
3amilweHn ogHum abo Binblue 3amicHUKaMu, He3anexHo BubpaHummn 3 ranoreHy, C;—C, ankokcu i
deHiny, Wo dakynbTaTMBHO Mae 40 5 3amiCHUKIB, BUbpaHux 3 ranoreHy i C;—Csz ankiny.

BapiaHT 3gincHeHHsa 2L. Cnocib 6yab-aKkoro ogHoro 3 BapiaHTiB 3gincHeHHs 2H-2K, e

R siBnsie co6oto C,—Cg ankin, dakynbTaTUBHO 3aMilLieHnit (eHinom.

BapiaHT 3gincHeHHsa 2M. Cnocid O0yab-saKoro ogHoro 3 BapiaHTiB 3giicHeHHst 2H-2L, ge

R® siBnsie coboto C(O)N(RHR.

BapiaHT 3gincHeHHsa 2N. Cnocib 6yab-skoro ogHoro 3 BapiaHTiB 34icHeHHs 2H-2J, ae

R® siBnsie co6oto C(O)OR.

BapiaHT 3ginicHeHHs 20. Cnocib 6yab-akoro ogHoro 3 BapiaHTiB 3aiicHeHHst 2K-2L, ae

R® siBnsie coboto C(O)OR>.

BapiaHT 3giicHeHHs 3. Cnocib 6yab-sikoro ogHoro 3 BapiaHTiB 3gincHeHHs 1-20, e

Z siBnsie coboto heHin, wo cakynbTaTMBHO Mae 0O 5 3aMiCHMKIB, He3anexHo BMOpaHMX 3 R?
(TobTO,

(Rz)n — 5

e n popisHioe 0, 1, 2, 3, 4 abo 5); i
koxeH R? siBNsie o600 He3anexHo rasnoreH, C.—C¢ ankin, C,—Cg¢ ranoankin, C,—Cg ankokcu, C,—
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Ce ranoankokcu, C,—Cg ankintio, C,—Cg ranoankintio, C,—Cg ankinamiHo, C,—Cg giankinamiHo, -CN
abo -NO..

BapiaHT 3gincHeHHss 3A. Cnocib BapiaHTa 3aiicHeHHst 3, ae Z saBnsie coboro deHinbHe Kinbue,
3amilleHe 0o 3 3aMiCHMKaMW, He3amnexHo BuMOpaHuMK 3 R? 3asHauyeHi 3aMiCHMKM npuegHaHi B
nonoxeHHst 3, 4 abo 5 peHinbHOro Kinbus.

BapiaHTt 3ginicHeHHs 3B. Cnoci® BapiaHTa 3gilicHeHHs 3 abo 3A, Oe KoXeH R? sBnsie coboto
He3anexHo F, Cl, Br, C,—Cg ankin, C,—Cg dTopankin, C,;—Cg ankokcu, C,—Cg cdbTopankokcu, C,—Cg
ankinTtio abo C,—Cg cbTopankinTio.

BapiaHT 3piiicHeHHst 3C. Cnoci6 BapiaHTa 3filicHeHHst 3 aBo 3A, e koxeH R? sBnsie co6oto
He3anexHo ranoreH, C,—Cg ankin, C,—Cg ranoankin a6o -CN.

BapiaHT 3giicHeHHs 3D. Cnocib BapiaHTa 3aiicHeHHst 3C, e KoxeH R? siBnsie co60I0 HE3anexHo
ranoreH abo C,—Cg ranoancin.

BapiaHT 3ginicHeHHa 3E. Cnocib BapiaHTa 3aincHeHHs 3D, oe koxeH R? aBnisie co60i0 He3anexHo
ranoreH abo CF.

BapiaHT 3ginicHeHHst 3F. Cnocib BapiaHTa 3aiincHeHHs1 3E, ae koxeH R? siBnsic COBOI0 HEe3anexHo
F, Cl abo CFs.

BapiaHT 3ginicHeHHsa 3G. Cnocib BapiaHTa 3aiicHeHHs1 3A, oe Z siBnsie coboto

RZa

R2
R2C

R% asnsie co6oio_rarnoren, C,~C, ranoankin a6o C,-C, ranoankokcu; R® asnse cobow H,
ranoreH abo uiaHo; i R asnsie coboto H, ranoreH a6o CF..

BaplaHT 3gincHeHHs 3H. Cnocib BapiaHTa 3giricHeHHs 3G, ae R?® asnsie co6oto CF3 abo ranoreH;
i R% aBnsie coboto H, CF; abo ranoreH.

BapiaHT 3ginicHeHHsa 3l. Cnocib BapiaHTa 3gilicHeHHs 3H, oe R? aBnsie co6oto CF..

BapiaHT 3ginicHeHHs 3J. Cnocib 6yab-akoro ogHoro 3 BapiaHTiB 3giicHeHHs 3G-3l, e R® asnse
coboto H.

BapiaHT 3gincHeHHs 3K. Cnocib 6yab-akoro ogHoro 3 BapiaHTiB 3aiicHeHHs 3G-3J, ae R* sBnsie
coboto CF; abo ranoreH.

BapiaHT 3gincHeHHa 3L. Cnocib BapiaHTa 3gincHeHHa 3K, ae R*® aBnsie coboto CFs, F, Cl a6o Br.

BapiaHT 3gincHeHHsa 3M. Cnocib BapiaHTa 3aivicHeHHs 3L, ae R ansie coboto F, Cl abo Br.

BapiaHT 3giiicHeHHs 3N. Crioci6 BapiaHTa 3aiiicHeHHs 3L, ae R* siensie coboto CF3, Cl aGo Br.

BapiaHT 3ginicHeHHsa 30. Cnocib BapiaHTa 3giicHeHHs 3N, ae R%* ﬂBnﬂe coboto Cl abo Br.

BapiaHT 3giicHeHHst 3P. Cnoci® BapiaHTa 34iACHEHHS 30 ae R? asnsie coboo H, i R% aense
coboto Cl.

BapiaHT 3giicHeHHst 3Q. Cnocib BapiaHTa 3ginicHeHHsa 30, ge R? asnsie coboro H, i R asnse
coboto Br.

BapiaHT 3giicHeHHs1 4. Cnocib ogepxaHHa cnonykun ®opmynu 2, onucaHuin y KopoTkomy onuci
BMHaxody, MICTUTb eTanu, Ha Skux (1) PopMyOTb peakuinHy CyMill, Lo MICTUTb peakTuB [ piHbApa,
oTpMMaHun 3i cnonykn ®opmMynu 5 npvBedeHHAM Yy KOHTaKT crnonykun dopmynu 5 3 (a) meTanesum
marHiem abo (b) ranoreHigom ankinmarHito B MNPUCYTHOCTI edipHOro pO34YMHHMKA; | MOTIM (2)
NPUBOASTb Yy KOHTaKT peakuiiHy cymill 3i cnonykoto dopmynm 6.

BapiaHT 3giicHeHHs 4A. Cnocib 6yab-sikoro ogHoro 3 BapiaHTiB 3gilicHeHHa 1-20 i 3-3Q
[O[aTKOBO BifPi3HAETLCA TUM, LLO OAEPXYTb crnonyky ®opmynu 2 cnocobom BapiaHTa 34iACHEHHS
4,

BapiaHT 3giricHeHHs1 4B. Cnocib BapiaHTa 3aiicHeHHs 4 abo 4A, ae X siensie coboto Cl abo |.

BapiaHT 3giricHeHHs 4C. Cnocib BapiaHTa 3aiiicHeHHst 4 abo 4A, ne X siBnsie coboto Br ado |.

BapiaHT 3giricHeHHs 4D. Cnocib BapiaHTa 3gilicHeHHs 4 abo 4A, ge X siensie coboto Cl abo Br.

BapiaHT 3giricHeHHs 4E. Cnocib BapiaHTa 3aiicHeHHs 4 abo 4A, ge X siensie coboto Cl.

BapiaHT 3ginicHeHHsa 4F. Cnocib BapiaHTa 3ainicHeHHs1 4 abo 4A, oe X aBnsie coboto Br.

BapiaHT 3ginicHeHHsa 4G. Cnocib BapiaHTa 3aiicHeHHs 4 abo 4A, ae X asnsie coboto |.

BapiaHT 3ginicHeHHs 4H. Cnocib 6yab-sKkoro ogHoOro 3 BapiaHTiB 3aiicHeHHs 4-4G, pe

Z sBnde coboro heHin, wo dakynbTaTMBHO Mae 0O 5 3aMiCHUKIB, He3anexHo BMOpaHuXx 3 R?
(TobTo
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4

4

(Rz) /_
5 6

n

ae n popieHioe 0, 1, 2, 3, 4 abo 5); i

koxeH R? siBnsie coboto HeaanexHo F, Cl, Br, C,—Cg¢ ankin, C,—Cq dbtopankin, C;—Cg ankokcu, C,—
Ce pTopankokcu, C,—Cg ankinTtio abo C,—Cg doTOpankinTio;

3a ymoBM, Wo konn X aensie coboto Cl, Toai koxeH R? sBnsie coboto HezanexHo F, Cl, C,—Cq
ankin, C,—Cgs dTopankin, C,—Cg ankokcn, C,—Cgs dTOpankokcu, C,;—Cg ankintio abo C,—Cg
dTopankinTio.

BapiaHT 3givicHeHHs1 41. Cnoci® BapiaHTa 3aiicHeHHst 4H, npu sikomy, konu X siBnsie coboto Br,
Toi koeH R? sBnsie coboto HesanexHo F, Cl, C,—Cs ankin, C,—Cg4 dtopankin, C,—Cg ankokcu, C,—C
dpTopankokeu, C,—Cg ankintio abo C,—Cg hTopankinTio; i konm X asnsie coboto Cl, Toai koxeH R
aBngae cobot HesanexHo F, C;—Cg ankin, C;—Cg dT1opankin, C;—Cg ankokcu, C;—Cg pTOpANKoOKCH,
C1—C; ankinTio abo C;—Cg cpTOpankinTio.

BapiaHT 3giricHeHHs 4J. Cnocib Byab-akoro ogHOro 3 BapiaHTiB 34incHeHHs 3, 4H i 41, ne Z siBnsie
coBoto (beHinbHe Kinble, 3amilleHe [0 3 3aMiCHUKAaMK, He3anexHo BubpaHumu 3 R npuuomy
3a3HayeHi 3aMiCHUKM npueaHaHi B 3, 4 abo 5 NnonoxeHHA EHINBHOrO KinbLs.

BapiaHT 3giicHeHHs1 4K. Cnocib 6yab-skoro ogHoro 3 BapiaHTiB 3aiicHeHHs1 4H, 41 i 4J, e koxeH
R? aBnsie coboto HesanexHo F, Cl, Br, C;—Cg ankin a6o C1—C¢ dTOpankin.

BapiaHT 3aginicHeHHs1 4L. Cnoci6 BapiaHTa 3aiicHeHHs1 4K, ae koxeH R? aBnsie coB6oto He3anexHo
F, Cl, Br abo C,—Cg cbTOpankin.

BapiaHT 3givicHeHHst 4M. Cnocib BapiaHTa 3ainicHeHHst 4L, ne koxeH R? aBnsie co60ol0 He3anexHo
F, Cl, Br abo CFs.

BapiaHT 3ginicHeHHsa 4N. Cnoci6 6yab-sikoro ogHOro 3 BapiaHTiB 3aiicHeHHs 4H-4M, ge Z aBnsie
coboto eHinbHe KinbLe, 3aMilleHe 2 3amiCHUKaMu1, He3anexHo BubpaHnmn 3 R?, NpUYOMy 3asHayeHi
3aMiCHUKM NpueaHaHi B 3 i 5 NONoXeHHA (PeHINbHOro KinbLs.

BapiaHT 3giricHeHHs 40. Cnocib BapiaHTa 3giicHeHHs 4N, ge KoxeH R? siBnsie co60I0 He3anexHo
F, Cl, Br abo CFs.

BapiaHT 3giicHeHHs 4P. Cnocib BapiaHTa 3aiicHeHHss 40, ge, WoOHaWMeHLWe, OauH R? aBnsie
coboto CF.

BapiaHT 3giicHeHHs 4Q. Cnocib BapiaHTa 3ailicHeHHs 4P, oe oguH R? asnsie co6oto CF3, i iHWWi
R? siBnsie co6oto Cl a6o Br.

BapiaHT 3giicHeHHs1 4R. Cnocib BapiaHTa 3aiicHeHHs 4Q, oe oanH R? sBnsie co6oto CF3, i iHWWK
R? siBnsie co6oio Cl.

BapiaHT 3gincHeHHsa 4S. Cnocib BapiaHTa 3gincHeHHsA 3A abo 3H, ge Z ssnde coboto

R2a
sz

RZC

R* aBnsie coboto F, Cl, Br, C,—C, dtopankin abo C,—C, dToparnkokcu; R? aBnsie coboto H, F, CI
abo Br; i R% asnsie coboto H, F, Cl, Br abo CFs.

BapiaHT 3giiicHeHHs 4T. Cnocib BapiaHTa 3ailcHeHHs 4S, ge R?® agnsie co6oto CF3, F, Cl abo Br; i
R% aBnsie coboto H, CF, F, Cl a6o Br.

BapiaHT 3gincHeHHsa 4U. Cnocib BapiaHTa 3ailicHeHHs 4T, ne R? aBnsie co6oto CF.

BapiaHT 3ginicHeHHs 4V. Cnocid 6yab-akoro 0AHOro 3 BapiaHTiB 3aiicHeHHs 4S-4U, pe R® asnsic
coboto H.

BapiaHT 3giicHeHHs 4W. Cnocib 6yab-skoro ogHOro 3 BapiaHTiB 34ilcHeHHs 4S-4V, ne R% asnse
coboto CF3, F, Cl abo Br.

BapiaHT 3giricHeHHa 4X. Cnocib BapiaHTa 3aincHeHHs 4W, oe R aBnsie coboto F, Cl abo Br.
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BapiaHT 3giricHeHHA 4Y. Cnocib BapiaHTa 3aincHeHHs 4W, oe R* sBnsie coboto CF3, Cl aGo Br.

BapiaHT 3ailicHeHHs1 4Z. Cnioci6 BapiaHTa 3giiicHeHHs 4Y, fe R* sBnsie coboto Cl a6o Br.

BapiaHT 3giicHeHHs 4ZA. Cnocib BapiaHTa 3giicHeHHs 4Z, pe R? aBnsie coboto H, i R% asnse
coboto Cl.

BapiaHT 3giicHeHHs 4ZB. Cnocib BapiaHTa 3giicHeHHs 4Z, ae R? aBnsie coboto H, i R% asnse
coboto Br.

BapiaHT 3giricHeHHs 4ZC. Cnocib 6yab-aKoro ogHoro 3 BapiaHTiB 3aiicHeHHs 4S-4ZB, e X apnse
coboto .

BapiaHT 3gincHeHHa 5. Cnonyka ®opmynu 2, sik onucaHo B KopoTkoMy onuci BuHaxoay, ae

Z siBnsie coboto

R? aBnsie coboto CFs; R? aBnsie coboto H abo ranorex; i R* siensie co60oto ranore.

BapiaHT 3giricHeHHs 5A. Cnonyka BapiaHTa 3f4iicHeHHs 5, oe R? aensie coboto H.

BapiaHT 3piiicHeHHst 5B. Crionyka BapiaHTa 3fiiicHeHHst 5 a6o 5A, ae R* sBnsie coboto F, Cl abo
Br.

BapiaHT 3gincHeHHa 5C. Cnonyka BapiaHTa 3giicHeHHs 5B, ge R*® saiBnsie co6oto Cl a6o Br.

BapiaHT 3gincHenHsa 5D. Cnonyka BapiaHTa 34iicHeHHs 5C, BubpaHa 3 rpynu, wo MiCTuTb:

1-[3-xnop-5-(TpudTopmeTun)]-2,2,2-TpUHTOPETAHOH; |

1-[3-6pom-5-(TpuchTopmeTnn)]-2,2,2-TPUPTOPETAHOH.

BapiaHT 3ginicHeHHsa 5E. Cnonyka ®opmynu 5, sik onncaHo B KopoTkoMy onuci BUHaxony, siBnsie
coboto 1-xnop-3-nog-5-(TpucpTopmeTnn)beHson.

BapiaHT 3ginicHeHHs 6. Cnocib BapiaHTa 3gilicHeHHs 1A abo 1E, pe M aBnsie coboto Ca (TobTo,
rigpoKCUA NMy)XHO3eMeNbHOro MeTany ABrisie coboto rigpokcua KanbLito).

BapiaHT 3giicHeHHs1 6A. Cnocib BapiaHTa 3giicHeHHs 1A, 1E abo 6, oe MmonspHe cniBBigHOLEHHS
riApOKCMAY NY>KHO3EMENbHOro MeTany Ao cnonykn dopmynu 2 OOpiBHIOE, LWOHANMEHLLE, NPUBIM3HO
0,1.

BapianT 3pgincHeHHa 6A1. Cnocib BapiaHTa 3gincHeHHs 6A, Oe MonsipHe ChiBBigHOLIEHHS
riApOKCMAY NY>KHO3EMENbHOro MeTany Ao cnonyku dopmynu 2 OOpiBHIOE, LWOHANMEHLWe, NPUbIn3Ho
0,5.

BapianT 3pgincHeHHa 6B. Cnoci6 BapiaHTa 3giicHeHHs 6A1, ge MonsipHe ChiBBiOHOLWEHHS
rigpokcuay NyXHO3eMernbHOro MmeTany Ao cnonykn ®opmynu 2 LOPIBHIOE, LOHANMeEHLE, NPUbnM3Ho
0,8.

BapiaHT 3gilicHeHHst 6C. Cnocib Oyab-sikoro ogHoro 3 BapiaHTiB 34iricHeHHs 1A, 1E abo 6-6B, ge
MOnsipHe CriBBIAHOLUEHHS Figpokcuay ny>Ho3emernbHOro metany Ao cnonyku dopmynu 2 AopisHoE
He binblue HiX NpMbnnsHo 1.

BapiaHT 3ginicHeHHs 6D. Cnocib BapiaHTa 3aiiicHeHHs 1B abo 1F, ge M* aensie coboro K (Tob6TO
KkapOoHaT Nny)XHOoro metany sBnsie coboro kapboHaT kanito).

Bapiant 3giicHeHHss 6E. Cnoci6 BapiaHTa 3giicHenHs 1B, 1F abo 6D, pge wmonspHe
cniBBigHOLWEHHSA KapboHaTy NnyxHoro metany Ao cnonyku dopmynu 2 [OpPIBHIOE, LLOHAWMEHLUE,
npnénusHo 0,01.

BapiaHT 3gincHeHHss 6F. Cnocié BapiaHTa 3piicHeHHs 6E, ge monsipHe CniBBiOHOLUEHHS
KapboHaTy nyxHoro metany oo cnonyku ®opmynu 2 AopiBHIOE, LWoHaiMeHLwe, npubnusHo 0,03.

BapiaHT 3ginicHeHHs 6G. Cnocib 6yab-akoro ogHoro 3 BapiaHTiB 3ailicHeHHs 1B, 1F abo 6D-6F, ge
MOInsIpHE CMiBBIgHOLLEHHA kapboHaTy nyHoro metany oo cnonyku dopmynu 2 AopiBHIOE He BinbLue
Hi>XX Npn6nmaHo 0,2.

BapiaHT 3giicHeHHs1 6H. Cnocib BapiaHTa 3ginicHeHHs 1C abo 1G, ae MonsipHe ChiBBiAHOLIEHHS
1,5-pia3abiunkno[4.3.0]JHoH-5-eHa, 1,8-gia3abiunkno[5.4.0]lyHaeu-7-eHa abo ix cymiwi [0 Cnomnyku
dopmynu 2 fopiBHIOE, WoOHaMeHwe, npmbnmsHo 0,01.

BapiaHT 3pgiicHeHHs1 6l. Cnoci6 BapiaHTa 3givicHeHHs1 6H, ge monsipHe cniBBigHOLWEHHA 1,5-
pias3abiumkno[4.3.0]JHoH-5-eHa, 1,8-gia3abiumkno[5.4.0]lyHaeu-7-eHa abo iXHbOI CyMmilWi OO CMOMyKu
dopmynu 2 fopiBHIOE, WOHaMeHwWwe, npmbnmsHo 0,03.

BapiaHT 3giricHeHHs 6J. Cnocid 6yab-sikoro ogHoro 3 BapiaHTiB 3aiicHeHHst 1C, 1G, 6H abo 61, ge
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MonsipHe cniBeigHoweHHs 1,5-giazabiunkno[4.3.0]HoH-5-eHa, 1,8-gia3abiyunkno-[5.4.0lyHaoeu-7-eHa
abo ixHbOoI cymilwi Ao cnonyku ®opmynu 2 aopiBHIOE He BinbLue Hixk NpubnmaHo 0,2.

BapiaHT 3pgiicHeHHs 7. Cnoci6 BapiaHTa 3giicHeHHst 1A abo 1E, ge nonsipHuiA anpoTOHHWIA
PO34YMHHUK BKINoYae amig abo cynbdokema (BKoyaym ixHi cymildi).

BapiaHT 3gincHeHHa 7A. Cnocid BapiaHTa 34iNCHEHHS 7, Oe MNONSAPHUIA anpOTOHHUN PO3YMHHUK
BKMo4vae oanH abo Ginbwe N, N-gumeTtundopmamia, N, N-aumetnnauetamig, N- MeTUNniponianHoH i
MeTUNCynbgOKCHA.

BapiaHT 3gincHeHHsa 7B. Cnocid BapiaHTa 34iNCHEHHS 7, Oe MNONSAPHUIA anpOTOHHUN PO3YMHHUK
BKITlOYAE amif.

BapiaHT 3gincHeHHsa 7C. Cnocib BapiaHTa 3aiicHeHHs1 7B, e nonsipHUn anpOTOHHUN PO3YMHHUK
BKMoyae oavH abo Ginbwe N, N-gumeTtundopmamia, N, N-gumetunauetamia, N- meTunniponianHoH.

BapiaHT 3gincHeHHa 7D. Cnocib BapiaHTa 3giicHeHHs 7C, ae nonsipHUN anpOTOHHUN PO3YUHHUK
Bkntodae N, N-gumetundopmamia.

BapiaHT 3ginicHeHHs1 8. Cnoci® BapiaHTa 3giicHeHHss 1A abo 1E, ge anpOTOHHWUA PO3YMHHUK,
34aTHUA hopMyBaTM HU3BKOKUMIAYNIA a3e0TPon 3 BOAOHD, BKItoYae edip.

BapiaHTt 3giicHeHHs 8A. Cnocib BapiaHTa 34iCHEHHS1 8, Ae anpPOTOHHWA PO3YMHHUK, 3OaTHUNA
dopMyBaTU HN3LKOKUMNIIAYMIA a3e0TpOoN 3 BOAO, BKITOYAE TpeT-0yTunmeTunosuii eqip.

BapiaHT 3giricHeHHs 8B. Cnocib 6yab-sikoro ogHoro 3 BapiaHTiB 3gilicHeHHs 1B, 1C, 1F, 1G abo
6D-6J, Oe anpoTOHHWA PO34YMHHMK, 30aTHMKA OPMYBaTU HU3BKOKUMNAYMIA a3eoTpon 3 BOAOI0,
BKITHOYA€E aLeToHITpuI.

BapiaHT 3gincHeHHsa 8C. Cnocib BapiaHTa 3gincHeHHs 8A, Ae NoNApHUN anpOTOHHUI PO3YMHHUK
Bkntoyae N, N-gumetundopmamia.

BapiaHT 3airicHenHs 8D. Cnocib BapiaHTa 3gincHeHHsA 8C, ge TpeT-6ytnnmetunosumn edip i N, N-
avMeTtundopmMamig 3HaxodsaTbCs Yy BaroBOMy ChiBBiOHOLWEHHI B AianasoHi Big npubnuaHo 0,5 go
npmobnmsHo 2.

BapiaHT 3giicHeHHs 9. Cnocib BapiaHTa 3aiicHeHHss 1A abo 1E, ge cymiw 3HaxoguTbest npu
TemnepaTypi, WoHanMeHLle, npubnmaHo 65 °C.

BapiaHT 3giricHeHHs 9A. Cnocib BapiaHTa 3a4iicHeHHs 9, Ae CyMill 3HaxoQMTbCs Npu TemnepaTypi,
LoHamMeHwe, npnbnusHo 70 °C.

BapianT 3pginicHeHHs 9B. Cnoci6 BapiaHTa 3giicHeHHs 9A, Oe cymiw 3HaxoguTbcs Mpu
TemnepaTypi, LoHanmeHwe, npubnusHo 75 °C.

BapiaHT 3giricHeHHs 9C. Cnocib BapiaHTa 3giicHeHHs 1B, 1C, 1F abo 1G, ge cymiwl 3HaxoauTbes
npu Temneparypi, WoHariMeHLwe, NpubnmaHo 65 °C.

BapianT 3giicHeHHs 9D. Cnoci6 BapiaHTa 3giicHeHHs 9C, ge Cymill 3HaxoauTbCs Mpu
Temneparypi, LWoHanmeHwe, npubnusHo 80 °C.

BapianT 3gincHeHHs 9E. Cnocib BapiaHTa 3gincHeHHa 9D, ge cymiw 3HaxoguTbCcs npu
Temneparypi, LWoHanmeHwe, npubnusHo 85 °C.

BapiaHT 3gincHeHHa 9F. Cnocib 6yab-Akoro ogHoro 3 BapiaHTiB 3gilicHeHHss 9-9E, ge cymiw
3HaxoauTbCA Npu TemnepaTypi He BinbLue Hixk npubnusHo 110 °C.

BapianT 3givicHeHHs 9G. Cnoci6 BapiaHTa 3gincHeHHs 9F, ge cymilw 3HaxoguTbcs Mpu
TemnepaTtypi He BinbLie Hix npubnunsHo 100 °C.

BapianT 3giicHeHHss 9H. Cnoci6 BapiaHTa 3gincHeHHs 9G, ge cymilw 3Haxo4uTbecs Mpu
TemnepaTypi He GinbLue Hixx npubnusHo 90 °C.

BapiaHt 3ginicHeHHa 10. Cnocib6 BapiaHTa 3gincHeHHa 4 abo 4A, pe cnonyky dopmynm 5
NPUBOAATL Y KOHTAKT i3 MeTaneBnm MarHiem.

BapiaHT 3ginicHeHHa 10A. Cnoci6 BapiaHTa 3gincHeHHs 10, ge MonsgpHe ChiBBiAHOLUEHHSI
MeTarneBoro mMarHito 4o cnonyku ®opmynu 5 JOpiBHIOE, LOHANMEHLLE, NPUGM3HO 1.

BapiaHT 3pgiicHeHHs 10B. Cnoci®6 BapiaHTa 3ginicHeHHs 10A, ge MonsipHe CniBBiOHOLUEHHS
MeTarneBoro MarHito 4o cnonyku ®opmMmynu 5 gopiBHIOE, LWOHanMeHLWwe, npubnusHo 1,02.

BapiaHT 3pgiicHeHHss 10C. Cnocib6 BapiaHTa 3ginicHeHHs 10B, ge MonsipHe ChiBBiAHOLUEHHS!
MeTarneBoro MarHito 4o crnonyku ®opmynu 5 gopiBHIOE, WoHanveHwe, npuénunsHo 1,05.

BapiaHT 3pilicheHHss 10D. Cnoci6 6yab-sikoro ogHoro 3 BapiaHTiB 3giicHeHHss 10-10C, pge
MOInsIpHE CMiBBiOHOLIEHHA MeTaneBoro marHito go crnonykun ®opmynu 5 OopiBHIOE He Ginblue HixX
npubnusHo 1,2.

BapiaHT 3pgiicHeHHs 10E. Cnoci® BapiaHTa 3pgiicHeHHss 10D, ge monsipHe CniBBiOHOLUEHHS
MeTarneBoro mMarHito 4o cnonyku ®opmynu 5 gopisHioe He GinbLue Hik npubnuaHo 1,1.

BapiaHt 3gincHeHHss 10F. Cnoci6 BapiaHTa 3giicHeHHst 4 abo 4A, ge cnonyky ®opmynn 5
NPUBOAATL Y KOHTAKT i3 ranioreHigom ankisnimarHito.

BapiaHTt 3ginicHeHHs 10G. Cnocib BapiaHTa 3giicHeHHs 10F, ge ranoreHig ankinmarsioo siBnsie
coboto ranoreHin C,—C, ankinmarHito.
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BapiaHT 3giricHeHHsa 10H. Cnocib BapiaHTa 3giicHeHHsa 10F abo 10G, ge ranoreHig ankinmarHito
SIBMSi€ COOOM0 ranoreHig BTOPMHHOIO ankinmarHito.

BapianTt 3givicHeHHs 10l. Cnocib BapiaHTa 3aginicHeHHa 10H, ge ranoreHig ankinmarHito siBnsie
coboto ranoreHig isonponinmartito.

BapiaHnT 3gincHeHHss 10J. Cnocib6 BapiaHTa 3giicHeHHs 10l, ge ranoreHig ankinmarHito siBnsie
coboto xnopwug isonponinmartito.

BapiaHT 3giicHeHHss 10K. Cnocié ©Oygb-sikoro ogHoro 3 BapiaHTiB 3giicHeHHst 10F-10J, ge
MONSAPHE CMiBBIAHOLLEHHSA ranoreHigy ankinmardio go cnonyku ®opmynun 5 gOpiBHIOE, LWOHaANMeEHLLE,
npubnusHo 1.

BapiaHt 3piicHeHHs 10L. Cnoci6 BapiaHTa 3giicHeHHs 10K, ge monsipHe CniBBigHOLUEHHS
ranoreHigy ankinmarHito o cnonyku ®opmynu 5 gopisHioe, WoHanmeHwe, npubnunsHo 1,05.

BapiaHT 3gincHeHHa 10M. Cnocié Oyab-sikoro opHoro 3 BapiaHTiB 3aiicHeHHs 10F-10L, ge
MONSApHe CMiBBIAHOLWEHHS ranoreHigy ankinmartio o cnonyku ®opmynu 5 gopisHioe He BinbLue Hix
npuénunsHo 1,2.

BapiaHT 3ginicHeHHss 10N. Cnoci6 BapiaHTa 3ginicHeHHs 10M, ge MonsipHe ChiBBiAHOLIEHHSI
ranoreHigy isonponinmartito go cnonykn ®opmynu 5 gopiBHtoe He Ginblie Hixx npnbnuaHo 1,15.

BapiaHT 3aginicHeHHst 100. Cniocib BapiaHTa 3ailcHeHHs 4 abo 4A, ge cnonyka ®opmynu 6 siensie
coboto meTunTpudTopareTar abo etuntTpudTopaveTar.

BapiaHT 3giicHeHHs 11. Cnocib BapiaHTa 3ailicHeHHs1 4 abo 4A, ae edipHUA PO3YMHHUK BKIOYAE
oavH abo Ginblwe eTunosun edip, 1,4-giokcaH, TeTparigpodypaH i 1,2-aumMeToKcieTaH.

BapiaHt 3gincHeHHa 11A. Cnoci6 BapiaHTa 3piicHeHHs 11, e edpipHWMA PO3YMHHMK BKIOYaE
etunosun ecpip abo TeTparigpodypaH.

BapiaHTt 3giicHeHHs 11B. Cnoci6 BapiaHTa 3gincHeHHa 11A, ge edipHUN PO3YMHHUK BKIOYaE
TeTparigpodypaH.

BapiaHT 3gincHeHHa 11C. Cnocib 6yab-saKkoro ogHoro 3 BapiaHTiB 34ilncHeHHst 4, 4A abo 11-11B,
ae crnonyky ®opmynu 5 npuBogATb Y KOHTaKT i3 (a) meTtaneBmm marHiem, abo (b) ranorenigom
arnkinMarHito B NPMCYTHOCTI apOMaTWM4HOro BYrNIEBOOHEBOrO PO3YMHHUKA 3 LOAABaHHSAM edipHOro
PO34YNHHUKA.

BapiaHT 3gincHeHHss 11D. Cnocib BapiaHTa 3giicHeHHs 11C, ge apomaTW4HWIA BYrNEBOOHEBUN
PO34YMHHUK BKMOYae oamH abo Binblie 6eH3orn, Tonyon i KCunon.

BapiaHT 3ginicHeHHs 11E. Cnoci® BapiaHTa 3ginicHeHHs 11D, oe apoMaTW4HWIA BYrneBOLHEBUWN
PO3YMHHUK BKIIKOYAE TOMNYOT.

BapiaHT 34iNCHEHHA JaHOro BMHaxony, BKMOYaluuM BapiaHTU 3giicHeHHs 1-11E, BuknageHi
BULLE, TAKOX SK Oyab-AKi iHWI BapiaHTW 34iINCHEHHS, ONMCaHi TyT, MOXYTb cnonydatucs Gyab-akum
cnocobom, i onMcK 3MiHHUX y BapiaHTax 34iIMCHEHHS HanexaTb He TifbKM 40 BULLEONUCaHUX cnocobis
ogepxaHHa crnonyk ®opmynu 1, 2 i 7, ane TakoX A0 BWXIOHUX CMOMYK i MPOMDKHWUX CMOMYyK,
3aCTOCOBHUX ANs1 ogepaHHsA cnonyk ®opmynu 1, 2 i 7 3a JONOMOrot JaHUX cnocobis.

