BvHaxig cTocyeTbcsi HOBMX CMOMyK, KOMMO3WUiM Ta crnocobiB Ans NiKkyBaHHA MCMXiaTpUYHUX PO3NagiB i
HEBPOSONiYHNX 3axBOPIOBaHb, BKIOYaK4YM 3aranbHy Aenpecilo, po3nagu, 3yMOBMEHi TPUBOXHO-AENPECUMBHUMM
CMHOPOMamu, MOCTTPaBMAaTUYHMMK CTpecamu, po3nagw, MoB'A3aHi 3 cyrnpaHykneapHMM napanivyem, Ta posnagu
XKMBIEHHsl, TaKk caMo $K i AN NiKyBaHHA iMYHOMOMYHMX, CepLeBO-CyAMHHUX abo cepueBuX 3axBOploBaHb Ta
CUHOPOMY MiBMLLEHOI 4YyTnMBOCTI 00040BOI KMLLKM, MOB'A3aHUX i3 MCMXOMATOMOMYHUMU MOPYLUEHHAMU Ta -
cTpecamu. 3okpema, AaHWUA BUHaXi4 CTOCYETbCA HOBWX iMigasonipumiguHiB Ta imiga-3onipuguHie, hapmaueBTUYHUX
KOMMO3MLiA, WO MICTATb Li CMOMyKW, Ta X BUKOPUCTaHHS Yy NiKyBaHHI NcuxiaTpu4HMX posnagiB, HeBPONOoriYHMX
XBOPOO, iMyHONOrYHMX, CEPLEBO-CYAMHHMX abo cepLieBMX XBOpoO Ta CMHAPOMY MigBULLEHOT YyTnuBOCTi 06040BOI
KMLLIKW, MOB'A3aHUX i3 MCUXOMNAaTONOMYHNMMN NOPYLLUEHHSIMU Ta CTPecamm.

dakTop, WO Cnpuse BUBINIbHEHHIO aApPEHOKOPTUKOTPOMHOrO rOpMOHY (gani y TekcTi 6yae mnosHavatuch y
ckopoyeHoMy BuUMsai sk CRF), 41 aMiHOKMCAOTHUA NenTud, € NepBUHHUM (i3ioNoriYHUM perynsaTopom cexpeuii
nenTuay - aepmearty npoonioMmenaHokoptuHy (POMC), i3 nepegHboi goni rinodisy [J. Rivier et al., Proc. Nat. Acad.
Sci (USA) 80:4851 (1983); W.Vale et al., Science 213:1394 (1981)]. Okpim eHOOKPWHHOI poni y rinodisi, gaHun
rOPMOH, SK rMokasana imyHorictoxiMiyHa nokanisauis CRF, mae wupoke nosarinoTanamMycHe pO3nOoAineHHs Yy
LeHTparbHii HEPBOBIN CUCTEMI i BUKIMKAE LUMPOKUIA CMEKTP aBTOHOMHMX, enekTpodisionoriyHux Ta GixesiopanbHux
edekTiB, WO BiANoBidae HelpoMeaiaTopHin abo HeMpomoaynsaTopHin dyHKUii y mMosky [W. Vale et al.,, Rec. Prog.
Horm Res. 39:245 (1983); G. F. Koob, Persp. Behav. Med. 2;39 (1985); E.B. de Souza et al., J. Neurosci. 5:3189
(1985)]. € Takox cBigueHHs, wWo CRF rpae cyTTeBy porb B iHTerpauii peakuii iMyHHOI cuctemy Ha disionorivHi,
ncuxonorivHi Ta imyHonorivni ctpecopu [J.E. Blalock, Physiological Reviews 69:1 (1989); J.E. Morley, Life Sci. 41:527
(2987)].

OaHi kniHiyHMX pocnimkeHb cBigyaTe npo Te, wo CRF Bigirpae ponb Yy ncuxiaTpydHUX poanagax Ta
HEBPOMONiYHNX  3aXBOPIOBAHHSAX,  BKMOYalOYM  OEnpecito, po3nagW, 3yMOBMEHi  TPMBOXHO-AENPEeCUBHUMU
CcMHApOMamu, Ta posnagu xueneHHs. Pomb CRF TakoX nocTymioeTbcs B eTionorii Ta natodisionorii xsopotu
Anburerimepa, xBopobu lMapkiHcoHa, XBOpobu "eHTIHITOHA, NPOrpeCyYoro cyrnpaHykrneapHoro naparnidyy Ta 6i4Horo
amioTpodiyHOro CKrneposy, OCKiMbKW 3a3HayeHi xBopobu nos'asaHi 3 gucdyHkuieto CRF HeWpoHIiB y LieHTparnbHin
HepBoBil cuctemi [ornag ave. y E.B. de Souza, Hosp. Practice 23:59 (1988)].

Mpu adpekTBHOMY po3nagi abo 3aranbHii genpecii koHUeHTpauis CRF y uepebpocniHanbHin piguHi (CSF)
iHOMBiOyyma, WO He nigaaeaBcs Ail nikapcbkux npenapartiB, cytteBo nigsuweHa [C.B. Nemeroff et al., Science
226:1342 (1984); CM. Banki et al., Am. J. Psychiatry 144:873 (1987); R.D. France et al., Biol. Psychiatry 28:86
(1988); M. Arato et al., Biol. Psychiatry 25:355 (1989)]. Kpim Toro, winbHicte CRF peLenTopiB y Nno6Hiln 4YacTui kopu
rofloiHOro MO3Ky XepTB cyiluuay 3Ha4YHO MiaBuLLeHa, wo Bignosigae rinepcekpeuii CRF [C.B. Nemeroff et al., Arch.
Gen. Psychiatry 45:577 (1988)]. Ha gogaTtok, mae micue HeBMpasHa agpeHokopTukotponHa (ACTH) peakuis Ha CRF
(WwWo BBOAMBCS BHYTPILUHBOBEHHO), L0 CrOCTepiranocb y nauieHTiB y npurHiveHoMy ctaHi [P.W. Gold et al., Am. J.
Psychiatry 141:619 (1984); F. Holsboer et al., Psychoneuroendocrinology 9:147 (1984); P.W. Gold et al., New. Eng.
J. Med. 314:1129 (1986)]. MpekniHi4Hi JOCMiMKEHHA Ha LWypax Ta npuvMaTtax Hajanu [Oo4aTKoBi CBiQYEHHS Ha
KOpUCTb TrinoTesu, WO Yy CUMMTOMAx, KOTPi CrocTepiraloTbCs Npu  Aenpecii MoAuHW, NEBHY porb Bidirpae
rinepcekpeuis CRF [R.M. Sapolsky, Arch. Gen. Psychiatry 46:1047 (1989)]. 3a nonepegHiMn gaHumn, HaBegeHUMUN y
poborTi Grigoriadis et al., Neuropsychopharmacology 2:53 (1989), TpMUUKIiYHi aHTUAEeNnpecaHTu MOXYTb 3MiHIOBaTH
piBHi CRF i Takum yMHom mMoayntoBaTtu kinbkocTi CRF peLenTopis y MO3KY.

Pone CRF nocTynioBanace TakoX B €Tionorii po3nagis, 3yMOBIEHUX TPUBOXHO-AENPECUBHUMU CUHOPOMAMU.
CRF BuKNuMKae aHKcioreHHi edektn y TBapwH, i B3aemogid Mix OeH3oplaseniHoBum/He 6eHsodiaseniHOBUM
aHkcionitukamm Ta CRF Gyna npoAeMoOHCTpoBaHa Ha psifii MoAenen TpUBOXHO-AEeNPECUBHOI noBeaiHkM [D.R. Britton
et al., Life Sci. 31:363 (1982); C.W. Berridge and A.J. Dunn Regul. Peptides 16:83 (1986)]. MNMonepenHi gocniaw,
npoBefeHi 3 BUKopUCTaHHAM nepeabadyBaHoro CRF peuenTopHoro aHTaroHicTa, a-cnipansHoro CRF BiBui (9-41), Ha
psiai GixesiopanbHWX NPUKNaAiB NPOAEMOHCTPYBanM, WO AaHWUI aHTaroHICT BUKIMKAE "aHKCIONiTUKO-NOAIOHI" edekTh,
KOTpi sikicHo 6rm3bki oo aii 6eH3oglaseninie [C.W. Berridge and A.J. Dunn Horm. Behav. 21:393 (1987), Brain
Research Reviews 15:71 (1990)].

Yci HeMmpoxiMiyHi Ta eHOOKPWHHI OOCMiAXEeHHs i eKCnepuMeHTM Mo 3B'A3yBaHHIO peuenTopiB nokasanu, LWo
BinOyBaeTbca B3aemopis Mk CRF Ta ©eH3opja3eniHOBUMK aHKCioniTUKaMu, i Le € AoAaTKOBUM NiOTBEPKEHHSIM
yyacTi CRF y 3a3HauyeHux posnagax. XnopAiasenokcug nocnabnioe "aHkcioreHH" edektn CRF sk y KoHnikTHOMY
TecTi [K.T. Britton et al., Psychopharmacology 86:170 (1985); K.T. Britton et al., Psychopharmacology 94:306 (1988)],
Tak i y TecTi Ha nepensik, BUKNMKaHUA 3BykoBMM nogpasHukom [N.R. Swerdlow et al., Psychopharmacology 88:147
(1986)], wo npoBoaMnUch Ha wwypax. beH3ogiazeniHOBWIA peLenTopHui aHTaroHicT (Ro 15-1788), skuii oanH He MaB
OixeBiopanbHOi aKTMBHOCTI y 3a3Ha4YeHOMY KOH(MiKTHOMY TecTi, 3meHwyBaB BnnnB CRF y cnocib, 3anexHun Big,
[o3un, Todi sk GeHsopiaseniHoBuiA iHBepcHu aroHict (FG 7142) nigcunoBaB gito CRF [K.T. Britton et al.,
Psychopharmacology 94:306 (1988)].