IntocTpauis cnonyyeHb BapiaHTiB 3aiicHeHHa 1-11E:

BapiaHT 3giiicHeHHa A. Cnocib, onucaHuii y KopoTkoMy onuci BMHaxody, oAep)KaHHS CrosyKu
dopmMynu 1, WO BKMNOYaE eTarn, Ha SKOMY OUCTUMIOKTb BOAY i3 CyMilli, O MICTUTb cnonyky dopmynu
2, cnonyky ®opMmynu 3, OCHOBY i anpoOTOHHWUA PO3YUHHUK, 34aTHUA POPMYBATU HU3LKOKUMNNAYUNA
as3eoTpon 3 BOAOH, Ae

Z siBnsie coboto heHin, Wwo dakynbTaTtMBHO Mae A0 5 3aMiCHUKIB, HE3aNeXxHo BUOGpaHuX 3 R

Q saBnsie coboro deHin abo 1-HadTaneHin, koxeH akynbTaTUBHO Mae 4O YOTMPbOX 3aMiCHUKIB,
HesanexHo BubpaHux 3 R?;

koxkeH R? siBnsie coboto HesanexHo ranoreH, C,—Cg ankin, C;—Cg ranoankin, C;—Cg ankokcu, Ci—
Ce ranoankokcu, C,—Cg ankinTtio, C;—Cg ranoankintio, C,;—Cg ankinamido, C,—Cg giankinamido, -CN
abo -NO,;

kokeH R® siBnsie co6oto HesanexHo ranoreH, C,—Cg ankin, C,—Cg ranoankin, C,—Cg ankeHin, C,—
Ce ranoankenin, C,—Cg ankinin, C;—Cg ranoankinin, C;—Cg uuknoankin, C;—Cg ranoumknoancin, C,—Cg
ankokcn, C,—Cg ranoankokcu, C,—Cg ankintio, C,—C-, ankinkap6oHrin, C,—C, ranoankinkap6oHin, C,—
Ce ranoankintio, C;—Cg ankincynbinin, C;—Cg ranoankincynediHin, C;—Cg ankincynosgoHin, C;—Cg
ranoankincynbgoHin, -N(RA)RS, -C(:W)N(RA)RS, -C(:W)ORS, -CN, -OR" a6o -NO,; abo deHinbHe
KinbLue abo 5- abo 6-4neHHe HacudyeHe abo HeHacuyeHe reTepouuKnivyHe Kinble, KOXHe KinbLe
akynbTaTMBHO 3aMmiWwleHo ogHMM abo Oinblue 3aMiCHMKamu, He3anexHo BMbpaHumMm 3 ranoreHy, C,—
Cs ankiny, C,—Cg ranoankiny, C;—Cg umknoankiny, Cs;—Cg ranouuknoankiny, C,—Cg ankokcu, C;—Cg
ranoankokcn, C;—C¢ ankintio, C;—Cgs ranoankintio, C;—Cg ankincynbdininy, C;—Cg
ranoankincynbdininy, C;—Cg ankincynbdoniny, C;—Cg ranoankincynbdoHiny, -CN, -NO,, -N(R)R®,
-CEWIN(RYR®, -C(=0)OR® i R';

koxeH R" aBnsge coboto HesanexHo H, C,—Cg ankin, C,—Cg ankeHin, C,—Cg ankidin, Cs—Csg
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umknoankin, C,—C; ankinuuknoankin, C,—C,; uuknoankinankin, C,—C; ankinkapboHin abo C,—C;
ankokcnkapboHin;

koxeH R® sBnsie co6oto HesanexHo H: a6o C,—Cg ankin, C,—Cg ankenin, C,—Cg ankiHin, Cs—Cg
umknoankin, C,—C, ankinumknoankin abo C,—C; umknoankinarkin, KoxeH gakynbTaTUBHO 3aMilLleHUIA
OfHMM abo Oinblue 3amiCHMKaMK, He3aneXxHo BUopaHMmMm 3 R®:

koxeH R® siBnsie co6oto HesanexHo ranoreH, C,—Cg ankin, C,—Cg ankokeu, C,—Cg ankinTio, C;—Cg
ankincynbginin, C;—Cg ankincynbdoHin, C;—Cg ankinamiHo, C,—C8 pgiankinamiHo, C3;—Cg
umknoankinamiHo, C,—C- ankinkap6onin, C,—C; ankokcukapboHin, C,—C; ankinamiHokap6oHin, C;—Cqy
AiankinamiHokapboHin, C,—C; ranoankinkapbonin, C,—C; ranoankokcukapbonin, C,—C,
ranoankinamiHokap6oHin, Cs—Cq ranogiankinamiHokap6oHin, -OH, -NH,, -CN a6o -NO,; abo Qh

koxeH R’ siBnsie cobol HesanexHo deHinbHe Kinbue abo nipMAMHINbLHE Kinbue, KOXHe Kinbue
hakynbTaTMBHO 3aMillleHo ogHMM abo BinbLue 3amiCHMKaMu, He3anexHo BMbpaHumMm 3 R®;

koxeH R® siBnsie coboto HesanexHo ranoreH, C,—Cg ankin, C;—Csg ranoankin, C;—Cg ankokeu, Ci—
Cs ranoankokcn, C;—Cg ankintio, C;—C¢ ranoankintio, C;—Cgs ankincynbginin, C;—Cg
ranoankincynbdidin, C,—Cg ankincynbgoHin, C,—Cg ranoankincynbdoHin, C,—Cg ankinamiHo, C,—Cg
piankinamiHo, C,—C, ankinkapbonin, C,—C, ankokcukapboHin, C,—C; ankinamiHokap6oHin, Cs;—C;
piankinamiHokap6oHin, -OH, -NH,, -C(=0O)OH, -CN ato -NO,;

koxeH Q' siBnsie coBol HesanexHo geHinbHe Kinbue abo 5- abo 6-uneHHe HacuveHe abo
HeHacuyeHe reTepouuKiiyHe Kinble, KOXHe Kinble dakynbTaTMBHO 3aMillleHo oaHMM abo Ginblie
3aMiCHMKaMn, HesanexHo BubpaHummn 3 ranoreHy, C,—Cg ankiny, C,—Cg ranoankiny, C;—Cg
umknoankiny, Cs—Cg ranouuknoankiny, C;—Cg ankokcu, C;—Cg ranoankokcu, C,;—Cg ankintio, C;—Cg
ranoankinTio, C;—Cg ankincynbgininy, C,;—Cg ranoankincynbdiHiny, C;—Cg aJ'IKiJ'Ich'IbeOHiJ'Igl, C1—Cs
ranoankincynogoHiny, C;—Cg ankinamiHo, C,—Cg pgiankinamiHo, -CN, -NO,, -C(=W)N(R )R10 i
C(=0)OR";

koxeH R° siBnsie cobol He3anexHo H, C,—C¢ ankin, C,—Cg ranoankin, C,—Cgz ankeHin, C,—Cg
ankidin, Cs—Cg umknoankin, C,—C-, ankinuuknoankin, C,—C, uuknoankinankin, C,—C, ankinkap6boHin
abo C,—C; ankokcnkapboHin;

koxkeH R aBnsie co6oto HesanexHo H; abo C,—Cg ankin, C,—Cg ranoankin, C,—Cg ankenin, C,—Cg
ankinin, C;—Cg umknoankin, C,~C- ankinumknoankin abo C,—C-; unknoankinankin;

koxkeH R™ siBnsie cobow HesanexHo H; abo C,—C;s ankeHin, C,—Cg ankiHin, C;—Cg umknoankin,
C,—C; ankinuuknoarnkin, C,—C-, unknoankinankin, C,—C-, ankinkap6oHin, C,—C, ankokcukap6oHin, C,—
Cs ankincynbdoHin abo C,—Cg ranoankincynbgoHin; i

koxxeH W aBnsie coboto HesanexHo O abo S.

BapianT 3giicHeHHss A1. Cnoci® BapiaHTa 3gincHeHHs A, e ocHoBa siBnsie cobow rigpokeuna
nyxHosemenoHoro Mmetany ®opmynu 4, i cymiw [oOaTKOBO BKMAOYAE MOMASAPHWUA  anpOTOHHWN
PO3YUHHUK.

BapiaHT 3giicHeHHs A2. Cnocib BapiaHTa 3aiicHeHHs A abo A1, ge Q saBnde cobow deHin,
dakynbTaTMBHO MA€E 4O YOTUPLOX 3aMiCHUKIB, HE3aNeXHO BUOpaHuX 3 RS

BapiaHT 3pgilicHeHHs A3. Cnoci®6 BapiaHTa 3gilicHeHHa A abo A1, ge Q saensie coboto 1-
HadTaneHin, gakynbTaTMBHO Mae 4O YOTUPbLOX 3aMICHUKIB, He3anexHo BUOpaHux 3 R®.

BapiaHT 3giricHeHHs A4. Cnocib BapiaHTa 3giicHeHHs A, A1 abo A2, ae

koxeH R siBrisie co6oto HesanexHo ranoreH a6o C;—Cg ranoarnkin;

koxeH R’ sBnsie cobol HesanexHo ramoreH, C,—Cg ankin, C;—Cg ranoarnkin, -C(W)N(R*R®,
-C(W)OR?® a6o -CN; abo deHinbHe KinbLie abo 5- abo 6-uneHHe reTepoLKIiYHe KinbLie, KOXHE KinbLie
dakynbTaTMBHO 3aMmiWweHo ogHMM abo Binblue 3aMiCHMKamu, HesanexHo BubpaHumun 3 ranoreHy, C,—
Cg ankiny, C,—Cg ranoankiny, -CN, -C(W)N(R*)R® i -C(O)OR>;

koxeH R siBnsie coBoto HesanexHo H abo C,—Cg ankin;

koxeH R° siBnsie coboto HesanexHo H; a6o C,—Cg ankin, daKkynbTaTMBHO 3aMillleHnn ogHuM abo
OinbLue 3amiCHMKaMK, He3aneXxHo BuopaHMmMm 3 R

koeH R® sBnsie co6oto He3anexHo ranoreH, C,—Cg ankin, C,—Cg ankokcu, C,—Cg ankintio, C,—C-
ankoKcukapOoHin, C,—C, ankinamiHokap©OoHin, Cs—Cy AiankinamiHokap©OoHin, C,—C,
ranoarnkinamiHokap6oHin, Cs—C, ranogiankinamiHokap6oHin a6o -CN; a6o Q; i

koxkeH Q' sBnsie coBol HesanexHo nipuavHineHe Kinbue, ¢akynbTaTUBHO 3amilleHe ao 4
ranoreHamu.

BapiaHT 3gincHeHHa A5. Cnocib BapiaHTa 3giicHeHHs A3, ae
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R2a
Z aBnsie co6oto R2b ;. Q asnsie coboto :

RZC RS

R aensie coboto ranoreH, C;—C, ranoaskin abo C,—C, ranoankoKcu:

R? asnsie co6oto H, ranoreH a6o LiaHo;

R*® anisie coboto H, ranorex a6o CFj;

R® siBnsie coboto C(O)N(R*R® a6o C(O)OR>;

R* siBnsie co6oio H, C,—C; ankinkap6oHin abo C,—C; ankokcukapboHin; i

R® aBnsie coboto C;—Cg ankin abo C;—Cg ranoarkin, KOXEH 3aMillleHWin OOHWM 3aMiCHUKOM,
He3anexHo BuOpaHum 3 rigpokcu, C,—Cg ankokcun, C,—Cg ankintio, C,—Cg ankincynbgininy, C;—Cg
ankincynbdoHiny, C,—C;  ankinamiHokapboHiny, Cs—Cy  piankinamiHokapOoHiny, C,—C;
ranoankinamiHokap6oHiny i Cs—Cgy ranogiankinamiHokapOboHiny; i

R aBnsie cobow C,—Cg anin, C,—Cs ankeHin abo C,—Cg ankinin, koxeH ¢akynbTaTMBHO
3aMilleHnn ogHMm abo Ginblle 3aMiCHMKaMu, He3anexHo BuMOpaHumu 3 ranoreHy, C;—C, ankokcu i
deHiny, Wo gakynbTaTMBHO Mae 40 5 3amicHUKIB, BUOpaHumu 3 ranoreHy i C,—C; ankiny.

BapiaHT 3ginicHeHHsa AB. Cnocib BapiaHTa 3giicHeHHs A5, ae R® aBnsie co6oto C(O)N(R4)R5.

BapiaHT 3ailicHeHHst A7. Cnoci6 BapiaHTa 3giiicHenHst A5, ae R® sisnsie coboio C(O)OR>,

BapiaHT 3agincHeHHs B. Cnocib ogepxaHHa cnonykn ®opmynu 1, onmcaHui y KOPOTKOMY OMWUCI
BMHaxo4y, L0 BKMKOYaAE eTarn, Ha sikoMy AUCTUMIOTbL BOAY i3 CyMilli, WO MIiCTUTb cnonyky ®opmynm
2, cnonyky ®opmynu 3, OCHOBY i anpOTOHHUN PO3YMHHMWK, 34aTHUA (POPMYBaTU HU3bKOKUMMISAYMN
aseoTpon 3 BoAoto, Ae Z aensie coboto deHin, wo dakynsTatuBHO Mae 40 5 3aMiCHUKIB, HE3anexHo
BMGpaHux 3 R* (To6T0

}\

(Rz)n — ,
ae n popisHioe 0, 1, 2, 3, 4 abo 5); i
koxeH R? siBnsie coboto HesanexHo F, Cl, Br, C,—Cg ankin, C,—Cq dtopankin, C;—Cg ankokcu, C,—
Cs dbTopankokcu, C,—Cg ankinTtio abo C,—Cg hTOpankinTio;
A0AaTKOBO BKIOYae odepxaHHsi cnonyku ®opmynu 2 3a JONOMOro eTaniB, Ha SKNX
(1) dbopMytOTb peakuiriHy CyMill, Wo MICTUTb peakTuB [piHbsipa, oTpuMaHun 3i cnonyku ®opmynu

Z—X
5

ne X siensie coboto Cl, Br abo |,

NPUBELEHHAM Y KOHTAKT cnonyku dopmynu 5 3

(a) meTaneBuM marniem, abo

(b) ranoreHigom ankinmarHito

Y MPUCYTHOCTI eipHOro po3ynHHKKA; i NOTIM

(2) npnBOOATL Yy KOHTAKT peakuiiHy cymill 3i cnonykoto dopmynu 6

0
Y)]\CFg ’
6

ne
Y siBnsie coboto OR' a6o NR¥R*;

R™ aBnsie coboto C,—Cs ankin; i

R i R" sBnsie coboto HezanexHo C,—C, ankin; abo R™? i R™ B3sTi pasom sik -CH,CH,OCH,CH,-.
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BapiaHT 3gincHeHHss B1. Cnoci6 BapiaHTa 3giicHeHHs1 B, ge ocHoBa siBnsie coboto rigpokeug,
nyxHosemenoHoro Mmetany ®opmynu 4, i cymill [00ATKOBO BKMOYAE MOMASPHUA  anpOTOHHUN
PO3YNHHUK.

BapiaHT 3ginicHeHHs B2. Cnocib BapiaHTa 3giicHeHHs B abo B1, ae Z siBnse coboto

R2a
R2b

RZC

R* sBnsie co6oto F, Cl, Br, C;—C, dTopankin abo C,—C, dTopankokcy;

R? aBnsie coboto H, F, Cl a6o Br; i

R” aBnsie coboto H, F, Cl, Br a6o CF.

BapiaHT 3ginicHeHHst C. Cnoci6 ogepxaHHs cnonyku ®opmynu 2, onucaHun y KopoTkomy onuci
BMHaxody, WO BKMOYaE eTanu, Ha skux (1) dopMyloTb peakuiliHy CyMill, O MICTUTb pPeakTuB
IpiHbsipa, oTpumaHwuii 3i cnonykn dopmMynu 5, NpMBeAeHHSAM y KOHTakT cnonyku ®opmynu 5 3 (a)
MeTanesum marHiem abo (b) ranoreHigom ankinmarHito B NPUCYTHOCTI edhipHOro pO34YMHHUKE; i MOTIM
(2) NnpuBOLATE Y KOHTAKT peakuinHy cyMiw 3i cnonykoto ®opmynu 6, e

X siBnsie coboto |;

Z aBnsie cobol peHin, wo dakynstaTMBHO Mae 00 5 3aMiCHWKIB, HE3anexHo BMOpaHuX 3 R?
(TobTto

7\

2 N
R |
ae n popisHioe 0, 1, 2, 3, 4 abo 5); i
koxeH R? siBnsie coboto HesanexHo F, Cl, Br, C,—Cs ankin, C;—Cg cTopankin, C;—Cg ankokcu, Ci—
Cs tbTopankoken, C,—Cg ankinTtio abo C,—Cg chTOpankinTio.
BapiaHT 3ginicHeHHsa C1. Cnocib BapiaHTa 3aiiicHeHHs1 C, oe Z siBnsie coboto

R2a
R2b

RZC

R*® siBnsie coboto F, Cl, Br, C;—C, dTopankin a6o C;—C, (pTopankokcy;
R?® sBnsie co6oto H, F, Cl a6o Br; i

R*® asnisie coboto H, F, Cl, Br aGo CFs.

BapiaHT 3giicHeHHs D. Cnoci® ogepxaHHs cnonyku ®opmynu 7

FsC. P—N
\
z Q

ae

Z aBnsie coboto hakynbTaTUBHO 3aMilLlEeHU OEHIN; i

Q aBnsie coboro deHin abo 1-HadTaneHin, kKoxeH hakynbTaTUBHO 3aMilLleHI;
i3 3acTocyBaHHaM crionyku dopmynu 1
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F3C
—— Q

1

AKWMI BIOPI3HAETLCA TUM, LLO: OOEPXYIOTb 3a3HadyeHy cnonyky ®opmynu 1 cnocobom ogepikaHHs
cnonykn ®opmynmn 1, onucaHum y KOpOTKOMY oOnuci BMHaxody, O MICTUTb €Tan, Ha KoMy
AVUCTUMIOITE BOAdy i3 CyMmiwi, Wwo MicTUTb cnonyky ®opmynu 2, cnonyky ®opmynu 3, OCHOBY i
anpoTOHHMI PO3YMHHUK, 34aTHUIA (DOPMYBATN HU3LKOKUMNNAYMIA a3€e0TPOon 3 BOAOH0.

BapiaHnTt 3gincHeHHs D1. Cnocib BapiaHTa 3gincHeHHs D, ge ocHoBa saBnsie coboto rigpokeug
nyxHosemenoHoro metany ®opmynu 4, i cymill [OOAATKOBO BKMOYAE MNOMNSAPHUA  anpOTOHHWUA
PO3YNHHUK.

BapiaHT 3gincHeHHa D2. Cnocib BapiaHTa 3aincHeHHs D abo D1, pe

z

R2a

2b
Z sBnsie coboro R : Q siBnsie coboto | :

RZC

R?* aensie co6oto ranoreH, C;—C, ranoaskin abo C,—C, ranoankoKkcu:

R? asnse coboro H, ranoreH a6o LiaHo;

R* aBnsie coboto H, ranorex a6o CF3;

R* asnse coboto H, C,—C; ankinkap6oHrin abo C,—C-, ankokcnkapboHin; i

R® sBnsie coboto C,—Cg ankin abo C;—Cg ranoarnkin, KOXeH 3aMillleHUA OAHUM 3aMiCHUKOM,
He3anexHo BubpaHum 3 rigpoken, C;—Cg ankokecun, C,—Cg ankintio, C,—Cg ankincynbgiHiny, C;—Cg
ankincynbgoniny, C,—C;  ankinamiHokapboHiny, Cs—Cy  gpiankinamiHokapboHiny,  C,—C;
ranoarnkinamiHokap6oHiny i Cs—Cgy ranogiankinamiHokapboHiny.

BapiaHT 3gincHeHHsa E. Cnocib ogepxxaHHa cnonyku ®opmynu 7

F3C O0— N
X)\
z Q
7

ae
Z aBnse coboto hakynbTaTUBHO 3aMilLleHUn OeHin; i

Q aBnse coboto eHin abo 1-HadTaneHin, koxeH akynbTaTUBHO 3aMiLLIEHWIA;
i3 3acTocyBaHHsM cronyku dopmynu 1

O
F3C
— Q
z
1

SAKUN BIOPI3HAETLCA TUM, LLO: 3aCTOCOBYHOTb sIK 3a3HayveHy cnonyky dopmynu 1 cnonyky dopmynm
1, oTpumaHy cnocobom, onucaHnMm y KopoTkomy onuci BuHaxogy A5 ogepXaHHA cnonyku dopmynu
1, WO MICTUTb eTan, Ha SKOMY OUCTUIIOKOTb BOAY i3 CyMiLlli, O MIiCTUTb crnonyky dopmynu 2, cnonyky
®dopmynu 3, OCHOBY i anpOTOHHUN PO3YUHHMK, 3OATHUN HOPMYyBaTW HU3LKOKUMMAYMIA a3eoTpon 3
BOJOH0.

BapiaHT 3gincHeHHs E1. Cnoci6 BapiaHTa 3giicHeHHss E, oe ocHoBa siBnsie coboto rigpokeug
nyxHosemenoHoro metany ®opmynu 4, i cymill [00ATKOBO BKMOYAE MOMNSAPHUIA  anpOTOHHWUIA
PO3YNHHUK.

BapiaHT 3gincHeHHsa E2. Cnocib BapiaHTa 3aiicHeHHs E abo E1, ge
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RZa

Z asnse coboro  R2b ,  Qaense coboto | ;

RZC

R? agnsie o600 ranoreH, C,—C, ranoankin abo C,—C, ranoankokcu;

R? sBnsie coGoto H, ranoreH a6o LjiaHo;

R siBnsie coboto H, ranoreH a6o CFy;

R* asnsie coboto H, C,—C; ankinkap6oHrin abo C,—C-; ankoKkcnkapOoHis; i

R® sBnsie coboto C,—C¢ ankin abo C,—Cg ranoarkin, KOXeH 3aMillleHUA OAHUM 3aMiCHUKOM,
He3anexHo BuMbpaHum 3 rigpokcu, C,—Cg ankokcun, C,—Cg ankintio, C,—Cg ankincynbgiHiny, C,;—Csg
ankincynedoHiny, C,—C;  ankinamiHokapboHiny, Cs—Cy  piankinamiHokapOoHiny, C,—C;
ranoankinamiHokap6oHiny i Cs—Cgy ranogiankinamiHokapboHiny.

Y HacTynHux Cxemax 1—10 BusHaueHHs Z, Q, R% R®, R*, R°, R®, R”, R®, R?, R, R™, R, R®iW y
crnonykax ®opmynu 1-7 i 11-15 € Takumun, sk Bu3HaveHo sue B KOpoTKOMY Onnci BUHaxody, i ONuCi
BapiaHTIiB 34INCHEHHS, AKLWO He 3a3HadveHe iHwe. ®opmyna 1a asnse coboto niaMHOXUHY opmynn 1.
dopwmyna 5A aBnse coboto niamHoxnHYy Popmynu 5. dopmynu 7a, 7b, 7c, 7d, 7e i 7f aBnsoTe coboto
nigMHoXxnHn ®opmynu 7. dopmyna 13a asnsie coboto nigmHoXMHY opmynu 13.

Y cnocobi gaHoro BuHaxogy npointoctpoBaHoMy B Cxewmi 1, cnonyky ®opmynu 1 ogepxyoTb 3a
AOMOMOroLo eTany, Ha KoMy AUCTUIIOITb BOAY i3 CyMiLli, WO MICTUTb cnonyky dopmynn 2, Cnonyky
dopmynn 3, OCHOBY rigpokcuay nyxHosemernbHoro metany Popmynu 4, NOnsipHUA anpoOTOHHWI
PO3YMHHUK, | aNPOTOHHWI PO3YNHHUK, 30aTHUIN hOpMyBaTH HU3LKOKUMIAYMIA a3e0TPON 3 BOOOHO.

Cxema 1
o -
F O
3G @ M(OHY, FiC_ OH M(OH);  Fs(,
z H,C Q — — Q
- z AseoTponHe 7
2 3 11 BHIATEHHT 1

- J Boam

pe M aBnsie coboto Ca, Sr abo Ba.

Mepwwnin eTan gaHoi peakuii BKNOYae anbAonbHy KOHAEHcauito, wo gopmye cnonyky dopmynu
11. Cnonyka ®opmynn 11 € HeBuAiINeHoto, ane 3aMiCTb LbOro Npu ymMoBax peakLii nepeTBOPIETLCS B
crnonyky ®opmynu 1.

CrexiomeTpis aaHoi peakuii MiCTUTb y cobi ekBIMONSIPHI KinbkocTi cnonyk ®opmynu 2 i dopmynu
3, i 3acTOCYBaHHS EKBIMONSIPHMX KifTbKOCTEW, SIK NpaBuno, € 6inbw peHTabensHuMm. MpoTe, HeBEMUKi
MOMNSIPHI HaOJ IMLWKM OOHOrO 3 peareHTiB € 6e3nevyHuMu Onsi peakuil, i sKWO Of4MH 3 peareHTiB €
Habarato gewesBwum abo Ginbw npenapaTMBHO AOCTYMHWUM, i3 3aCTOCYBaHHSIM MOFO HEBEITMKOro
Hagnvwky (Hanpuknag, 1,05 mMonsipHUX ekBiBaneHTiB), Moxe OyTu GakaHum 3abe3neynTn MoBHE
nepeTBOPEHHST BiNnbLl 4OPOroro abo MeHLWw npenapaTUBHO AOCTYMHOrO peareHTy.

lppokcngn nyxHosemenoHoro metany dopmynu 4 i crnonyku, 3gaTHi bopMyBaTU 3a3HauveHi
rigpoKCUAMN NY)XHO3EMENbHOr0 MeTany NpW KOHTaKTi 3 BOAOH, sK Oyno BiOAKpUTO, € Hag3BMYarHO
edekTBHUM s 3abe3neyeHHs BUCOKUX BuxodiB crnomnyk Popmynu 1. [aHi oCHOBM rigpokcuay
NYy>XHO3eMEeNbHOro MeTarny BKIHOYaTh MapoKeuam KanbLito, CTPOHLi0 abo Gapito, rigpokcuna KarnbLito
nepeBaXxXHUN 3aBOSKWM CBOIW HWU3bKIM BapTocTi. lNgpokcuau nyxHosemensHoro metany dopmynu 4
MOXYTb OyTK cdopMoBaHi in situ 3i cnonyk, 3gaTHMx QOpMyBaTWU FiQPOKCUMOMN JY>KHO3EMETLHOIO
MeTany npu KOHTakTi 3 BOAOK (BM3HAYEHMX TYT sK "MOMNepegHuKuU rigpoKkcugy Iy>KHO3eMENbHOro
MeTany"), Taki sk rigpugu nyxHosemenbHoro metany. onepegHukM rigpokcmay Ny>KHO3eMeSbHOro
MeTany MOXYTb pearyBaTu 3 BOLOM, AKa MPUCYTHSA Y peakuiiHii CyMilli, BKMYakouu Bogy, WO
dopmyeTbCa B pesynbTaTi peakuii, Ans dpopMyBaHHSA BigMNOBIAHMX TOPOKCUAIB MNY>KHO3EMESbHUX
MeTanis. [igpuan nykHo3eMenbHOro MeTany € nepeBaxHUMKU siK NonepeaHunKn, OCKINbKM 1X peakuis
ana  copmyBaHHS TiAPOKCUAIB NY)KHO3EeMenbHOro MeTany Buaanse Body, WO dOpMyeTbCH B
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pesynbTaTi peakuii, yHukatoum guctunauii. Figpna kanbuito € 0cobnMBo NepeBaXKHUM SK NonepesHuK
riApoKCMAay NyXHO3eMenbHOro MeTarny BHacnifoK NMoro KOMepLinHOT AOCTYNHOCTI Ta BiAHOCHO HU3bKOT
BapTOCTi. Xo4a rigpua KanbLilo € nepeBaXxHUM 415 NPAMOro BMaaneHHs Boau, o4aBaHHSA rigpokeuay
Kanbuito onst dopMyBaHHS peakuiHOi cymiwi € nepeBaxHMM Anist cnocody Cxemun 1, y sikomy BoAy
BMOAnNslTb 3a AOMOMOroK as3eoTPonHOi AUCTMRAUIl, TOMY WO rigpokcua Kanbuito He dopmye
ra3onofdibHnn BogeHb i € nerwmm anga 36inblleHHst macwTab, i, BnacHe Kaxy4yu, 6e3neyHiwmni npu
3aCTOCYBaHHI, HiX rigpug Metany y BenmkoMy macLuTabi.

lpgpokcng nykHo3eMenbHOro MeTany gogatTb Ans GopMyBaHHS peakuiHoi CyMilli Tak, wob
MOMsipHE CMIBBIAHOLIEHHS TrigpoKkcuay InyXHO3eMernbHoro Metana Ao cnonyku dopmynu 3
3Haxo4unocH, $K npasuno, B Adiana3oHi Big npubnusHo 0,1 go npumbnusHo 1. Ak npasuno,
CniBBiAHOLWEHHS B Aiana3oHi Big npubnuaHo 0,5 go npmbnusHo 1 3abesneyye BUCOKY LLBUAOKICTb
peakLii Ta BUCOKi BUXOAM NPOAYKTY.

Y paHomy cnocobi peakuinHa CyMill BKMOYAE i MONAPHUA anpOTOHHUA PO3YUHHMK, | anpOTOHHWUIA
PO3YMHHUK, 34aTHUN (POpMyBaTM HU3BKOKMNMAYUA aseoTpon 3 Boaot. [londpHuiA anpOTOHHUR
PO3YMHHUK MOXE MICTUTU CyMill CMOSyK MONAPHOro anpoTOHHOrO PO3YMHHMKA, ane, sk nNpasBwuno,
AaBnsie cobor oKpemy CnomnyKy NOMsiPHOro anpoTOHHOIO PO3YMHHUKA. AK 3a3BMYal po3yMiloTb Y AaHiN
ranysi TexHik1, anpoTOHHMIA PO3YMHHUK O3HA4Yae pigKy cnonyky, wo He mae -OH abo -NH vyactuHu y
CBOI MOMEKYNAPHIA CTPYKTYpi. TakoxX, 9K 3a3BuMyan po3yMiloTb Y AaHi ranysi TeXHiKW, NonspHuin
PO34YMHHUK O3HA4Ya€ piaKy CMosyKy, WO Mae AieneKkTpudHy MocTinHy Ginblwe Hix 15. Ons gaHoro
cnocoby ocobnuBO BigOMi NOMAPHI aNPOTOHHI PO3YMHHWUKN € OOCUTb MOMSPHUMK ONsl 3MillyBaHHSA 3
BOAOIO Y BCIX MPOMNopLisX Npu KiIMHATHIA Temnepatypi (Hanpuknag, npmbnuaHo 20-25 °C). MonapHun
anpoTOHHMI PO3YUHHUK Oinblle MNepeBaXXHO Mae TOYKY KWUMiHHS BULLE, HDK TOYKA KMMiHHS
HU3BbKOKMMMAYOro as3eoTpony, TaK WO MOMSAPHUA anpoTOHHWUA PO3YMHHMK He BUOANSAETbLCA 3
peakuinHoi cymiwi. [aHi BnacTtMBOCTi Hamkpalle 3abesnedvyloTbCd amigHuM i cynbgokengHum
PO3YMHHUKaMM, WO € KOMEPUINHO AOCTYNHUMW MpW BiOHOCHO HW3bKiM BapTocTi. g amigHumun
PO34YMHHUKaMM MaloTb Ha YyBas3i CMOMyKM PO3YMHHMKA, WO MICTATb KapOokcamigHy MOMeKynspHy
YacTuHy. 3arafnbHUMKM nNpuknagamum amigHux posunHHukiB € N, N-anmetundopmamia, N,
N-gumeTtunauetamig i N-metunniponianHoH. Cynb@OKCUOHI PO3YMHHUKM MICTSTb CYNbGOKCUOHY
MOMEKYNSpPHY YacTuHY; 3ararnbHi NpukNagu BKAYalTb AuMeTuncynbdokeu (TakoxX BiOMUR SK
mMeTuncynbdokena) i cynedonaH. N, N-gunmetundopmamig € Ginblie nepeBaXHUM, OCKiNbKWA BiH
3abe3nevye NpekpacHi pesynbTaTi, Mae TOYKY KWMiHHS 3HAYHO BuMLE, HiXX BoAda, ane Bce Lie MOoXe
nerko BuaanaATucsa AUCTUNALIEI, | € KOMepLiHO AOCTYMHMUM MPKU BiAHOCHO HU3bKi BapTOCTI.

Y paHoMy cnocobi BKMHOYEHHST anpOTOHHOMO PO3YMHHMKA, 30aTHOrO (hOPMYBATU HU3bKOKUMNAYMNA
as3eoTpon 3 BOAOH, CMpUSE BUOANEHHIO 3a OOMOMOroK AUCTUMAUiT BOOW, WO YTBOPKETLCS $IK
NoGiuyHUA NpoAyKT. ANPOTOHHWUIA PO3YMHHMK 3a3BUYal € OKPEMOKO CMOMYKOK PO3YMHHMKA, ane MoXxe
Takox OyTWM CyMmillLio CNOMyK PO3YMHHMKA (Hanpuknag, isomepu kcunony). Mg HW3bKOKMNNAYUM
a3e0TpPOrnoOM MaEeTbCA Ha yBasi a3eoTpor, WO Mae TOYKY KMMIHHA HWKYe, HK K TOYKa KUNiHHA BOAM,
TaK i TOYKa KMMNIHHA anpOTOHHOIO PO3YMHHWMKA. 3a BU3HAYEHHSM, HU3LKOKUMNAYI aseoTponu, Lo
MIiCTATb BOAY, MaloTb HOPMaribHi TOYKU KUMiHHA Huk4e, HiXX 100 °C (To6TO HopMarbHa TOYKa KUMiHHSA
BoaM). TakMM YMHOM, TOYKa KMMIHHA HU3bKOKMMNAYOro aseoTpona Oyge 3HayHO HMKYe, HiK TOYKM
KuniHHA cnonyk ®opmynu 1, 2 i 3, i gani cnonyku 6yayTb 3anuwiaTncs B peakuilHiin cyMmilli npoTarom
ancTunsadii. Ak yxe 3ragysanu, nepeBaxHO, KONW NOMSAPHUA anpPoTOHHUIA PO3YMHHUK i anpoOTOHHUN
PO3YMHHUK, 34aTHMIA QOPMYBATU HU3BKOKUMMAYUA as3eoTpon, BubupalTb Tak, WOO nonsipHUn
anpOTOHHMI PO3YMHHUK MaB TOYKY KMMIHHSA BULLE, HDK a3eoTpon Tak, Wwob MonspHWA anpOTOHHMN
PO3YMHHUK HE BMAANSABCS MPOTAroM AMCTUNAUii. ANPOTOHHI PO3YMHHUKM, WO POPMYIOTb a3eoTponu 3
BOAOW, SK [obpe BiAOMO B [aHi ranysi TexHiKW, i KOpPOTKi MOCiOHMKM Oynmu onyGrikoBaHi,
NpeacTaBnsyM iX TOYKM KUMiHHA (AuB., Hanpwuknag, Azeotropic Data, Number 6 y the Advances in
Chemistry Series, American Chemical Society, Washington, D.C., 1952, 3okpema, cTtopiHkn 6—12).
Mpuknagn npuaaTHUX anpOTOHHUX PO3YMHHUKIB, WO (POPMYIOTb HU3BbKOKUMMAY a3eoTponu 3 BOAOH,
BKITIOYAOThL edipu, Taki Sk eTunaueTtaT, apoMaTu4Hi BYrneBoAHi, Taki sik 6eH3on i Tonyon, i edipw,
Taki Ak TpeT-byTunmeTunoBuin edip, TeTparigpodypaH i 1,4-giokcaH. [lepeBaxHo, aseoTpon,
cchopMoBaHUIn anPOTOHHMM PO3YMHHMKOM i BOAOHO, BKIHOYAE BiNbLUMIA NPOLEHTHUIA BMICT BOAW, HiX €
PO3YMHHUM B anpOTOHHOMY PO3YMHHWKY NPW KiMHaTHIM TemnepaTypi (Hanpuknag, 15-35 °C), Takum
YMHOM, MOMerwyYn BenvMKkoMacwTabHe BiggineHHsa BOOW Bi4 KOHOEHCOBAHOro aseoTpona B
AeKaHTaTopHIM nacTui, i MOBTOPHE 3aCTOCYyBaHHSA 3HEBOAHEHOro anpOTOHHOrO pPO34YMHHMKA A0
cepeguHn OUCTUMALINHOT KOMOHW. TakMM YMHOM, anpOTOHHI PO3YMHHUKK, L0 HEe 3MilyTbCsa 3
BOAOM, Taki Ak eTunauetaT, 6eH3on, Tonyon i TpeT-6yTunMeTunoBun eqip, € Ginbl NepeBaxHUMU,
HiXX TeTparigpodypaH i 1,4-giokcaH, sKi 3MiLYTECS 3 BOAOHO.

TpeT-6yTvnmeTnnoBun edip, 9k 6yno BiAKPUTO, €, 30KPEMA, 3aCTOCOBHUM Y SIKOCTi anpOTOHHOTO
PO34YMHHUKA B AaHOMY crnocobi. TpeT-6yTunmeTtunoBun edip opmye azeoTpon 3 BOAOH), LLO KMMUTb
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npn 52,6 °C i ytpumye 4 % Boan i 96 % TpeT-6yTMNMeTMnoBoro eqipy, i TOMy 34aTHUA LUIBUAOKO
nepemiwatin BoAy AUCTUNAUIED 3 peakuinHoi cymiwi. Kpim Toro, Boga € pO34YMHHOK B TpeT-
oytunmeTnnoBomy edipi 00 CTyneHs Tinbkn npubnmaHo 1 %. Tomy y BenvkomacluTabHux
OTPUMAaHHSAX, e KinbKOCTi TpeT-0yTunmeTnnoBoro edipy B AeKaHTATOPHIN nacTui He AoCuUTb Ans
Toro, wob po34MHUTK BCHO BOAy, LUO yTBOpWnacs B pe3ynbTaTi peakuii, KoHgeHcart y nactui 6yge
pO30iNsATUCS Ha BEPXHIN wWap, WO BKMAYae TpeT-OyTunMmeTtunoBun edip, WO MICTUTb TiNbKK
npnbnusHo 1 % BoAW, KU MOXe OyTU NOBEPHYTUA OO CepeanHn OUCTUMSLINHOI KOJIOHW, i HUXKHIN
wap, Wo MICTUTb MepeBaxxHO Body, fka mMoxe 6yTn BuganeHa. KpiM Toro, BiAHOCHO HU3bKi TOYKM
KMMiHHS TpeT-6yTMnMeTMnoBoro edipy Ta 1Moro aseoTpony 3 BOAok 3abesnedyioTb BUMOIp LUMPOKOro
JdianasoHy TemnepaTyp peakuil 3a [JOMOMOrow perynioBaHHSA nponopuii TpeT-6yTunMeTunoBoro
egipy, 06'egHaHOro 3 NONAPHMM anpPOTOHHMM PO3YMHHUKOM, LWO Mae Touky KuniHHg Buwie 100 °C,
3Ha4yHO Buwe 120 °C (Hanpuknag, N, N-gumetundopmamin). Hanpuknag, peakuidiHi cymiwi, Lo
MIiCTATb 3Ha4HO Binblue TpeT-6yTunmeTunosoro eqipy, Hixx N, N-aumetundopmamigy (DMF), moxyTb
KMMiTM Npu TemnepaTypax pe3epByapa He Habarato Buwe 55 °C, y TOM 4ac sK peakuiviHi cymiwi, Lo
MICTATb [eKinbka MeHle TpeT-OyTunmeTunosoro ediipy BigHocHo DMF, MoXyTb Kunitm npwm
TemnepaTypax pesepByapa Buwle 100 °C. Ak npasuno, TpeT-6ytunmetunosun edip i N, N-
anveTundgopmamia 3HaxoAsiTbCS y BaroBOMy ChiBBiAHOLWIEHHI B fgianasori Big npubnusHo 0,5 go
npubnusHo 2.

Peakuis cnocoby Cxemun 1 moxe 6yTu npoBedeHa B LUMPOKOMY Aianal3oHi TemnepaTyp. TuMnoso
TemnepaTypa peakuii JOpPiBHIOE, LOHaNMeHLLEe, NpubnnsHo 65 °C. Xo4va peakLisi NPOAOBXYETLCS Npun
Binbl HU3BbKMX TemnepaTypax, WBUAKOCTI € HWKYMMMU, | a3e0TPONU MPOTOHHUIN PO3YMHHUK-BOAA, LLO
knnnsitb Hwkye 50 °C, TMNOBO MICTSITb BIAHOCHO Mano BoAu (Hanpuknag, guxnopmetraH opmye
aseotpor, wo mictntb 1,5 % BoAM), LLO CNOBINBLHIOE BUAaneHHs soan. binblwe TMnoeo, TemnepaTtypa
peakuii OOpiBHIOE, WoHanMeHLwWwe, npubnuaHo 70 °C i Hanbinble TMNOBO, LWOHANMEHLIE, NPUBIM3HO
75 °C. Xo4a BWCOKI TemnepaTypu MiABULLYIOTb LUBWAKICTb peakuii, BOHU MOXYTb TaKOX BUKIMKATK
noGiyHi peakuii, 3MeHLUy4M YMCTOTY Ta BMXig npoaykTy. ToMy TUMOBO TemnepaTtypa peakuii ckrnagae
He Oinbwe Hixk npnbnuaHo 110 °C, Ginbwe TMNOBO He Ginblue Hix NpmbnmaHo 100 °C, i HakbinbLe
TMNOBO He BinbLue Hixx npnbnusHo 90 °C.

Cronykn ®opmynu 2 i 3, rigpokcung nyxHosemensHoro metanu ®opmynu 4 (abo nonepegHuik,
Takun $K rigpua nNyXHO3eMernbHOro MeTarny), MOMSPHUA anpoOTOHHUW PO3YUHHUK | anpOTOHHUN
PO3YMHHUK, 34aTHUIA POPMYBaTU HU3LKOKUMIISAYMIA a3e0Tporn, MOXyTb OyTu 3'egHaHi B OyOb-skomy
npuaaTHOMY NOpsAAKY, Wob cchopmyBaTn peakuinHy cymill.

Xig peakuii MOXe KOHTPOMBaTUCA 3a [OOMOMOrOK 3aranbHOMPUIHATUX CNocobiB, TakuMx $K
TOHKOLWapoBa xpomaTtorpadis, HPLC (BEPX — BucokoedektnsHa pignHHa xpomartorpadis) i 1H AMP
(spepHUMn MarHiTHAN pes3oHaHC) aHanisie anikeoT. [licns 3aBepLlUeHHs peakuii, CyMmill TWNoBO
NPOXONMOMKYTb [0 KIMHaTHOI Temnepatypu, i MpOAYKT BiAOKPEMMOTb 3a [OMNOMOrol
3aranbHONPUHATUX CnocobiB, Takux K inbTpauis, eKkCcTpakuid, AMCTUNAUiA Ta KpucTanisauis.
Hanpwvknag, rigpokcuan ny>XHoro metany W iHWi TBepAi pe4OBMHU, MOXYTb OyTW 3BUYAAHO BUITyYEHI
ginbTpauieto. Bogpa moxe OyTv gogaHa Oo inbTpaTy 3a CUMBHOK KUCMOTOK (Takokw  siK
XJIOpPOBOAHEBA KUcroTa), Wwob HenTpanidyBaTu Oyab-sIKy OCHOBY, LIO 3anvunacs, i JOMoMOrTu
BMOANUTN MOMAPHI Po34MHHUKK, Taki sk DMF. BigokpemnioioTb opraHiyHy ¢asy, Aani npoMmBaloTb
BOAOO, WOO BMAANUTU NONSAPHI PO34MHHMKK, Taki sk DMF, cywaTtb Hag ocywyBadamu, Takmmm siK
cynbcat marhito abo MonekynsapHi cuta, i NOTIM BMMAPOBYIOTb PO3YMHHUK, 3anuLLaYM NPOSYKT,
4YacTo y BUMSAAi KpMCTaniyHoi TBEPAOI PEYOBUHM, WO MOXe OyTu nepekpucTanizoBaHa 3 pO34YMHHUKIB,
TakuX sIK reKcaHu.

Ons BenukoMacwtabHux ogepXaHb, Y SKUX CYLUIHHA 3 OCyLlyBa4YaMu € HeNpakTUYHMM, BigdineHa
opraHiyHa dasa Moxe OyTu BMCYLLEHA Ta CKOHLEHTPOBAaHa BUAANEHHAM OUCTUNALIEI0 K BOOM, TaK i
anpoTOHHOIO PO34YMHHMKA, 30aTHOrO (YOpMyBaTU a3eoTpon 3 BOLOK (dani Has3MBaeTbCA TyT $K
"peakuinHniAi  a3eoTPONHUA PO3YMHHUK"). 3anuwok noTim Moxe OyTu po3BefeHUid HEMONSPHUM
PO3YMHHUKOM, LLO MaE TOYKY KWUMIHHS BULLE, HK peakuiiHUA a3eoTpPONHUN PO3YMHHUK (Hanpuknag,
dpakuia rekcaHis, O Mae HopMmarbHy TOYKY KUNiHHA 65-70 °C, konu peakuiiHMn a3eoTpOorHUn
PO34YMHHUK ABNSiE coboto TpeT-byTnnmeTunosui edip) i AMCTUNSALIID NPOJOBXMIN AN BUOANEHHS
3anuLIKy peakuinHOro a3eoTpPOMNHOro PO3YMHHUKA i (hakynbTaTMBHO AESKOI KiNbKOCTi HEMOMsipHOro
PO34YMHHUKA. YacTe OXONOMKEHHSA CYMillli, O MICTUTb NPOAYKT i HENONAPHUIA PO3UYNHHUK, NPU3BOAMUTL
[0 KpucTanisauii npoaykty. AnNbTEPHATUBHO HEMOMNSPHUA PO3YMHHMK MOXe OyTu BunyyYeHun
A0AaTKOBO AMCTunsuieto abo BunapoBaHHSM, OO 3anuwwmnT NPOAYyKT.

3amicTb BUAINEHHA NpoaykTy MoXe OyTm OGinblie npuaaTtHAM MepeMilleHHs MPOAYKTY B
PO34YMHHUK, 3aCTOCOBHWUI ANs1 nodanblioi peakuii (Hanpuknag, crnocio Cxemu 6). lNicna BupaneHHs
ONCTUNSLIED $IK BOAM, TaK i peakuiiHoro as3eoTPOMHOro pPO3YMHHMKA, 3anuWoK Moxe 6yTu
pO3BEAEHMI PO3YMHHMKOM, 3aCTOCOBHMM Y MoJanbllii peakuii (HasuBaeTbCsl TyT $K "3aMiHa
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peakuinHoro po3ymHHuka"). Mani KinbKOCTi 3anuLlKy peakuinHOro a3eoTponoro po3dYMHHMKA MOXYTb
OyTv npunycTMMmi B noganbluin peakuii. AnbTepHaTUBHO, SKLLO 3aMiHa PeakLUilnHOro pO34YMHHMKA Mae
TOYKY KMMIHHSA BULLE, HK peakuiiHMI a3eoTpOnHMA PO3YMHHMK (Hanpuknag, TeTparigpodypaH sk
3aMiHa peakuiiHOro PO3YMHHUKA, KONW pPeakuiHUA a3eOoTPOMNHUA PO3YMHHUK siBNsSie cobo TpeT-
OyTunmeTnnoBun edip), 3anuvLOK peakUiHOro a3eoTPOMHOr0 PO34YMHHMKA Moxe OyTu nerko
BUTYYEHUI ONCTUNSLIED.

Cnocib Cxemun 1 Tunoso 3abeaneuvye cnonyky ®opmynu 1 y Burnsgi cymiwi E i Z reometpmnyHux
i3oMepiB (MO3HaA4YaeTbCA XBUMSACTO fiHieo y ®opmyni 1), y sikii OAMH i30Mep MOXe nepeBaxartu.
Cnocobu ounLLeHHs, Taki K nepekpucTanisadis, 4acto 3abesneyyroTb OYMLLEHI NPOAYKTH, WO MICTATb
3aebinbwe abo BUHATKOBO OOQUH rEeOMETPUYHUIA i3oMeEp.

B anbTepHaTtmMBHOMY cnocobi ogepxaHHs cnonyk dopmynu 1, cnonykn ®opmynu 2 i 3 npuBoadaTb
Y KOHTaKT i3 rigpuaomM ny>KHO3eMenbHOro MeTany, Takum K rigpua KanbLito, y NPUCYTHOCTI MONSIPHOTO
anpoTOHHOrO PO34YuHHMKA, Takoro Ak DMF, yHukawum HeobXigHOCTI BKNHOYATM anpOTOHHUN
PO3YMHHUK, 3OaTHUA (POpMyBaTM HU3LKOKUMNAYMIA a3eoTpon 3 BoAok, abo ancTunaudiio Bogun i3
cymiwi. Y gaHomy cnocobi rigpua ny>kHO3eMenbHOro metany Cryrye y SKocTi sik Aepena OCHOBM,
wob kaTanisyBaTu KOHAEHcaUjlo, TakK i areHTa, Lo ocylye, Wob B1uaansaTn Bogy, ska yTBOPUTLCH SK
noGiyHui npoaykT. OCKINbKK rigpua NYKHOro MeTany Crnyrye y sIKoCTi OCHOBHOIO areHTa, L0 OCYLUYE,
cTexiomeTpis BUMarae MONSIPHOro CniBBigHOLWEHHS, WoHanmeHwe, 0,5 BigHocHO cnonyk ®opmynu 2 i
3. Tunoee cnieBigHoOLWeEHHA NpnbnuaHo 1,3 3abeanevye BeNWKY LUBUAKICTb peakuii Ta BUCOKI BUXOOW
npogykTy. ligpnan nykHo3emeneHOro MeTany, sk NpaBumno, MatTb ManeHbKy PO34YMHHICTb B iIHEPTHMX
00 HUX PO3YMHHMKAX, TOMY ManeHbKUA PO3Mip YacTOK NMOKpallye MacoBe NepeHeCceHHs Ta rOTOBHICTb
OaHNX peareHTiB pearyBaTu (Hanpuknag, 3 Bogow). Xoya, TUNoBe MOMsipHe CMiBBIAHOLLEHHSA riapuay
nyxHoro metany go cnonyku ®opmynu 3 He Ginblwe HiXX NpMBRM3HO 2 NOTPIBHO ANS KpaLymx
pesynbTaTiB (TOGTO BUCOKE NMepeTBOPEHHS Ta BMXOAWM NPOAYKTY), BEMMKWMA PO3MIp YacTOK rigpuais
NY)XHO3EMENBHOrO MeTany MOXe BMMaratM MOSSIPHOrO CriBBiAHOLWIEHHS Trigpuay 4O ChOJyKu
Qopmynu 3 Oinblle HiK 2 ANS Kpawux pesynbraTtiB. [JaHui npouec TUMOBO NPOBOASATbL Npu
TemnepaTypi, WoHanmeHLwwe, npubnnsHo 45 °C, Binblie TUNOBO, WoOHanMeHLWwe, NnpndnuaHo 55 °C, i
TUNOBO He OinbLue Hixx npnbnuaHo 100 °C, 6inble TMNoBo He binblue Hix npndnmsHo 80 °C.

Y cnocobi BuHaxopgy, npointoctpoBaHomy B Cxemi 1a, cnonyky ®opmynu 1 ogepxyloTb 3a
OOMOMOroKo eTany, Ha KoMy AUCTUNIOTL BOAY i3 CyMilli, Wo MiCTUTb cnonyky ®opmynn 2, cnonyky
®Popmynu 3, ocHoBY kapOoHaTy nyxHoro metany Popmynu 4a, i anpOTOHHWUIA PO3YUHHUK, 30aTHUN
dopmMyBaTU HU3LKOKUMMSYMIM a3e0TPOon 3 BOLOH0.

Cxema la
F5C 0 a1h,co " 1h),C 0
3C 5CO;4 F,C OH (M")>,CO5 E.C
3 y
>§O + 4a Q 4a
7z H3C Q —- . - _— Q
AzeoTponnHe Z
2 3 11 BHIAICHHA 1
- - BomH

ne M* sBnsie coboto Li, Na a6o K.

Mepwwun eTan gaHoi peakuii BKMNOYaE anbAofibHy KOHAEHcALio, Wo dopmye cnonyky ®opmynum
11. Cnonyka ®opmynu 11 € HeBugineHow, ane 3amiCTb UbOMO MNPU PeakuinHUX ymMoBax
nepeTBOPIOETLCA B cnonyky ®opmynu 1.

CrexiomeTpis aaHoi peakuii MicTUTb y cobi ekBiMONApPHI KinbkocTi cnonyk ®opmynu 2 i dopmynu
3, Ak onucaHo B Cxemi 1.

KapboHaTtu nyxHoro metany ®opmynu 4a, sik Oyno BUABMNEHO, € HAA3BUYANHO ePEKTUBHUMN OIS
3abe3neyveHHs BMCOKMX Buxogie cnonyk ®opmynu 1. [OaHi ocHOBM KapOoHaTy IyXHOro metany
BKMOYaloTh kapboHaTt niTito, HaTpito abo kanito, kapOoHaT Kanito nepeBaXHU 3aBASKN CBOEI HU3bLKOI
BapTOCTi.

KapboHaTt nyxHoro metany gogawTb Ans POPMYBaHHS peakuUiiHOi CyMilli TakMM YMHOM, o6
MOnsipHE CMiBBIAHOLWEHHS KapboHaTy ny)XHoro metany go crnonyku dopmynu 3 6yno TunoBo B
aianasoHi Big npnonusHo 0,01 o npnbnusHo 0,2. TunoBe cniBBigHOLLEHHS B AianasoHi Big npubnmnsHo
0,03 go npubnusHo 0,05 3abesnevye NoBHe NepeTBOpPeHHsT cnonyk ®opmynu 3 y cnonyku dopmynu 1.
KapboHat nyxHoro metany mMoxe 6yTVM JOOAaHUNA Y peaKUiiHy CyMill ManeHbKMMKU nopuisiMi Tak, woob
MOXHa B6yno KOHTPONIOBaTU LIBUAKICTb peakLuii, i LWBNAKICTL YTBOPEHHS BOAM B peakuinHii NocyauHi
MOXe ByTV NOpiBHAHHA 3i LUBUAKICTIO BUAANEHHS BOAU AUCTUNSALEID a3e0Tpona po3ynHHUK/Boaa.

Y cnocobi Cxemu 1a, aueToHiTpun, sk O6yno BIOKPUTO, € HaA3BUYAWMHO KOPUCHUW Yy SKOCTI
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anpoTOHHOro PO3YMHHUKA B JaHOMY Cnocobi. ALETOHITpMN (hopMYy€e BOAHMI a3e0Tpor, WO KAMUTb Mpu
76,5 °C i ytpumytounii npmbnusHo 16,3 % Boawm i npubnuaHo 83,7 % aueToHiTpuna 3a Barol, i ToMy €
34aTHUM LUBMOKO NepeMillaTi Bo4y 3 peakuinHOoT CyMmilli 3a 4ONOMOrow AUCTUNALIT.

Peakuis cnocoby Cxemun 1a moxe OyTu NpoBedeHa B LUMPOKOMY Aiana3oHi Temnepartyp. TMNoBo
TemnepaTypa peakuii JOPIBHIOE, WOHaNMeHLLe, NpubnnsHo 65 °C. Xo4va peakuisi NPOAOBXYETbCA NpU
OinbLl HM3bKUX TEMMNepaTypax, WBUAKOCTI CTalOTh MEHLLUI, 1 a3e0TPONU anpoTOHHUIA PO3YNHHUK-BOAA,
Wo kMnnATek Hkde 50 °C, TMMOBO MICTSTb BiGHOCHO Maro BoAu (Hanpuknag, guxrnopmeTtaH dopmye
aseoTpor, wo Mictutb 1,5 % BOoAM), WO CNOBINbHIOE BUAaneHHs soaun. binblwe TMnoBo TemnepaTtypa
peakuii oopiBHIOE, WoHanMeHLwwe, npnbnmaHo 80 °C i GinbLl TMNOBO, WoHanMeHwe, npudnuaHo 85 °C.
Xoya BUCOKI TemnepaTtypu NiABULLYIOTH LIBMAOKICTb peakuii, BOHU MOXYTb TakoX Npus3BoanTu OO0
NOBIYHNX peakuin, 3HWKYHO4YM YUCTOTY Ta BUXIA NPOAYKTY. TOMy TMNOBO TeMnepaTtypa peakuii cknagae
He Ginbwe Hix npnbnmaHo 110 °C, Ginbw TMNOBO He Ginble Hix npnbnuaHo 100 °C, i 6inbw TUNOBO
He 6inbLue Hixk npnbnnsHo 90 °C.

Y cnocobi BuHaxopy, npoinoctpoBaHomy B Cxemi 1b, cnonyky ®opmynu 1 ogepxyloTb 3a
AOMNOMOroto etany, Ha KoMy AUCTUAIOITb BOAY i3 CyMiLli, WO MICTUTb cnonyky dopmynu 2, cnonyky
dopmynu 3, ocHoBy, BubpaHy 3 1,5-giazabiumkno[4.3.0]JHoH-5-eHy, 1,8-gia3abiunknol[5.4.0lyHaeu-7-
€HY i IX cymiwen, i anpOTOHHWNIN PO3YNHHUK, 34aTHUIN HOPMYBaTN HU3BKOKUMNIIAYNIA a3e0Tpon 3 BOAOLO.

Cxewma 1b
o ] 0
F3C O F;C. OH F1C,
%0 + )_k OCHOBA OCHOBA -
z Heo Y — Rl —— = Q
2 3 z il Aszeotpone Z 1
BHIATEHHST BOIH

Ae ocHoBa sBnse cobow 1,5-giasabiunknol4.3.0]HoH-5-eH, 1,8-gia3abiunkno[5.4.0]lyHaeu-7-eH
abo ix cymiw.

Mepwun eTan gaHoi peakuii BKMoYae anbAonbHY KOHAEHcauito, Wwo dopmye cnonyky ®opmynu
11. Cnonyka ®opmynu 11 € HeBuAineHow, ane 3amMmiCTb LbOr0 MpU peakuinHMX ymMoBax
nepeTBOpPlOETLCA B cnonyky ®opmynu 1.

CrexiomeTpis aaHoi peakuii MicTUTb y cobi ekBIMONSPHI KinbkocTi cnonyk ®opmynu 2 i ®opmynu
3, gk onucaHo Cxemoto 1.

Ak ©6yno Bigkputo, 1,5-gia3abiunkno[4.3.0]HoH-5-eH, 1,8-gia3abiunknol[5.4.0lyHaeu-7-eH abo ix
CyMiWi € Haa3BMYarHO edeKTUBHUMU ANsi 3a0e3neyeHHs BUCOKMX BMXOAIB cnonyk ®opmynu 1. Ak
1,5-pia3abiunkno[4.3.0]JHoH-5-eH, Tak i 1,8-giazabiumkno-[5.4.0lyHgeu-7-eH € piguHamu npu 25 °C. Y
BenvMKkomy (Tob6To koMepuinHOMY) MacwTabi, piguHn MoXyTb ByTU godaHi B peakuinHy cymiw BinbLu
TOYHO Ta 3 MEHLUMMW MaTepianbHUMKN BTpaTaMu, HiX TBepai peYoBMHU.

1,5-[ia3abiunkno[4.3.0]HoH-5-eH, 1,8-gia3abiymkno[5.4.0]yHaeu-7-eH abo ix cymilw gofatoThb, Woob
cchopmMyBaTK peakuinHy Cymiw Tak, Wwob MonapHe cniBeigHoWweHHs 1,5-gia3abiuymkno[4.3.0]JHOH-5-eRy,
1,8-gia3abiunkno[5.4.0lyHaeu-7-eHy abo ix cymiwi go cnonyku ®opmynu 3 3Haxoawunocst TUNOBO B
pianasoHi Big npubnusHo 0,01 go npmbnusHo 0,2. TunoBo, chiBBIAHOLWIEHHS B Aianas3oHi Bifg
npubnuaHo 0,03 pgo npubnusHo 0,05 3abesnevye BenuKy LWBUAOKICTb peakuii Ta BMCOKI BUXOOM
npopykty. 1,5-giazabiumkno[4.3.0]JHoH-5-eH, 1,8-giasabiunkno[5.4.0]lyHaeu-7-eH abo ix cyMill MOXyTb
OyTn gofdaHi B peakuiviHy CyMmill ManeHbKMMK nopuisMy Tak, Wob LWBMAKICTIO peakuii MoxHa byno
KepyBaTu, Ta LUBUAKICTb YTBOPEHHS BOAM B peakuiiHin nocyaunHi moxe OyTy NOpiBHAHHA 3i LUBMAOKICTIO
BMAANEHHs1 BOOU OUCTUIALIEI0 a3e0TPONOM PO3vYMHHUK/BOAA.

Y cnocobi Cxemu 1b aueToHiTpun, Sk Oyno BiOKPMTO, € HaO3BMYAWHO KOPWUCHWM Yy SIKOCTI
anpOTOHHOMO PO34YMHHMKA B JaHOMY Cnocobi. ALUETOHITpMA (hOpMye BOAHMI a3eoTpon, WO KANUTb Npu
76,5°C i ytpumye 16,3 % Bogun i 83,7 % aueToHiTpuna 3a Barow, Ta TOMY 3L4aTHUA LUBUAOKO
nepemiwaTt Bogy AUCTUNSALIEID 3 peakuiiHOT CyMiLLli.

Peakuis cnocoby Cxemn 1b moxe OyTv npoBedeHa B LUMPOKOMY diana3oHi Temnepatyp. TuMnoso
TemnepaTypa peakuii JOPiBHIOE, LWoHaNMeHLLe, NnpubnnsHo 65 °C. Xo4va peakLis NpoaoBXYETLCH Npu
TemnepaTypax Hux4de, LUBUAKOCTI CTalTb MEHLUE, i a3e0TpOnu anpoOTOHHUM PO3YMHHMK-BOAA, LLUO
knnnsate Hwkye 50 °C, TMNOBO MICTATb BIAHOCHO Mano BoAW (Hampuknag, guxnopmetraH dopmye
aseoTpor, wo Mmictutb 1,5 % BoaM), WO CNOBINBHIOE BuAaneHHs soau. binblie TMnosBo TemnepaTypa
peakuii OOpiBHIOE, LWoHanmeHLwe, npubnuaHo 80 °C i Binbluie TUNOBO, LOHaANMEHLUEe, NPUBM3HO
85 °C. Xoua BUCOKi TeMnepaTypu NiABULLYIOTb LUBUAKICTb peakuil, BOHM MOXYTb TaKOX NpU3BOAMTU
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A0 MOBGIMHMX peakuin, 3HWXKYYM YUCTOTY Ta BUXIA4 MpoaykTy. ToMy TMNOBO TemnepaTypa peakuii
JopiBHOE He Binblie Hixk npubnuaHo 110 °C, Ginbw TMNOBO He OGinblie HiX npubnuaHo 100 °C, i
HanbinbLL TMNOBO He Ginble Hix NpnénuaHo 90 °C.

Lo crtocyetbes cnocobie Cxem 1, 1a i 1b, i BuweonncaHoro anbTepHaAaTUBHOIO CMocoby
ofepxaHHs cnonyk ®opmynu 1 y ix HanWMpPLIMX BU3HA4YeHHSAX, Z y Popmynax 1 i 2 saense coboto
dakynbTaTMBHO 3amiweHnin deHin, i Q y Popmynax 1 i 3 asnde cobow deHin abo 1-HadTaneHin,
KOXeH hakynbTaTMBHO 3amilleHun. Q i Z € npugatkamu, Lo NpsiMo He 6epyTb y4yacTb B anbAOMbHIN
KOHAeHcauii Ta gerigparadii, 3abeaneuvytoun cnonyku dopmynu 1. PeakuiiHi yMOBM JaHUx cnocobiB €
BiJHOCHO M'SIKUMMU i, TaKUM YMHOM, 3abe3neyuyioTb LUMPOKMI Aiana3oH hakynbTaTUBHUX 3aMICHUKIB Y
deHini Ta 1-HadTaneHini. Tinbkn yHKLIOHaNbHOCTI, HaWbINbLL peakuinHO-3a4aTHI A0 TigpOKCUOHUX
OCHOB, € CNPUAHATAMBUMW OO0 TOro, Wob 6yTn nopyweHnmn. Tomy, BUSHaYEHi 3aMiCHUKN Y DEHINbHIN
i 1- HadpTaneHiNbHIN YacTMHax Q i Z, onucaHi y BapiaHTax 3aiicHeHHs (Hanpuknag, 1-1G, 2-20, A-A7)
i Byab-ae y 4aHOMY pO3KpUTTI, BAPTO pO3rnsaaaTu TiNbKU SK iNOCTPATUBHI, OCKiNbKM 06'€M KOPUCHOCTI
AaHnx cnocobis € BinbLU 3aranbHUNA.

Y cnocobi gaHoro BMHaxofy, npointocTtpoBaHoro B Cxemi 2, cnonyky ®opmynun 2 ogepxytoTb 3
BignoBigHoi cnonyku ®opmMynu 5, konu opMyoTb NPOMiIXKHY CNoOMyKy peakTtusy [piHbspa (onncaHoro
Ak Popmyna 12), i NoTiM BBOAATL Y peakuito peakTuB [piHbsApa 3i cnonykoto ®opmynu 6.

Cxema 2
(0]
YJ\CF3
[Mg] ) 6 F4C
zZ-X - > l Z—Mg-X l —_— %o
5 12 Z

B ogHoMy BapiaHTi 3gincHeHHs gaHoro cnocoby cnonyky ®opmynu 5 NpuBOAATb Y KOHTaKT i3
MeTaneBum MarHiem y NPUCYTHOCTI edipHOro posymMHHUKa, Wob ogepxartn peaktms [piHbsapa. Y
KOHTEKCTi JaHOro po3KpuTTS Ta dopMynu BrHaxogdy, edipHUA PO3YMHHMK BKMOYae ogHy abo GinbLie
OpraHiYyHMX CMonyK, L0 BKMOYalTb aToOMW, BMOpaHi 3 BOAHIO, BYIMEU i KACHI, i WO MaloThb,
LLlOHaNMeHLWe, oauH edipHMi 3B's30K (TOOTO C-O-C), ane 6e3 iHWOi yHKUiOHaNbHOCTI. 3aranbHi
npuknagn edipis BKNovaTb gietunosun edip, TetparigpodypaH, 1,4-giokcaH i 1,2-oumeTokcieTaH,
ane iHWi edpipw, Taki sk 6ytungurnim (1,1'-[okcmnbic(2,1-eTaHgiinokcm)]6icbyTaH) Takox 3acTOCOBYHOTb
ONA ofepXaHHs, i 3acTocyBaHHA peakTuBiB [piHbApa. TWUNoBO B AaHOMY BapiaHTi 34iINCHEHHS
edipHMIA PO34YMHHMK BKNtoYae paietTurnoBun edip abo TeTparigpodypaH. binblwe TMnoBo edipHMn
PO3YMHHMK BKNtoYae TeTparigpodpypaH. Konu peaktuB [piHbApa oOAepXyloTb, 3aCTOCOBYHOYUU
mMeTaneBuit marHiin, X' y Cxemi 2 € Takmm xe, gk X, SKWO He [0JalThb iHLWWI aHiOHHI YacTkn B
peakuiHy cymiw. Ona ogepxaHHA peakTuBiB [piHbApa 3 MeTaneBoro MarHio, MeTan 3HaxoauTbCs
TMNOBO Y hOPMI CTPYKKM, OLLIYPOK abo MOpoLLKY, Wob 3abe3neunT BEnMKy NioLLly NoBepxHi peakuii.
TunoBo MeTaneBM MarHin MNpUMBOASATb Yy KOHTAKT 3i cnomykoo Popmynu 5 npu TemnepaTypi,
LoHaMmeHwe, npubnusHo 0 °C, Ginblue TUMNOBO, LWOHaVMeHwe, npubnuaHo 20 °C, i Hahbinbwe
TMMNOBO, LWOHaNMeHLWe, NpubnusHo 25 °C. TunoBo TemnepaTypa OOpPiBHIOE He Oinblue HixX NpUbnM3HO
65 °C, Ginbw TMNOBO He binblue Hixk NpubnmaHo 40 °C, i HanbiNbLW TUNOBO He Binblue HiXX NPUOGNN3HO
35 °C. Ockinbku cTexiomeTpis BUMarae, LWoHanMeHLwe, eKBIMONAPHOI KiNbKOCTI MeTaneBoro MarHito
BigHOCHO o cnonykn dopMynu 5 [ns MNOBHOMO NEpPeTBOPEHHs, MOMsipHe ChiBBiAHOLLEHHS
MeTarneBoro Marsito o cnonyku ®opmMmynu 5 gopiBHIOE TUMOBO, LOHAWMeEHLLE, NpUBAM3Ho 1, BinbLu
TUMOBO, LOHaVMeHLwe, npmbnmsHo 1,02 i Hanbinbw TUNOBO, LWOHanMMeHwWe, npubnuaHo 1,05. Xoua
BENUKI HaANWLLKMW MeTarieBoro MarHito MOXYTb 3aCTOCOBYBaTMCsl, BOHM [al0Tb nepesBarn Ta
niaBvLLYIOTL TBepAi 3anuwKki. TUNOBO MOMSAPHE ChiBBIOHOLEHHA MeTaneBoro MarHito 4O Chomnyku
dopmynu 5 fopiBHOE He Binblue HiXX NprMbnnsHo 1,2, i GinbLw TUMOBO He BinbLue HixX NpUbnM3Ho 1,1.