HopatkoBo Oyno nocTynboBaHo, wo CRF Bigirpae ponb B iMyHOMOMYHUX", CepLeBO-CYAUHHNX abo cepLeBux
3aXBOPIOBaHHAX, TakKuMX $K rinepTeHsis, TaxikapAia Ta 3acTilHa cepueBa HeOoOCTaTHICTb, yaap, OCTeonopos,
nepegyacHi monory, ncuxocouianbHa HEeQOPO3BMHEHICTb, iHAYKOBaHa CTPECOM MponacHuud, Bupaska, Aiapes,
nicrnsionepauinHuiA ineyc Ta CUMHAPOM MiOBULLEHOI YyTNMBOCTI 000O0BOI KULLIKM, MOB'SA3aHi 3 MCUXONATONoriYHUMM
MopyLUEHHAMM Ta CTpecamu.

MexaHi3amMn Ta aKkTUBHI [insHKM, 4epe3 sKi CTaHOapTHI aHKCIONiTMKWM Ta aHTuAenpecaHTU YMHATb CBOI
TepaneBTUYHI edekTy, Lwe matTb OyTn 3'acoBaHi. MNpoTe, 3rigHO 3 BUCYHYTO riNOTE300, BOHM NPUIAMAalOTh y4acTb Y
npurnyLeHHi rinepcekpeuii CRF, LWo cnocTepiraeTbes y 3a3HadveHnx posnagax. Ocobnmeun iHTepec BUKMKae Te, LWo
nonepeaHi OOCnipKEHHS No BMBYeHHIO BnuBy CRF peuenTopHoro aHtaroHicta (a-cnipansHun CRF 9-41) Ha psgi
GixeBiopanbHKX NpYKNagis NpoaemMoHcTpyBanu, wo CRF aHTaroHiCT BUKIUKAE "aHKCIONiTUKO-NOAIOHI" edekTn, KOTpi
siKicHo 6rm3bki fo aii 6eH3ogiaseniHis [ornsag ave. y G.F. Koob and K.T. Britton, In: Corticotropin-Releasing Factor:
Basic and Clinical Studies of a Neuropeptide, E.B. de Souza and C.B. Nemeroff eds., CRC Press p221 (1990)].

Y 3asaBui dipmu gto MNoH Mepk PCT US94/11050 nogaHo onuc CNoMyK - aHTaroHicTiB ¢pakTopa, Lo crpusie
BMBIfNIbHEHHIO aPEHOKOPTUKOTPOMHOrO rOPMOHY, HacTynHOT hOpMyIu:
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ne: V siensie coboto CR™ aBo N: Z € CR? a6o N; A € CR%0 a6o N; ta D € CR* a6o N.

IHWi crnonykn, KOTpi MalTb aKTUBHICTb SK DakTopu, LUO CNpUSAOTb BUBIMbHEHHIO aOpeHOKOPTUKOTPOMNHOro
ropMoHy, po3kputi y WO 95/33750, WO 95/34563 Ta WO 95/33727.

3rigHO 3 ogHWMM i3 acnekTiB, AaHUIA BMHAXi4 3anpoBafkKye HOBI CMOMyKW, KOTPi 3B'A3yl0TbCs 3 pelentopamu
akTopa, WO CNpUsie BUBINTbHEHHIO aApPEHOKOPTUKOTPOMHOMO' FOPMOHY, 3MEHLLYIOYM TUM CaMUM aHKCIOreHHi edeKTu
cekpeui" CRF. Cnonykvu JaHoro Buaxody npwuaaTHi Ans NikyBaHHA NCUXiaTPUYHMX po3nagiB Ta HEeBPOSOrivHMX
3axBOpPIOBaHb, PO3MafiB, 3YMOBIEHUX TPUBOXHO-AENPECUBHVMMU CUHOPOMAaMKM, MOCTTPAaBMaTUYHUMKM CTpecamu,
po3nafis, NOB'A3aHMX i3 CynpaHykreapHuM napaniyem, po3nafiB XWBMEHHs, Tak camMo $K i Ans nikyBaHHS
iMyHOIOrYHNX, CepLieBO-CyaUHHUX abo cepLeBMX 3axBOPHBaHb Ta CUHAPOMY NiABWLLEHOI YyTnMBOCTI 006040BOI
KMLLIKW, MOB'A3aHUX i3 MCMXONAaTOMNOMNYHMUN NOPYLUEHHAMW Ta CTpecaMmn y CCcaBLiB.

3rigHo 3 iHWKWM acneKkToMm, AaHui BUHaxig 3anpoBamkye HoBi cnonyku dopmynu (1) (Lo HaBegeHa HMKYeE), KOTPi
npuaaTHi Sk aHTaroHicTM dhakTopa, WO CNpUSE BUBINIbHEHHIO aApPEHOKOPTUKOTPOMHOro ropmMoHy. Crnonyku gaHoro
BUHaxXo4y BUABMAIOTb aKTUBHICTb SIK aHTaroHIiCTU (hakTopa, WO CrpUsie BUBINIbHEHHIO aApeHOKOPTUKOTPOMHOro
rOPMOHyY, i, OYeBWAHO, npurnywytoTe rinepcekpeuito CRF. [aHui BUHaxig BKMOYAe TakoX hapmaueBTUYHI
KOMMO3WLji, WO MICTATb 3a3HadeHi cnonyku cdopmynu (1), i cnocobu 3acTocyBaHHSI TakMX CMOMNYK AN NPUIIYLLIEHHS
rinepcekpeuii CRF Ta/abo Ans nikyBaHHS aHKCiOreHHUX po3nagis.

3rigHO LWe 3 oAHMM acnekToM, OaHWW BUHaxia 3anpoBaKye HOBI CMOMyku, dapmaueBTUYHI komnosuuii Ta
crnocobu, KOTpi MOXyTb OyTK 3acTOCOBaHi y NiKyBaHHI adheKTMBHOIO po3nagy, cTaHy TpUBOrM, Aenpecii, CUHOPOMY
noApasHeHoi TOBCTOI KWLUKW, po3nagiB, 3yMOBIEHVWX MOCTTpaBMaTUYHWM CTPECOM, CyrpaHyKrieapHOro naparnidy,
3HWXKEHOrO IMYHITETY, XBOpOOW AnbLirerimepa, LUMYyHKOBO-KMLLIKOBUX 3aXBOPIOBaHb, HEBPOTUYHOT aHOpeKCii abo iHLLIMX
po3nagiB >XUBMEHHS, aGCTUHEHTHOrO ankorofibHOro abo HapKOTUYHOrO CMHAPOMY, HapKOMaHii, 3ananbHUX po3nagis,
npobrnem Ta po3nagis, NOB'A3aHMX i3 NMIHICTIO, NiIKyBaHHA SIKMX MOXE 3AiMCcHIOBaTMCb abo nonerwyBaTuch Yepes
npotugito CRF, BknovatouM (ane He obMexyrouucb) posnagu, Wo iHaykyloTbes abo migtpumytotecd CRF, abo
po3nag, BubpaHuii i3 3ananbH1MX po3nagiB, Takux K peBMaToigHUA apTpuT Ta ocTeoapTpuT, b6oni, actma, ncopia3 Ta
aneprii; reHeparniaoBaHoOro TPUBOXHO-AENPECUBHOIO CTaHy, NaHiku, ¢obii, HaB'A3MMBO-KOMMYNbCUBHOIO pPO3naay;
po3nagis, 3yMOBMEHMWX NOCTTpaBMaTU4YHUM CTPECOM; PO3MafdiB CHY, iHOYKOBaHWX CTPecoM; OOMbOBMX BigvyTTiB,
Takux sk npu cpibpomianrii; po3naiB HacTpow, TakMx SK AENpecis, BKIOYakudM 3aranbHy Aenpecito, enisaognyHy
Oenpecito, peumauBHy Oenpecio, auTady Aenpecito, iHaykoBaHy obpasoro, Ta MicnsanorioroBy AEMpecito; AUCTEMIT;
OinonspHMX po3nagis; LMKNOTUMIT; CUHAPOMY CTOMIEHHS; iHOYKOBAHOro CTPEcoM .rofloBHoro 6ornto; paky; BIJI-
iHdbekUin (Bipyc iMyHoOediLuuTy NOANHM); HEBPOAEreHepaTUBHUX XBOPOO, TakMx Ak xBopoba AnbLreiimepa, xsopoba
MapkiHcOHa Ta xBOpo6a MeHTIHITOHA; LLNYHKOBO-KULLKOBMX 3aXBOPHOBaHb, TakMUX SIK BUpa3ku, CMHOPOM MOApa3HeHol
TOBCTOI KULLKM, xBopoGa KpoHa, cnu3oBui KoniT, giapes Ta nicnsionepauiiHui ineyc i cuHOpOM nigBuLLEHON
YyTNMBOCTI 060A0BOI KMLLKW, NMOB'A3aHMX i3 MCUXOMNATONONYHUMW MOPYLUEHHSIMU ab0 CTPECOM; PO3NnagiB XXUBIEHHS,
Takux sIKk HEBPOTMYHA aHopeKcis abo Gynlmis; remopariyHoro CTpecy; iHAYKOBaHWX CTPECOM MCUMXOTUYHUX ENi3onis;
CYHOPOMY XBOPOi LUMTOBUAHOI 3ano3n; CUHAPOMY HEBIAMNOBIOHOrO aHTUMAYpeTMYHOro ropmoHy (ADH); OXWUpPiHHS;
6esnnigHoCTi; TpaBM rOfoBM; TpaBM CMMHHOIM.O MO3KY; iLIEMIYHOTO HENPOHHOrO YPaXeHHs (Hanpwvknag,
uepebpanbHoi iwemii, Takoi Sk uepebpanbHa rinokamnoBa ileMisl); €KCUTOKCUYHOIO HEWPOHHOIO YpaXeHHS;
eninencii; cepueBo-CyAMHHUX Ta CepueBMX po3nafiB, BKMYakouu rinepTeHsilo, Taxikapdito Ta 3acTiiHy cepuesy
HegoCTaTHICTb; yAapy; MOpYLEeHb iMyHHOI (YHKUii, BKMHOYaluM iHAYKoBaHi cTpecoM AucdyHkuii (Hanpuknag,
iHOYKOBaHi CTpPeCOM MponacHULi, CUHAPOM CBUHAYOrO CTpecy, Guyaumini BUCUMMHUIA TUd, KiHCbKa NapokcuamarbHa
Gibpunsauis Ta gucdyHKUiT, WO iHOYKYOTbCA Y KypyaTtax npu iX YTpMMaHHi, CTpec, SkoMmy nigaalTbes BiBUi Npu
CTPWXKeHHi BOBHWM, abo cTpec, SIkOMy NigAaloTbCsi COOaKM MNpW ChifKyBaHHI 3 MIOAMHOK); M'A30BMX CMA3MiB;
HETPMMaHHSI Cedi; CeHinbHOI aemeHLii Tuny AnbureriMepa; MynbTUIHGAPKTHOI AemeHLii; Bi4Horo amioTpodivHoro
CKIepo3y; 3anexHocCTi B XiMiYHMX PEYOBUH Ta 3BMKAHHA [0 HUX (Hanpuknag, ankoroniamy, HapKoMaHii, 3anexHocTi
Big 6eH3opiaseniHy abo iHWKUX nikapcbkux 3acobiB); aOCTMHEHTHOrO HapKOTUYHOTrO abo anKorofibHOro CUHOPOMIB;
OCTEeonopo3y; ncnxocoujianbHOI HeAOPO3BMHEHOCTI Ta rinornikemii y ccasLiB.