AnbTepHaTVBHO B iHLIOMY BapiaHTi 34iIMCHEHHs AaHoro cnocoby, peakTus [piHbsipa 0OepXyoTb
NPUBELEHHAM Y KOHTaKT crnonyku dopmynu 5 3 ramoreHigom ankinmardito. [ns npuknaga gaHoro
cnocoby opmyBaHHA peakTusiB [piHbapa auB J. L. Leazer i R. Cvetovich, Org. Syn. 2005, 82, 115—
119. TanoreHig ankinmarHito € TWUNOBO ranoreHiqoOM BTOPWHHOrO arnkinmarHito, wWwo € ©Oinblwe
peakuinHo3gaTHUM, HiXK OCHOBHMIM ranoreHig ankinmarHito. TMnoBO ranoreHia ankinmarHito sBnsie
coboto ranoreHia C,—C, ankinmardito. Cnig 3asHaunTu ranoreHin ankinmarHito, WO € ranoreHiaom
isonponinMarHito, ocobnvMeBo xnopuaom isonponinmarHito. Y gaHoMmy BapiaHTi 34IMCHEHHs OaHoro
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cnocoby, X' y Cxemi 2 npeacTaBnsie Cymill aHioHiB, 3a6e3nevyioun sik X y cronyli dopmynu 5, Tak i
ranoig ranoreHigy ankinmarHito. Hanpuknag, akwo X € |, a ranoreHig ankinmarHito € xnopuaom
isonponinmMartito, Togi x* npeactaBnse cymiw Cl i | (Wo € npucyTHiM y BMAai aHioHiB). Y gaHomy
BapiaHTi 34iCHeHHA cnonyky dopmynn 5 npvBOAATb Y KOHTaKT i3 ranoreHigom ankinmardio B
NPUCYTHOCTI ehipHOro po3ymHHMKa. Trunoso crnonyky ®opmynu 5 NpMBOAATE Y KOHTAKT i3 ranoreHigom
ankinmarHito npu TemnepaTypi, woHameHwe, —30 °C, 6inbw TUNOBO, WoOHanmeHwe, —20 °C i
HanbinbL TUNOBRO, WOHaNMeHLLIE, NpubnmM3Ho —10 °C. TMnoBo TeMnepaTypa AOPIBHIOE He Oinblue Hixk
npunbnuaHo 40 °C, Ginbw TMNOBO He BinbLue HixX NpubnuaHo 20 °C, i HanbINbLW TUNOBO He BinbLue HiX
npnbnusHo 10 °C. TunoBo B AaHOMY BapiaHTi 34iINCHEHHS, eipHUN PO3YNHHMK BKITHOYAE OieTUNOBUIA
edgip, TeTparigpodypaH abo ixHW cymiw, i 6inblW TUNOBO eqIPHUA PO3YMHHUK BKIOYAE
TeTparigpodypaH. Ockinbku CTEXIOMETPIA BMMarae, LoHanMeHLLe, eKBIMOMSIPHY KiNbKiCTb ranoreHigy
ankinmarHito BigHOCHO g0 cnonykn ®opmynu 5 [Ana nNOBHOrO NEPETBOPEHHS, MOMsSpPHe
CMiBBIAHOLWIEHHSA ranorexigy ankinmarHito go cnonyku ®opmynu 5 OOpIBHIOE TUMOBO, LLOHAWMEHLLE,
npnbnusHo 1, i 6inbL TMNOBO, WoHanMeHLwe, NpnbnuaHo 1,05. Xo4ya MOXyTb 3aCTOCOBYBaTUCS BENUKI
HaZ4NWULLKK ranoreHigy ankinMarHito, BOHM MOXYTb 3rogomM pearyBatu 3i cnonykoto ®opmynu 6, Takum
YMHOM, MNOTPiOHO Ginblwe cnonykn ®opmynn 6 i BuxoauTb Ginblie MNoOGIYHOro NpoAykTy. TWUMNOBO
MOnsipHe CNiBBIQHOLLEHHS ranoreHigy ankinmMarsito go cnonyku ®opmynun 5 gopiBHioe He Binblue Hix
npubnuaHo 1,2, i 6inbL TMNOBO He Binblue Hixk NpubnuaHo 1,15. MNMpoTe, MoXyTb 6yTM NOTPIOHI GinbLUi
KiNbKOCTi ranoreHigy ankinmarHito, o0 KoMNeHcyBaTh AOMILLKM BOAM B PeaKUiIHOMY PO3YMHHUKY.

Ak pobpe BigoMO B AdaHi ranysi TexHikM, peakTuBu [piHbsipa pearylTb AyXKe WBUAOKO 3
PO3YMHHUKAMW, LLIO MICTATb MAPOKCUMbHI rpynu, BKNOYAKUM BOAY, i, TAKUM YMHOM, PO3YMHHUKK LS
OLEpXaHHA i 3aCTOCYBaHHA peakTuBiB [piHbsipa MOBUHHI MICTUTU HACTINbKU Mano OOMILIOK BOAM,
HacKinbkn moxHa, To6T1o 6yt 6e3BogHMMU. Takox, OCKiNbkn peakTneu [piHbApa pearyloTb 3 KMCHEM,
peakuiiHi CyMilli NepeBa)KHO 3axMLLaloTb BiJ KWUCHIO, HaNpukrag, NOKpuBalTb ra3om asotom abo
aproHom.

[na obox BapiaHTiB 34iNCHEHHSA AaHOro cnocoby, i ocobnneBo BapiaHTa 3a4iCHEHHS1 hopMyBaHHS
peakTMBy [piHbsipa 3 3acToCyBaHHSIM rarnoreHigy ankinMmarsito, crnocid Moxe npoBOAUTUCS B
NPUCYTHOCTI apOMaTU4YHOro BYrNEBOAHEBOrO0 PO3YMHHUKA 3 [oAaBaHHAM eipHOro pOo3yYMHHUKA.
Bupas "apoMaTuyHUi BYrneBOAHUI PO3YMHHUK" y OAHOMY CnocoOi 03HA4Ya€e PO3YMHHUK, LLO MICTUTb
ofHy abo Oinblle apomMaTUYHWUX BYINEBOAHEBMX CMOMYyK. APOMaTU4Hi BYrNEBOAHI CMOMYKN MICTATb
TiNbKM aTomMu BYrMNeLU Ta BOAHIO, i ANS apOMaTMYHOCTI MICTATb, LWOHaWMeHLWe, ogHe GeH30mnbHe
Kinbue, WO MoOXe OyTM 3aMilleHMM BYrMeBOOHEBMMW YacTMHAMMK, TaKUMWU SK ankifbHi rpynu.
ApOMaTuYHi BYrneBOAHEBI PO3YMHHUKM, SIK NPaBMIO, BKOYaOTh 0AuH abo Ginblie ©eH3on, Tonyon i
Kcunon (SIKMM TUMOBO € MNPUCYTHIM K cymiw i3omepiB). OCKinbkM apomaTuyHi BYrneBOAHEBI
PO3YNHHUKM € BinbLue BUCOKOKUMMNSAYUMU, HiXK 3BUYaNHI ePipHi pO34MHHMKK, Taki K gieTunosun edip i
TeTparigpodypaH, BKMOYEHHS apoMaTUYHWX BYINEBOAHUX PO3YMHHUKIB Yy peakuiiHy CyMmill, Lo
dopmye peaktuB [piHbApa, noninwye 3anac HagiMHOCTI y BenukomacwTabHOMy BMPOGHULTBI.
YTBOpeHHs peakTuiB [piHbspa, K NpaBuno, € eK3oTepMidHUM, i Y BUNaZKy BTPaTU OXONOMKEHHS Ta
noAanbLUoi BTpaTU HU3bKOKUMNASYOro edipHOro po3YMHHUKA, MPUCYTHICTb Oinbll BUCOKOKUMMASAYOro
apomMaTM4HOro BYINEBOAHEBOrO PO3YMHHUKA 3MEHLWWUTb peakuito. [ns gaHoro crnocoby Tonyon €
Haa3BMYaNHO NepeBaXHUM Y SKOCTI apOMaTUYHOro BYrNEeBOAHEBOro PO3YMHHMKA BHACMiOOK CBOEI
HW3bKOI BapTOCTi, BiAHOCHO HU3bKOI TOKCWMYHOCTI, HM3bKOI TOYKM 3amMep3aHHs Ta MOMIPHO BMCOKIN
TOYLi KAMIHHS.

BignosigHo oo gaHoro cnoco®y, peakuinHy cymil, Lo MiCTUTb peakTuB [piHbsApa, copmoBaHum
3i cnonyku ®opmMynu 5, NoTiM NPpMBOOATL Yy KOHTaKT 3i cnonykoto Popmynu 6, wob ogepxatn Cnonyky
®opmynu 2. Cnonyky ®opmynu 6 TMNOBO NPMBOAATL Y KOHTAKT i3 peakUiHOK CYMILLLLIO, WO MICTUTb
peakTuB [piHbApa Npu TemnepaTypi, WoHaviMmeHwe, npudnuaHo —80 °C, BinbLu TMNOBO, WOHANMEHLLE,
npnbnusHo —25 °C, i HanWbinbw TUNOBO, LWOHaVMeHLWwe, npubnusHo -5 °C. Temnepartypa [OpPiBHIOE
TMNOBO He BinbLu HiXk NpnbnmaHo 0 °C. Tunosy cnonyky ®opmynu 6 gogatoTb y peakuiiHy Cymill, Lo
MICTUTb peakTuB [piHbsipa B PO3YMHI, i 3aCTOCOBYIOTb HaanNUWOK cnonyku dopmynu 6 BiAHOCHO
peaktuBy [piHbsipa, oTpumaHoro 3i cnonykun ®opmynu 5. AnbTepHaTMBHO, peakuiiHa CyMill, Lo
MiCTUTb peakTuB [piHbApa, oTpuMaHui 3i crnonyku Popmynu 5, moxe 6yTn gogaHa B HaOMMLLIOK
cnonykm ®opmynn 6. Konu peaktmB [piHbsipa oOAepXylTb 3 METaneBoro MarHio, MonspHe
cniBBigAHOLWEHHS cnonykn ®opmynu 6 BigHOCHO crnonyku dopMynu 5 OOPiBHIOE TUMOBO, LLIOHAWUMEHLLE,
npmbnmaHo 1,05 i Ginblw TMNOBO, WOHanveHwe, npnbnusHo 1,1, i TMNOBO He Binblue HiXX NPNBNN3HO
1,3 i Ginbw TMNOBO He GinbLue Hix NpnbnuaHo 1,2. Konu peaktns piHbsipa ogepXKyloTb 3 ranoreHigy
ankinmarHito, KinbKiCTb ranoreHigy ankifimarHito, Wo 3aCTOCOBYIOThb, € BiNbLU BaXXNMBOHO, HiX KiNbKICTb
cnonykn ®opmynu 5 BigHOCHO cnonyku dopmMynu 6, TOMy HaaNULLIOK ranoreHigy ankinMarHio moxe
TakoX pearyBatu 3i crnionykoto Popmynu 6. Y gaHoMy BapiaHTi 34iMICHEHHST CMiBBIAHOLLEHHS CMOJTYKU
dopmynu 6 [0 ranoreHigy ankinmarHioo, Wo 3acTOCOBYHTb, AOPIBHE TUMOBO, LOHAMMEHLUE,
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npnbénusHo 1,05 i Ginblw TMNOBO, LWOHaNMeHLWwe, NpubnuaHo 1,1, | TMNOBO He Binblue HixX NPUBMM3HO
1,3 i 6inbLWw TMNOBO He BinbLue Hixx NpnbnuaHo 1,2.

PeakuinHy cymiw TunoBo 06pobnsioTb AodaBaHHAM BOASHOI MiHeparbHOi KMCMOTW, Takoi §K
XIIOPOBOAHEBA KWUCMOTA, i eKCTparytoTb NPOAYKT Y MOMIPHO MOMISAPHMIA OPraHivHUM PO3YMHHKK, WO HE
3MilLYETbCA 3 BOAOH, TakMi K aieTunoBun edip, auxrnopmetaH abo Tonyon. 3asBuyan Crnonyky
dopMynu 2 ogepXKyTb Y CyMillli 3 AOro rigpaTHUM MOXiQHUM | MOro ankinremi-keTanbHUM NOXiaHUM (3
ankaHoNbHOro NoGiYHOro NpoaykTy, Wo dopmyeTbes 3i cnonykn dopmynn 6, konm Y siBnsie coboro
ORll). byab-sika abo obuagi 3 gaHMX NoxigHUX cnonykn PopmMynun 2 MoXyTb OyTU NErko NepeTBOPEHi
B cnonyky ®opmynu 2 npu o6pobneHHi (To6To NpuBEAEHHI B KOHTAKT) CUMBHOK KUCMOTOM, TAaKO SK
opraHiyHa cynb(oHoBa KucnoTa, Hanpuknag, n-TonyoncynbMOHOBa KWUCMOTA, Y MPUCYTHOCTI
anpoTOHHOrO OpPraHiYHOro PO3YMHHKKA, | BUAAnNeHH Boau i/abo ankaHony, yTBOPEHOro AMCTURSALIE.
[MepeBaXHO anpPOTOHHUIM OPraHiYHWM PO3YMHHUK € TakMM, WO He 3MilyeTbCs 3 BOAOK. TMNoBO
anpoTOHHWUIA OpraHiYHU  PO3YMHHUK BKIOMAE oAuH abo OGinble pPo3YMHHUKIB, BUOpaHUX 3
BYIMEeBOAHIB, TakMX 9K renTaH abo Tonyon, i ranoreHoBaHWUX BYrNEBOAHIB, TakMX 9K 1,2-ANXNOpEHTaH.
MpoTarom gucTunsauii, peakuiiHy Ccymill y NnocyauHi TMNOBO HarpiBaoTb, LWOHaMeHLWe, 40 NPpUON3HO
45 °C, 6inblWw TUMNOBO, WOHanMmeHLle, NnpubnnsHo 80 °C, TMNoBO He OGinblue Hixk npubnusHo 120 °C,
Oinbw TMNOBO He Ginble Hixk NpndnnaHo 110 °C, i GinblWw TMNOBO He Binblue Hix npubnuaHo 100 °C.
Po34nHHKKN, TakKi SK renTaH, Tonyon i 1,2-anxnopeTaH i iX a3eoTponu 3 BOAOK i arnkaHonamu, MarTb
HOpMarbHi TOYKM KMMiHHSA, 3abe3nedytoun gaHi peakuiinHi TemnepaTypu. PO34MHHUKK, Taki sk Tonyon,
Lo bOPMYIOTE HU3BKOKUMMSYi a3e0TPONM 3 BOAOHO i ankaHonamu, € nepeBaxHuMu. llicns BuganeHHs
BOAM W arnkaHonis, gUCTUNsLIS MOXe OyTn NpogoBXeHa ANns BUAANEeHHs PO3YMHHUKA, | MPOAOBXKEHa
NpW 3HWKEHOMY TUCKY A1 BiJOKPEMIEHHST CNOMNyKu npoaykty dopmynu 2.

Cnoci6 Cxemu 2 € ocobnmeo 3acToCoBHUM, kKonu X € | (TO6TO 1iog), TOMy Le Cnpuse OAepXaHHIo
cnonyk ®opmynu 2, ge Z saBnse cobow eHinbHe Kinbue, (akynbTaTMBHO 3amiweHe [0 5
3amicHMKamu, BuBpaHuMu He Tinbku 3 F, ankiny, dTopankiny, ankokcu, Topankokcu, ankinTio i
dpTopankinTio, ane Takox Cl i Br, wo MoxyTb 6yTM Ginbl NpugatHMK, WOO pearyBatu 3 MeTaneBnv
MarHiem abo ranoreHigamu ankinmartito, skwo X € Cl abo Br. Xouya peaktuBu [piHbsipa vacTiwe
OfEepXytoTb i3 Xxrop- abo 6GpomeHinbHMX cnonyk, noadeHinsHi cnonykn (to6To X € 1), ik BUsiBNeHo,
[obpe npautooTb Npy YTBOPEHHI peakTuBiB [piHbApa, i, 6inbw Toro, konm X € |, deHinbHe kinbue
MOXe OyTW 3aMillleH M ranoreHamMmm B iHLLMX MOSIOXKEHHSIX, 0COBNMBO B 3- i 5-NONoXeHHsX (BiOHOCHO
X), Wo € ocobnmBO 3aCTOCOBHMM, 06 hopMyBaTH iIHCEKTMUMAHI 4,5-01rigpoi3oKca3osibHi CNONyKu.

Binomnm € cnocib Cxemu 2, ge X € |, i Z aBnsie coboto dheHin, 3amiieHnn y 3- i 5-NonoKeHHAx
BiJHOCHO X 3aMicHuKamu, He3anexHo BubpaHumn 3 Cl, Br i CF;, ocobnmeBo ge oanH 3aMiCHUK siBNS€E
coboto CFs, i iHwmn 3amicHuk asnsie coboto CF3, Cl abo Br, Ginblwe ocobnuBo, e oAuH 3aMiCHUK
aBnse coboto CF, i iHWM 3amicHuk siBnsie coboro Cl abo Br, i HanbinbLw ocobnunBo, Ae OANH 3aMiCHUK
sBnsie coooto CFj, i iHWnn 3amicHuk sensie coboto Cl.

Cronykn ®opmynun 5 i 6 MoxyTb 6yt oTpmmaHi 6e3niydio cnocobis, BiGOMUX y OaHin ranysi
TexHikn. baraTto ki 3 gaHUX CNOMNyK € BiJOMWMW, i 3HAYHE YUCIIO € KOMEPLINHO [OCTYMHUM.
Buwesraganui BapiaHT 3giicHeHHs cnocoby Cxemm 2 mictutb y cobi cnonyku ®opmynu 5, ge X
aBnse cobow | (Hanpuknag, 1-xnop-3-noa-5-(tpudTopmeTun)deHson). OaHi cnonykn MoxyTb GyTu
OoTpuMMaHi cnocobom, npointoctpoBaHuM y Cxemi 3. Y pgaHomy cnocobi crnonyky ®opmynu 13
[ia3oTyloTh, WOO opepxaTu NPOMDKHY CMOMyKy coni Aia3oHilo, siky MoTiM BiOHOBMIOKTb, LWOO
opepxatu crnonyky ®opmynu 5a (to6to Popmynu 5, ne X € ).

Cxema 3
NH,

| X 1. MiazoTyBaHHS (\

—_—

R? I = (R"
(Rn K/ 2. BinHOBIeHHA ®n K’/

13

n

a

e R? aBnsoTb coboro 3aMiCHUKK, Taki Sk R?, ik BU3HAYEHO y BapiaHTi 3giicHeHHa 3H.

Y paHomy cnocobi, cnonyky ®opmynu 13 npuBOASATb Y KOHTAKT i3 HATPilO HITPUTOM Yy NPUCYTHOCTI
MiHeparnbHOi KUCNOTW, Takoi SIK XJI0pOBOAHEBa kucnota abo cipyaHa kucnota. 3assuyan angd
nepeBaXXHUX pesyrnbTaTiB ABa abo Oinbluie MOMsIpHi ekBiBaneHTM MiHepanbHOI KMCroTa MNoTpibHO
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BiQHOCHO uucna Monis cnonykn dopmynu 5a, WO 3acTOCOBYOTb Yy peakuii. Peakuito Tunoso
NpoBOAATbL Yy MNpuAATHOMY PO3YMHHUKY, TakOMy $IK BOAHA XropoBogHeBa kucrnota abo ourtosa
Kncnota. TemnepaTypy B AianasoHi Big npnbnusHo —5 go npubnmsHo 5 °C 3a3Buyar 3aCTOCOBYOTb
AN ofepxaHHs coni giasoHito. Cinb Aias3oHito cnonyku ®opmynu 13 noTiM NPUBOAATL Y KOHTaKT 3
areHToM, WO BigHOBMOE, TakMM siK rinodocdopHa kucnota abo etaHon, wob 3abe3neynty Cnonyky
dopmynn 5a. Peakuito BiAHOBNEHHSA 3a3BMYaln NPOBOAATb Y TAKOMY X PO3UYMHHUKY, SK 3aCTOCOBYIOTb
AN ogepXaHHsl coni Aia3oHito Npu TemnepaTypi Big npubnusHo 5 go npubnusHo 20 °C. lMpoaykT
dopmynu 5a Moxe OyTM BigAiNneHUM cTaHOAapTHAMKW npoueaypaMy, TakMMKU SK  KpucTanisauis,
eKcTpakuia i guctunsauisa. JaHun 3aranbHuiA cnocib aia3oTyBaHHA i BIQHOBMEHHS aHiniHiB € gobpe
Bigomum, i 6yB poarnsaHyTuin; ame., Hanpuknag, N. Kornblum, Org. Reactions 1944, 2, 262-340.

2-xnop-6-noa-4-(tpucptopmeTnn)deHsonamid, 4-xnop-2-mog-6-(tpucropmeTtun)beHsonamiH i 2-
xnop-4-noa-6-(tpudptopmeTnn)beHsonamiH € 0cobnueo BaxnueMMKU sk cnonykn dopmynu 13 aons
ofepxaHHsa 1-xnop-3-noa-5-(tpudptopmetvn)beHsony sk cnonykn ®opmynu 5a gaHum cnocobom.

Cnonykn ®opmynu 13 MoxyTb 6yTK oTpuMmaHi 3i cnonyk ®opmynu 14 nogyBaHHAM, SIK NOKa3aHO B
Cxewmi 4.

Cxema 4
NH, NH,
S o IS
a | logyBaHHA a |
(ROn — > ROy
= \/
14 13

ne R? € 3amicHuky, Taki sik R?, sik BU3HaueHo y BapiaHTi 3aiicHeHHs 3H.

Y paHomy cnocobi cnonyky ®opMynu 14 npuBogATb Y KOHTAKT i3 peareHTOM NOoAyBaHHS, TakKuM SK
MOHOXIopuA Nody, Y NpuaaTHOMY PO34YMHHUKY, TakOMy SiK Boda abo ouToBa kucnota. PakynbTaTBHO
XIIopoBOAHEBA KMCnoTa Moxe OyTu BKkNoYeHa B peakuiiHy cymiw Ans Toro, wob nigsuwmnty
PO3UYMHHICTE cronyku dopmynu 14 i MoHoXMmopuay nody B peakuinHOMY cepefoBulli. 3asBuyan
NOTPiOHO TiNbkM NPMONU3HO OOWH MOMSAPHUA €EKBIBANeHT MOHOXIopuay noay, Wob MNOBHICTHO
nepetsoputu cnonyky ®opmynu 14 y cnonyky ®opmynu 13. Benuki MonspHi HaanNMWwKM MOHOXNopUay
nody MOXyTb 3acTOCOBYBaTWCH, W06 CKOPOTUTM Yac peakuii, ane nigBuLylOTb BapTiCTb CNocoby.
Peakuisa moxe npoBoauTUCA B TemnepaTypHOMY dianasoHi Big npubnusHo 0 go npubnuaHo 100 °C,
TMNoBo npu TemnepaTypi npubnmaHo 50 °C. [Mpogykt Popmynm 13 moxe OyTu BiggineHun
3aranbHONPUHATMY cnocobamu, TakMMn K inbTpaLis, ekcTpakuis | AMCTUnAUis.

Ak npointoctpoBaHo B Cxemi 5, cnonykmn ®opmynu 13a, Wwo MicTaTb, LWOHANMEHLIE, OAHY YaCTUHY
xnopy abo 6pomy, MOXyTb TakoX OyTW OTpUMaHi Npu BBeAEHHI B KOHTAKT BiAMOBIOAHUX CMOMyK
®opmMynun 13 i3 npyaaTHUM areHTOM XJIOpyBaHHA abo GPOMYBaHHS, TakUM SIK XI10p, XSOpOBOAHEBA
KucnoTa/nepokcug BogHio, abo 6pomoBoaHEBa KMCNOTa/MepoKCUa BOAHIO.

Cxema 5
NH, NH;
| X XIopyBaHHA b | X
(R, I — > (R
\/ abo OpoMyBaHHA \/
13 13a

ge R?® e 3amicHMKamu, Takumm K R?, 5K BU3HAYeHO y BapiaHTi 34iMcHeHHa 3H; woHanmeHwe,
oavH R° siBnsie coGowo Cl (i3 xnopyBaHHA) abo Br (i3 GpomyBaHHSA) i iHWI npuknagm R® ¢ R?
3amicHukamn ®opmynu 13; i p=n + 4yncno atomie xnopy abo 6pomy 3 xnopysaHHs abo BpomMyBaHHS,
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BiAMNoBIgHO.

Peakuito npoBoadATb y PO3YMHHUKY, Takomy Sk Boga abo outoBa kucnota. TemnepaTypHui
pdianasoH moxe 6ytm Big 0 go 100 °C 3 TemnepaTypHum gdianaszoHom Mk 25 i 50 °C, wo €
nepeBaXHUM.

B iHwomy acnekTti gaHoro BuHaxogy, cnonykm ®opmynu 1, oTpumaHni crnocodbom Cxemn 1, €
3aCTOCOBHUMMW ANst ogepXaHHs cnonyk ®opmynn 7.

FsC. O—N
X)\
z Q
7

beaniy wnaxie € MoXnMBMMK ONA ogepxaHHsa cnonyk dopmynu 7 3i cnonyk ®opmynu 1. B
ogHoMy cnocobi, sik nokasaHo B Cxemi 6, crnonyky ®opmynu 1 npuBOASTbL Y KOHTaKT i3
rigpokcunamMiHoM i ocHoBow, wWob opepxatn 5-(TpudTopmeTnn)-4,5-Aurigpoisokcason Crnonyky
dopmynn 7.

Cxema 6
HONH-
O B F.C O‘--._\-

F3C 3 I

- OcHoBa > \

— Q Po3YHHHHK 7
7 Q
1 7

lNgpokcunamiH  MoXe yTBOpIOBaTUCA i3 CONi  MiHepanbHOi KMCMOTW, Takol fK cynbdaT
rigpokcunamiHy abo xnopuva rigpokcunamiHy, npu o6pobui OCHOBOK B NpuAaTHOMY PO3YMHHUKY, abo
MoXe OyTu oTpMMaHuin komepuiiHo y Burnagi 50 % BogHOro posumHy. Y gaHomy crnocobi nepef
BBEOEHHSIM Yy KOHTakT 3 eHoHom Popmynu 1, rigpokcunamiH abo MOoro Cinb MiHepanbHOI KMCAOTU
TUNOBO MNPMBOAATb Y KOHTaKT i3 OCHOBOW. Konu 3acTocoBylOTb Ciflb MiHepanbHOI KUCMOTU Ta
rigpokcunamMiHa, OCHOBY MPUBOASTb Y KOHTAKT Y KiNIbKOCTiI BinbLUOI, HiXX KiNbKiCTb, WO HeobxigHa Ans
nepeTBOPEHHS TiAPOKCUNIaMiHOBOI COMi  MiHepanbHOi Kucrnotu B rigpokcunamiH. OcHoBa He
BUTpayaeTbCcs B peakuii Cxemn 6, i, K BUSABNSETbCS, Ai€ sIK kaTanisatop OaxaHoi wuumknisauii.
[denpoToHyBaHHs rigpokcunamMiHy OCHOBOW nepen NpuBeAEeHHSIM Y KOHTaKT 3 eHoHom dopmynu 1
HeoOxigHO Ans Toro, wob ogepxaTu rapHi BMXOAM, OCKINbKM Yy BIiACYTHOCTI OCHOBM peakuis
rigpokcMnaMiHy 3 eHOHamMu MoXe JaBaTu NPOAYKTW, BiAMIiHHI Big cnonyk dopmynu 1. Takmm YmMHOM,
X04a 4yacTo npubnM3HO OAMH MONSPHUIA EKBiBaANeHT OCHOBW (Ha JoOaToK 40 Oyab-siKOi OCHOBW, WO
3aCTOCOBYKOTb AN TOro, wob nepeTBOpUTM TiAPOKCUNIaMiHOBY Cifllb MiHEparnbHOI KUCMOTU B
rigpoKCcMnaMiH) 3aCTOCOBYIOTb BiAHOCHO FiQPOKCUIIAMiHY, MEHLUE HiK OAMH MONSAPHUN eKBiBaneHT
OCHOBM MOX€ JaBaTu 4YygoBi pesynbTatu. binblie HiXX oguH MONApPHUIA ekBiBaneHT (Hanpwknag, Ao
NpubnmM3HO 5 MONSAPHUX €eKBiBaneHTiB) OCHOBU BiAHOCHO ripOKCMIIaMiHy MOXHa 3acTOCOBYyBaTh 3a
YMOBW, L0 HaAMMLLIOK OCHOBU He pearye 3 eHoHom ®opmMynu 1 abo izokcazonom Popmynu 7.

MoxHa 3acTocoByBaTuU MOMSPHUI HAAMMWLIOK Big OOHOMO OO0 TPbOX €KBiBamneHTIB rigpokcunamiHy
BiAHOCHO eHoHy ®opmynu 1. Llo6 3abe3neuntn peHTabenbHICTb, MOBHE i LUBMAKE MEPETBOPEHHS
eHoHy ®opmynn 1 y isokcazon Popmynu 7, cnocobom, WO MiAXoauTb Ansi BenMkomacliTabHoro
BUPOOHMUTBA, HaWbiNbl MNpuaaTHUM, SIK NPaBUNO, € CMIBBIAHOWEHHS MK MpUOMM3HO OOHUM |
Np1GM3HO ABOMA MOMSPHUMW eKBiBaneHTaMm rigpoKkcunamiHy BiZHOCHO eHOHy dopmyrnn 1.

MpuaaTHi OCHOBM MOXYTb BKMOYATU, ane He OOMEXYHTbCH, ankoKCUON NY>XHOro MeTary, Taki sK
METOKCUA, HaTpilo, kapboHaTu NyXHOro metany, Taki sk kapboHaT HaTtpito abo kapboHaT kanito,
rAPOKCMAM NYXHOro meTany, Taki aK rigpokcup HaTpilo i rigpoKcupa Kanito, i opraHiyHi OCHOBW.
lMepeBaXHUMM OpPraHiYHMMU OCHOBaMKM € aMiHHi OCHOBW, WO MaloTb, LWOHaAWMeHLWe, ofgHy napy
BilTbHNX €NEeKTPOHIB, AOCTYMHMX ANs MPOTOHYBAHHA, Taki sK nipuguH, TpuetunamiH abo N, N-
giisonponinetunamiH. MoxHa 3acTtocoByBaTu Oinbll cnabki OCHOBMW, Taki sK NipuauH, ane 6inbLu
CUMbHi OCHOBMU, L0 e(PeKTUBHO AENPOTOHYIOTh FMApPOKCUNaMiH, Taki 9Kk ankokcug ny>kHoro metany abo
riApOKCUA NYXXHOro MeTany, TUNoBO 3abesnevyloTb Kpalli pesynbtatu. Yepes Te, WO Boda €
0CcobnnBO 3aCTOCOBHMM PO3YMHHWKOM ONsi AENPOTOHYBAHHS rigpOKCUNamiHy, a TakoX OfepXaHHs
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rigpokcMnamMiHy 3 MOro corien, OCHOBW, CYMICHi 3 BOOOK, € 0CO6nmBO 3Hauywwmmu. [Npuknagamm
CUMBbHUX OCHOB, LLIO € PO3YMHHUMW Ta CYyMICHUMM 3 BOAOIO, € rigpoKkeuaun nyxHoro metany. ligpokeung
HaTpil0 € nepeBaHMM BHACIIAOK TOro, WO BiH € Hegoporum i gobpe nmpautoe Npu OenpoOTOHYBaHHI
rigpoKcunamiHy, TakMM YMHOM YTBOPIOOYM HATPIiEBY Cinb rigpoKCUnamiHy y BOAHOMY pPO34MHI.
AnKoOKCUMAM NYXXHOro MeTarny 4acTo 3aCTOCOBYIHOTb Y PO34UHI B HUXYOMY ankaHoni, 4yacto arnkaHoni,
LLO BignoBigae ankokcuagy.

Cnocib Cxemu 6 npoBoAATb Y NPUCYTHOCTI NPMAATHOIO PO3YMHHUKA. [N Hakpalmx pesynbTaTiB
PO3YMHHUK MOBUHHUA OYyTW iHEPTHMM OO OCHOBM i TApPOKCMMAMiHY, | MOBMHHUI OYyTWM 34aTHUM
PO3UMHATU €HOH Dopmynu 1. INpuaaTHi opraHiyHi PO3YMHHMKM BKMOYAKOTb CAMPTU, edipu, HITpunm
abo apomaTtuuHi ByrneBoAHi. PO3UYMHHMKKM, WO 3MILYIOTbCA 3 BOAON, Taki K cnvpTu (Hanpuknag,
MeTaHon, i3onponaHon), ecipn (Hanpuknag, TeTparigpodypaH) abo HiTpunu (Hanpuknag,
aueToHiTpun) gobpe npauloTb 3 MAPOKCMAHMMK OCHOBaMW NYXHOro metany. PO3umHHMKM, WO €
HeHykneodinbHMMK (Hanpuknag, edipn Ta HiTpunu), 4Yacto 3abesnevyroTb HaMKpall pesynbTaTu.
OcobnmMBO  KONWM  3aCTOCOBYKOTb  OAMH  PO3YMHHMK, OBinblle nepeBaXHWM  PO3YMHHUKOM €
TeTparigpodypaH i aueToHITpu.

AnbTepHaTMBHO MoXe OyTu Ginblw 6GaxaHo NPOBOAWUTM peakuilo, 3aCTOCOBYHOYM CYMill [BOX
PO3YMHHUKIB, LLLO HOPMYETBLCS, KONU NPUBOAATL Y KOHTaKT PO3UYMH €HOHY Popmynn 1y PO3UUHHUKY,
TakoMy sIK TeTparigpodypaH abo aueTOoHITpuI, 3 PO34YMHOM TFigpOKCMIaMiHy Ta OCHOBW, Takoi SK
rigpoKCUA HaTpito B APYroMy PO3YMHHUKY, LWO Ai€ 9K OO0AATKOBUIA PO3YUHHUK Y CYMILLi PO3YMHHUKIB.
Booa € HagsBuyaiHO 3aCTOCOBHOK SIK A0OATKOBUA PO3YMHHUK, OCKINbKM TigpoKcMiamiHOBI coni
MiHepanbHOi KMCNOTM Ta TrigpOKCUAOHI OCHOBWM MNYXXHOro MeTany, Taki fK rigpokcug HaTpilo, €
HaA3BMYaNHO PO3YMHHUMK Y BOAI. LLIBMOKOMY YTBOPEHHIO rigpoKcunamiHy 3 MOro coni MiHepanbHOi
KACMNOTK i nodanblioMy AEenpOTOHYBAHHIO FiAPOKCUIIaMiHy Cnpusie Boda, SIK PO3YMHHICTb, TaK i
CcTabinbHICTb OEenpoTOHOBAHMX 4YacToK Yy BoAi € ocobnuBo OGaxaHumu. Y BenvkomMacliTabHomy
BUPOBHMUTBI PO3YMHW, @ HEe CYCMNEeH3ii, € MNepeBaKHUMW, OCKiNbKM BOHW nerwe B 06pobui Ta
nepemileHHi y BMpoOHMYOMY YycTaTkyBaHHi. Konm Boga € [o4aTKOBMM  PO3YMHHWUKOM, iHLIWIA
PO34YMHHUK TUMOBO € PO3YMHHUKOM, LLO 3MIllYETbCS 3 BOAOH, TakmMm SK TeTtparigpodypaH abo
aueToHITpun.