3rigHO 3 MogarnbluMM acrnekToM AaHOro BWHaxody, CMOMyKW, LU0 3anpoBafKyloTbCH AaHWM BUHaxogoMm (i
0CcOOMnMBO Bif3HaYeHi CMONyKn AaHOro BUHaxXoay), KOPWCHI TaKoX sIK eTanoHn Ta peareHTy Npyu BU3HAYeHHi 30aTHOCTI



noTeHLinHoro hapmaueBTUHHOrO NpenaparTy 3B'a3yBatuck 3 CRF peuentopom.
[1] Taknm 4mHOM, y NnepLuoMy BapiaHTi AaHWI BUHAXiA 3anpoBagdXye HOBY cnonyky dopmynm |:
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abo ii cTepeoizomep un cbapmaueBTmHo NPUAHATHY COMNbOBY POPMY, Y SIKiiA:

A aBnsie coboto N abo C-R’;

B siBnsie coboro N abo C-R?; 3a YMOBW, LU0 NpuHanMHi ogHa 3 rpyn A Ta B aBnsie coboto N;

D saBnsie coboto apuribHy abo retepoapunbHy rpyny, NpUeAHaHy Yepe3 HeHacuyYeHWn ByrieLeBmin aTom;

X Bnbupaetbes i3 CH-R”, N-RY, O, S(O)n Ta 3B'sA3Ky; n gopieHoe 0, 1 abo 2;

R BUbupaetbes i3 Ci-10 ankiny, Co-10 anKeHin%/, Cz-10 ankidiny, Cs-g umknoaxiny, Cs-¢ umknoankin-Ci-s ankiny,
C1.4 ankoken-Ci.4 ankiny, -S0,-Cy.10 ankiny, -S0»-R™, Ta -SOz—Rlb;

R' € samileHnm 0-1 3amicHUKamy, Lo BuGMpatoTbest i3 -CN, -S(O),R™, -COR™?, -CO,R™®, -NR™?COR'®, -
N(COR™?),, -NR™CONR™*R™®, -NR***CO,R™®, -CONR™R*?  1-mopdonitiny, 1-ninepuauHiny, 1-ninepasuxiny, Ta
Csg umknoarkiny, ae 0-1 Byrneuesi atomn y Ca.g UMKNOANKiNI 3amilleHi rpynoto, o Bubupaetses i3 -O-, -S(O)n-, -
NR™., -NCO,R'-, -NCOR™"- T1a -NSO,R™-, i ge Ni y 1-ninepasutini € 3amiieHnm 0-1 3amiCHUKaMM, KOTpi
BUGMpaloThest i3 R™2, CO,R™, COR™ 1a SO,R™;

R' € Takox 3amilieHm 0-3 3aMiCHUKamu, L0 BUOMPaOTbCS HE3aNEXHO Y KOXKHOMY BUMNaZKYy i3 Rla, Rlb, Rlc, Cis
ankiny, Co.s ankeHiny, C,.s ankininy, Br, Cl, F, I, C1.4 ranoankiny, -OR™?, -NR**R"®? C,., ankokcu-C1.4 ankiny, Ta Cs.s
LMKnoarnkiny, Kotpui € samiwermm 0-1 R%iB sakomy 0-1 Byrneviesnx aTomiB Cag LIMKNOANKiNY 3amMiHeHi Ha -O-;

3a ymoBM, Lo R™ € BigAMiHHMM Bia:

(a) umknorekcun - (CHy)2 - rpynu;

(b) 3-umknonponin-3-MeToKCUMNPONINLHOI rpynu;

(c) He3amiLLeHOI - (arnKoKCU)MEeTUNbHOI rpynu; Ta

(d) 1-rippokcmankinesHoi rpynu;

TakoX 3a YMOBMU, LLO KO R ankin e 3amiwieHnm OH, ByrneueBunin atom, CyMixkHUiA 3 N KinbLiem, € BigMiHHUM Big
CHz;

R sBnsie coboto apuvn i Bubnpaetbca 3 deHiny, HadpTuny, iHAaHInNy Ta iHAeHiny, KoXeH R' ¢ 3amiienum 0-1 -
ORY 1a 0-5 3aMiCHVKaMK, L0 BUOMPaOTbCA HE3aNeXHO y KoXHOMY Bunagky i3 Cis ankiny, Cs.e uuknoarnkiny, Br, Cl,
F. 1, C14 ranoankiny, -CN, HiTpo, SH, -S(ogang, -CORY, -OC(O)R™, -NR*CORY, -N(COR""), -NR™*CONR'?R'%,
-NR15,CO-R*, -NR*®R**?, 1a -CONR'R™,

R™ sBnsie coboto retepoapun i BubupaeTbCa i3 mipuauny, NipumiguHiny, TpuasuHiny, dypatiny, XiHomiHiny,
isoxiHoniHiny, TieHiny, imigasoniny, Tiasoniny, iHZoniny, niponiny, okcasoniny, 6eH3odypaHiny, 6GeH30TieHiny,
GeHsoTiasoniny, 6eH3oKkcasoniny, i3okcasoniny, nipasoniny, Tpwasoniny, TeTpasoniny, iHgasoniny, 2,3-
avrinpobeH3odypaniny, 2,3-gurinpobeHsoTieHiny, 2,3-gurinpobeH3oTieHin-8-okeuay, 2,3-aurigpobeH3oTieHin-8-
giokeuay, iHgoniHiny, 6eH3okcasoniH-2-oH-iny, OeH3ogiokconaHiny Tta 6eH3odiokcaHy, KOXeH reTepoapun €
3amileHum no 0-4 ByrnmeLeBuM aToMam 3aMiCHUKOM, LLO BUOMPAETLCA He3aneXHo y KoKHOMY Bunagky i3 Ci.e ankiny,
Css uvkroankiny, Br, Cl, F, I, C14 ranoarnkiny, -CN, HiTpo, -OR"’, SH, -SgO)leg, -CORY, -OC(0)R"®, -NR™2COR"’, -
N(COR™ )2, -NR™CONR'?R™?, -NR™CO,R"?, -NR*"*R™ T1a -CONR'?R™®, i koXeH reTepoapun € 3amilLeH1M no
6yab-sikoMy aToMy a3oTy 0-1 3aMmicHUKamu, Lo BuGKpaioTbest i3 R™?, CO2R™, COR™ 1a SO,R™;

R'® aBnsie co60I0 reTepoLMKnin i € HacMYeHUM abo YaCTKOBO HACUYEHUM FreTepoapUoM, KOXeH reTepoLMKIIin €
3amiweHnm no 0-4 ByrneLeBuM aToMam 3aMiCHUKOM, L0 BUOMPAETLCA He3anexHo y KOKHOMY Bunagky i3 Cis ankiny,
Cs LMKnoarnkiny, Br, Cl, F, |, Cis4 ranoankiny, -CN, Hitpo, -OR*® SH, -S(O).,R*", -COR™? -OC(O)R™, -
NRCOR™? -N(COR™?),, -NR™**CONRR™*? -NR™*CO,R™®, -NR**R'® 12 -CONR*R'®®, i koxeH reTepouyknin
€ 3aMmiLLieHM No By/Jb-sikoMy aToMy a3oTy 0-1 3aMicHUKamK, Lo BUBMpatoTbest i3 R™2, CO.R™, COR™ ta SO.R™, i
ne Byab-Kuii aToM Cipku, Npu NoTpebi, € MOHO- aBo AiOKCMAOBaHUM; 33 YMOBY, WO R € BiAMIHHUM Bia -(CH2)1.4-
apuny, -(CHy)1-4-retepoapuny, abo -(CH.)i-s-retepouunkny, ae apuneHa, rerepoapunbHa abo retepouykniyHa rpyna e
3aMilleHo abo He3aMiLLEeHOH;

R’ BuBMpaeTbcst i3 Cis ankiny, Css uuknoankiny, Cis ankeHiny, Ta Cy4 ankiiny i € 3amiwenum 0-3
3aMicHUKamm, Lo BMBMpatoTbes i3 -CN, rigpokcy, rano Ta CM ankokcu; sik anbTepHaTuBa, R’, y BUNaaKy, konnm X
AaBnse coboto 3B'A30K, BUOMpaeThes i3 -CN, CFs, Ta CoFs;

R3, R’ ta R® BMOMpaloTbCA He3anexHo y KoxxHomy Bunagky i3 H, Br, Cl, F, I, -CN, Ci.4 ankiny, Cs.g umknoarnkiny,
Ci-4 ankokew, Ci.4 ankinTio, Ci.4 ankincynbdiHiny, Cm ankincynbdoHiny, amiHo, Ci.4 ankinamiHo, (Ci-4 ankin), amiHo
Ta deHiny, KoxeH ceHin € 3amiweHnm 0-3 rpynamu, wo BubuparoTbes i3 Ci7 ankiny, Css uuknoankiny, Br, Cl, F, |,
Cwm ranoarnkiny, Hitpo, Cm ankokcu, Ci.4 ranoankokcu, Ci-4 ankintio, Ci.4 ankincyneininy, Ci-4 ankincynbdoniny, Ci-
6 ankinamiHo Ta (Ci4 arnkin), amiHo; 3a yMOBW, LLO KOMU R! aensie coboto He3amilleHmn Ci.io ankin, Toai R® €
BiAMiHHMM Bif 3amilLleHoro abo He3amilLleHoro goeHiny;

R’ ta R'C BUBMPaloTbCA HE3anexHo y KOKHOMY BUNaaKy i3 H, Cis ankiny, Css Lnknoankin-Cm ankiny Ta Cas
Lmknoarnkiny;

R Bnbupaetbes i3 H, Ci.4 ankiny, Ci.4 ranoankiny, Ci.4 ankoken-Ci.4 ankiny, Cs.s umknoankiny, Css uuknoarnkin-
Ci.6 ankiny, apuny, apun (Ci.4 ankin)-retepoapuny Ta retrepoapun (Ci.4 ankiny)-;

R™? 1a R'®? BUGMpatoTbCsl HE3aNEeXHO Y KOXHOMY BUNaaky i3 H, Ci4 ankiny, Ci4 ranoankiny, Cis ankokcu-Ci4
ankiny, Cse umknoarnkiny, ta Cse ynknoankin-Ci.s ankiny;

R BUGMpaeTbest i3 Ci4 ankiny, Ci4 ranoankiny, Ci.q ankoken-Ci4 ankiny, Cse Lmknoankiny, Ca.s LMKnoankin-C.
¢ ankiny, apuny, apun (Ci4 ankin)-retepoapuny Ta retepoapun (Ci4 ankiny)-ta 6eHauny, KoxeH OeH3un e



3aMiLleHUM Mo apwnbHi cknagosin 0-1 3amicHukamu, wo Bubupatotbes i3 Ci.q ankiny, Br, Cl, F, I, C1.4 ranoankiny,
HiTPO, Ci1.4 ankokew, Cy.4 ranoasnkokcu, Ta AUMETUNAMIHO;

R BubupaeTsea i3 Ciq ankiny, Cis ranoankiny, Cis ankokcu-Ciq ankiny, Cs.e Lmknoankiny, Cse LyKnoankin-
Ci6 ankiny Ta 6eH3nny, koxeH 6eH3un € 3amilleHMmM No apunoBii cknagosin 0-1 3amicHukamu, Wwo BubMpaoTbes i3
Ci.4 ankiny, Br, Cl, F, |, C1.4 ranoankiny, HiTpo, Ci.4 ankokcu, Ci.4 ranoankokcu, Ta AMMeTUNamiHo;

R BuGMpaeTbes i3 a4 ankiny, Cis ranoankiny, Cis ankokch-ci.4 ankiny, Ca.s LMKMoankiny, Ta Ca.s LUKNoankin-
Ci-6 arnkiny;

R™ BMOMPaETbCA He3amnexHo y KoxHomy Bunagky i3 H, Cia ankiny, Cs.z umknoarnkiny, Cs.e uuknoankin-Cie
ankiny, deHiny Ta 6eH3uny, koxeH deHin abo H6eH3un € 3amilleHMmMn No apurbHIA cknagosin 0-3 rpynamu, wWo
BubupatoThes i3 Ci1.4 ankiny, Br, Cl, F, |, C1.4 ranoankiny, HiTpo, Ci.4 ankokcu, Ci-4 ranoarnkokcu, Ta AUMETUNaMiHo;

R™® BUGMpPaETLCA HE3aNexXHO Y KOXHOMY BUNaaky i3 H, Ciq ankiny, Caz umknoankiny, Ta Cs.s umknoankin-Ca.e
ankiny;

R'" BUGMpaeTbcs y KokHOMy Bunagky i3 H, Cis ankiny, Csio nglknoankiny, Cs.s uyuknoankin-Ci.e ankiny, Ci.
ankokcu-Cy., ankiny, Cu ranoankiny, R**S(0)-C1.4 ankiny, 1a R*°R*"N-C,.4 ankiny;

R'® ta R™ BMOMPaOTbCA HE3ANEXHO Yy KoxXHOMY Bunagky i3 H, Ci.s ankiny, Cs.io umknoarnkiny, Cs.s UuKnoankin-
Cis ankiny, Cio ankokeu-Cip ankiny, Ta Cis ranoankiny; sk anbTepHatuea, y NRYR' cknagosin R* ta R'°
YTBOPOKOTb CrinbHO 1-miponiguHin, 1-mopdoniHin, 1-ninepugmHin abo 1-ninepasuvHin, ae N4 y l-ninepasuHini €
3aMilLieHnm 0-1 3aMicHUKamu, Lo BuBMpatoTbes i3 R™, COR™, COR™ ta SO,R™; sk anbTepHatvea, y NR*PR™®
cknagosiit R ta R YTBOPIOKOTL CifbHO 1-niponiguHin, 1-mopdoniHin, 1-ninepuauHin abo 1-ninepasuHin, ae N4y
1-ninepaswHini € samiluennm 0-1 samicHuKkamy, Lo BUGMpatoTbes i3 R™, CO,R™, COR™ Ta SO,R™;