IHWIi BUCOKOMONSPHI, MAPOKCUMBHI PO3YUHHUKK, TaKi K HWKYI ankaHonu (Hanpuknag, MeTaHon,
€TaHon), TakoX € HaA3BMYaWHO 3aCTOCOBHMMW SIK OOAATKOBI PO3YMHHMKW, OCKiNbKM, nodibHo Bogi,
BOHUW NErko poO34YUHATL igpoKCUIaMiHOBI Coni MiHepanbHOT KUCNOTH i rigpoKCuamn NyXHOro metany.
Hwxdi ankaHonn MOXyTb AaBaTu pe3ynbTaTu Kpalli, HbK Boga SK OAATKOBUMA PO3YUHHUK, KOMW iHLWI
PO3UYMHHUKM HE € TUMW, WO 3MIllYTbCSA 3 BOAOK, Hanpuknag, TpeT-bytunvertunosun edip. Konu
HWXKYMIA ankaHom 3aCTOCOBYOTb SIK AOAATKOBUA PO3YNHHMK, OCOBMNBO 3 iHLLIMM PO3YMHHMKOM, LLO He
€ TUM, WO 3MilYeTbCA 3 BOAO, AOAaHa OCHOBA 4acTO € arkoKCMAOM MYXXHOro MeTany 3amiCTb
riAPOKCUMAY NY>KHOro MeTany.

[Mokn ocHOBa NPUCYTHA NpW AEnpPOTOHYBaHHI rigpoKcunamiHy, rigpokcunamidH, ocHoBa i €HOH
®opmynu 1 MOXyTb NPUMBOAUTUCS B KOHTAKT 6Gesanivdio wnsxiB y cnocobi Cxemu 6. Hanpwuknag,
CyMill, odep>KyBaHa 3 rigpoKcunamMiHy N OCHOBM (TUMOBO B PO3YMHHUKY, TaKOMY siK BoAa), MOXe 6yTu
AofaHa B eHoH Popmynu 1 (TMNOBO B PO34YMHHUKY, TaKOMy SIK TeTparigpodypaH abo aueToHITpun).
AnbTepHaTMBHO, TApOKCUNaMiH i OCHOBa MOXYTb OYTU OOHOYACHO 404aHI OKpeMO A0 eHOHY Popmynu
1. B iHwomy BapiaHTi 34iNCHEHHs, €HOH ®dopmynu 1 (TMNOBO B PO3YMHHUKY, TaKkoMmy $K
TeTparigpodypaH abo aueToHITpuI) Moxe OyTM OOOAHUM Yy CyMill, OTPMMaHy 3 TiApPOKCUMaMiHy W
OCHOBM (TWMOBO B PO34YMHHKKY, TAKOMY SIK BoAda). Y AaHOMY NpuKragi BapiaHTiB 34iNCHEHHA MOXYTb
3aCTOCOBYBATMCA iHLI CMOMYyYEeHHS PO34YMHHWKIB; Hanpuknag, mMetaHon 3 TpeT-OyTuriMeTunosum
edipoM 3amicTb Bogm 3 TeTparigpodypaHom abo aueToHITpuiom.

Cnocib Cxemn 6 MoXe NpoBOAMTMCS MpU TeMnepaTypi peakuii Big npmdnmnsHo 0°C go 150°C, abo
oinbw nerko Big 20°C po 40°C. MNpoaykt ®opMynu 7 BiAOKPEMMOTL 3BUYANHUMK crnocobamu, Lo
BigOMi (haxiBUAM OaHOT ranysi TeXHiKKW, BKMOYao4M eKCTpakLUilo Ta KpucTanisaduito.

Cnonykun ®opmynu 7a, 7b i 7c € nigMHOXMHamMu cnonyk ®opmynu 7, Wwo € ocobnmBO 3HAYYLLMMM
AK iHCeKTMumMan.
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ne R’ R® R% R® i R e Takumu, sik BU3HAYEHO B KopoTtkomy onwuci BuHaxogy, Oopatky 1 i
BapiaHTax 34iNCHEHHS, i n gopiBHIoE Uinomy ymcny Big 0 go - 5.
5 Tomy ansa ogepxaHHs cnonyk Popmynu 7a, 7b i 7¢ 0CO6nMBO 3HAYYLLMMK € BapiaHTU 34INCHEHHS
cnocoby Cxemu 6, nokasaHoro B Cxemi 7, ge cnonyky ®opmynu 1 ogepxytoTe cnocobom Cxemm 1.

Cxema 7

HONH,

OcHoBa

PozunuaHK

10 ae
Q sensie H N 260 N/N
co6oto | ’ N~ N 3 N\
N\ 5 I\ > R ~
R R3 ~
N \'
0 R
(To6TO0 PoOpMmyna 7a) (Tob6TO0 Popmyna 7b) (Tob6T0 DOpMyYna 7c)

Cronykn ®opmynn 7 4acto MOXyTb OyTu oTpumaHi 3 iHwWKx cnonyk ®opmynu 7 3a 4ONOMOroH

mogudpikauii 3amicHukiB. Hanpuknag, cnonyku ®opmynm 7a MOXyTb OyTM OTpMMaHi 3a 4OMOMOroH

15 amiHokapboHinyBaHHA cnonyk ®opmynu 7d 3 BignoBigHMMMK 3aMilLlEHMMWM aMiHHUMW CrOMyKamMm
dopmynu 15, sik nokasaHo B Cxemi 8.
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Cxema 8
4
H_ _R
\
.q
R
F,.C. O—N _
'\ 15

Br
d Pd KaTamizaTop

-

Ry

=
/ / CO ras
7

HaHy peakuilo TMNoBo npoBoAsaTb 3 apunbpomigom dopmynu 7d y NpMCYTHOCTI NanagieBoro
katanizatopa B atmocdepi CO. MNanagiesi katanisaTopu, WO 3acCTOCOBYIOTb ANS 4AHOro crnocoby,
TMNOBO BKIHOYAOTb Nanagin y doopManbHOMY CTyneHi okucneHHst abo 0 (tobto Pd(0)) abo 2 (TobTto
Pd(ll)). LWupoka ©Ge3niy TakMx CNOMYK i KOMMSIEKCIB, WO MICTATb Nanagin, € 3aCTOCOBHUMM $IK
katanizatopy Ana pgaHoro cnoco®y. [MpuknagyM cnonyk i KOMMMeKkciB, WO MicTATb nanagin,
3aCTOCOBHUX $K KaTanisatopu B cnocobi Cxemu 8, BknwvatwoTb PdCl,(PPhs), (auxnopua
bic(tpudeHnindgocdiH)nanagio(ll)), Pd(PPhs), (TeTpakic(tpudpenindocdin)nanagin(0)), Pd(CsH70,),
(auetvnauetoHat nanagito(ll)), Pdy(dba); (Tpuc(andeHsnnuaeHauetoH)amnanagin(0)) i [1,1-
bic(amdeHindocdiHo)depoueH]amxnopnanagin(ll). Cnocié Cxemu 8, Ak npaBuIo, NPOBOAATL Y Piakin
dasi Ta ToMy € Oinblie edeKTUBHUM, OCKIfIbKWM NanagieBui KaTtanisaTtop NepeBaXXHO Mae rapHy
PO3YMHHICTL y pidkii ¢asi. 3acTOCOBHI PO3YMHHUMKM BKIOYalOTb, Hanpuknag, edipu, Taki gk 1,2-
aumeTokcieTaH, amign, Taki 9k N, N-gumeTtumnauetamif, i HeranoreHoBaHi apomMaTUyHi BYrneBoOHi,
Taki aK Tonyon.

Cnocio Cxemun 8 moxe OyTu npoBefeHW Yy LUMPOKOMY [Aianas3oHi TemnepaTtyp, y Mexax Big
npmbnmaHo 25 go npubnusHo 150°C. Cnig 3a3HaumMTn Temnepartypu Big npubnuaHo 60 go npubnmnsHo
110°C, wo TvnoBo 3abe3nevyloTb BUCOKY LUBMAKICTb pPeakuUil i BUCOKI BUXOAM NPOAYKTY. 3aranbHi
cnocobu Ta npoueaypy amiHokapboHinyBaHHSA 3 apunbpomigom i amiHoMm Jo6pe Bigomi B niTepaTypi;
avB., Hanpuknag, H. Horino et al., Synthesis 1989, 715; i J. J. Li, G. W. Gribble, editors, Palladium in
Heterocyclic Chemistry: A Guide for the Synthetic Chemist, 2000.

Cnonykn ®opmynu 7d MoxyTb 6yTn oTpumaHi cnocobom Cxemu 6 3i cnonyk ®opmynm 1, wo
ofepxXytTb cnocodbom Cxemu 1 BigNoBIAHO OO AAHOIO BUHAXOAY.

Cronykun ®opmynu 7a MOXyTb TakoX OYyTU OTpPMMaHi CNony4eHHsIM CNonykn KapboHOBOT KMCMOTK
dopMynu 7e 3 BiANOBIAHOK 3aMilLleHO0 aMiHHOK crnonyko dopmynu 15, 9k nokasaHo B Cxemi 9.

Cxema 9

CO,H

HNRHR® 15

7a

\

nX/

[aHy peakuito, Sk npaBuno, NPOBOAATL Y NPUCYTHOCTI AeriApaTyyoro peareHTy, WO crnony4vae,
Takoro K auvumknorekcunkapbogiimia, 1-(3-anmeTnnamiHonponin)-3-etTunkapbogiimia,
1-nponaHdocdOHOBOI KMCMOTK LUUKNIYHUIA aHrigpug abo kapOoHingiimigason, y npucyTHOCTI OCHOBM,
Takoi fK TpieTunamiH, nipuauH, 4-(aumeTunamiHo) nipmguH ab6o N, N-giisonponinetTunamin vy
6e3BogHOMY anpOTOHHOMY PO34YMHHUKY, TakoMy $IK AuxnopmeTaH abo TeTparigpodypaH npu
TemnepaTypi Tunoso Bia npubnunsHo 20 °C go npnbnusHo 70 °C.

(R?
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Cnonykn ®opmynu 7e MOXyTb 6yt oTpumaHi cnocobom Cxemmn 6 3i cnonyk ®opmynu 1, wo
ofepxytTb crnocobom Cxemu 1, BIiANOBIAHO A0 A[aHOro BMHaxody. AnNbTEPHATUBHO, CrOMYKM
dopMynu 7e MOXyTb BYTM oTpuMaHi rigpornizom edipHoi cnonykun ®opmynu 7f, sk nokazaHo B Cxemi
10.

Cxema 10

CO,R™
Tigpomiz

CKIATHOTO edipy

Ry

ne R> aBnsie cobolo, Hanpuknaz, Metun abo eTun.

Y paHomy cnocobi, edgip Popmynn 7f nepeTBOPETLCSA Y BiANOBIAHY KapOOHOBY KMUCNOTY
dopmMynu 7e 3a [OOMOMOrOK 3arafibHMX npoueayp, AoOpe BigOMMX Yy [OaHil ranysi TexHiku.
Hanpuknag, obpobka metunoBoro abo etunosoro ecipy ®opmynu 7f BOAHUM Tigpokcnaom niTio B
TeTparigpodypaHi 3 HaCTyNMHMM NigKUCNEHHAM Aae BiANoBigHY kapboHoBy kucnoty Popmynu 7e.

Cronykn ®opmynu 7f moxyTb 6yt oTpumaHi cnocobom Cxemu 6 3i cnonyk ®opmynu 1, wo
ofepxXytTb cnocodbom Cxemu 1 BigNoBiAHO OO AAHOIO BUHAXOAY.

Bes popaTtkoBOro yTouHeHHs nepefbavaeTbCs, WO axiBeub Yy [aHin ranysi  TexHiku,
3aCTOCOBYIOYM MOMepeHin onuc, MoXe BUKOPUCTOBYBATWM AaHUW BMHaxXi4 y MOro nosHomy o6'emi.
HactynHi MNpuknagn, Takum YMHOM, MOBWHHI TANYMAYuTUCS NWLe SK iNIOCTPAaTUBHI, @ He obmexXytodi
po3kpuTTa b6yab-Akum cnocobom. Etanu B HacTynHux [puknagax inocTpyloTb npoueaypy Aans
KOXHOro etary B NOBHOMY CUHTETUYHOMY MEPETBOPEHHI, i BUXiAHI PEYOBUHW AN KOXHOro ertany
MOXYTb OyTM He OBOB'A3KOBO OTPUMAaHi OKpeMuM npenapaTtMBHMM LUNAXOM TiEi npoueaypu, Lo
onucaHa B iHWux Mpuknagax abo Etanax. MNMpoueHTHI BMICTK NpeacTaBrieHi 3a Barow, 3a BUHSITKOM
XpomaTorpadiyHmMx CyMillell pO34MHHUKIB abo SKWO He 3as3HavyeHo iHwe. YacTuHM Ta MpOLEHTHI
BMICTU XpomaTtorpadiyHnx CyMillen po34MHHUKIB € 32 06'eMOM, SKLWO He 3a3HayeHo iHwe. 1H AMP
CMNeKTp MNpeacTaBnseTbCa B ppm (MiNbMOHHMX YacTKax) 3CyBYy Big TeTpameTurncunaHy; "s" osHadae
cuHrner, "d" o3Havae gybnert, "t" o3Hayae Tpunnet, "q" o3Havae kBapTeT, "'m" 03Ha4Yae MynbTUMNNET,
"dd" o3Hauvae nyonet gybnertis, "dt" o3Havae ayonet TpunneTie i "br" o3Havae LWNMPOKMN.

MPUKITAL 1

OpepxaHHa  meTun-4-[5-(3,5-anxnopdeHin)-4,5-gurigpo  -5-(TpudTopmeTnn)-3-isokcasonin]-1-
HadpTaniHkapbokcunary

Etan A: OgpepxaHHa wmetun-4-[3-(3,5-auxnopderin)-4,4,4-tpucptop-1-okco-2-0yreH-1-in]-1-
HadpTaniHkapbokcunary

Cymiw meTun-4-auetun-1l-HadpraniHkapbokcunary (5,36 r, 23,4 mmons), 1-(3,5-guxnopdeHin)-
2,2,2-TpudptopeTtaHoHy (5,68 r, 23,4 mmonb), rigpokemay kansuito (0,172 r, 2,3 mmonb), N, N-
anvetundopmamigy (16 mn) i TpeT-6yTrnmeTtmnosoro edipy (32 mn) nomiwarwTb Yy peakuiiHy
NnocyauHy, OCHalleHy TepMOMeTpoM. PeakuinHy cyavHy npueaHyTb A0 KonoHw Ongepluoy 3
JecaTbMa Tapifnkamu, BUXig SKOI KOHAEHCYIOTb i nogalTb A0 AeKkaHTaTopa, M0YaTKoBO 3arnOBHEHOro
TpeT-6ytunmeTunosum edipom. Y npunagi niatpumyloTb atmocdepy asoTy. BepxHl 4acTuHy
OekaHTaTopa NpueaHyoTb, Wo6 noBepTaTy KOHAEHcAT OO0 N'ATol Tapinku kornoHu Ongepwoy. JaHa
ycTaHoBKa 3abesnedye Te, WO MOKpUM (MICTUTb PO3YMHEHY BoAdy) TpeT-OyTunmMeTunosun egip 3
OeKkaHTaTopa He MOBEpTaeTbCsl A0 PeakuiiHOI MOCYAMHW. 3NUBanbHUM KpaH Yy HWXKHIA 4YacTUHI
AekaHTaTopa [03BONsAe BMaanaTy TpeT-bytunmvetunosui edip Ha gogaTok 40 BOAM 3 AekaHTaTopa.
PeakuinHy cymilw HarpiBaloTb Ansi OUCTURAUiT a3eoTpony TpeT-OyTunmeTunosoro edipy/Boau.
Ockinbku nacTka AekaHTaTtopa MICTUTb AOCTATHK KifbKiCTb TPeT-OyTunmeTunoBoro edipy, wob
PO34YMHUTK YCIO BOAY, WO YTBOPUTLCS NPU peakuii, KOHAeHcaT y NacTui He po3ainsaeTsca Ha wapu, Wo
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MICTATb NepeBaxHO BOAY i nepeBaxHO TpeT-Gytunmetunosun edip. Ockinbkn peakuinHa cymilu
NOYaTKOBO MICTUTb, FONIOBHUM YMHOM, TPET-6yTUNMeTUnoBuN edip, CyMmill KUNUTb Npu Temneparypi,
WO He 3HaYyHO MepeBuLLYE HOpMarbHy TOYKY KUMiHHA TpeT-OyTunmMeTunoBoro edipy (Hanpwknag,
npnbnusHo 65-70 °C). Peakuis, WO BWHMKAE, MPOLAOBXYETbCS BiAHOCHO MOBINbHO MNpW AaHin
TemnepaTypi, TOMy KOHAEHCaT MOCTYNOBO 3MMBAlOTb 3 MAcTKU AekaHTaTtopa, wob Buaanutn Tpet-
oytunmeTunosuin ediip. OCKiNbKM KOHUEHTpaUis TpeT-0yTunmeTunoBoro ediipy 3MEeHLUIYETbCA B
peakuiiHin cymiwi, Temnepatypa KWMiHHA CyMili nigBuLLyeTbcs. TpeT-OyTunmeTunoBun edip
BMOANSTb, CMOPOXHIOWYM [eKaHTaTop, AOKM TemnepaTypa KUMiHHA peakuinHol CcyMmii He
nigBuwWnThca Big npubnuaHo 75 go 80 °C. [nsa niaTpyMyBaHHS OaHOro TeMnepaTypHOro AianasoHy
aofaTb TpeT-6yTunmeTtmnosun edip no HeobXxigHOCTI, Wob KoMneHcyBaTW BTpaTy PO3YMHHUKA 3
npunagy. 3aranbHUI Yac Big NoYaTKy HarpiBaHHS peakuinHOl CyMmiwi A0 3YMUMHKM AUCTURAUIT, WO He
BKMIOYAE Nepioa BUMWKAHHA Ha Hid, cknagae npubnusHo 15 roawH. MNpoTtarom gaHoro nepiogy yacy
AopaloTe AodaTtkoBy nopuito rigpokemay kanbuito (1,34 1, 18,1 Mmonb), WwWob nigBUWMTKL LWIBMAKICTb
peakuii.

o6 BMAINUTK NpOAYKT, CyMill OXONOMKYIOTbL OO0 KiMHATHOT TeMnepaTypu i inbTpytoTb. 3ibpaHy
TBEPAY PEYOBMHY MPOMMBaIOTb TPeT-OyTunmetunosum edpipom (10 mn). Jogatote Bogy (100 mn) i
BOOHUI Wap NigKUCNSATb XITOPOBOAHEBOK KucnoTot. OpraHivyHy dasy npomuBaioTb Bogok (100
MIT), cylwaTtb i BUNapoBYylOTh, W06 ofepxaTu NpoayKT y BUMMSAI XXOBTOI TBepaoi pedoBuHu (10,1 T,
95 % Buxig), wo nnaesutbcsa npu 91-91,5 °C (nicna nepekpucTanisadii 3 rekcaHis). HacTynHuim cnekrp
BiAHOCWTbLCA A0 NPOAYKTY, NEPEKPUCTani3oBaHOMY 3 rekcaHiB.

IY (Hyiton) 1723, 1670, 1560, 1280, 1257, 1230, 1186, 1171, 1132, 1098, 1022, 804 cm™.

1H AMP (CDCl;) 8,78-8,76 (m, 1H), 8,32-8,30 (m, 1H) 8,02 (d, J=7,6 'y, 1H) 7,65-7,62 (m, 3H),
7,34 (s, 1H), 7,07-7,06 (m, 1H), 6,94 (d, J=1,7 'y, 2H), 4,03 (s, 3H).

Eran B: OpeprkaHHs meTun-4-[5-(3,5-guxnopdenin)-4,5-gurigpo-5-(TpudtopmeTnn)-3-
iokcasonin]-1-HadTaniHkapbokcunaty

MNapokcug Hatpito (50 %, 3,50 r, 43,7 Mmmonb) gofatoTe A0 PO34YMHY cynbdarty rigpoKcunamiHy
(1,8 r, 11,0 mmonb) y Bogi (22 mn). Konu cymilwl oXonomxyoTb OO KIMHATHOI TemnepaTtypu, NopLito
cymiwi (~50 %) popatoTb MO Kpannsix NpoTAroMm 4 xBWMWMH Ao MeTun-4-[3-(3,5-anxnopdeHin)-4,4,4-
TpudpTop-1-okco-2-6yTeH-1-in]-1-HadTaniHkapbokcunaTty (To6To npogykt Etany A) (5,00 r, 11,0
MMonb) y TeTparigpodypaHi (55 Mn) npu kimHaTHIn Temnepatypi. Yepe3z 30 xBunvH popatoTb
popatkoBy nopuito (~10 %) BogHol cymiwi. Cymiw nepemiwyioTe gopaaTkoBo 15 xBunuH. Cymil
po3aingaTb Mk xnoposogHesoto kucnotot (1 H, 50 mn) i TpeT-6ytnnmetunosmum edipom (50 mn).
OpraHiyHy a3y BMNapoBylOTb, a OTPMMaHy TBEPAY PEYOBUHY MEPEMIyoTb Y rapsavyomy MeTaHoni.
Cymill oxonoaxytoTb i QinbTpyoTh, W06 ogepxaTh NpoaykT y Burnagi 6inoi Teepaoi peyvosuHu (4,50
r, 87 %), wo nnaeutbes npu 137,3—138 °C (nicns nepekpuctanisadii 3 metaHony). HactynHum cnekrp
BiHOCUTbLCA A0 NPOAYKTY, MEPEKPUCTani3oBaHOMY 3 MeTaHO-y.

b (Hynon) 1716, 1569, 1518, 1433, 1332, 1309, 1288, 1251, 1192, 1167, 1139, 1114, 1102,
1027, 1006, 910, 867, 855 cm™.

1H AMP (CDCl,) 8,89-8,87 (m, 1H), 8,80-8,78 (m, 1H), 8,10 (d, J=7,6 'y, 1H), 7,69-7,66 (m,
2H), 7,56-7,53 (m, 3H), 7,46 (t, J=2 'y, 1H), 4,27 (1/2ABq, J=17 'y, 1H), 4,03 (s, 3H), 3,91 (1/2ABq,
J=17 'y, 1H).

MPUKNAL 2

OpepxaHHs meTun-4-[5-[3,5-6ic(TpudpTropmeTnn)deHin]-4,5-aurigpo-5-(tpudpropmeTnn)-3-
i3okcasonin]-1-HadTaniHkapbokcunaty

Etan A: OpepxaHHa meTun-4-[3-[3,5-6ic(TpudptopmeTnn)denin]-4,4,4-tpudTop-1-okco-2-0yTeH-
1-in]-1-HadTaniHkapbokcunaTy

Cymiw  metun-4-auetun-l-HadptaniHkapbokecunaty (5,36 r, 23,5 wmwmonb), 1-[3,5-
Oic(TpudpTopmeTun)deHrin-2,2,2-TpudptopetaHony (7,28 r, 23,5 mmonb), rigpokecnay Kanbuito (1,40 ,
18,9 mmone), N, N-gumeTtundopmamigy (16 mn) i TpeT-0yTunmeTunosoro edipy (32 Mn) kun'atatb 3
AOMOMOroK npunagy, Wo MIiCTUTb AECATU TapinkoBy kornoHy Opepluoy i AekaHTaTop, OnucaHum y
Mpuknagi 1, Etany A, ona BupaneHHs aseoTpony TpeT-OytunmetunoBoro edipy/sogun. Ockinbku
nactka gekaHTaTtopa MIiCTUTb AOCTaTHIO KiNbKICTb TPET-0yTUNMEeTNNoBoro eqipy, LWob po34mMHUTK YCio
BOAY, L0 YTBOPIETLCA B peakuii, KOHAeHcaT y nacTuli He po3dinseTbcs Ha Lapu, Lo MICTATb
nepeBaXxHO BOAY i NepeBaXkHO TPeT-byTunmeTunosui edip. TpeT-OyTunmeTnnoBui edip BUAaNATb,
MOCTYMOBO CMOPOXHIOKYM MACTKy AeKaHTaTopa, OOKW Temnepartypa cyanHun He pgocsrHe 85 °C. [Ons
NigTPUMYBaAHHA [aHOI TemrnepaTtypu LOAalTb TpeT-OyTunmeTurnoBuii edip, OCKINbKM MNOTPIOHO
KOMMEHCYBaTM BTpATy PO3YMHHMKA 3 Npunagy. 3aranbHUi Yac Bif No4aTtKy HarpiBaHHS peakuinHoi
CyMilWi 0O 3yMWHKK OUCTUNSALI, WO He BKIOYaE nepiog BMMUKAHHS Ha Hid, cknagae npmubnusHo 10
rogvH. lNpoTtarom gaHoro nepiogy 4Yacy Oo4aTKOBWUI rigpokcui KanbLito He foAalTb Y peakuinHy
CyMiLL.

33



10

15

20

25

30

35

40

45

50

55

60

UA 106468 C2

o6 BigokpeMuTU MPOAYKT, CyMill OXOMOMAXYHTb [0 KiMHATHOI Temnepatypu i inbTpyloTb.
TBepay peyoBnHY NPOMMBAIOTL TPET-OyTUNMETMNOBUM edipoM, i hinbTpaT npomusaoTb Boaoto (30
Mn), i po3baBnsawTb TpeT-OyTunosum edvipom. Cymill BMMapoBylTh, LWOO ogepxaTu NpoaykT y
BurmAgi xoetoi TBepgoi pedoBuHu (12,1 1, 99 %), wo nnaButbcs npum 91,5-92 °C  (nicns
nepekpucTanisadii 3 rekcaHi). HacTynHuiA cnekTp BiQHOCUTBLCS A0 NPOAYKTY NepeKkpucTaniaoBaHoMy 3
reKCaHiB.

I4 (Hymon) 1720, 1685, 1515, 1441, 1405, 1345, 1280, 1261, 1187, 1171, 1147, 1129, 1097,
1024, 899, 856 ane™.

1H AMP (CDCl,) 8,74-8,72 (m, 1H), 8,23-8,21 (m, 1H) 7,99 (d, J=7,3 T'u, 1H), 7,67 (d, J=7,6 Iy,
1H), 7,64-7,57 (m, 3H), 7,51 (s, 2H), 7,47 (d, J=1,4 'y, 1H), 4,04 (s, 3H).

Etan B: OpepxaHHa meTtun 4-[5-[3,5-6ic(TpudbTopmeTun)deHin]-4,5-aurigpo -5-(tpudptopmetnn)-
3-izokcasonin]-1-HadTaniHkapbokcmnat

lgpokeng HaTpito (50 %, 1,53 1, 38,2 mmonb) gogatoTb Ao cynbdaTy rigpokcmnaminy (1,57 r, 9,57
MMonb) y Bogi (18 mn). MNopuito po3unHy (~51 %, ~9,8 Mmonb rigpokcunamiHy) goaarTb No Kpannisax
o meTun(4-[3-[3,5-6ic(tpucdTopmeTnn)eHin]-4,4,4-Tpuctop-1-okco-2-6yTeH-1-in]-1-
HadTaniHkapbokcunaT)y (TobTo npoaykty Etany A) (5,00 r, 9,61 mmonb) y TeTparigpodypaHi (45 mn).
MMicna ~45 xBuUnNuH cymill BUNMBaOTb Y xnopoBoAdHeBy kucroTy (1 H, 100 mn) i ekcTparytoTb edipom
(3 x 80 mn).

OG6'egHaHi opraHiyHi ekcTpakTyu npoMmBaoTb Bogot (80 Mn), cywatb i BUNapoByTb. PeyoBuHy
nepemillytoTb Y rapsidiomMy MeTaHosi, MOTiIM OXONOMKYOTb A0 KIMHATHOI TeMnepaTypu, 30MpatoTb nNpu
dinbTpauii i cywats y Bakyymi, Wob ogepxatu npodykT y Burnaai 6inoi tBepgoi peyosuHn (4,14 T,
80 % Buxiag), wo nnasutbea npu 130-131 °C (nicns nepekpucTanisaudii 3 meTtaHony). HactynHun
CMEeKTp BIQHOCUTBLCH A0 NPOAYKTY NepeKkpucTanisoBaHoMy 3 METaHony.

Y (Hyﬁonz 1722, 1515, 1437, 1330, 1284, 1208, 1193, 1174, 1128, 1106, 1025, 1009, 916, 903,
859, 842 nuB™.

1H AMP (CDCl3) 8,89-8,87 (m, 1H), 8,82-8,79 (m, 1H), 8,14-8,09 (m, 3H), 8,0 (s, 1H), 7,70-7,67
(m, 2H), 7,56 (d, J=7,6 T'y, 1H), 4,39 (2 ABq, J=17,3 T'u, 1H), 4,03 (s, 3H), 3,96 (2 ABq, J=17,6 'L,
1H).

MPUKINAL 3

AnbTepHaTVBHe ofepXaHHa meTun-4-[3-(3,5-guxnopdeHin)-4,4,4-1pudTop-1-okco-2-6yTeH-1-in]-
1-HadTaniHkapbokcunaTy

PosunH  1-(3,5-amxnopderin)-2,2,2-tpudptopetaHory (1,42 r, 584 wmmonb) y N, N-
anmetundopmamigi (5,5 mn) gogatoTb Ao rigpugy kanbuito (0,280 r, 6,66 mMmonb). Po3unH metun-4-
auetun-1-HadpraniHkapbokeunaty (1,34 r, 5,88 mmonb) y N, N-gumetundopmamigi (5,5 mn) gogatotb
Ao cymiwi. Cymiw HarpisatoTb o 45-50 °C npotsarom 8 roguvH. Cymill OXOMNoaXyTb A0 KiMHaTHOI
TemnepaTtypu npoTsarom Houi. [licna gopgatkoBux 4 roguH npu 60 °C, cymiw OXonogxywTb A0
KiMHaTHOI TemnepaTypu i gogatoTb MO Kpannsx Ao xnoposogHeBoi kucnotu (1 H, 100 mn). Cymiw
ekcTparyloTe eTunauetatom (2 x 100 mn), i ob'egHaHi ekcTpakTu cywaTtb i BUMApOBYHOTb, W06
opepxatu npoaykt (2,7 r, 102 % Buxig), wo mictute Hebarato N, N-gumetnndopmamigy. 1H AMP
CMEeKTP OCHOBHOrO i30Mepy npuseAeHuUi aani.

1H AMP (CDCl,) 8,78-8,75 (m, 1H), 8,33-8,30 (m, 1H), 8,02 (d, J=7,7 T'u, 1H), 7,66—-7,61 (m,
3H), 7,34 (s, 1H), 7,07-7,04 (m, 1H), 6,94 (d, J=2 'y, 2H) 4,03 (s, 3H).

MPUKJIAL 4

OpepxaHHs 2-xnop-6-noa-4-(TpudtopmeTnn)oeH3onamiHy

MoHoxnopwua wnogy (17,2 r, 108 mmonb) y xnopoBogHeBin kucnoTi (36 %, 21,4 r) i Boai (35 mn)
aoJarTb no  kpannax [o  2-xrnop-4-(tpudptopmeTun)oeHsonamivy (20,0 r, 102 wmmonb) vy
xnopoBogHeBi kucrnoTi (36 %, 20,7 1) i Bogi (140 mn). Cymiw HarpiBatote go 50 °C npoTdrom
3aranom 8 roguH. lgpokeua Hatpito (50 %, 33,5 r, 419 Mmonb) AodalTb 40 CyMili NPy KiMHATHIN
TemnepaTypi. Cymiwl ekcTparytoTb AnxropmMeTaHom (2 x 250 mn), i eKCTpakTK cyLaTth i BUNapoBYOTh,
Wwob ogepxatu NpoaykT y Burnagi onii (31,83 r, 97 % Buxia).

1H AMP (CDCls) 7,78 (s, 1H), 7,5 (s, 1H), 4,87 (br s, 2H).

MPUKNAL 5

OpepxaHHsa 1-xnop-3-og-5-(TpucdTopmeTnn)beHsony

2-Xnop-6-opg-4-(Tpucptopmetnn)deHsonamid (to6To npogykT Mpuknagy 4) (31,8 r, 98,9 mmonb)
Ao4atTb 4O XIOPOBOAHEBOI kncrnotu (36 %, 190 mn) i cymiw HarpiBatoTe go 55—-60 °C npotsarom 20
XBUNuH. Cymiw oxonomxytoTb Ao 0 °C. Hitput HaTpito (13,6 r, 197 mmMonb) y Bogi (36 mn) gogarTb
npotsrom 30 xBunvH. Konu gofaBaHHs 3aBepLUyOTh Cymiw nepemiwytoTe npu 0-5 °C npotsarom 70
xBunuH. inocgpocdopHy kucnoty (50 %, 36,5 mn, 351 mMonb) gogatoTb no kpamnsx npu 5-10 °C
npotsirom 40 xBunuvH. Konv gogaBaHHS 3aBepLUYOThL CyMill MMMOBINBHO pi3ko HarpiBaeTbes o 35 °C,
i notim oxonogxytoTb o 10-20 °C. licna nepemiwyBaHHsa npyn 10-20 °C npoTaromMm 2 roguH cymil
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3anuuarTb Yy XOMNoAWNbHUKY Ha Hiy. [loTiM cymiwl HarpiBaloTb A0 KiMHATHOI Temnepatypu i
nepemiwytoTb npotsarom 1 roamHun. Cymiw posbasnstoTb Bogow (400 mn) i ekcTparyioTe edipom (2 x
250 mn). OG'egHaHi ekCTpakTK CcyllaTh | BUNAPOBYHOTb. [JUCTUIMIOTL | OOEPXKYOTb NPOAYKT Yy BUINSAAi
onii (19,93 r, 66 % BuKxig), TemnepaTtypa kuniHHA 98—112 °C npm 2,0 klMa.

1H AMP (CDCl,) 7,89 (s, 1H), 7,84 (s, 1H), 7,58 (s, 1H).

MPUKIAL 6

OpepxaHHs 1-[3-xnop-5-(TpudTopmeTun)deHinl-2,2,2-TpudToOpeTaHOoHY

Po3umH xnopuay isonponinmarnito (2 M, 36,0 mn, 71,8 Mmonb) y TeTparigpodypaHi 4ogatoTb Mo
Kpannsx Ao po3dnHy 1-xnop-3-noa-5-(tpudptopmetnn)densony (tobto npoaykt Mpuknaay 5) (20,0 r,
65,3 mmonb) y TeTparigpodypati (30 mn) npu =5 °C. Cymiw nepemiwytoTs npoTarom 1 roauHn npum 0—
5°C. Metuntpudptopauetat (10,0 r, 78,1 Mmonb) AogalTb MO Kpannsx A0 CyMilli, y TOW Yac siK
nigTpumytoTe TemnepaTypy 0-5 °C. Konu gogaBaHHA 3aBepLUYOTb CyMiLll nepemilyoTb npotsrom 90
XBUWITUH.