R'? 13 R™* BMOMPaOTbCA HE3anexHo y KoXHoMy Bunagky i3 H, Ci.s ankiny, Cs.1o umknoankiny, Cse U1knoankin-
Ci1.6 ankiny Ta Ci.4 ranoarnkiny; apun BubupaeTbCsi He3anexHo y KOXHOMY BUNagKy i3 doeHiny, Hadtuny, iHgaHiny Ta
iHOEHiNy, koXkeH apun e 3amiweHum 0-5 3amicHMkamu, Wo BUOMPaTLCA HEe3anexHo y KoXHoMy Bunagky i3 Cie
ankiny, Cs.s Umknoankiny, metunengiokcy, Ci.4 ankokcu-Ci.4 ankokcu, -OR”, Br, CI, F, I, C1.4 ranoankiny, -CN, -NOa,
SH, -S(O)ang, -CORY, -CO2RY -OC(O)R"®, -NR*®COR", -N(COR"),, -NR™CONR''R™, -NR*®CO,R*, -NR'"R", T2
—CONR"RY i o 1 deuiny, KoxeH eHINbHUA 3aMiCHUK € 3amiweHnm 0-4 3amicHukamu, Wwo BubupatoTbes i3 Cis
ankiny, Cis ankokcu, Br, Cl, F, I, -CN, gumetunamiHo, CF3;, CyFs, OCF3, SO;Me Ta auetuny; retepoapun
BMOMPAETbCS HE3aNEeXHO Y KOXHOMY BUMAAKy i3 nipyauny, nipuMiguHiny, TpuasuHiny, dypaHiny, XiHoniHiny,
i3oxiHoniHiny, TieHiny, imigasoniny, Tiaszoniny, iHgoniny, niponiny, okcasoniny, GeH3odypaHiny, GeH3oTieHiny,
GeHsoTiasoniny, 6eH3okca3oniny, idokcasoniny, Tpwasoniny, Terpasoniny, iHgasoniny, 2,3-gurinpobeH3odypaHiny,
2,3-gurigpobeH3oTieHiny, 2,3-gurigpobeH3oTieHin-8-okecnay, 2,3-gurinpobeH3oTienin-S-aiokcuay, iHOoniHiny,
6eH30kca30oniH-2-0H-iny, 6eH3ogiokconaHiny Ta 6eH3oaiokcaHy, KoXeH retepoapun € 3amileHnm no 0-4 ByrneueBum
aToMaM 3aMiCHUKOM, L0 BUOUPAETLCA HE3amnexHo y KoxxHoMy Bunagky i3 Ci.e ankiny, Cs.e yuknoankiny, Br, Cl, F, I,
CMm ranoarnkiny, -CN, HitTpo, -ORY, SH, -S(O)nR'®, -COR"/, -CO,RY, -OC(O)R*™®, -NR'>COR", -N(COR'"),, -
NR™®CONRYR", -NR"CO2R"®, -NR*'R", Ta -CONR''R", i koxeH reTepoapun € 3amilLeHM no Gyab-sKoMy aToMy
asoty 0-1 3amicHukamu, WO BuBMpatoTbes i3 R™, CO2R™, COR™ ta SO,R'™; Ta, 3a ymoBMW, WO komn D €
imigazonom abo Tpmnasonom, R' € BiAMiHHUM Bif HesamilLeHoro Ci.g MiHilHOMO a6o po3ranyxeHoro arkiny, ado Csg
UUKnoankiny.

21y BapiaHTii SIKOMY BigdaeTbCH nepesara, AaHU BUHaXxiA 3anpoBagpkye HOBY ComnyKy dopmynu la:

-

N, Mg R
R%— x-—é\ ] P
o

(Is).

[2a] Y BapiaHTi, iKOMY BiggaeTbcsa Oinblua nepesara, AaHW BUHAXi4 3anpoBagXye HOBY cnonyky dopmynu la,
ae:

X Bubupaetscs i3 O, S(O), Ta 3B'A3Ky;

n popisHioe 0,1 abo 2;

R BUbMpaeTbes i3 Ci ankiny, Co.s ankeHiny, Ca.s ankininy, ta Cs.g Luknoankiny;

R' € 3amilLeHnm 0-1 3amiCHUKamu, Lo BUBMpatoTbes i3 -CN, -S(0),R™®, -COR™?, -CO,R™?, Ta Cs.g LMKnoarnkiny,
ae 0-1 yrnevesi atomn y Cas LMKNOANKiN 3amilLieHi rpynolo, Wo BUBUPaETsEs i -O-, -S(O)n-, -NR™% -NCO,R™-, -
NCOR™"- ta -NSO,R™"-;

R' € Takox 3aMilLieHum 0-2 3aMiCHUKaMK, Lo BMOMPaIOTbCA HE3anexHo y KOXHOMY BUMaAKy i3 R™, R™, Cus
ankiny, Cog ankeHiny, Cag ankiHiny, Br, Cl, F, CFs, CF.CFs, -OR™® -NR™*R C? ankokeu-C'? arnkiny, Ta cas
LuKnoarnkiny, Kotpui € samiweHnm 0-1 R°iB akomy O-1 Byrneuesux aTomiB Cyg LMKIOANKiNY 3aMmiHeHi Ha -O-; 3a
ymoBM, o R* e BigMiHHUM Bif umknorekcun - (CHy) - rpyniu;

R'™ aBnse coboro apwn i Bubupaetbcs 3 dheHiny Ta iHAaHiny, KoxeH R'™ e samiwenum 0-1 -OR' T1a 0-5
3aMiCHUKamMu, Lo BUOMPAOTLCA HE3amnexHo g KoXHOMY Bunagky i3 Ci.4 ankiny, Cs.s uyuknoarnkiny, Br, Cl, F, Ci4
ranoarkiny, -CN, -S(O),R™®, -CORY, -NR*"?R'™, Ta -CONR'"*R™®*;

R™ sBnsie coBolo retepoapun i Bubupaetbca i3 nipuauny, nipumiguHiny, dypaniny, Tiediny, iMigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHOA30Miny, KOXeH
retepoapwsn € 3amilleHum no 0-4 ByrrneLeBMM aToMaM 3aMiCHUKOM, LLO BUOMPAETbCA HE3aMNeXHO y KOXKHOMY BMMagKy
i3 Cy4 ankiny, Cse umknoankiny, Br, Cl, F, CFs, -CN, -ORY, -S(O)nR*, -COR", -NR'?R'®, 1a —~CONR"*R™™ i
KOXXEH retepoapwn € 3amilleHum no Oyab-sikomy aTomy as3oTy 0-1 3amicHvKamu, Lo BnbuparoTses i3 R™? CO,R™,
COR™" 1a SO,R™; 3a ymoBu, o R € BigMiHHUM Big -(CH2)1.4-apuny a6o -(CH,)14-reTepoapuny, ae apurbHa ao
reTepoapuribHa rpyna € 3amilleHoto abo HezaMmilLeHoto;



R? BUGMpaeTbCs i3 Ci4 ankiny, Co.4 ankeHiny, Ta Co.q ankiHiny i € 3amiteHnm 0-1 3amicHUKaMK, LLIO BUGMPAIOTLCS
i3 -CN, OH, CI, F, Ta C1.4 ankokcu;

R® ta R® BMOMPalOTLCA HE3anexHo y KoxHomy Bunagky i3 H, Br, Cl, F, -CN, Cwm arnkiny, Cs.s umknoankiny, Ci.a
ankokcu, NHz, C1.4 ankinamino, Ta (Ci-4 ankin)z-amiHo;

R® BUBMpaETLCH HE3ANEXHO Y KOXHOMY BUNaaKy i3 H, Ci4 ankiny Ta Ca.g LMKNOAnKiny;

R'® Bu6MpaeThbes i3 C1q ankiny, Ci.o ranoankiny, Ci.» ankoken-Ciz ankiny, Cs.e Umknoankin-Ci., ankiny, apun (C.
2 anKin%/)-, Ta retepoapwun (Ci.2 ankiny)-;

R ta R'® BU6MPaIOTLCA HE3AMEXHO Y KOXHOMY BUNagKy i3 H, Ci4 ankiny, Ci ranoarnkiny, Ci.s ankokcu-Cis
ankiny, Cse umknoarkiny, ta Cse yuknoankin-Ci.¢ ankiny;

R BUBMpaeTbecst i3 Cy4 ankiny, Ci.p ranoankiny, Ci., ankokeu-Ciz ankiny, Cas LMKRoarnkiny, Ta Cae LMKNOANKin-
Ci-2 ankiny, apun (Ci.2 ankiny)-, Ta retepoapun (Ci-2 ankiny);

R BUGMpaeTbest i3 Cy4 ankiny, C 1., ranoankiny, Ci.» ankoken-Cyo ankiny, Ta Cas LMknoankin-Ci.o ankiny;

R Bu6MpaeTbcs i3 Cis ankiny, Ci, ranoankiny, Ci, ankokecu-Cio ankiny, Cass LMKnoankiny, Ta Cas
uuknoankin-Ci-, ankiny;

R'® BMBMpPaeTbCs HE3aneXHO Yy KOXHOMY BUMagky i3 H, Cis ankiny, Ca; umknoankiny, Cse Luknoankin-Cie
ankiny, dgeHiny ta 6eHauny, koxeH ceHin abo 6eH3nn € 3amiweHumMn No apunbHin cknagosii 0-3 rpynamu, Lo
BubupatoThes i3 Ci.4 ankiny, Br, Cl, F, C1.4 ranoankiny, Ci.4 ankokcy, Ci.4 ranoankokcu, Ta AMMETUIaMIHO;

R'®? BUBMpPaeTbCs HE3aNEXHO y KOXHOMY BUNadKy i3 H, Ci4 ankiny, Csz umknoarnkiny, Ta Cas Lnknoankin-Cie
ankiny;

RY, R™ T1a R' BUGMpaeTbcsi y KoxHOMY Bunaaky i3 H, Cie ankiny, Cs.io Umknoankiny, Cse Luknoankin-Cie
ankiny, Ci., ankokcu-Cy» ankiny, Ta Ci4 ranoarnkiny; sik anstepHatvea, y NR'R' cknagosiit R ta R*® yTBOpiotoTs
cninbHo 1-niponiguHin, 1-mopdoninin, 1-ninepuavHin abo 1-ninepasuHin, ge N4 y 1-ninepasuHini € 3amiweHum 0-1
3aMicHuKaMmu, Lo BuGMpaloTbest i3 R™, CO,R™, COR™ Ta SO.R™:;

R'"? 1a R'* BMOMPaOTbCA HE3anexHo y KoXHoMy Bunagky i3 H, Ci.s ankiny, Cs.1o umknoankiny, Cse Uuknoankin-
Cie ankiny Tta Ci4 ranoankiny; apun siBnsie cobot deHin, 3amiweHuin 1-4 3amicHMkamu, LWo BuOMpaThCes
He3anexHo y KO)KHOMY BuNagky i3 Ci4 ankiny, Cse_LMKNOAnNKiny, -ORY, Br, CI, F, C14 ranoarkiny, -CN, -S(O)ang, -
CORY, -CO,RY, -NR™®COR", -NR*®CO,R™"®, -NR*'R", Ta -CONR''R"; Ta, retepoapun BUGUPaETLCS HE3AMEXKHO Y
KOXHOMY BUNagKy i3 nipuavny, nipumiguHiny, TpuasuHiny, dypadiny, XiHOMiHiNy, i3oxiHoniHiny, TieHiny, Tiasoniny,
iHooniny, niponiny, okcasoniny, ©eH3odypaHiny, GeH3oTieHiny, 6GeH3oTiazoniny, ©GeH3okcasoniny, i3okcasoniny,
TeTpasoniny, iHgasoniny, 2,3-gurigpobeH3odypaHiny, 2,3-gurinpobeHsoTieHiny, 2,3-aurigpobeH3oTieHin-S-okeuay,
2,3-gurigpobeH3oTieHin-S-giokenay, iHooniHiny, 6eH3'okca3oniH-2-oH-iny, OeH3opiokconaHiny Ta OeH3ogioKkcaHy,
KOXeH retepoapwn € 3aMieHnm no 1-4 ByrneuesMM aTtoMaMm 3aMiCHUKOM, LLO BUOMPAETLCS HE3aNeXHO y KOXXHOMY
BUnaaky i3 Cie ankiny, Cas Umknoankiny, Br, Cl, F, Cy4 ranoankiny, -CN, -ORY, -S(O)nR*, -COR", -CO,RY, -
OC(O)R™, -NR™COR", -N(COR"),, -NR™CO,R™, -NR*'R™, Ta —CONR''R™, i koxeH reTepoapun € 3amiliieHm no
6yab-sIkoMy aToMmy a3oTy 0-1 3amicHUKamu, Lo BUBMpaioThest i3 R™®, CO,R™?, COR™ 1a SO,R™.

[2b] Y BapiaHTi, sskoMy BignaeTbca wWwe binblua nepesara, AaHWA BUHAXIO 3anpoBagKye HOBY CMomyky oopmynu
la, pe:

X Bnbupaetbes i3 O, S Ta 3B'3Ky; R'e 3amileHnm Ci.¢ ankinom;

R'e 3amiweHum 0-1 3amicHukamu, Wwo BnbuparoTees i3 -CN, -CO2R™, Ta Cs.g umknoankiny, ae 0-1 Byrneuesmx
aToMiB y Ca.g LMKIOANKINI 3aMiLLEH] rpyMoIo, LLO BUGMPaeTbCs i3 -O-, -S(O)n-, Ta —NR'2-;

R! € Takox 3amilLeHnm 0-2 3aMicHUKamMK, Lo BMOUPAIOTLCA HE3ANEXHO Yy KOXXHOMY .BUMAZKY i3 R™ R™ Cie
ankiny, Co.g ankeHiny, Co.g ankininy, Br, Cl, F, CF3, -ORlsa, -NRlsaRlGa, Ci-2 ankokcu-Ci-p ankiny, Ta Cs.s UMKNoankiny,
KoTpuii € 3amileHnm 0-1 CHs i B skomy 0-1 ByrneueBux aTomiB Ca.g LMKNOAnKiny 3aMmiHeHi Ha -O-; 3a yMOBMU, L0 R'e
BiAMiHHUM Big, umknorekcun - (CHz)2 - rpynu;

R aenae coboto apun i € dgeHinom, 3amiweHmm 0-1 3amicHukamu, wo BubupatoTbes i3 OCHs, OCH,CHs,
OCH(CHgs)2, OCH,CH2CHs, i OCF3, Ta 0-3 3aMicHMKamMu, Lo BUOMPaOTLCA HE3amnexXHo y KoxXHOMY Bunaaky i3 CHs,
CHzCHs, CH(CH3)2, CHzCHzCHs, LI,VIKJ'IOI'IpOI'IiJ'Iy, Br, C|, F, CF3, -CN, SCH3, -NH2, -NHCH3, -N(CH3)2, -C(O)NHz, -
C(O)NHCHs, Ta -C(O)N(CHsa)2;

R'™ saBnsie coboto retepoapun i BubuMpaetbcs i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHA4A3omniny, KoXeH retepoapun € 3amiweHum no 0-3
BYIMELEBUM aToMaM 3aMiCHUKOM, L0 BUOMPAETbCA He3anexHo Yy koxkHomy Bunagky i3 CHs, CH,CHs, CH(CHs),,
CHzCHzCHs, LI,MKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH3, OCH(CH3)2, OCHzCHzCH3, OCF3, Br, C|, F, CF3, -CN, SCH3, -NHz, -
NHCHs, -N(CHgz)2, -C(O)NH,, -C(O)NHCH3, Ta -C(O)N(CHs)2, i KOXeH retepoapun € 3amilleHnm no 6yab-sakomy
aTomy a3oty 0-1 3amicHukamu, o Bubumpatotecs i3 CHs, CO.CH3z, COCH3 1a SO2CHj3; 3a ymoBw, Lo R'e BiAMIHHMM
Big -(CHy)i1s-apuny abo -(CHy)i.s-retepoapuny, ne apwibHa abo reTepoapunbHa rpyna € 3amilieHolo abo
He3aMiLLIEHOIO;

R? Bm6mgaeTbc;| i3 CHs, CH,CH3, CH(CHs)2, Ta CH,CH,CHj;

R® Ta R® BUGMpaloTbCS HE3anexHo y KoxHoMy Bunagky i3 H, CHs, CHoCHs, CH(CHs)2, Ta CH,CH.CHs; apun
siBNsie cobo eHin, 3amieHnn 2-4 3amicHMKamu, Lo BUOMpaTbCA He3aneXHO Yy KOoXHOMy Bunagky i3 CHa,
CHzCH3, CH(CH3)2, CH20H2CH3, LI,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCH20H3, OCH(CH3)2, OCHQCHzCH3, OCF3, BI’, C|, F, CF3,
-CN, SCHs;, SO2CHs, -NHz, -NHCHs, -N(CHs)z, -C(O)NHz, -C(O)NHCHs;, Tta -C(O)N(CHs)2, i, retepoapun
BMOMPAETLCSt HE3ANEXHO Y KOXHOMY BUMAZKy i3 nipuavny, ingoniny, 6exHsotieniny, 2,3-gurigpobeHsodypatiny, 2,3-
avrippo6eHsoTieHiny,  2,3-gurinpobeH3oTieHin-8-okcnay,  2,3-gurinpobeH3oTieHin-S-giokeuay,  iHgoniHiny, Ta
6eH30KCca30MiH-2-0H-iNy, KOXEeH reTepoapuin € 3amilleHum no 2-4 ByrneueBMmM aToMam 3amiCHMKOM, Lo BUOMpaeTbCs
He3anexHo y koxHomy Bunagky i3 CHs, CHCHs, CH(CHs);, CH>CH,CHs;, uwknonponiny, OCHs, OCH,CHs,
OCH(CHg3)2, OCH;CH,CHs, OCFs, Br, Cl, F, CFs, -CN, SCH3, SO2CHs, -NH, .-NHCHj3, -N(CHs),, -C(O)NHo, -
C(O)NHCHgs, Ta -C(O)N(CHs3)2, | KOXXeH reTepoapur € 3aMileHum no 6yab-skomy atomy a3oTty 0-1 3amicHMKamu, Lo
BubupatoTbes i3 CHiz, CO,CH3, COCH3z Ta SO,CHs.

[2c] Y BapiaHTi, sikomy BignaeTbca HaBiTb Le Ginblua nepeBara, AaHWA BUHAXiO 3anpoBagKye HOBY CMONYKY
copmynu la, ge:
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R* € samiweHum Cy;

R' e Takox 3amillieHnm 0-2 3aMiCHUKaMK, Lo BMOMPalOTbCS HE3anexHoO Y KOXHOMY BUNagky i3 R™ R™, CHs,
CH,CH3, CH(CHgs)2, CH2CH,CHs, -(CH2)3sCHs, -CH€H ,, -CH€H(CH 3), -CH€H , -CH€(CH 3), -CH,OCHs, -
CH,;CH,OCHs3, F, CFs, uuknonponiny, CHs-umnknonponiny, umknodytuny, CHs-unknobyTtuny, umknoneHtuny, CHs-
LMKIONEHTUIY;

R™ aBnsie coBoto deHin, 3amiweHuii 0-1 3amicHMkamu, Wwo BubumpatoTecs i3 OCHs, OCH2CHs, Ta OCFs3, i 0-2
3aMiCHUKamu, L0 BUOMpPaTbCA He3anexHo y KoxxHoMy Bunagky i3 CHs, CH,CHs, CH(CHj3),, CH>.CH,CHs, Br, CI, F,
CF3, -CN, Ta SCHg;