XnoposogHesy kucnoty (1 H, 100 mn) gogatTe no kpannax Ao cymiwi npm 0-5 °C. Konwu
AO[aBaHHS 3aBepLUYOTb, CyMill ekcTparyoTb edipom (2 x 100 mn).

OO6'egHaHi ekcTpakTu cywartb i BunapoBylTb. Onito po3unHaAlTs y Tonmyoni (55 mnm) i n-
TonyoncynbdoHOBOI  kncnotu MmoHorigpat (0,100 r, 0,525 mmornb) gogatwTb Ao cymiwi. Cymilw
Knn'ataTe npotarom 30 XBUNWH i a3e0Tponu BOA4a/TOMNyor, MeTaHoN/Tonyon BuaansitoTe, AUCTUIIOYN
npu atMocdepHOMY TUCKY. OMCTUNAUIIO NPOOOBXYKTb MPU 3HWXKEHOMY TUCKY, LOO ogepxaTu
npoaykT y BurnsAgi onii (12,4 r, 69 % Buxig), Temnepatypa kuniHHa 93—-103 °C npwu 6,7 kla.

1H AMP (CDCls;) 8,21-8,19 (m, 2H), 7,95 (s, 1H).

MPUKIAL 7

OpepxaHHs 4-[5-[3-xnop-5-(TpudptopmeTnn)eHin]-4,5-gurigpo-5-(tpudropmeTnn)-3-
isokcasonin]-N-[2-okco-2-[(2,2,2-TpucTopeTun)amiHoletnn)-1-HadtaniHkapbokcamigy

Etan A: OgepxaHHsa 4-auetun-1-HadpTaniHkapboHinxnopuay

TioHinxnopmg (35,00 r, 0,29 monb) gojawTb A0 PO34uHy 4-auetun-l-HadpTaniHkapboHoBOW
kucnotu (51,70 r, 0,24 monb) y Tonyoni (350 mn). Cymiw HarpiBatoTb go 90 °C npotsrom 8,5 roguH.
Micna oxonomxkeHHs Ao 25 °C poO34MHHMK BUOANSOTb MPU 3HMXKEHOMY TUCKY, LWOO ogepxaTu
3a3HayYeHuUin y 3aronoBKy NPOAYKT y BUrnsAai 6pyaHo-6inoi TBepgoi pevosuHm (55,1 1, 98,7 % Buxia).

IY (Hyrion) 1758, 1681, 1515, 1352, 1282, 1245,1218, 1190, 1117, 1053, 923, 762 cm™.

1H AMP (CDCly): 8,72-8,69 (m, 1H), 8,50 (d, J=7,6 'y, 1H), 8,44-8,41 (m, 1H), 7,82 (d, J=7,9 I'y,
1H), 7,76-7,65 (m, 2H), 2,77 (s, 3H).

Etan B: OpepxaHHs 4-aueTtun-N-[2-okco-2-[(2,2,2-TpudTOopeTnn)amiHoleTun]-1-
HadpTaniHkapbokcamigy

PosunH 2-amiHo-N-(2,2,2-Tpudptopetun)auetamigy (21,90 r, 0,14 monb) y 1,2-guxnopneHTtaHi (80
MIT) 4o4atoTb NO Kpannsx npotarom 15 xBunuH Jo posunHy npoaykty MNpuknagy 7, Etany A (32,50 r,
0,14 monb) y 1,2-guxnopneHTaHi (160 mn) npu Temnepatypi Big 25 go 30 °C. OTpumaHy B pe3ynbTarTi
CyMmill goaaTkoBo nepemiwytoTb npotarom 10 xBunuHd npu 25 °C. Po3uunH Tpuetnnaminy (14,20 r, 0,14
Monb) y 1,2-guxnopneHTani (80 mn) noTtim gogatoTe NO Kpannax npotarom 44 xsunuH npu 25 °C, i
cymiw nepemiwytoTb gopatkoBo npoTtdarom 20 xBunuH npu 25 °C. PO34YMHHUK BuOanswoTb Mpu
3HWKEHOMY TUCKY, a 3anuoK pPOo3YMHATL Yy rapsadomy auetoHitpuni (50 mn). Cymiw notim
oxonoakytoTb Ao 25 °C i sogy (40 mn) gogatoTb no kpannsx. Cymilwl 4OAaTKOBO OXONMOAXYTb A0
0 °C i dpinbTpytoTb. Okpemy TBepAy peyvoBMHY nNpomuBatoTb Bogok (100 mn) i cywaTe NPOTAroM Houi
y BaKyyMHin cywunbHin nedi (npubnusHo 16-33 klMa npu 50 °C), wob opepxatn 3asHavyeHun y
3arosIoBKy NpoaykT y Burnagi 6pyaHo-6inoi tBepaoi pevosuHu (37 1, 75 % Buxig), WO NNaBUTbLCA Mpu
169-169 °C.

IY (Hyion) 3303, 3233, 3072, 1698, 1683, 1636, 1572, 1548, 1447, 1279, 1241, 1186, 1159 gus™.

1H AMP (CD3;S(=0)CD3): 8,95 (t, J=5,8 'u, 1H), 8,72 (t, J=6,5 I'u, 1H), 8,55 (dd, J=6,5, 2 'y, 1H),
8,37-8,33 (m, 1H), 8,13 (d, J=7,3 I'u, 1H), 7,70-7,60 (m, 3H), 4,07-3,95 (m, 4H), 2,75 (s, 3H).

Etan C: OpgepxaHHs 4-[3-[3-xnop-5-(TpudtopmeTtun)deHinl-4,4,4-tpudTop-1-okco-2-6yTeH-1-inl-
N-[2-okco-2-[(2,2,2-TpudTopeTnn)amiHoletun]-1-HadTaniHkapbokcamigy

Cymiw npoaykty [Mpuknagy 7, Etany B (10,00 r, 28,38 wmwmonb), 1-[3-xnop-5-
(TpudTOpMeETUN)PEHIN]-2,2,2-TpudTopeTaHoHy (9,00 r, 32,5 mmons), rigpokeuay kanbuito (1,05 T,
14,2 mmone), N, N-gumetundopmamigy (20 mn) i TpeT-6yTunmetmnosoro edipy (32 mn) nomiwatoTs y
peakuinHy noCyauWHy, OCHalleHy TepMoMmeTpoM. PeakuinHy nocyavHy npuUEOHYIOTb OO KOMOHWU
Onpeploy 3 gecaTbMa Tapinkamy, BUXig 3 siKOi KOHAEHCYIOTh | NogalTb Ha AeKaHTaTop, MOYaTKOBO
3anoBHEHUN TpeT-OyTunmeTunosum ecdbipom. Y npunagi nigTpumyoTb atMmocdepy as3oTy. BepxHio
YacTUHY AekaHTaTopa 3'€AHYI0Tb AN NOBEPTAHHSA KOHOEHcaTy 40 M'AToi Tapinku konoHu OngepLuoy.
[aHa ycTaHoBKka 3abesnevye Te, WO MOKPUIA (WO YTPUMYE PO3YMHEHY BOAY) TPET-OyTUNMETUNoBUiA
edoip He NOBEpPTAETbLCA 3 AeKaHTaTopa B peakuiiHy NOCyAuHY. 3nMBanbHUA KpaH Y HWXKHIN YaCTUHI
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JekaHTaTopa A03BONsSiE BUAanaTn TpeT-6ytunmetTvnosun edip Ha AoaaTtok 4O BOAW 3 AeKaHTaTopa.
PeakuinHy cymiw HarpiBawTb OO AMCTUIIOBAHHSA as3eoTpony TpeT-OyTurnMeTunosoro eqipy/BoAi.
Ockinbku nactka gekaHTaTopa MICTUTb KiNbKICTb TpeT-OyTunmeTunoBoro edipy, AocTaTHio, wWob
PO34YMHUTK YCIO BOAY, LLIO YTBOPUTBLCS B peakuii, KOHAeHCcaT y NacTui He pOo34inseTbCcs Ha LWapw, Wwo
MICTATb MepeBaHO BOAY i NepeBaxHO TpeT-OytunmeTtmnoBun eduip. Ockinbkn peakuiiHa cymil
NMOYaTKOBO MICTUTb FOJIOBHUM YMHOM TPeT-OyTUnMeTunoBun edip, CyMmill KMnutb Npyu Temneparypi,
WO He 3HaYyHO MepeBuLLYE HOpMarbHy TOYKY KUMiHHA TpeT-OyTunmMeTunoBoro edipy (Hanpwuknag,
npnbnusHo 65-70 °C). Peakuis NpoaoBXYyeTbCs BiAHOCHO MOBINIbHO NPW OaHi TeMnepartypi, Tak Wwo
KOHAEeHcaT NOCTYMNOBO 3NMBAalOTh 3 NACTKM AeKaHTaTopa, Wwob Buganutn TpeT-6yTunmetTunosun eqip.
Ockinbkn  KOHUeHTpauis TpeT-6yTunmeTunoBoro edipy 3MEHLYETLCA B peakuiviHii - cymilui,
TemnepaTypa KuMiHHA peakuifHoi cymiwi nigBuwyeTbcs. TpeT-byTunmetunosun edip BUOANSATD,
CMOPOXHIOKYN OeKaHTaTop, AOKU TeMnepaTypa KMNiHHA peakuinHol Cymilli nigsBuLLyeTbca npubnnuaHo
po 85 °C. lWob nigtpymyBatn gaHy Temnepartypy, 000al0Tb TPeT-OyTunmeTvunoBumn edip, OCKinbku
noTpibHO KOMNEeHcyBaTU BTpaTy PO3YMHHUKA 3 npunagy. 3aranbHWi Yac Big nodaTtky HarpiBaHHS
peakuiHOl Cymili OO0 3aBepLUEHHS ANCTUNALIT, WO He BKNOYae Nepioq BMMUKAHHA Ha HiY, cKnagae
nNpubnmaHo 6 roauH.

o6 BMAinMTK NpoayKT, CyMill OXONOMKYTb OO0 KiMHATHOI TemnepaTtypw i nNoTiM godatoTb A0
cymiwi TpeT-6yTunmeTunosoro edipy (50 mn) i 1 H xnoposoaHesoi kucnotu (100 mn). OpraHiyny
a3y posginsoTb i rentaH (60 mn) gopatTb no kpannsx. Cymiw ginbTpyloTb, Wo6 ogepxatu
3a3HayYeHUn y 3arofioBKy NPOAYKT y Burnsagi 6pyaHo-6inoi TBepaoi cymiwi izomepis, (14 r, 81 %
BMXia), WO nnaenaTbea npu 174,5-177 °C.

IY (Hyiton) 3294, 1697, 1674, 1641, 1541, 1441, 1364, 1313, 1275, 1246, 1163, 1104 aus™.

1H AMP (CD3;S(=0)CD3): (ocHoBHMI i3omep) 8,91 (t, J=6,2 "y, 1H), 8,73 (t, J=6,4 ', 1H),

8,44-8,30 (m, 2H), 8,18 (d, J=7,7 'y, 1H), 7,97—7,61 (m, 7H), 4,06—3,95 (m, 4H).

Etan D: OpgepxaHHsa 4-[5-[3-xnop-5-(Tpudptopmetun)derin]-4,5-gurigpo -5-(tpudtopmeTtun)-3-
isokcasonin]-N-[2-okco-2-[(2,2,2-TpudTopeTun)amiHoletnn)-1-HadptaniHkapbokcamigy

BogHun rigpokeug Hatpito (50 %, 3,04 r, 38,0 mmonb) AoaaoTb MO Kpanssix 40 PO34UHY cynbdaty
rigpokcunamiHy (1,48 r, 9,02 Mmonb), Wo nepemiwyeTbes, y Bogdi (28 mn) npnu°25 C. lMicnsa Toro sk
JaHe [ofaBaHHA 3aBepllyoTb, npodykt [lpuknagy 7 Erany C (10,00 r, 16,33 mMmonb) Yy
TeTparigpodypaHi (60 mn) gogatoTe No kpannax npotdarom 40 xsunuH. Nicnga 3aBeplueHHs JoAaBaHHS
CyMill nepemiwyoTb gogaTkoBo NpoTsaroM 30 XBUMNMH. PO3YMHHWK BUOANSAOTb MPU 3HUKEHOMY TUCKY i
popatoTe 1 H xnoposogHeBy kucnoTy (100 mn). Cymiw ekctparytoTb edipom (2 x 100 mn) i o6'egHaHi
eKCTpaKkTW cylaTtb i BUNapioTb. 3anvwoK po3dnHATbL B aueToHiTpuni (30 M), OXonomxyTs OO0
0°C i ginbTpytoTh, WOO ogepxaTu 3a3Ha4YeHWW y 3aronoBKy MpoaykT Yy Burnsai 6inoi TBepaoi
peyoBuHn (7,84 r, 77 % Buxig), wo nnasutbca npu 107-108,5 °C (nicns nepekpucTanisauii 3
aueToHiTpuny).

IY (Hyiton) 3312, 1681, 1642, 1536, 1328, 1304, 1271, 1237, 1173, 1116 cm ™.

1H AMP (CDs;S(=0)CDs): 8,98 (t, J=5,8 'y, 1H), 8,82 (d, J=7,4 'y, 1H), 8,74 (t, J=6,5 'y, 1H),
8,40 (d, J=9,7 'y, 1H), 8,09 (d, J=15,3 I'u, 2H), 7,93 (d, J=7,6 T'u, 2H), 7,75-7,04 (m, 3H), 4,63 (s,
2H), 4,07-3,96 (4H, m).

MPUKINAL 7A

AnbTepHaTuBHe OAepKaHHSA 4-[5-[3-xnop-5-(TpucTopmeTun)deHinl-4,5-gurinpo-5-
(TpudTOpMETUN)-3-i30KCca3onin]-N-[2-okco-2-[(2,2,2-TpudTopeTun)amiHoleTnn]-1-
HadpTaniHkapbokcamigy

Etan A: OgepxaHHs 4-[3-[3-xnop-5-(TpudtopmeTtun)deHinl-4,4,4-tpudtop-1-okco-2-6yTeH-1-inj-
N-[2-okco-2-[(2,2,2-TpudTopeTnn)amiHoleTun]-1-HadTaniHkapbokcamigy

Cywmiw 4-auetun-N-[2-okco-2-[(2,2,2-TpudTopeTnn)amiHoleTurn]-1-HadTaniHkapbokcamigy (100,00
r, 267,23 mmonsb), 1-[3-xnop-5-(TpudptopmeTtun)deHin]-2,2,2-tpudtopetaHoHy (86,92 r, 288,6 mmonb)
i aueTtoHiTpuny (500 mMn) nomiwaTb y peakuiiHy NOCyauHY, OCHalleHy TepMoMeTpoM. PeakuinHy
nocyauHy npueaHyoTb A0 koroHn Onpeplioy 3 gecatbMa Tapinkamu. Y npunagi nigTpymyoTb
aTmoccpepy asoTy. Cymiw HarpiBatoTb [0 KWMIHHA MNPOTArOM Takoro 4Yacy, OOKM TemnepaTtypa
BEPXHbOI YacTUHM KoNoHu He Byae ctaHoButh 82 °C. KapboHaT kanito gofaroTb peakuinHOol CyMilli
nopuisMm Tak, Wob KOHTponoBaTh WBMAKICTL peakuii. Cnovatky gopatotb 0,40 r kapboHaTy Kanito,
noTiMm nocnigoBHo okpemumn 0,1 r popmaBaHHsaMu 4depes 30, 60, 120 i 180 xBunmH i 0,40 r
aofaBaHHAMM vepe3d 240 i 300 xBuIMH nicnsi MOYaTKOBOro AogaBaHHA kapboHaTy kanito. Mepepq
AOdaBaHHAM [0 peakuiHol cymiwi kapboHaT Kanilo CycneHAylTb Yy HEBENUKIA  KiNbKOCTi
aueToHiTpuny (NpnbnusHo 3 MN aueToHITpUy 3acTocoBylTh, W06 cycneHayBaTn 0,40 r KinbKOCTI
kapOoHaTy Kanito, i NpUbIIM3HO 2 MN aUeTOoHITPMIYy 3aCTOCOBYHOTb, Wo6 cycneHgysatn 0,1 r KinbkocTi
kapOoHaTy kanito). AseoTpon aueToHiTpuny/Boan (TemnepaTypa kuniHHa 76,5 °C) ©6e3ynuMHHO
BUOANSTb 3 BEPXHbOI YaCTUHWU KOSTIOHMU, SIK TifbKM BiH YTBOPOETbCA. [licns KiHUeBOro goaaBaHHS
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kapboHaTy kanito cymiw kun'atate npotarom we 60 xBunuH. llicna 3araneHoro 4acy 6 roavH BiA
Nno4yaTKOBOro gofaBaHHA kapboHaTy kanito Binblue aueToHITpuny BuaansioTs ANCTUNALIED, NOKA BC
265 mn aueToHITpuny Ta a3eoTpony aueToHITpuny/Bogi He 6yae BuganeHo. CyMill OXONomXKyloTb 40
25 °C i popatoTb go cymiwi Bogy (48 mn). Cymiw oxonomxytoTb go 0 °C npotarom 30 XBUIMH,
BUTPUMYIOTb NPV AaHin Temnepatypi npotarom 60 xBunuH, a noTiMm inbTpyoTh. BuaineHy teepay
PEYOBUHY NMPOMUBAIOTL aLETOHITpMUNom:Bogow (96 mn, 26:5 auetoHiTpun:soaa).

MpoaykT cywaTtb y BakyyMHil cylunnbHin nedi (npndnmnsHo 16-33 klMa npu 55 °C) npoTsirom Houi,
wob opgepxaTn NPOAYKT y BUrNsai 6pyaHo-6inoi tBepgoi pedoBuHu (150,51 r y Burmagi cymiii
isomepiB, 92,2 % Buxig).

1H AMP cnekTp OCHOBHOrO i30Mepy € iAEHTUYHMUM CMEKTPY PevoBUHK, OTpuMaHoi B MNpuknagi 7,
Erani C.

Etan B: OpepxaHHsa 4-[5-[3-xnop-5-(Tpudptopmetun)derinl-4,5-gurinpo-5-(tpucptopmeTtun)-3-
isokcasonin]-N-[2-okco-2-[(2,2,2-TpudpTopeTmn)amiHoleTun]-1-HadpTaniHkapbokcamigy

Po3uuH rigpokemay Hatpito (15,10 r 50 % BogHoro posuumHy, 0,19 mMmone) y Boai (3aransHui obear
67,5 mn) i po3uuH cynbdarty rigpokcunamidy (7,75 r, 47,3 mmone) y BoAi (3aranbHun ob'em 67,5 mn)
AofaloTb ogHoyacHo go npoaykty MNpuknagy 7A, Etany A (51,90 r, 81,78 mMonb) y TeTparigpodypaHi
(300 mn) nmpu 25°C npotarom 75 xBunuH. [licna Toro sk [oOaBaHHS 3aBEPLUYOTb, CyMill
nepemiwytoTb gogatkoBo npotsarom 180 xBunuH. Cymiw nigkucnsoTs Ao npubnusHo pH 3
A0AaBaHHSAM XITOPOBOAHEBOI KMCMNOTU (KOHLLEHTpoBaHa, npubnusHo 11 r). BogHwii wap BnaansawTb, a
OpraHiyHMn Po34MH, WO 3anuMBCS, HarpiBawoTb OO0 KUMiHHA. AUETOHITpUN gogarTb i ANCTUMRAT
aueToHiTpuny/TetparigpodypaHy BuMAansoTb, OOKM TemnepaTypa OUCTUAATY He NigBUWWUTLCA A0
82 °C, ykasyouun, Wo Becb TeTparigpodypaH BunydeHun. Cymiwi Jo3BoNsA0Tbe 0XonoHyTn go 25 °C i
aueToHITPUN BUAANAI0Tb MPU 3HMXKEHOMY TUCKY. 3anuvoK PO34YMHATb B aueToHiTpuni (200 mn),
oxonogkytoTe Ao 0 °C, i oTpumaHy B pesynbTaTi cyMmiw dinbTpyoTh, Wob ogepxatu 3a3HavyeHun y
3aronoBKy NpoayKkT y Burnagi 6inoi teepaoi peyvosunn (43,45 r, 84 % Buxig).

1H AMP cnekTp NpoayKTy € iAeHTUYHNM CNEKTPY pevyoBMHU, oTpumaHoMy B lMNMpuknagi 7, ETani D.

MPUKIAL 7B

AnbTepHaTVBHe ofepXaHHa  4-[3-[3-xnop-5-(TpudTopmeTnn)deHin]-4,4,4-1pudgTop-1-okco-2-
OyTeH-1-in]-N-[2-okco-2-[(2,2,2-TpucpTopeTun)amiHoleTun]-1-HadTaniHkapbokcamigy

Cymiw 4-auetun-N-[2-okco-2-[(2,2,2-TpudTopeTnn)amiHoleTun]-1-HadTaniHkapbokcamigy (50,00
r, 135,1 mmonb), 1-[3-xnop-5-(TpudTopmeTnn)deHin]-2,2,2-TpudptopetaHoHy (43,93 r, 145,8 mmonb) i
aueToHiTpuny (250 mn) nomiwalrTb y peakuinHy MOCYAMHY, OCHalleHy TepMoMeTpoM. PeakuiviHy
nocyauHy npuegHyoTb A0 KomoHw Ongeplioy 3 gecAtbMma Tapinkamu. Y npunagi nigTpymyoTb
aTmocdpepy asoTty. Cymiw HarpiBaloTb [0 KMMiHHSA, MPOTArOM Takoro 4acy, AOKM Temneparypa
BEPXHbOI 4aCTMHM KOMoHuM He ©Oype ctaHoBuTu 82 °C. 1,8-Hia3abiumkno[5.4.0]yHaeu-7-eH (DBU)
AoAaloTb A0 peakuinHoi Cymilwi nopuigmm Ansg KOHTPOMo WBMAKOCTI peakuii. CnovaTky gogatots 0,20
r DBU, notim nocnigosHo okpemumun 0,052 r gogasaHHamu yepes 30, 90, 150 i 210 xBunuH, i 0,20 1
pofasaHHAMM Yepesd 270 i 330 xBUNuH nicng noyatkoBoro gogasaHHa DBU. KoxHy okpemy nopuito
DBU po36aBnsoTb aueToHIiTpUnoM (2 M) neped TuM, K AodaTu OO peakuiiHoi cymii. A3eoTpon
aueToHiTpuny/Bogn (Temnepatypa KuniHHa 76,5 °C) Ge3ynvHHO BMOansiTb 3 BEPXHbOI YacTUHU
KOMOHMU, SIK TiNbkn BiH OyB yTBOpeHui. Micns kiHueBoro goaasaHHs DBU cymiw kun'aTaTe NpoTArom
popaTtkoBux 60 xBunuH. MNicns 3aranbHoro Yacy 6 roguH Big noyaTkoBoro gogaBaHHs DBU GinbLuy
YacTMHY aueToHITPUNY BMAAnNATb AUCTUASAUIED, AOKM Bci 138 Mn aueToHiTpuny Ta aseoTpony
aueToHiTpuny/Bogmn He Buganatb. Cymiw oxonomxytoTe Ao 25 °C i oo cymiwi gogatoTe Boay (24 mn).
Cywmiw oxonomxyoTs Ao 0 °C npotarom 30 XBWMAWH, BUTPUMYIOTb NPW AaHii TeMmnepaTtypi NpoTsrom
60 xBunuH i noTim iNLTPyOTL. BiggineHy TBepay peyoBuHy NPOMMBAIOTL aLETOHITPUNOM:BoAow (48
M, 26:5 aueToHiTpun:soga).

MpoayKT cywatb y BakyyMHil CyLWmbHIn nedi (npnbnusHo 16—33 kla npn 55 °C) npoTarom Houi,
Wob ofepxaTv NPoAayKT y BMrnsAai 6pygHo-6inoi TBepaoi pevosuHm (76,0 r y Burnsgi cymiwi isomepis,
92,0 % Buxia).

1H AMP cnekTp OCHOBHOrO i30Mepy € iAEHTUYHUM CMNEKTPY pedoBUHKU, oTpumMaHoi B MNpuknagi 7,
Erany C.

MPUKNAL 8

OpepxaHHa  MeTun-4-[5-[3-xnop-5-(Tpudptopmetun)deHinl-4,5-gurigpo  -5-(tpucptopmeTtin)-3-
i3okcasonin]-1-HadTaniHkapbokecunarty

Etan A: OpepxaHHa wmeTun-4-[3-[3-xnop-5-(tpucptopmetun)derinl-4,4,4-tpndtop-1-okco-2-
OyTeH-1-in]-1-HadTaniHkapbokcunaTy

Cymiw  metun-4-auetunn-1-HadpraniHkapbokcunaty (7,83 r, 34,3 wmmonb), 1-[3-xnop-5-
(TpudpTOopmeTUN)deHriIn]-2,2,2-TpudtopetaHony (10,43 r, 37,71 mmons), rigpokcuay Kanbuito (1,25 T,
16,9 mmonb), N, N-anmetundopmamigy (27 mn) i TpeT-6yTunmeTtmnoBoro edipy (44 mn) HarpiBaroTb
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00 KkuniHHA. AseoTpon TpeT-OyTunmeTunosoro edipy/Boan BuaansaoTb, Sk onucaHo B [Mpuknagi 7,
Etan C. Ockinbkn nactka gekaHtatopa MICTUTb KiNbKiCTb TpeT-6yTunmeTunoBoro eqipy, 4OCTaTHIO,
Wob po34MHUTM yClo BOAY, YTBOPEHY B peakuii, KOHAeHCaT Y nacTui He pO34iNseTbCcsa Ha wapu, Wo
MICTATb MepeBaXXHO BOAY i MepeBaXHO TpeT-Oytunmetunosun edoip. TpeT-OyTunmeTunosuin edip
BMOAnNATb, MOCTYNOBO CMOPOXHIOOYM MacTKy AekaHTatopa, OOKM TemnepaTtypa peakuii He byae
crtaHoButn 85 °C. Wo6 niatpumyBaTtu aaHy Temnepartypy, TpeT-OyTunMmeTunoBun edip gogatwTb Mo
notpebi Anst KOMNEHCYBaHHSI BTPATW PO3YMHHMKA 3 Npunady. 3aranbHui Yac Big noyaTtky HarpiBaHHs
peakuinHOi CyMilli 40 3aBepLUEHHS OUCTUNALIT AOPiBHIOE NpMbNn3HO 4,5 roguHn.

Cywmiw oxonoaxytoTb oo 25 °C i sunmeatoTtb y cymiw 0,5 H xnoposoaHesoi kucnotn (100 mn) i
TpeT-6yTunmetunosoro edipy (50 mn). Cymiw nigKUCRSIOTb KOHLEHTPOBAHOK XIIOPOBOAHEBOK
KMCMOTOI0 | BUNAPIOOTb, @ 3anuLLIOK KpUCTanisyoTb 3 rekcaHis (40 mn), wob ogepxatun 3a3HayeHnn y
3arofioBKY NPOAYKT Y BUINSAAI XXOBTOI TBepaoi pevoBunn (13,24 r, 79 % Buxia), wo nnasmtbesa npu 90—
90,5 °C (nicnsa nepekpucTanisadii 3 rekcaHis).

] (|£|y|7|on) 3071, 1721, 1710, 1671, 1516, 1439, 1316, 1280, 1252, 1178, 1129, 1103, 1026, 888,
861 cm™.

1H AMP (CDCly): 8,77-8,73 (m, 1H), 8,28-8,25 (m, 1H), 8,0 (d, J=7,6 'y, 1H), 7,67—7,60 (m, 3H),
7,40 (d, J=1,4Tu, 1H), 7,32 (s, 1H), 7,23 (s, 1H), 7,20 (s, 1H), 4,02 (s, 3H).

ETan B: OpepkaHHs meTun-4-[5-[3-xnop-5-(TpudtopmeTnn)deHinl-4,5-gurigpo-5-
(TpudpTopmeTnn)-3-izokcasonin]-1-HadpTaniHkapbokcunaTy

BogHun rigpokeng Hatpito (50 %, 2,08 r, 25,5 mmonb) goaaoTb No Kpanssix 40 PO34UHY cyrnbdaTty
rigpokcunaminy (1,07 r, 6,52 mmonsb), Wwo nepemiwyeTtbes, y Bogi (20 mn) npu 25 °C. [Micna Toro sk
AaHe godasaHHsA 3aBepluytoTe, NnpoaykT lNpuknaay 8, Etany A (5, 10,27 mmonb) y TeTparigpodypaHi
(20 mn) popatoTb No kpannax npotsarom 40 xeunuH. licna Toro Ak AogaBaHHSA 3aBepLUYOTb, CyMmill
nepemiwyoTe gogatkoBo npotarom 30 xeBunuH. OpradiyHy bady pos3gingoTs | gogawTbs 4o
xnoposogHeBoi kucnotu (100 mn). Cymiw ekcTparyoTb etunaueTtatoM (2 x 20 mn). OpraHivyHun
PO34YMHHUK BUMAPOBYKOTb NP 3HWKEHOMY TUCKY. 3anuLIoK NOBTOPHO PO3YMUHSAIOTE B OLTOBIA KMCIOTI
(16 mn), a notim HarpiBatoTb o 100 °C. Bogy (2 mn) gogaoTb N0 Kpanssix i CyMill OXONOMKYTb 0
50 °C. Cymiw 3aTpaBnoloTb HEBENUKOK KiNbKICTIO paHille oTpumaHoro metun-4-[5-[3-xnop-5-
(TpucpTopmeTun)deHin]-4,5-gurinpo-5-(TpudpTopmeTnn)-3-isokcasonin]-1-HadgpTaniHkapbokcunaTy, a
notim oxonoaxyTe o 25 °C. Bogy (2 mn) gopatoTb i cymiw oxonomxytoTe o 0 °C. Cymiw
DiNbTPYOTb, @ TBEpAY PEYOBUHY MPOMMBAIOTL OLITOBOK KUCIOTOK:BoAoK (8 mn:2 mn). Teepay
PEYOBUHY CyLLaTb Y BaKyyMHili CYLUMNbHIA Nevi, wob ogepxaTu 3a3HaYeHUn y 3arofoBKy MPOAYKT Y
Burnsagi 6inoi Teeppoi pevoBunn (3,91 r, 76 % Buxig), wo nnasutbca npu 111,5-112 °C (nicnsa
nepekpucTanisadii 3 aueToHiTpuny).

IY (Hyiton) 1716, 1328, 1306, 1287, 1253, 1242, 1197, 1173, 1137, 1114, 1028, 771 cm™.

'H AMP (CDCly): 8,90-8,87 (m, 1H), 8,82-8,79 (m, 1H), 8,10 (d, J=7,7 T'u), 7,87 (s, 1H), 7,81 (s,
1H), 7,72—7,67 (m, 3H) 7,55 (d, J=7,6 'y, 1H), 4,34 (1/2 ABq, J=17,3 T'y, 1H), 4,03 (s, 3H), 3,93 (1/2
ABq, J=17,3 T'y, 1H).

HactynHi Tabnuui 1-8 igeHTMdikytoTb cneumdivHi KomOiHauii peareHTiB, NMPOMIKHUX CMOMNYK i
NPOAYKTIB, WO iNOCTPyOTb cnocobu gaHoro BuHaxody. HAani Tabnuui cneuudiyHo po3kpuBatoTb
CMONYKN, a TaKOX KOHKpeTHi TpaHcdopmadii. ¥ gaHux Tabnuusx: Et osHavae etun, Me osHavae
meTun, CN o3Havae uiaHo, Ph o3Havae ceHin, Py o3Hauae nipuavHin, c-Pr o3Havae uuknonponin, i-Pr
03Havae izonponin, n-Pr o3Ha4yae HopmanbHWIiA Nponin, s-Bu o3Havae BTopuHHMIA GyTun, t-Bu o3Havae
TpeTuHHU B6yTun, SMe o3Havae metunTio, S(O), o3Havae cynbgoHIn, i Thz o3Hayae Tiason.
3'egHaHHA rpyn € ckopodeHUMU NogibHMM YnHoM; Hanpuknag, "S(0),Me" o3Havae meTuncynboHin.