R™ sBnsie coGoto retepoapun, Wo BuOWMpaeTbca i3 dypaHiny, TieHiny, imigasoniny, Tia3oniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, Ta TETPa3oniny, KoXeH retepoapun € 3amiweHum no 0-3 ByrneLesMm aTomam
3aMICHUKOM, WO BUOMpaETbCsl He3amnexHo Yy koxHomy Bunagky i3 CHs, CH,CHs, CH(CHs),, CH,CH2CHs, OCHjs,
OCH2CHs, OCFs3, Br, Cl, F, CF3, -CN, Ta SCHs, i KoXeH reTepoapun € 3amilleHnm no 6¥,D,b-ﬂKOMy atomy asoty 0-1
3amicHukamu, wo BubupatoTecs i3 CHs, CO,CHs, COCH3 Ta SO,CHs; 3a ymoBu, wo R™ € BigMiHHUM Bif -(CH2)1-4-
apuny abo -(CHy)1.4-reTepoapwuny, Ae apunbHa abo retepoapunbHa rpyna € 3amileHoro abo He3aMiLeHo;

R? BI/I6VI§)aSTbCﬂ i3 CHs, CH,CHj3, Ta CH(CHa)z;

R®Ta R BMOMPaIOTLCA HE3anexXHo Y KokHOMY Bunagky i3 H ta CHs; apun siBnsie coboto deHin, 3amieHnn 2-4
3aMiCHVMKamy, WO BMOMPalOTbCA He3anexHo Yy koxHomy Bunagky i3 CHs, CH.CHs, CH(CHas),, CH2CH,>CHs,
uyuknonponiny, OCHs, OCH,CH3, OCH(CHs),, OCH,CH,CHs, OCF3, Br, Cl, F, CF3, -CN, SCHs, SO,CHs, -NH,, -
NHCHs3,-N(CHs)2,-C(O)NH>, -C(O)NHCHj3;, Ta-C(O)N(CHs)2; i, reTepoapun siBnse coboto nipuavn, 3amilleHun no 2-4
BYrneLeBnM atomaMm 3aMiCHUKOM, LU0 BMOMPAETLCA He3anexHo y koxHomy Bunagky i3 CHs, CH.CHs, CH(CHs),,
CH2CH2CH3, LI,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHZCH3, OCH(CH3)2, OCHZCHZCH3, OCF3, BI’, C|, F,.CF3, -CN, SCH3,
SOZCH3, -NHz, -NHCH3, -N(CH3)2, 'C(O)NHZ, 'C(O)NHCH3, Ta -C(O)N(CH3)2

[2d] Y HacTynHOMy BapiaHTi, sikoMy BigAaeTbCcs Le Ginblia nepeBara, AaHWIM BuHaxig 3anpoBagKye HOBY
cnonyky copmynu la, y skin:

R' siBnsie coboto 3amiLLieHni (Luknonponin)-Cy ankin a6o (umkno6ytun)- C; ankin; R € 3amiliennm 0-1 -CN;

R' € Takox 3amilleHnm 0-1 3amicHMKamu, Lo BUMOMPAOTLCA HE3ANEXHO Yy KOXHOMY BUMAAKY i3 Rla, Rlb, CHs,
CH,CHs, CH(CHa)2, CH>CH2CH3, -(CH2)3sCHs, -CH=€H ,, -CH€H(CH 3), - CH=CH, -CH=C(CHs), -CH,OCHs, -
CH,CH,OCHs, F, CF3, umknonponiny, Ta CHs-uuknonponiny;

R™ aBnsie coGoto deHin, 3amiweHuin 0-1 3amicHmkamu, Wwo BubumpatoTees i3 OCHs, OCH2CHs, tTa OCFs, i 0-2
3aMiCHUKamu, Lo BUOMpaloTbCs He3anexHo y KoxxHoMy Bunagaky i3 CHs, CH,CHs, CH(CHs),, CH>.CH,CHs, Br, CI, F,
CF3, -CN, Ta SCHg;

R™ sBnse coGoto reTepoapuvn, Wwo BubMpaeTbcs i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, Ta nipasoniny, KoxeH retepoapun € 3amilleHum no 0-3 ByrneuesMM aTtoMam 3aMiCHUKOM, LLO
BUOMPaETbCS HE3anexHo y KoxHoMmy Bunagky i3 CHs, CH2CHs, CH(CHs)2, CH,CH,CH3, OCHs, OCH,CHs, OCFs3, Br,
C|, F, CF3, -CN, Ta SCHs.

[2e] VY iHwWoMmy BapiaHTi, sikoMy BigdaeTbcs We Oinbla nepesara, AaHWA BUHaXi4 3anpoBaKye HOBY CMOMyKy
(bOpMYJ‘IM la, y skin:

R™ saBnge coboto (umknonponin)-C: ankin abo (umknobytun)- Ci ankin, 3amiweHu 1 3amiCHWMKOM, Lo
BUBMPAETLCH HE3amexXHo y KokHoMmy Bunaaky i3 R'? R'™®, CHs, CH2CHs, CH(CHa)z, CHCHoCHs, -(CH2)sCHs, -
CH=CH,, -CH€H(CH 3), -CH=CH, -CH=C(CHs), -CH,OCHs;, -CH,CH,OCHs, F, CFs, uwuknonponiny, ta CHs-
Lmknonponiny;

R'® aBnsie coboto dheHin, 3amiweHnit 0-2 3amiCHUKaMK, WO BUOUPaTLCA HE3aneXHo y KOKHOMY Bunagky i3 CHa,
CHzCHs, C|, F, Ta CF3;

R™ sBnse co6olo retepoapun, Wwo BMOMPaETbCA i3 dypaHiny, TieHiny, Ta i3okca3oniny, KoXeH retepoapun €
3amiweHnm no 0-2 ByrmeueBMM aTtomMam 3aMiCHMKOM, L0 BMOMpAETbCA He3anexHo Yy KoxHoMy Bunagky i3 CHs,
OCH3, C|, F, Ta CFs.

[2f] Y BapiaHTi, AskOMY BiggaeTbCA HaBiThb LWe binblua nepesara, AaHWA BUHaxXig 3anpoBafkKye HOBY CMOMNyKy
(bopM}/J'II/I la, y skin:

R™ Bubupaetbca i3 rpynu (uuknonponin) CH-CHas, (uuknonponin) CH-CH>CHs, (umknonponin) CH-CH>OCHg,
(umknonponin) CH-CH>CH,CHs, (uwknonponin) CH-CH,CH,OCHSs;, (umknonponin).CH, deHin(umknonponin)CH,
dypaHin(umknonponin)CH, TieHin(umknonponin)CH, izokcasonin(uuknonponin)CH, (CHs-dypaHin) (umknonponin)CH,
(umknoby™mn)CH-CHs,  (umknobytun)CH-CH,CHs,  (umknobytmn)CH-CHOCHs,  (umkno6bytun)CH-CH>CH2CHs,
(umknobytnn)CH-CH,CH,OCHs, (umknobyTnm),CH, deHin(uuknobyTmun)CH, dypaHin(umknobytun)CH,
TieHin(umknobytn)CH, isokcasonin(umknobytnn)CH, ta (CHs-dpypaHin) (umknobytnn)CH.

[29] Y iHwomy BapiaHTi, KoMy BigAaeTbca We binbla nepesara, AaHUWA BUHaxig 3anpoBafkKye HOBY CMONyKy
dopmynu la, y skin:

D sBnsie coboto deHin, 3amilieHnii 2-4 3amiCHUKamu, WO BUOMPaoTbCA HE3aneXHo y KOXXHOMY BMnaaky i3 CHs,
CHQCH3, CH(CH3)2, CH2CH2CH3, LI,VIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCH2CH3, OCH(CH3)2, OCHZCHZCH3, OCF3, BI’, C|, F, Ta
CFs.

[2h] Y iHwoMmy BapiaHTi, sikoMy BigaaeTbca We binblwa nepesara, AaHUA BUHaxig 3anpoBafKye HOBY CMOMyKy
dopmynu la, y sikin:

D sBnse coboto nipyaun, 3aMileHnin no 2-4 ByrneuesuM atoMam 3aMiCHUKOM, LLO BUOMPAETbCA He3anexHo y
koxkHomy Bunagky i3 CHs, CH.CHs, CH(CHs);, CH2CH.CHs, uwmknonponiny, OCH, OCHCHs;, OCH(CHs),,
OCHzCHzCHs, OCF3, Br, C|, F, Ta CFs.