Tabnuui 1-6 BigHOCATbCA A0 cnocoby Cxemu 1 nepetBopeHHA cnonyk ®opmynu 2 i 3 Ha
BignosigHi cnonykn ®opmynu 1. JaHa TpaHcdopmalid, SK npunyckawTb, BigbyBaeTbCs 4vepes
npoMixHi cnonykn ®opmynu 11.

o] 0
F3C o MOH), |FiC_ OH MOH)  FyC
i H;C Q —> 7 —_— Q
2 3 1 Z
L i AszeoTponHe

BHIA/ICHHA BOIH

Y npuknagi TpaHcdopmauin, 3giicHeHux y Tabnuugax 1-6, M saense coboiwo Ca, i Boay
OUCTUIMIOITL SIK a3eoTpon 3 peakuinHol cymiwi, wo mictute N, N-aumeTtundopmamig Sk nongapHUn
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TABINLA 1

CH,CHj5
CH,-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,0H
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH-i-Pr
CH,C(=O)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH2-(2-Py)
CH»-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=O)N(H)CH,CF3
CH(Me)C(=O)N(H)CH,CF3
CH,C(=O)N(H)CH,CH,SMe
CH,C(=O)N(H)CH,CH,S(0),Me
CH,CHjs

CHy-i-Pr
CH,CH,CI

TpeT-6yTunmeTMnoBun edip 9K  anpoTOHHWUA  PO3YMHHUK,

30aTHUN

;i Q aBnse coboto |

R
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3

CF3
CF3
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CH,CHj3
CHay-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH.-i-Pr
CH,C(=O)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF3
CH2-(2-Py)
CH»>-(4-Thz)
CHsy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=O)N(H)CH,CF3
CH(Me)C(=O)N(H)CH,CF3
CH,C(=O)N(H)CH,CH,SMe
CH,C(=O)N(H)CH,CH,S(0),Me
CH,CHjs

CHo-i-Pr
CH,CH,CI
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R*® R® R* R® R*® R® R* R®

Br H Br CH,CH,OH CF; H CF; CH,CH,OH

Br H Br CH(Me)CH,OH CF; H CF, CH(Me)CH,OH

Br H Br CH,CH(Me)OH CF; H CF, CH,CH(Me)OH

Br H Br CH,C(Me),0H CF; H CF, CH,C(Me),0H

Br H Br CH,CH,CH,OH CF; H CF;3 CH,CH,CH,OH

Br H Br CH,C(Me),CH,0H CF; H CF, CH,C(Me),CH,0H

Br H Br CH,CH,CH(Me)OH CF; H CF;3 CH,CH,CH(Me)OH

Br H Br CH,C(=O)N(H)Et CF; H CF, CH,C(=0O)N(H)Et

Br H Br CH,C(=O)N(H)-i-Pr CF; H CF, CH,C(=O)N(H)-i-Pr
Br H Br CH,C(=O)N(H)CH,-i-Pr CF; H CF, CH,C(=O)N(H)CH,-i-Pr
Br H Br CH(Me)C(=0)N(H)CH-i-Pr CF; H CF;  CH(Me)C(=O)N(H)CHo-i-Pr
Br H Br CH,C(=0)N(H)CH,CH,CI CF; H CF, CH,C(=0)N(H)CH,CH,ClI
Br H Br  CH(Me)C(=O)N(H)CH,CH,Cl CF; H CF;  CH(Me)C(=O)N(H)CH,CH,CI
Br H Br CH,C(=0)N(H)CH,CH,F CF; H CF, CH,C(=0)N(H)CH,CH,F
Br H Br  CH(Me)C(=O)N(H)CH,CH,F CF; H CF;  CH(Me)C(=O)N(H)CH,CH,F
Br H Br CH,CF; CF; H CF; CH,CF;

Br H Br CHy-(2-Py) CF; H CF; CHy-(2-Py)

Br H Br CH,-(4-Thz) CF; H CF, CH,-(4-Thz)

Br H Br CH,-c-Pr CF; H CF; CH,-c-Pr

Br H Br CH,CH,SMe CF; H CF; CH,CH,SMe

Br H Br CH(Me)CH,SMe CF; H CF, CH(Me)CH,SMe

Br H Br CH,CH,CH,SMe CF; H CF; CH,CH,CH,SMe

Br H Br CH,CH,S(=0)Me CF; H CF, CH,CH,S(=0)Me

Br H Br CH(Me)CH,S(=0)Me CF; H CF, CH(Me)CH,S(=0)Me
Br H Br CH,CH,CH,S(=0)Me CF; H CF, CH,CH,CH,S(=0)Me
Br H Br CH,CH,S(0),Me CF; H CF; CH,CH,S(0),Me

Br H Br CH(Me)CH,S(0),Me CF; H CF, CH(Me)CH,S(0),Me
Br H Br CH,CH,CH,S(0O),Me CF; H CF; CH,CH,CH,S(0),Me
Br H Br CH,C(=O)N(H)CH,CF; CF; H CF, CH,C(=O)N(H)CH,CF;
Br H Br CH(Me)C(=0)N(H)CH,CF4 CF; H CF;  CH(Me)C(=O)N(H)CH,CF;
Br H Br  CH,C(=O)N(H)CH,CH,SMe CF; H CF;  CH,C(=O)N(H)CH,CH,SMe
Br H Br CH,C(=O)N(H)CH,CH,S(0),Me | CF; H CF; CH,C(=0)N(H)CH,CH,S(O),Me
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RS
CH,CHjs

CHa-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,0OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CH-i-Pr
CH,C(=O)N(H)CH,CH,Cl
CH(Me)C(=0O)N(H)CH,CH,CI
CH,C(=0O)N(H)CH,CH,F
CH(Me)C(=0O)N(H)CH,CH,F
CH,CF;
CH»-(2-Py)
CH»-(4-Thz)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
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cl cl
cl cl
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cl cl
cl cl
cl cl
cl ¢l
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cl cl
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RS
CH,CHjs

CHa-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,0OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CH.-i-Pr
CH,C(=O)N(H)CH,CH,Cl
CH(Me)C(=0O)N(H)CH,CH,CI
CH,C(=0O)N(H)CH,CH,F
CH(Me)C(=0O)N(H)CH,CH,F
CH,CF;
CH,-(2-Py)
CH-(4-Thz)
CHsy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
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R®
CH(Me)C(=0)N(H)CH,CF5

CH,C(=O)N(H)CH,CH,SMe
CH,C(=O)N(H)CH,CH,S(0),Me
CH,CH;

CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),0OH
CH,CH,CH,0OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=0O)N(H)CHo-i-Pr
CH(Me)C(=O)N(H)CH,-i-Pr
CH,C(=0)N(H)CH,CH.CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH,-(2-Py)
CH,-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe

CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)Cst(O)zMe
CH2CH2CH28(O)2M8
CH(Me)C(=0)N(H)CH,CF5
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R*® R*® R*
cl cl cl
cl cl cl
cl cl cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F <l
cl F cl
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cl F cl
cl F cl
cl F cl
cl F <l
cl F <l
cl F <l
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl
cl F cl

R’
CH(Me)C(=O)N(H)CH,CF;

CH,C(=O)N(H)CH,CH,SMe
CH,C(=O)N(H)CH,CH,S(0),Me
CH,CHjs
CHy-i-Pr
CH,CHCI
CH,CH,0OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),0H
CH,CH,CH,0OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH_-i-Pr
CH(Me)C(=O)N(H)CH_-i-Pr
CH,C(=O)N(H)CH,CH,ClI
CH(Me)C(=0O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH,-(2-Py)
CH,-(4-Thz)
CHa,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe

CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)Cst(O)zMe
CH2CH2CH25(O)2MG
CH(Me)C(=O)N(H)CH,CF5
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RZa RZb RZC
CFs H F
CF; H
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H
CF; H Br
CF; H
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br

H

H

H

0
!

Z saBnse coboro

RZ R® RZ
Cl H CI
Cl H CI
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RS

CH,C(=0)N(H)CH,CH,SMe
F  CH,C(=O)N(H)CH,CH,S(0),Me

CH,CHj5
CH,-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH-i-Pr
CH,C(=0O)N(H)CH,CH,CI

Br  CH(Me)C(=O)N(H)CH,CH.CI

CH,C(=0)N(H)CH,CH,F

Br CH(Me)C(=O)N(H)CH,CH,F

CH,CF,
CH2-(2-Py)
CHy-(4-Th2)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CHchQS(O)zMe
CH(Me)CH,S(0),Me
CH2CH2CH28(O)2M9
CH,C(=0)N(H)CH,CF5
CH(Me)C(=O)N(H)CH,CF5

Br  CH,C(=O)N(H)CH,CH,SMe
Br CH2C(:O)N(H)CH2CH25(O)2M9

RZC

CHs;
CH,CH;

TABNNLA 2

R2a R2b RZC
Cl F CI
Cl F CI
OCF; H CI
OCF; H CI
OCF; H ClI
OCF; H ClI
OCF; H ClI
OCF; H ClI
OCF; H ClI
OCF; H ClI
OCF; H CI
OCF; H CI
OCF; H ClI
OCF; H ClI
OCF; H ClI
OCF; H ClI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H ClI
OCF; H ClI
OCF; H CI
OCF; H ClI
OCF; H ClI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H CI
OCF; H ClI
OCF; H CI
;1 Q aensie

coboto

R2a R2b
CF; H
CF; H
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RS

CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH2CH3
CHa-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),0H
CH,CH,CH,OH
CH2C(Me)2CH20H
CH,CH,CH(Me)OH
CH,C(=0)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=0)N(H)CH,-i-Pr

CH(Me)C(=0)N(H)CHo-i-Pr

CH,C(=0)N(H)CH,CH,CI

CH(Me)C(=0)N(H)CH,CH,CI

CH,C(=O)N(H)CH,CH,F

CH(Me)C(=0)N(H)CH,CH,F

CH,CF;
CH2-(2-Py)
CHy-(4-Th2)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH2CH28(:O)MG
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH2CH28(O)2MG
CH(Me)CH,S(0),Me
CHchchzs(O)zMe
CH,C(=0)N(H)CH,CF5

CH(Me)C(=0)N(H)CH,CF
CHQC(:O)N(H)CHz(:HQSMe

CH2C(ZO)N(H)CH2CHQS(O)2MG

CH,CHj3
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Br
Br
Br
Br
Br
Br
CFs
CF;
CF;
CF;
CF;
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CFs
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CF;
CFs
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CF;
CF;
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RS
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CHs;

CH,CH;3
CHy-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH3
CH,CH;3
CHg-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CHs
CH,CH;3
CHa-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH3)sCHs
CH,Ph
CH3
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R2
CF;
CF;
CF;
CF;
CF;
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CF;
CF;

CF;
CF,
CF,
CF,
CF,
CF,
CF,
CF,
cl
cl
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cl
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cl
cl
cl
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OCF;
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R2c
Cl
Cl
Cl
Cl
Cl
Cl
Cl

CF;

CF;
CF,
CF,
CF,
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cl
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cl
cl
cl
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cl
cl
cl
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RS
CHg-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH;
CHyPh
CHs

CH,CHj;
CHg-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CHj;
CHay-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH;)sCHs
CH,Ph
CH;
CH,CHj;
CHg-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCHs
CH,Ph
CH;



R® R® R*
CF; H Br
CF; H Br
CF; H Br
CFs H Br
CFs H Br
CFs H Br
CF; H Br
CF; H Br

Z aBnsie coboto

Rza sz RZG
Cl H |
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
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Py)
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O 0000000

;1 Q aBnse coboto

RS R2a
CH,CH;4 OCF;
CHa-i-Pr OCF;

n-Pr OCF;
i-Pr OCF;
s-Bu OCF;
t-Bu OCF;
(CH,)sCH; OCF;
CH,Ph OCF;
TABIINLUA 3
RZa
2b
R R2c

R3 RZa

Cl CF;

Br CF;

I CF;

OH CF;

OMe CF;
0S(0),CF3 CF;
HITPO CF;
NH, CF;
LiaHo CF;
Me CF;
CH,CI CF3
CH™r CFs
CH,OH CF;
CH,OC(O)Me CF;
CO,H CF;
CF;
n-Pr

CF;

Cl
CF4

Br
| CF4
CF4

OH
CF;

OMe
CF;
0S(0),CF;
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CF;
CF;
CF;
CF;

CF;

RS
CH,CHjs

CHg-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu

(CH2)sCH;

CH,Ph

R3
Cl
Br
I
OH
OMe
0OS(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H

n-Pr
Cl
Br
|
OH
OMe

0S(0),CF3
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R3

HITPO
NH,

uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H

n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
LiaHo
Me
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CF3

CF3
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CF;
CF;
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CF;
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Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
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Cl
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HITPO
NH,

uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO.H

n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF3
HITpO
NH,
uiaHo
Me



R2
CF;
CF;
CF;
CF;
CF3
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Z siBnsie coboto

RZa R2b RZC
c  H <
Cl H Cl
Cl Cl CN

CF; H H
CF; H Me
CF; H H
CF; H Cl
CF; H Cl
CF; H Cl
Cl Cl Cl
Cl Cl Cl
Cl Cl Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Z aBnsie
coboto
RZa RZD RZC
Cl H Cl
Cl H Cl
Cl Cl CN
CF; H H
CF; H Me
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R3 R2a R2b RZC RS
CH,CI OCF; H Cl CH,CI
CHr OCF; H Cl CH™r
CH,OH OCF; H Cl CH,OH
CH,OC(O)Me OCF; H Cl CH,OC(O)Me
CO,H OCF; H Cl CO,H
n-Pr OCF; H Cl n-Pr
TABJTNUA 4
R22
;i Q siBNsie coboto N
» S
R R IQ
R2¢ N
Rl R3 R2a R2b RZC Rl RS
CF3 H Br H Br CF; H
CF; Me Br H Br CF3 Me
CF; CN Br H Br CF3 CN
CF3 H CF3 H F CF, H
CF; Me CF; H F CFs Me
CF, CN CF; H F CF3 CN
CFs H CFs H  CFs CF4 H
CF, Me CF, H CF; CF; Me
CF, CN CF, H CF; CF; CN
CF3 H Cl F Cl CF; H
CF, CN cl F Cl CF; CN
CF, Me cl F Cl CF; Me
CF,Cl H Cl H Cl CF,CF,H H
CF.CI CN Cl H Cl CF,CF,H CN
CClLF H cl H Cl CF,CF; H
CClLF CN Cl H Cl CF,CF3 CN
TABJTMUA 5
R261
;1 Q aBnse

N
e coboto . | AN N
R2C R N>~

Rl RB R2a R2b RZC Rl R3
CF, H ar H Br CFs H
CF, Me Br H Br CFs Me
CF, CN Br H Br CFs CN
CF, H CF; H F CFs H
CF, Me CF; H F CFs Me

a7
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R
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CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl

RZa
cl
cl
cl

CFs

CFs

CFs

CF,

CF,

CF,
cl
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cl

Tabnuui 7-9 BigHocaTbca o cnocoby Cxemu 1a nepeTBopeHHs cnonyk Popmynu 2 i 3 Ha
BignosigHi cnonykn ®opmynu 1. JaHa TpaHcdopmalid, SK npunyckawTb, BigbyBaeTbCs 4vepes

Z aBnsie

coboto

RZD
H
H

ITrxrxxrxxTO

Cl
Cl
Cl

RZC

Cl

Cl
Cl
H
H
H
Cl
Cl
Cl
Cl
Cl
Cl

UA 106468 C2

Rl R3 R2a R2b
CF; CN CF; H
CF; H CF; H
CF; Me CF; H
CF; CN CF; H
CF; H Cl F
CF; CN Cl F
CF; Me Cl F

CF.CI H Cl H
CF,CI CN Cl H
CClLF H Cl H
CCIL,F CN Cl H
TABJIIMLUA 6
R2a
;i Q aBnsie
=25 coboto
RZC

Rv RS R2a R2b

Br H Br H

Br Me Br H

Br CN Br H

Br H CF; H

Br Me CF; H

Br CN CF; H

Br H CF; H

Br Me CF; H

Br CN CF; H

Br H Cl F

Br CN Cl F

Br Me Cl F

npoMixHi cnonykn ®opmynu 11.

F5C

%o+
z

Y npuknagi TpaHcdopmalii, 3aiiicHeHnx y Tabnuusx 7-9, M sBnsie coboto K (To6To ocHoBa
aBnsde coboto kapboHaT Kanito), i BOAY AUCTUNIOTb SK a3e0TpPOoNn 3 peakuiiHOI CyMilli, WO MICTUTb

2

H,C

.c 0
Q (M72€05 F;C OH
JI\ 4a
Q — > Q

z
3 11

Cl
Cl
Cl
Cl

RZC

Br

Br
Br
F
F
F
CF;
CF;
CF;
Cl
Cl
Cl

Ay~
(M"),CO;
4a

——

Rl
CF3
CF3
CF3
CF3
CF;
CF;
CF;

CF,CFH

CF,CFH

CF,CF;
CF,CF;

RV

Br

Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br

AszeoTponHe Z
BHIAICHHA
BOIH

CN

CN

Me
CN
H
CN
Me

O

F;C
Q

aUeTOHITPUI K anPOTOHHUI PO3YUHHUK, 30aTHUI POPMYBATU HU3LKOKUMMSYMIA a3e0Tpon 3 BOAOH.
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TABNNLA 7

Z aiBnse coboto

py)
&

I T =T IIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIII|

CH,CH;

CHay-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,0OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CHo-i-Pr
CH(Me)C(=O)N(H)CH.-i-Pr
CH,C(=O)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH2-(2-Py)
CH»-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0O)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=O)N(H)CH,CF3
CH(Me)C(=O)N(H)CH,CF3
CH,C(=O)N(H)CH,CH,SMe
CH,C(=O)N(H)CH,CH,S(0),Me
CH,CH;

CHa-i-Pr
CH,CH,CI

CH,CH,OH

;11 Q aBnse coboto |

R2a
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

CF;
CF;

CF;
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Py}
[N)
=3

I I =T IIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIII|

CH,CH;

CHay-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,0OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH.-i-Pr
CH,C(=O)N(H)CH,CH,CI
CH(Me)C(=0O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH2-(2-Py)
CH»-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0O)Me
CH(Me)CH,S(=0O)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=O)N(H)CH,CF3
CH(Me)C(=O)N(H)CH,CF3
CH,C(=O)N(H)CH,CH,SMe
CH,C(=O)N(H)CH,CH,S(0),Me

CH,CH;

CHa-i-Pr
CH,CH,CI

CH,CH,OH
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R*® R® R* R® R® R® R* R®

Br H Br CH(Me)CH,OH CF; H CF; CH(Me)CH,OH

Br H Br CH,CH(Me)OH CF; H CF; CH,CH(Me)OH

Br H Br CH,C(Me),0OH CF; H CF; CH,C(Me),0H

Br H Br CH,CH,CH,OH CF; H CF3 CH,CH,CH,OH

Br H Br CH,C(Me),CH,0H CF; H CF; CH,C(Me),CH,0H

Br H Br CH,CH,CH(Me)OH CF; H CF; CH,CH,CH(Me)OH

Br H Br CH,C(=0)N(H)Et CF; H CF; CH,C(=0)N(H)Et

Br H Br CH,C(=O)N(H)-i-Pr CF; H CFg CH,C(=O)N(H)-i-Pr
Br H Br CH,C(=O)N(H)CH,-i-Pr CF; H CF; CH,C(=O)N(H)CH,-i-Pr
Br H Br CH(Me)C(=0)N(H)CH,-i-Pr CF; H CF;  CH(Me)C(=O)N(H)CHo-i-Pr
Br H Br CH,C(=O)N(H)CH,CH,ClI CF; H CF CH,C(=0)N(H)CH,CH,ClI
Br H Br CH(Me)C(=O)N(H)CH,CH,CI CF; H CF;  CH(Me)C(=0)N(H)CH,CH,CI
Br H Br CH,C(=0)N(H)CH,CH,F CF; H CF; CH,C(=0)N(H)CH,CH,F
Br H Br  CH(Me)C(=O)N(H)CH,CH,F CF; H CF;  CH(Me)C(=O)N(H)CH,CH,F
Br H Br CH,CF, CF; H CF; CH,CF,

Br H Br CH,-(2-Py) CF; H CFR; CH,-(2-Py)

Br H Br CH,-(4-Thz) CF; H CF; CH,-(4-Thz)

Br H Br CH,-c-Pr CF; H CF; CH,-c-Pr

Br H Br CH,CH,SMe CF; H CFR; CH,CH,SMe

Br H Br CH(Me)CH,SMe CF; H CF; CH(Me)CH,SMe

Br H Br CH,CH,CH,SMe CF; H CF; CH,CH,CH,SMe

Br H Br CH,CH,S(=0)Me CF; H CF; CH,CH,S(=0)Me

Br H Br CH(Me)CH,S(=0)Me CF; H CF; CH(Me)CH,S(=0)Me
Br H Br CH,CH,CH,S(=0)Me CF; H CF; CH,CH,CH,S(=0)Me
Br H Br CH,CH,S(0),Me CF; H CF; CH,CH,S(0),Me

Br H Br CH(Me)CH,S(0),Me CF; H CF; CH(Me)CH,S(0),Me
Br H Br CH,CH,CH,S(0),Me CF; H CF; CH,CH,CH,S(0),Me
Br H Br CH,C(=O)N(H)CH,CF; CF; H CF; CH,C(=O)N(H)CH,CF;
Br H Br CH(Me)C(=0)N(H)CH,CF5 CF; H CF;  CH(Me)C(=O)N(H)CH,CF;
Br H Br  CH,C(=O)N(H)CH,CH,SMe CF; H CF;  CH,C(=O)N(H)CH,CH,SMe
Br H Br CH,C(=0)N(H)CH,CH,S(0),Me | CF; H CF; CH,C(=O)N(H)CH,CH,S(0),Me
CF; H H CH,CHj; Cl cCl c CH,CH;
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CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,

CF;

py)
&

r r r r r r r r* r r r r r r r r rr r r r T T T* T T T IT T T T I T |

Py
oy

r r r r r r r r* r r r r r r r r rr r r r T T T* T T T IT T T T I T |
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RS
CHg-i-Pr

CH,CH,CI
CH,CH,0OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CH-i-Pr
CH,C(=O)N(H)CH,CH,ClI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=0O)N(H)CH,CH,F
CH(Me)C(=0O)N(H)CH,CH,F
CH,CF;
CH,-(2-Py)
CH,-(4-Thz)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0O)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0O)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0O)N(H)CH,CF;
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R* R*
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl
cl cl

RS
CHg-i-Pr

CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CH,-i-Pr
CH,C(=O)N(H)CH,CH,Cl
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=0O)N(H)CH,CH,F
CH,CF;
CHy-(2-Py)
CH,-(4-Thz)
CHay-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0O)N(H)CH,CF;
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Rza sz RZC R5 RZH sz RZC R5

CFs H H  CH,C(=O)N(H)CH,CH,SMe Cl Cl Cl  CH,C(=0)N(H)CH,CH,SMe
CFs H H CH,C(=0)N(H)CH,CH,S(O),Me | CI ClI ClI  CH,C(=O)N(H)CH,CH,S(0),Me
CFs H F CH,CH; Cl F CI CH,CH;

CFs H F CHo-i-Pr Cl F Cl CHo-i-Pr

CFs H F CH,CH,CI Cl F Cl CH,CH,CI

CFs H F CH,CH,OH Cl F Cl CH,CH,OH

CFs H F CH(Me)CH,OH cl E Cl CH(Me)CH,OH

CFs H F CH,CH(Me)OH c F cl CH,CH(Me)OH

CFs H F CH,C(Me),OH c F CH,C(Me),OH

CFs H F CH,CH,CH,0OH Cl F CI CH,CH,CH,0OH

CFs H F CH,C(Me),CH,OH c F CH,C(Me),CH,OH
CFs H F CH,CH,CH(Me)OH cl F Cl CH,CH,CH(Me)OH
CFs H F CH,C(=0)N(H)Et cl F Cl CH,C(=O)N(H)Et
CFs H F CH,C(=0)N(H)-i-Pr cl F Cl CH,C(=0)N(H)-i-Pr
CFs H F CH,C(=0)N(H)CH-i-Pr cl F Cl CH,C(=0)N(H)CHy-i-Pr
CFs H F  CH(Me)C(=O)N(H)CHo-i-Pr Cl F Cl CH(Me)C(=O)N(H)CHy-i-Pr
CFs H F  CH(Me)C(=0)N(H)CH,CH,CI Cl F Cl CH(Me)C(=O)N(H)CH,CH,CI
CFs H F  CH(Me)C(=O)N(H)CH,CH,F CI F Cl  CH(Me)C(=O)N(H)CH,CH,F
CFs H F CH,CF, c F cl CH,CF,

CFs H F CH,-(2-Py) cl F Cl CH,-(2-Py)

CFs H F CH,-(4-Thz) c F CH,-(4-Th2)

CF; H F CH,-c-Pr Cl F ClI CH,-c-Pr

CFs H F CH,CH,SMe Cl F CI CH,CH,SMe

CFs H F CH(Me)CH,SMe c F CH(Me)CH,SMe
CFs H F CH,CH,CH,SMe Cl F CI CH,CH,CH,SMe
CF, H F CH,CH,S(=0)Me c F CH,CH,S(=0)Me
CF, H F CH(Me)CH,S(=0)Me c F CH(Me)CH,S(=0)Me
CF, H F CH,CH,CH,S(=0)Me c F CH,CH,CH,S(=0)Me
CF, H F CH,CH,S(0),Me c F CH,CH,S(0),Me
CF, H F CH(Me)CH,S(0),Me c F CH(Me)CH,S(0),Me
CF, H F CH,CH,CH,S(0),Me c F cl CH,CH,CH,S(0),Me
CFs H F  CH(Me)C(=0)N(H)CH,CF5 cl F Cl CH(Me)C(=0)N(H)CH,CF5
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R2
Cl
Cl
Cl
Cl
Cl

RZb RZC RS R2a
H Br CH,CHjs OCF;
H Br CH,-i-Pr OCF;
H Br CH,CH,CI OCF;
H Br CH,CH,OH OCF;
H Br CH(Me)CH,OH OCF;
H Br CH,CH(Me)OH OCF;
H Br CH,C(Me),OH OCF;
H Br CH,CH,CH,0OH OCF;
H Br CH,C(Me),CH,OH OCF;
H Br CH,CH,CH(Me)OH OCF;
H Br CH,C(=O)N(H)Et OCF;
H Br CH,C(=O)N(H)-i-Pr OCF;
H Br CH,C(=O)N(H)CH,-i-Pr OCF;
H Br CH(Me)C(=0O)N(H)CH -i-Pr OCF;
H Br CH,C(=O)N(H)CH,CH,CI OCF;
H Br CH(Me)C(=O)N(H)CH,CH,CI OCF;
H Br CH,C(=O)N(H)CH,CH,F OCF;
H Br CH(Me)C(=O)N(H)CH,CH,F OCF;
H Br CH,CF; OCF;
H Br CH,-(2-Py) OCF;
H Br CH,-(4-Thz) OCF;
H Br CH,-c-Pr OCF;
H Br CH,CH,SMe OCF;
H Br CH(Me)CH,SMe OCF;
H Br CH,CH,CH,SMe OCF;
H Br CH,CH,S(=0)Me OCF;
H Br CH(Me)CH,S(=0O)Me OCF;
H Br CH,CH,CH,S(=0)Me OCF;
H Br CH,CH,S(0),Me OCF;
H Br CH(Me)CH,S(0),Me OCF;
H Br CH,CH,CH,S(0),Me OCF;
H Br CH,C(=O)N(H)CH,CF; OCF;
H Br CH(Me)C(=O)N(H)CH,CF3 OCF;
H Br CH,C(=O)N(H)CH,CH,SMe OCF;
H Br CH,C(=O)N(H)CH,CH,S(0),Me | OCF;

TABINLA 8
RZa
Z siBnsie coboto
2b
R RZC
RZD RZC RS R2a
H CI CHs CF;
H CI CH,CH, CF;
H CI CHy-i-Pr CF;
H CI n-Pr CF;
H CI i-Pr CF;

UA 106468 C2

IIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIF%

RS
CH,CH;

CHa-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH-i-Pr
CH,C(=O)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=0O)N(H)CH,CH,F
CH,CF;
CH2-(2-Py)
CH,-(4-Thz)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0O)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0O)Me
CH2CH28(O)2MG
CH(Me)CH,S(0),Me
CHchchzs(O)zMe
CH,C(=O)N(H)CH,CF3
CH(Me)C(=O)N(H)CH,CF3
CH,C(=O)N(H)CH,CH,SMe

CH2C(ZO)N(H)CH2CHQS(O)2MG

;i Q aBNse coboro
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Py
5

IIIII|

RZC
Cl
Cl
Cl
Cl
Cl

OR®

CH,CHj4
CHo-i-Pr
n-Pr
i-Pr



Br
Br
Br
Br
Br
Br
Br
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

r r r r r r r r rr r* rr rr rr T I T I T T* T T T IT IT IT IT T T =T IIIIIF%

Br

Br

Br

Br

Br

w

m m I I I I I I I I T

m T T

Br

Br

RS
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CHs;

CH,CH;
CHy-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH)sCHs
CH,Ph
CHs
CH,CH;
CHy-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CHs
CH,CH;
CHy-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCHs
CH,Ph
CHs
CH,CH;3
CH,-i-Pr

UA 106468
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R22
CF3
CF3
CF3
CF3
CF;

CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF;
Cl
Cl
Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

OCF;
OCF;
OCF;

C2

P)
&

I T T T IT IT T =T IIIII|

6O 6 6o 6o 0 8 O

Cl

R2c
Cl
Cl
Cl
Cl

CF;

CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

RS
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CHs;

CH,CH;
CHy-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH)sCHs
CH,Ph
CH;,
CH,CHs
CHo-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CHs
CH,CH;
CHo-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH,)sCH3
CH,Ph
CHs;
CH,CH;3
CH,-i-Pr



UA 106468 C2

RZa R2b RZC RS R2a R2b RZC RS
CFs H Br n-Pr OCF; H ¢l n-Pr
CF; H Br i-Pr OCF; H Cl i-Pr
CF; H Br s-Bu OCF; H Cl s-Bu
CF; H Br t-Bu OCF; H Cl t-Bu
CFs H Br (CHy)sCHs OCF; H ClI (CHy)sCHs
CF; H Br CH,Ph OCF; H Cl CH,Ph
TABNNLA 9
R2&1
Z siBnsie coboto ; i Q aBnse coboto
2b
R
RZC R3
R2a RZb RZC RS R2a R2b RZC RS
Cl H CI Cl CF; H Cl Cl
Cl H CI Br CF; H Cl Br
Cl H CI | CF; H Cl |
Cl H CI OH CF; H Cl OH
Cl H CI OMe CF; H Cl OMe
Cl H cl 0S(0),CF, CFrs H CI 0S(0).CF;
Cl H cl HITPO CFs H ClI HITPO
Cl H I NH, CFks H Cl NH;
Cl H CI LiaHo CF; H Cl LiaHo
Cl H CI Me CF; H Cl Me
Cl H cl CH,CI CF; H Cl CH,CI
Cl H CcCI CH?r CF; H <l CH®r
Cl H cl CH,OH CF; H Cl CH,OH
Cl H cl CH,OC(O)Me CF; H CI CH,OC(O)Me
Cl H CI CO,H CF; H Cl CO,H
Cl H CI CF; H Cl
n-Pr n-Pr
Br H Br CF; H CFs
Cl Cl
Br H Br CF; H CF;
Br Br
Br H Br CF; H CFs
| |
Br H Br CF; H CFg
OH OH
Br H Br CF; H CFs
OMe OMe
Br H Br CF; H CFs
0S(0),CF; 0S(0),CF;
Br H Br CF; H CF;
HITPO HITpO
Br H Br CF; H CF;
NH, NH,
Br H Br CF; H CF;
uiaHo LiaHo
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I

Br
Br
Br
Br
Br
Br

CFs
CFs
CFs
CFs
CF,
CF,
CF,
CF,
CF,
CF,
CFs
CFs
CFs
CFs
CFs
CFs
CF,
CF,
CF,
CF,
CF,
CF,
CFs
CFs
CFs
CFs
CFs
CFs
CF,
CF,
CF,
CF,
CF,
CF,
CFs
CFs
CFs
CFs
CFs
CFs
CF,
CF,
CF3
CF3
CF3
CF3
CFs

py)
&

rIrr r rr rrr r rIrrrI I rIrI I I I I I IIIIIIIIIIIIIIIIIIIIIITIIITITITT IIIIII|

TTMTTTTTTTTMTTTMTTMMTMMMIIIIIIIIIIIIIIII

Sigpetu et gpetu g pecpet e e ey

R3
Me
CH,CI
CH?r
CH,OH
CH,OC(O)Me
CO,H

n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO.H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
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R22
CF3
CF3
CF3
CF3
CF;
CF;
CF;

cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
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R2c
CF3
CF3
CF3
CF3
CF;
CF;
CF;

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

RS
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H

n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
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Tabnuui 10-12 BigHocATbea oo cnocoby Cxemu 1b nepetBopeHHs crnonyk ®opmynu 2 i 3 Ha
BignoBigHi cnonykn ®opmynu 1. [laHa TpaHcdopmauiq, Sk BBaxaloTb, BiAOyBaeTbCs Yepes3 NpOMiKHI
cnonykm ®opmynu 11.

F3C

>§o+
z
2

0
//”\\ OCHORBA
H,C Q =
3

O

F;C OH
Q

V4
11

OCHOBA

AszeoTponHe 7
BHIATIeHHA 1
BOIH

Y npuknagi TpaHcdopMmauin, 3giicHeHux y Tabnuusax 10-12, ocHoBa sBnsie cobow 1,8-
pias3abiumkno[5.4.0]lyHaoeu-7-eH, i BOAy OUCTUIIOTbL SIK a3e0TPOon 3 peakuiiHOol CyMilli, WO MiCTUTb
aLETOHITPUN SIK anPOTOHHUIA PO3YMHHUIK, 30aTHUIA (POPMYBATU HU3bKOKUMNIIAYMIA a3€0TPON 3 BOAOHO.

TABINNLA 10

R2a

Z aBnsie coboto

R%2 R® R

I H I
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI

R5
CH,CH;

CH,-i-Pr
CH,CH,CI
CH,CH,0OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CHo-i-Pr
CH(Me)C(=O)N(H)CH.-i-Pr
CH,C(=O)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CHa-(2-Py)
CH,-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe

;i Q aBnse coboto
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CH,CH;

CHo-i-Pr
CH,CH,CI
CH,CH,0OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,0OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH.-i-Pr
CH,C(=0O)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CHa-(2-Py)
CH»,-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe



Br

Br
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Br
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Br

Br

Br
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Br

Br

Br
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Cl

Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br

Br
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R5
CH,CH,CH,SMe
CH,CH,S(=0)Me

CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH2CH28(O)2M€
CH(Me)CH,S(0),Me
CH2CH20H28(O)2M9
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF4
CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0),Me
CH,CH;

CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),0OH
CH,CH,CH,0OH
CH,C(Me),CH,0H
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH.-i-Pr
CH(Me)C(=O)N(H)CH.-i-Pr
CH,C(=0)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH,-(2-Py)
CH»-(4-Thz)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0O)Me

R2
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF;
CF;
CF;
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CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF5
CF5
CF5

R5
CH,CH,CH,SMe
CH,CH,S(=0)Me

CH(Me)CH,S(=0)Me

CH,CH,CH,S(=0)Me

CH2CH28(O)2Me
CH(Me)CH,S(0),Me
CH2CH2CH25(O)2M8
CH,C(=O)N(H)CH,CFs

CH(Me)C(=0)N(H)CH,CF4
CH,C(=O)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0);Me
CH,CH;

CH.-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,0OH
CH,C(Me),CH,0OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CH.-i-Pr
CH,C(=0)N(H)CH,CH.CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH»-(2-Py)
CH,-(4-Thz)
CHz-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0O)Me
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Br
Br
Br
Br
Br
CF;
CF;
CF;
CF;
CF;
CF;
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R® R*
CH(Me)CH,S(=0)Me CF;
CH,CH,CH,S(=0)Me CF;
CH,CH,S(0),Me CF;
CH(Me)CH,S(0),Me CF;
CH,CH,CH,S(0),Me CF;
CH,C(=0)N(H)CH,CF5 CF;
CH(Me)C(=0O)N(H)CH,CF5 CF;
CH,C(=0)N(H)CH,CH,SMe CF;
CH,C(=0O)N(H)CH,CH,S(0),Me CF;
CH,CHjs Cl

CHa-i-Pr Cl
CH,CH,CI Cl
CH,CH,OH Cl
CH(Me)CH,OH cl
CH,CH(Me)OH Cl
CH,C(Me),OH Cl
CH,CH,CH,0OH Cl
CH,C(Me),CH,OH Cl
CH,CH,CH(Me)OH cl
CH,C(=O)N(H)Et cl
CH,C(=0)N(H)-i-Pr cl
CH,C(=0)N(H)CH.-i-Pr cl
CH(Me)C(=0)N(H)CH-i-Pr cl
CH,C(=O)N(H)CH,CH,CI Cl
CH(Me)C(=0)N(H)CH,CH,CI cl
CH,C(=0O)N(H)CH,CH,F Cl
CH(Me)C(=0O)N(H)CH,CH,F Cl
CH,CF, cl
CH,-(2-Py) cl
CH,-(4-Thz) cl
CHsy-c-Pr Cl
CH,CH,SMe Cl
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Py)
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T
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CF;

CF;
CF;
CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

R®
CH(Me)CH,S(=0)Me

CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=0)N(H)CH,CF;
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe

CH2C(:O)N(H)CH2CH25(O)2MG

CH,CHj,

CH.-i-Pr
CH,CH,CI
CH,CH,0H
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,0OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CH,-i-Pr
CH,C(=O)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH,-(2-Py)
CH,-(4-Thz)
CHz-c-Pr

CH,CH,SMe
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R*® R® R*® R® R*® R® R* R®

CF; H H CH(Me)CH,SMe cl ¢l cl CH(Me)CH,SMe
CF; H H CH,CH,CH,SMe cl ¢l cl CH,CH,CH,SMe
CF; H H CH,CH,S(=0)Me cl ¢l cl CH,CH,S(=0)Me
CF; H H CH(Me)CH,S(=0)Me cl ¢l cl CH(Me)CH,S(=0)Me
CF; H H CH,CH,CH,S(=0)Me cl ¢l cl CH,CH,CH,S(=0)Me
CF; H H CH,CH,S(0),Me cl ¢l cl CH,CH,S(0),Me
CF; H H CH(Me)CH,S(0),Me cl ¢l cl CH(Me)CH,S(0),Me
CF; H H CH,CH,CH,S(0),Me cl ¢l cl CH,CH,CH,S(0),Me
CF; H H CH,C(=O)N(H)CH,CF5 cl cl cl CH,C(=O)N(H)CH,CF5
CF; H H CH(Me)C(=0O)N(H)CH,CF5 cl cl cl CH(Me)C(=0)N(H)CH,CF;
CF; H H CH,C(=0)N(H)CH,CH,SMe cl ¢l cl CH,C(=0)N(H)CH,CH,SMe
CF; H H  CH,C(=O)N(H)CH,CH,S(O),Me Cl  Cl ClI CH,C(=O)N(H)CH,CH,S(0),Me
CFs H F CH,CHs Ccl F cCl CH,CHs

CFs H F CHy-i-Pr Ccl F cCl CHy-i-Pr

CFs H F CH,CH.CI Ccl F cl CH,CH.CI

CF; H F CH,CH,0H cl F cl CH,CH,0H

CF; H F CH(Me)CH,OH cl F cl CH(Me)CH,OH

CF; H F CH,CH(Me)OH cl F cl CH,CH(Me)OH

CF; H F CH,C(Me),OH cl F cl CH,C(Me),0OH

CF; H F CH,CH,CH,0H Ccl F cCl CH,CH,CH,0H

CF; H F CH,C(Me),CH,OH Ccl F cCl CH,C(Me),CH,OH
CF; H F CH,CH,CH(Me)OH Ccl F cCl CH,CH,CH(Me)OH
CFs H F CH,C(=O)N(H)Et Ccl F cCl CH,C(=O)N(H)Et
CFs H F CH,C(=O)N(H)-i-Pr cl F cl CH,C(=O)N(H)-i-Pr
CF; H F CH,C(=0)N(H)CH.-i-Pr cl F cl CH,C(=O)N(H)CH,-i-Pr
CFs H F CH(Me)C(=0)N(H)CH.-i-Pr cl F cl CH(Me)C(=0O)N(H)CH-i-Pr
CF; H F CH,C(=0)N(H)CH,CH,CI cl F cl CH,C(=0)N(H)CH,CH,CI
CF; H F  CH(Me)C(=O)N(H)CH,CH.CI Cl  F CI  CH(Me)C(=O)N(H)CH,CH,CI
CFs H F CH,C(=O)N(H)CH,CH,F Ccl F cCl CH,C(=0O)N(H)CH,CH,F
CFs H F CH(Me)C(=0O)N(H)CH,CH,F cl F cl CH(Me)C(=0)N(H)CH,CH,F
CFs H F CH,CF, cl F cl CH,CF,

CF; H F CH,-(2-Py) Ccl F cCl CH,-(2-Py)
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RS
CH-(4-Thz)

CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe

CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=O)N(H)CH,CF3
CH(Me)C(=O)N(H)CH,CF;
CH,C(=O)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH;3
CHo-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,0OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CHo-i-Pr
CH(Me)C(=O)N(H)CH,-i-Pr
CH,C(=O)N(H)CH,CH,CI
CH(Me)C(=O)N(H)CH,CH,CI
CH,C(=O)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH,CF;
CH.-(2-Py)
CH,-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0O)Me
CH,CH,CH,S(=0O)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=O)N(H)CH,CF5
CH(Me)C(=O)N(H)CH,CF;
CH2C(:O)N(H)CH2CH28MG

CH2C(=O)N(H)CH2CH28(O)2MG

o

o 0 O

00000000000

OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;5
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
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Py)
&

RS
CHy-(4-Thz)

CHa-c-Pr
CH,CH,SMe
CH(Me)CH,SMe

CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)CH,S(0),Me
CH,CH,CH,S(0),Me
CH,C(=O)N(H)CH,CF3
CH(Me)C(=O)N(H)CH,CF;
CH,C(=O)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH;
CHo-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH,-i-Pr
CH,C(=0)N(H)CH,CH,CI

CH(Me)C(=0)N(H)CH,CH.CI

CH,C(=O)N(H)CH,CH,F

CH2CF3
CH2-(2-Py)
CHy-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH,CH,S(0),Me
CH(Me)Cst(O)zMe
CH2CH2CH25(O)2MG
CH(Me)C(=0)N(H)CH,CF5
CH2C(=O)N(H)CHchste

CH2C(:O)N(H)CH20H25(O)2MG



Z aBnsie coboto

R2a
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Br

Br
Br
Br
Br
Br
Br
Br
Br
CF;
CF;
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CF;
CF;
CF;
CF;
CF;
CF;
CF;
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R5
CHs;
CH,CH,3
CHo-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;

CH,CH;
CHy-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH3)sCHs
CH,Ph
CH,
CH,CH;
CHy-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH)sCHs
CH,Ph
CH,

CH,CH;

TABINNLA 11

;11 Q aBnse coboto
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R2a
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

CF;
CF;
CF;
CF;
CFs
CFs
CFs
CFs
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl

Py,
5

I T T T I I I =T IIIIIIIIII|

O 0 6 6 6o 6 0o o O

fQooco0ocoo0o00ofR
w O

CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl

OR®

0]
R5
CHs;
CH,CHs3
CHo-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;

CH,CH;
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH)sCHs
CH,Ph
CHs
CH,CH;
CHy-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH)sCHs
CH,Ph
CH,

CH,CHj;



R® R® R*®
CF; H F
CF; H F
CF; H F
CF; H F
CF; H F
CF; H F
CF; H F
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br
CF; H Br

Z aBnsie coboto

Rza sz RZC
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H
Cl H
Cl H Cl
Cl H Cl
Cl H Cl

RS
CHy-i-Pr

n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCHs
CH,Ph
CH3
CH,CH;3
CHg-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH3)sCHs

CH,Ph

2b
R RZc

R3
Cl
Br
I
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H

o%

O 0 6o 6 o o

OCF,
OCF,
OCF,
OCF,
OCF,
OCF,
OCF,
OCF;

OCF;
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;i Q aBnNse coboro

RZa
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
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RS
CHg-i-Pr

n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCHs
CH,Ph
CHjs
CH,CH3;
CH.-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3

CH,Ph

R3

RB
Cl
Br
I
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
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Br
Br
Br
Br
Br
Br
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Br
Br
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Br
Br
Br

CFs
CF,
CF,
CF,
CF,
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Br
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n-Pr
Cl
Br
I
OH
OMe
0OS(0),CF;
HITPO
NH,

uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H

n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH?r
CH,OH
CH,OC(O)Me
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RZa
CF3

CF3
CF3
CF;
CF;
CF;
CF;
CF3
CF3
CF3

CF3
CF;
CF;
CF;
CF;
CF;
CF;

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
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R2c
Cl

CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
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CF;
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CF;
CF;
CF;
CF;
CF;

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

n-Pr
Cl
Br
I
OH
OMe
0S(0),CF;
HITPO
NH,

uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H

n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF3
HITpO
NH,
LiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF;
HITpO
NH,
uiaHo
Me
CH.CI
CH®r
CH,OH
CH,OC(O)Me
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RZa
CF,
CF,
CF,
CF,
CFs
CFs
CFs
CFs
CFs
CFs
CF,
CF,
CF,
CF,
CF,
CF,
CFs
CFs
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s

Br

UA 106468 C2

R3 RZa R2b RZC RS
CO,H Cl F Cl CO,H
n-Pr Cl F Cl n-Pr
Cl OCF; H Cl Cl
Br OCF; H Cl Br
| OCF; H Cl |
OH OCF; H Cl OH
OMe OCF; H Cl OMe
0S(0),CF; OCF; H ClI 0S(0),CF5
HITPO OCF; H Cl HITPO
NH, OCF; H cCl NH,
LiaHo OCF; H Cl uiaHo
Me OCF; H Cl Me
CH,CI OCF; H ClI CH,CI
CH®r OCF; H I CH®r
CH,OH OCF; H Cl CH,OH
CH,OC(O)Me OCF; H Cl CH,OC(O)Me
CO,H OCF; H Cl CO,H
n-Pr OCF; H Cl n-Pr

Tabnuui 13—14 BigHocATbCA Ao cnocoby Cxemun 2 nepeTBOpPeHHs cnonyk dopmynu 5 Ha peakTneu
piHbsIpa, WO NPMBOAATL Y KOHTAKT 3i cnonykamu ®dopmynu 6, wob ogepxatn cnonyku dopmynu 2.
X' Moxe OyTn Takum cammm abo BigMiHHMM Big X, ik pO3KpUTO B onuci cnocody Cxemu 2.

Y

Z-X

npuknagi

TeTparigpodypaH.

Z aBnsie coboto

RZa
Cl
Cl
Cl
Cl

Cl
Cl
Cl

py)
5

T T IIIII|

RZC

Cl
Cl
Cl
Cl
Cl

Cl
Cl

- ———Ix

0
YJ\CF3
[Mg] 6 F43C
. I z—Mg-xll . .
12 z

TpaHcdopMaLi, 34INCHEHUX Yy JaHux Tabnuusax, pPO3YMHHMK  BKIKOYae

TABJIMUA 13
R2&1
; 1 [Mg] sBnsie coboto meTaneBun marHin (Hanpuknag,
CTpY>XKa).
2b
R R2c
Y Rza sz RZc X Y
OMe CF3 H Cl I OMe
OEt CF3 H Cl I OEt
O-i-Pr CF4 H Cl | O-i-Pr
O(CH,)4CHjs CF; H Cl I O(CH,)4CHj;
N(CHa), CF; H Cl | N(CHz),
N(CH3z)(CH,CHy) CF; H Cl | N(CHz)(CH,CHs)
N{CH,CH,OCH,CH,) CF; H Cl I N¢{CH,CH,OCH,CH>}
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Y
OMe
OEt
O-i-Pr
O(CH,)4CHs
N(CH3),
N(CH3)(CH2CHs)
N{CH,CH,0CH,CH,)
OMe

OEt
O-i-Pr
O(CHy)4CH;
N(CHs),
N(CH3)(CH,CHs)
N{CH,CH,OCH,CH,}
OMe
OEt
O-i-Pr
O(CHy)4CHjs
N(CHs),
N(CH3)(CH,CHs)
N{CH,CH,OCH,CH,}
OMe
OEt
O-i-Pr
O(CH,)4CH,
N(CHs),
N(CH3)(CH,CHs)
N{CH,CH,0OCH,CH,}
OMe
OEt
O-i-Pr
O(CH,)4CHj
N(CHy),
N(CH3)(CH,CHz)
N{CH,CH,OCH,CH,)

R2
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;

CF;
CFs
CFs
CFs
CFs
CF;
CF;
CF;
CF;
CFs
CFs
CFs
CFs
CF;
CF;
CF;
CF;
CFs
CFs
CFs
cl
cl
cl
cl
cl
cl
cl
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Y
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OEt
O-i-Pr
O(CH,)4CHs
N(CH3),
N(CH3)(CH2CHa)
N(CH,CH,0CH,CH,)
OMe

OEt
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O(CH,)4CH3
N(CHs),
N(CH3)(CH,CH,)
N{CH,CH,OCH,CH}
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O(CH,)4CHj,
N(CHs),
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R*® R® R*™
CF; H F
CF; H F
CF; H F
CFs H F
CFs H F
CFs H F
CFs H F
CF; H F
CF; H F
CF; H F
CF; H F
CFs H F
CFs H F
CFs H F
CFs H F
CF; H F
CF; H F
CF; H F
CF; H F
CFs H F
CFs H F

Z aBnsie coboto

Rza sz RZC

c H C
Cl H
Cl H Cl
Cl H <l
Cl H <
Cl H <

—IX

Br
Br
Br

Br

Br

Br
Br

Cl
Cl
Cl
Cl

Cl

Cl
Cl

- ———Ix
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Y R*
OMe Cl
OEt Cl
O-i-Pr Cl
O(CH,)4CH,4 cl
N(CHa), cl
N(CH3)(CH,CHb) cl
N{CH,CH,OCH,CH.) cl
OMe Cl
OEt Cl
O-i-Pr Cl
O(CH,)4CH, Cl
N(CHa), Cl
N(CH3)(CH,CHb) cl
N{CH,CH,OCH,CH.) cl
OMe Cl
OEt Cl
O-i-Pr Cl
O(CH,)4CH, Cl
N(CHs), Cl
N(CH3)(CH,CHb) cl
N{CH,CH,OCH,CH.) cl
TABJINUA 14
R22

R2b ch
Y R*
OMe CF;
OEt CF;
O-i-Pr CF;
O(CH,)4CHj5 CF;
N(CHy), CF;
N(CH3)(CH,CHj5) CF;

R2b

9

Cl
Cl
Cl
Cl
Cl
Cl

RZC

9

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Br

Br

Br

Br

Br
Br

Br

Br

Br

Br

Br

Br
Br

Y
OMe
OEt
O-i-Pr
O(CH,)4CH;,
N(CHa)2
N(CH3)(CH2CHa)
N¢{CH,CH,0OCH,CH,}
OMe
OEt
O-i-Pr
O(CH,)4CHj;
N(CHz),
N(CH3)(CH,CHz)
N¢{CH,CH,0OCH,CH,}
OMe
OEt
O-i-Pr
O(CH,)4CHj;
N(CHa).
N(CH3)(CH,CHz)
N¢{CH,CH,OCH,CH,}

; 1 [Mg] sBnsie cobotro xnopug isonponinmartito.
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Y
N{CH,CH,OCH,CH,)
OMe
OEt
O-i-Pr
O(CH,)4CHs
N(CH3),
N(CH3)(CH2CHs)
N{CH,CH,0OCH,CH,)
OMe

OEt
O-i-Pr
O(CH,)4CH;3
N(CHs),
N(CH3)(CH,CHb)
N{CH,CH,OCH,CH.)
OMe
OEt
O-i-Pr
O(CH,)4CH;3
N(CHs),
N(CH3)(CH,CH3)
N{CH,CH,OCH,CH.)
OMe
OEt
O-i-Pr
O(CH,)4CHj3
N(CHs),
N(CH3)(CH,CH3)
N{CH,CH,OCH,CH,)
OMe
OEt
O-i-Pr
O(CH,)4CH,
N(CHj3),
N(CH3)(CH,CHz)

R2
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;

CFs
CFs
CFs
CFs
CF;
CF;
CF;
CF;
CFs
CFs
CFs
CFs
CF;
CF;
CF;
CF;
CFs
CFs
CFs
CFs
cl
cl
cl
cl
cl
cl
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Br
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Br
Br
Br
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Br
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Cl
Cl
Cl
Cl
Cl
Cl
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Y
N(CH,CH,OCH,CH,)
OMe
OEt
O-i-Pr
O(CH,)4CHs
N(CH3),
N(CH3)(CH2CHa)
N(CH,CH,0CH,CH,)
OMe

OEt
O-i-Pr
O(CH,)4CH;
N(CHa),
N(CHj3)(CH,CHj5)
N{CH,CH,OCH,CHy}
OMe
OEt
O-i-Pr
O(CH,)4CH;
N(CHa),
N(CH3)(CH,CHz)
N{CH,CH,OCH,CH.)
OMe
OEt
O-i-Pr
O(CH,)4CH;
N(CHa),
N(CH3)(CH,CHz)
N¢{CH,CH,OCH,CH,)
OMe
OEt
O-i-Pr
O(CH,)4CHj5
N(CHz3),
N(CH3)(CH,CHz)
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R® R® R*® X Y R* R® R® X Y

CF; H H ClI  N{CH,CH,OCH,CH,) cl c c | N¢CH,CH,OCH,CH.)
CF; H F | OMe Cl Cl cCl Br OMe

CF; H F | OEt cl ¢ cl oBr OEt

CF; H F | O-i-Pr cl cl cCl Br O-i-Pr

CF; H F | O(CH,)4CH, cl cl cCl Br O(CH,)4CHs
CFs H F | N(CHa), cl ¢ cl g N(CHa).

CFs H F | N(CH3)(CH,CHs) cc  cl g N(CH3)(CH,CHs)
CFs H F | N{CH,CH,OCH,CH,) Cl Cl Cl Br N{CH,CH,OCH,CHy
CF; H F Br OMe Cl F Cl | OMe

CF; H F  Br OEt Cl F Cl | OEt

CF; H F Br O-i-Pr Cl FCl | O-i-Pr

CF; H F Br O(CH,)4CH, Cl FCl 1 O(CH,)4CH,
CFs H F g N(CHa), Cl F o c | N(CHs),

CFs H F g N(CH3)(CH,CH) Cl Foc N(CH3)(CH,CH3)
CF; H F  Br  N{CH,CH,OCH,CH,) Cl F Cl 1 N{CH,CH,OCH,CH.)
CF; H F Cl OMe Cl F Cl  Br OMe

CF; H F Cl OEt Cl F ClI Br OEt

CF; H F Cl O-i-Pr Cl F Cl Br O-i-Pr

CF; H F Cl O(CH,)4CHs Cl F ClI Br O(CH,)4CHs
CFs H F N(CHa), Cl F o Cl g N(CHs),

CFs H F N(CH3)(CH,CHs) Cl F o Cl g N(CH3)(CH,CHs)
CF; H F Cl N{CH,CH,OCH,CH,) Cl F ClI Br N{CH,CH,OCH,CH,}

HactynHi cnonykn ®opmynu 3, BusHaveHi B Tabnuui 15, ocobnmneo 3HavyLLi ik NPOMiKHI CNONyKn
Anga ogepxaHHa BignosigHux cnonyk ®opmynu 1, gk nokasaHo B Cxemax 1, 1a i 1b npouenypamu,
onncaHMMmm TyT, pa3oMm 3i cnocobamu, BiooMMMK B AaHi ranyai.

TABJINLA 15

H3C H
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RS
CH,CHj,

CHa-i-Pr
CH,CH,CI
CH,CH,0OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(O)N(H)Et
CH,C(O)N(H)-i-Pr
CH,C(O)N(H)CH,-i-Pr
CH(Me)C(O)N(H)CH-i-Pr
CH,C(O)N(H)CH,CH,CI
CH(Me)C(O)N(H)CH,CH,CI
CH,C(O)N(H)CH,CH,F
CH(Me)C(O)N(H)CH,CH,F
CH,CF;
CH,-(2-Py)
CHy-(4-Thz)

UA 106468 C2

RS
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(O)Me
CH(Me)CH,S(O)Me
CH,CH,CH,S(O)Me
CH,CH,SO,Me
CH(Me)CH,SO,Me
CH,CH,CH,SO,Me
CH,C(O)N(H)CH,CF3
CH(Me)C(O)N(H)CH,CF3
CH,C(O)N(H)CH,CH,SMe
CH,C(O)N(H)CH,CH,SO,Me

CH,CH,SEt
CH,CH,S(n-Pr)
CH,CH,CH,SEt
CH,CH,S(O)Et

CH,CH,S(0)(n-Pr)
CH,CH,CH,S(O)Et

POPMYJIA BUHAXOLOY

1. Cnocib ogepxaHHs cnonyku ®opmynu 1

O

F.C

— Q
5 z 1
ae

Z siBnsie coboto HeoBOOB'A3KOBO 3aMilLeHUn heHin; i
Q sensie coboto deHin abo 1-HadbTaneHin, koxeH HeobOoB'sI3KOBO 3aMilLLEHWN;
LLIO BKIOYAE eTarl, Ha AKOMY OUCTUMIOTb BOAY i3 CyMilli, WO MICTUTb cnonyky dopmynu 2:

F,C

O
10 z , 2
crnonyky ®opmynu 3:
0}

PR

H,C Q 4

R5
CH,CH,SO,Et
CH,CH,SO,(n-Pr)
CH,CH,CH,SO,Et
CH,C(O)NH(Me)
CH,C(O)NH(n-Pr)
CH,C(O)NH(s-Bu)
CH,C(O)NMe2
CH,C(O)NMe(Et)
CH(Me)C(O)NH(Me)
CH(Me)C(O)NH(Et)
CH(Me)C(O)NH(n-Pr)
CH(Me)C(O)NH(i-Pr)
CH(Me)C(O)NH(s-Bu)
CH,C(O)NHCH,CHF2
CH,C(O)NHCH,CH,CF;
CH,C(O)NHCH(Me)CF;
CH,C(O)NHCH,CH(Me)CF3
CH(Me)C(O)NHCH,CHF2
CH(Me)C(O)NHCH,CH,CF5
CH(Me)C(O)NHCH(Me)CF3
CH(Me)C(O)NHCH,CH(Me)CF,

OCHOBY, fIka MICTUTb LLOHaWMeHLIe OAHY Cronyky, BUGpaHy 3 rpynu, LIO BKIOYaE rigpokcmau
nyXHo3eMenbHoro meTany dopmynu 4:

15 M(OH),, 4
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ae M aBsnsie coboto Ca, Sr abo Ba,

KapboHatun nyxxHoro metany ®opmynu 4a:

(MH,COs, 4a

ne M sisnsie coboto Li, Na a6o K,

1,5-gia3abiunkno[4.3.0]HoH-5-eH i 1,8-gia3abiunkno[5.4.0lyHaeu-7-eH, i anpoTOHHWUIA PO3YMHHMUK,
34aTHUIN popMyBaTH HU3LKOKUMIISIYNIA a3e0Tpon 3 BOAOH.

2. Cnocib 3a n. 1, akni BiAPI3HAETLCA TVMM, LLO OCHOBA BKMKOYAE TAPOKCUMA NMY>XHO3EMENbHOro
meTany dopmynu 4, Ta Cymill 404aTKOBO BKOYAE NOMSPHUA anpOTOHHUIN PO3YNHHUK.

3. Cnocib 3a n. 2, akui Bigpi3HAETbCA TUM, Wo M siBnsie coboto Ca.

4. Cnocib 3a n. 2, k1A BigpPI3HAETbLCA TUM, LLIO MNONSPHUIA anpPOTOHHUIM PO3YUHHKK BkItodae N,N-
anmeTtmnndopmamia.

5. Cnocibé 3a n. 2, SkMin BiAPISHAETbCA TMM, L0 anpPOTOHHUIA PO3YMHHMK, 3OaTHUA copMyBaTK
HU3bKOKMNNAYNIA a3e0Tpon 3 BOAOD, BKMOYae TpeT-6yTunmeTtunosuii eqdip.

6. Cnoci6 3a n. 1, Ak BIQPI3HAETbLCA TUM, WO OCHOBA BKMOYaE kapboHaT MykHOro metany
dopmynu 4a.

7. Crioci6 3a n. 6, sikuit BiapisHAeTbes TuM, wo M' siensie coboto K.

8. Cnoci6 3a n. 1, pe ocHoBa Bkntodae 1,5-giasabiunkno[4.3.0]JHoH-5-eH, 1,8-
pias3abiumkno[5.4.0]yHaeu-7-eH abo ix cymiLl.

9. Cnoci6 3a 6yab-akMMm ogHuUM 3 nn. 6, 7 abo 8, Ak BiQPISHAETLCA TUM, O anPOTOHHUI
PO34YMHHUK, 3A4aTHUI POPMYBaTUN HU3LKOKUMNAYMIA a3e0TPON 3 BOAO, BKITOYAE aLeTOHITpUI.

10. Cnoci6 3a n. 1, skuin BigpisHAETbCA TUM, LLO:

Z siBnsie coboto heHin, wo HeoboB'A3KOBO Mae 40 5 3aMiCHUMKIB, HE3anexHo BUOpaHux 3 R?

Q aBnge coboto eHin abo 1-HadTaneHin, koxeH HeObOB'A3KOBO Mae 40 4 3aMiCHUMKIB, HE3anexHo
BNBpaHux 3 R3;

koxeH R? sBnsie coboto HesanexHo ranoreH, C,-Ceankin, C;-Ceranmoankin, C;-Ceankokcu, Ci-
Ceranoankoken, C,-CgankinTtio, C,-CgranoankinTio, C;-CgankinamiHo, C,-CgaiankinamiHo, -CN abo -
NOz,

kokeH R® aBnse coBol HesanexHo ranoreH, C,-Csankin, C,-Cgranoankin, C,-CgankeHnin, C,-
CeranoankeHin, C,-Ceankinin, Cs-CgranoankiHin, Cs-Cgumknoankin, Cs-Cgranouuknoankin, Ci-
Cesankokcu, C,-Cgranoankokcn, Ci-Cgankintio, C,-C-ankinkap6orin, C,-C,ranoankinkap6orin, Ci-
Ceranoankintio, C;-CeankincynbdiHin, Ci-Ceranoankincynodivin, Ci-Ceankincynodonin, Ci-
CeranoankincynbdoHin, -N(R)R®, -C(=W)N(R*R>, -C(=W)OR?, -CN, -OR"" a6o -NO,; a6o ceHinbHe
Kinbue, abo 5- abo 6-uneHHe HacuyeHe abo HeHacuveHe reTepouMKIliYHEe Kinbue, KOXHE Kinbue
Heob0B'AI3KOBO 3aMilieHe ogHMM abo Ginblue 3amicHMKaMu, He3anexHo BubpaHumm 3 ranoreHy, Ci-
Ceankiny, Ci-Ceranoankiny, Csz-Ceumknoankiny, Cs-Cgranoumknoankiny, C;-Cgankokcn, Ci-
Ceranoankokcu, C,-CsankinTio, C1-CgranoaninTio, C1-CeankincynbciHiny, Cs-
CeranoankincgnbcpiHiny, C,-CeankincynboHiny, C;-CgranoankincynbdoHiny, -CN, -NO,, -N(RYR®, -
C(=EW)N(RYR®, -C(=0)OR® i R’;

koxkeH R* siBnsie coboto HesanexHo H, C,-Ceankin, C,-Cgankenin, C,-Cgankinin, Cs-Cgunknoankin, Cy-
C,ankinuuknoankin, C,-C,unknoankinankin, C,-C,ankinkap6oHin abo C,-C,ankokcukapOoHin;

kokeH R® saBnsie cobGow HesanexHo H; abo C.-Ceankin, C,-CgankeHin, C,-Cgankinin, Cs-
Cesuuknoankin, C,-Crankinuuknoankin abo C,-C,uuknoankinankin, koxeH HeoOO0B'si3KOBO 3aMilleHui
OfHMM abo OinbLue 3amiCHMKaMU, He3anexXHo BUOpaHUMM 3 R®

kokeH R°® siBnsie coBoi HeszanexHo ranoreH, C,-Cgankin, C;-Cgankokcu, Ci;-Ceankintio, Ci-

Cesankincynbinin, C1-CeankincynbdoHin, C,-Ceankinamino, C,-CgaoiankinamiHo, Cs-
CsumknoankinamiHo, C,-C,ankinkap6oHin, C,-C,ankokcukap6oHin, C,-C,ankinamiHokap6boHin, Cs-
CoaiankinamiHokap©OoHin, C,-C,ranoankinkap0oHin, C,-C,ranoankokcmkapboHin, C,-

C,ranoankinamiHokap6oHin, Cs-CgranogiankinamiHokap0oHin, -OH, -NH,, -CN a6o -NO,; abo Qh;
kokeH R’ sBnsie cobow HesanexHo deHinbHe Kinble abo nipuauHinbHe Kinble, KOXHe Kinble
HeoboB's1I3KOBO 3aMilLleHe ogHUM abo BGinblue 3aMicCHUKaMu1, He3aneXXHo BUbpaHumMmu 3 R®:

kokeH R® saBnsie coBow HesanexHo ranoreH, C;-Cgankin, C;-Cgranoankin, C;-Cgankokcu, C;-
Cesranoankokcu, Ci-Ceankintio, C;-Ceranoankintio, C;-Cgankincynbginin, C;-CgranoankincynbiHin,
C;-CesankincynbgoHin, C;-CgranoankincynbdoHin, C;-CgankinamiHo, C,-CgaiankinamiHo, C,-
C,ankinkap6oHin, C,-C,ankokcukapboHin, C,-C,ankinamiHokap6oHin, Cs;-C-aiankinamiHokapOoHin, -
OH, -NH,, -C(=0)OH, -CN abo -NO,;

koxkeH Q' sBnsie coBoK HesanexHo deHinbHe kinbLue abo 5- abo 6-uneHHe HacuyeHe abo
HeHacuyeHe, reTepouuKIivHe KinbLe, KOXHE Kinble HeobOOB'I3KOBO 3aMilleHe ogHum abo Oinblue
3aMiCHUKaMu, He3anexHo BMbpaHumm 3 ranoreny, C.-Cqankiny, Ci-Cgranoankiny, Cs-Cguuknoankiny,
Cs-Cgranoumknoankiny, C;-Cgankokcu, C,-Cgranoankokcu, C;-Ceankintio, Ci-Cgranoankintio, Ci-
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Ceankincynbininy, C;-Cgranoankincynodininy, C;-CeankincynsdoHiny, C;-CgranoankincynsdoHiny,
C1-Ceankinamino, C,-Ceaiankinamino, -CN, -NO,, -C(=W)N(R)R™ i -C(=0)OR";
koxkeH R° sBnsie coboto HesanexHo H, C,-Cgeankin, Cy-Ceranoankin, C,-Cgankenin, C,-CeankiHin, Cs-
Cesumknoankin, Cy-Crankinuuknoankin, C,;-Couuknoankinankin, C,-C-ankinkapbonin abo C,-
C,ankokcukapboHin;
koxkeH R aBnsie coBoto HesanexHo H; abo C,-Cgankin, C;-Cgranoankin, C,-Ceankein, Co-CeankiHin,
C;-Cgumknoankin, C,-Crankinumknoankin abo C,-C,umknoankinankisn;
kokeH R saBnsie cobow HesanexHo H; abo C,-Cgankenin, C,-CgankiHin, Cs-Cgumknoankin, C,-
Crankinuuknoankin, C,;-Csumknoankinankin, C,-C-ankinkap6oHin, C,-C;ankokcukapbonin, C;-
CesankincynbegoHin abo C;-CgranoankincynsgoHin; i
koxxeH W aBnsie coboto HeszanexHo O abo S.
11. Cnoci6 3a n. 10, skuin BigPI3HAETLCA TUM, LLO

R2a

2c
Z saBnsie coboto R ;

3

Q aBnse coboto R :

R aBnsie co6oto ranoreH, C,-Cyranoankin abo C;-C,ranoankokcu;

R? sBnsie co6oto H, ranoreH a6o wiaHo;

R” siBnsie coboto H, ranorex a6o CFs;

R® siBnsie coboro C(O)N(R*R® a6o C(O)OR*?;

R* aBnse co6oio H, C,-CrankinkapboHin abo C,-C;ankokcmukapboHis; i

R® siBnsie coboto C;-Ceankin abo C,-Cgranoarnkin, KOKeH 3aMillleHU OOHUM 3aMiCHUKOM, He3anexHo
BubpaHum 3 rigpokeu, Ci-Cgankoken, Ci-Ceankintio, Ci-Ceankincynbgininy, C;-CeankincynbdoHiny,
C,-CrankinamiHokapboHiny, Cs-CgaiankinamiHokapboHiny, C,-C;ranoankinamiHokapboHiny Tta Cs-
CgranogiankinamiHokapboHiny; i

R asnsie co6oto C,-Csankin, C,-CgankeHin abo C,-CgankiHin, kokeH HeobOB'I3KOBO 3aMilLleHNI
ogHum abo Binblue 3amicHMKamu, He3anexHo BudpaHumu 3 ranoreHy, C;-C,ankokcu ta deHiny, Lwo
HeoDOB'sI3KOBO Mae A0 5 3amicHuKiB, BUOpaHux 3 ranoreHy Ta C,-Czankiny.

12. Cnocio 3a n. 1, ge

Z siBnsie coboto heHin, Wwo HeoboB'A3KOBO Mae 40 5 3aMiCHUMKIB, He3anexHo BubpaHux 3 R2; i

koxeH R® siBnsie coboio HesanexHo F, Cl, Br, C;-Ceankin, C1-Cehropankin, Ci-Ceankokcn, Ci-
CetbTopankoken, Ci-Ceankintio abo C.-CgpTOpankinTio; [OOATKOBO BKIHOYAE OAEpXKaHHS CMOJTYKU
dopmynu 2, npu skomy

(1) dhbopmytoTb peakuiiHy cymill, Wo MiCTUTb peakTus [piHbapa, oTpumaHui 3i cnonykn dopmynum 5
Z-X,5

pe X asnse coboto Cl, Br abo |,

NPUBELEHHAM Y KOHTaKT crnonyku ®opmynu 5 3

(a) meTaneBmuM marHiem abo

(b) ranoreHigom ankinmarHito

Y MPUCYTHOCTI ehipHOro po3ynHHKKA; Ta NOTiM

(2) NnpuBOAATE Y KOHTAKT peakuinHy cymil 3i cnonykoto opmynu 6:

ne
Y siBnsie co6oto OR™ a6o NR12R13;

R™ aBnsie coboto C,-Cs ankin; i

R i R" sBnstoTb coboto HesanexHo C;-Crankin; a6o R* i R* BasTi pazom sik -CH,CH,OCH,CH,-.
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13. Cnocib 3a n. 12, skuin Bigpi3HAETbLCA TUM, WO Z siBNsSe coboto
R2a

R2b

R2c

ae

R aensie coboto F, Cl, Br, C.-Copropankin abo C,-C,hTopankokey;

R? sBnsie coboto H, F, Cl a6o Br; i

R* asnsie coboto H, F, Cl, Br a6o CFa.

14. Cnoci6 3a n. 1, 9k BiAPI3HAETLCA TUM, LLO OCHOBA MICTUTb LWOHAMMEHLUE OAHY CrMOMyKY,
BMBpaHy 3 rpynu, Lo BKIIOYAE MApPOKCMAN Ny>KHO3eMeNbHOro metany dopmynm 4:

M(OH),, 4

ae M siensie coboto Ca, Sr abo Ba,

1,5-piazabiunknof[4.3.0]HoH-5-eH i 1,8-gia3abiunkno[5.4.0]yHaeu-7-eH.
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