[2i] Y iHWoMy BapiaHTi, SKOMy BigAaeTbCa nepesara, AaHWin BUHaxig 3anpoBakye HOBY crnonyky chopmynu la, ge
3a3HayeHa crnonyka Bubumpaetbes i3 rpynu:

3-(1-yuknonponinnponin)-7-(2,4-guxnopodeHin)-2-etun-3H-imigaso[4,5-b] nipugwH; 3-(1-umknonponinnponin)-7-
(2,4-pnxnopodeHin)-2-metokeu-3H-imigaso[4,5-b] nipuaus;

3-(1-yuknonponinnponin)-7-(2,4-guxnopodeHin)-2-(meTuncynbdatin)-3H-iminaso[4,5-b] nipuaux;

7-[2-xnopo-4-(TpudTopomeTun)deHin]-3-(1-umknonponinnponin)-2-etun-3H-imiaaso[4,5-b] nipnaux;



7-[2-xnopo-4-(TpudTopomeTun)deHin]-3-(1-umknonponinnponin)-2-metokcu-3H-imigaso[4,5-b] nipuavH;
7-[2-xnopo-4-(TpudTopomeTun)deHin]-3-(1-umknonponinnponin)-2-(MetuncynbdaHin)-3H-iminaso[4,5-b]
nipuauH;
3-(1-uyuknonponinnponin)-2-eTun-7-[2-meTnn-4-(TpudTopomeTun)deHin]-3H-imiaaso[4,5-b] nipuaux;
7-(2-xnopo-4-meTokcudeHin)-3-(1-umknonponinnponin)-2-etnn-3H-imigaso[4,5-b] nipuauk;
7-(2-xnopo-4-meTokcudeHin)-3-(1-umknonponinnponin)-2-metokeu-3H-imigaso[4,5-b]-nipnany;
3-(1-umknonponinnponin)-2-eTun-7-(4-metokcu-2,5-aumeTnnderin)-3H-imigaso[4,5-b] nipnawk;
3-(1-umknonponinnponin)-2-MeTokcu-7-(4-meTokcun-2,5-gumetundeHw)-3H-imigaso[4,5-b] nipuauy;
7-(2-xnopo-4-meTokcudeHin)-3-(1-umknonponinnponin)-2-etnn-3H-imigaso[4,5-b] nipnauk;
7-(2-xnopo-4-meTokcudeHin)-3-(1-uuknonponinnponin)-2-metokeu-3H-imigaso[4,5-b] nipuaus;
7-(2-xnopo-5-thTopo-4-metokcudeHin)-3-(1-uuknonponinnponin)-2-etun-3H-imigaso[4,5-b] nipuaux;
7-(2-xnopo-gpTopo-4-MmeTokcndeHin)-3-(1-unknonponinnponin)-2-metokcu-3H-imigaso[4,5-b] nipuany;
7-(2-xnopo-5-Topo-4-meTundeHin)-3-(1-iguknonponinnponin)-2-etun-3H-imigaso[4,5-b] nipnaws;
7-(2-xnopo-gpTopo-4-MeTundeHin)-3-(1-umknonponinnponin)-2-meTokcu-H-imiaaso[4,5-b] nipnany;
3-(1-umknonponinnponin)-2-etun-7-(2,4,5-tpumetunderin)-3H-imigaso[4,5-b] nipnawH;
3-(1-uuknonponinnponin)-2-meTokeu-7-(2,4,5-TpumetundeHin)-3H-imigaso[4,5-b] nipuawnh;
3-(1-uuknonponinnponin)-2-eTun-7-(2,5,6-TpumeTnn-3-nipuanHin)-3H-imigaso[4,5-b] nipuawk;
3-(1-uuknonponinnponin)-2-MeTokeu-7-(2,5,6-Tpumetun-3-nipuamHin)-3H-imigaso[4,5-b] nipuauk;
3-(1-umknonponinnponin)-7-(2,6-gumeTun-3-nipuauHin)-2-etun-3H-imigaso[4,5-b] nipuaux;
3-(1-umknonponinnponin)-7-(2,6-gumeTun-3-nipuavHin)-2-metokcu-3H-imigaso[4,5-b] nipuaouk;
3-(1-uuknonponinnponin)-7-(2,6-aumeTokcu-3-nipuaunHin)-2-etun-3H-imigaso[4,5-b] nipuauk;
7-(2,4-pnxnopodeHin)-2-etun-3-(1-etunnponin)-3H-imigaso[4,5-b] nipuaux;
7-(2,4-pnxnopodeHin)-3-(1-etunnponin)-2-meTokcu-3H-imigaso[4,5-b] nipnany;
7-[2-xnopo-4-(TpucdTopomeTun)dpeHin]-2-etun-3-(1-etunnponin)-3H-imigaso[4,5-b] nipnamH;
7-[2-xnopo-4-(TpucdTopomeTun)deHin]-3-(1-etmnnponin)-2-metokcu-3H-imigaso[4,5-b] nipnany;
7-[2-xnopo-4-(MeTnncynbdoHin)dpeHin]-2-etun-3-(1-etunnponin)-3H-imigaso[4,5-b] nipnawnkx;
7-[2-xnopo-4-(MeTnncynbdoHin)deHin]-3-(1-etnnnponin)-2-meTokcu-3H-imiaaso[4,5-b] nipuauy;
2-etnn-3-(1-eTunnponin)-7-(4-meTokcu-2,5-gumeTtundeHin)-3H-iminaso[4,5-b] nipuauy;
3-(1-eTunnponin)-2-meToKcu-7-(4-meTokeu-2,5-aumetundenin)-3H-imigaso[4,5-b] nipuauH;
7-(2-xnopo-4-meTokcudeHin)-2-etun-3-(1-etunnponin)-3H-imigaso[4,5-b] nipnawnx;
7-(2-xnopo-4-meTokcudeHin)-3-(1-eTnnnponin)-2-metokcu-3H-iminaso[4,5-b] nipuaux;
2-etnn-3-(1-eTunnponin)-7-[4-meTokcu-2-(TpndTopometun)deHin]-3H-imigaso[4,5-b] nipnawnk;
3-(1-eTmnnponin)-2-meToKkcu-7-[4-meTokeu-2-(TpudpTopomeTnn)deHin]-3H-imigaso[4,5-b] nipnanH;
7-(2,6-anmetokcu-3-nipuaunHin)-2-etun-3-(1-etunnponin)-3H-imigaso[4,5-b] nipnawvk;
7-(2,6-anmeTun-3-nipmauHin)-2-etun-3-(1-etunnponin)-3H-imigaso[4,5-b] nipuawH;
2-etnn-3-(1-etunnponlin)-7-(2,5,6-TpumeTnn-3-nipnamvHin)-3H-imiaaso[4,5-b] nipnaux;
2-etnn-3-(1-etvnnponin)-7-(5-pTopo-4-MmeToKeu-2-MeTundeHin)-3H-imigaso[4,5-b] nipnaut;
3-(1-eTunnponin)-7-(5-TOpo-4-MeTOKCU-2-MeTUNGEHIN)-2-MeTokeu-3H-imigaso[4,5-b] nipnawk;
3-xnopo-4-[2-etun-3-(1-etunnponin)-3H-imiaaso[4,5-b] nipnanH-7-in]6eH3oHiTpyn;
3-xnopo-4-[3-(1-etunnponin)-2-meTtokcu-3H-imigasol4,5-b] nipnanH-7-in]6eH3oHiTpun;
1-{3-xnopo-4-[2-etnn-3-(1-etunnponin)-3H-imigaso[4,5-b]nipnanH-7-in]deHin} -1-eTaHon;
1-{3-xnopo-4-[3-(1-eTunnponin)-2-meTokcu-3H-imigaso[4,5-b]nipnanH-7-injdenin} -1-etaHon;
3-(avumknonponinmeTtun)-2-etun-7-(5-Topo-4-meTokcu-2-meTnndeHin)-3H-iminaso[4,5-b]nipuauH;
3-(auupmknonponinmeTtun)-7-(5-bTopo-4-MeToKCU-2-MeTuUndeHin)- 2-metoken-3H-imigaso[4,5-b]nipyawH;
7-(2-xnopo-4-meTokcudeHin)-3-(amuuknonponinmeTun)-2-etun-3H-iminaso[4,5-b]nipuauH;
7-(2-xnopo-4-meTokcudeHin)-3-(auuuknonponinMeTun)- 2-metoken-3H-imigaso[4,5-b]nipnawvH;
7-(2,4-pnxnopodeHin)-3-(auuuknonponinmeTtun)-2-etun-3H-imigaso[4,5-b]nipnawk;
7-(2,4-pnxnopodeHin)-3-(auuuknonponinmeTun)-2-meTokcun-3H-imigaso[4,5-blnipuany;
7-[2-xnopo-4-(TpudTopomeTun)deHin]-3-(auumknonponinmeTun)-2-etun-3H-imigaso[4,5-\nipuavH;
7-[2-xnopo-4-(TpudTopomeTun)deHin]-3-(auumknonponinmeTun)-2-meTokcu-3H-imigaso[4, 5-bnipnauH;
7-(2,4-pnxnopodeHin)-2-etun-3-(1-etun-3-metokcunponin)-3H-imigaso[4,5-blnipnaouk;
7-(2,4-pnxnopodeHin)-3-(1-etun-3-meTokcmnponin)-2-meTokeun-3H-imigaso[4,5-blnipuaus;
21 7-[2-xnopo-4-(Tpud TopOMe 1N )dpeHin]-2-etnn-3-(1-eTnn-3-meTokcunponin)-3H-imwaso[4,5-b]nipnavH;
7-[2-xnopo-4-(TpudbTopomeTun)dpeHin]-3-(1-eTun-3-meTokcmnponin)-2-meTokcu-3H-iminaso[4,5-b]nipuauk;
7-(2-xnopo-4-meTokcndeHL)-2-eTun-3-(1-etun-3-metokcmnponin)-3H-imigaso[4,5-b]nipuavH;
7-(2-xnopo-4-meTokcudeHin)-3-(1-eTun-3-meTokcunponin)-2-metokeu-3H-imigaso[4,5-blnipuauH;
7-(2-xnopo-5-tpTopo-4-meTokcudeHin)-2-etun-3-(1-etun-3-metokcunponin)-3H-imigaso[4,5-b]nipnavH;
7-(2-xnopo-5-cpTopo-4-metokcudenin)-3-(1-etmn-3-meTokcunponin)-2-meTokeu-3H-imigaso[4,5-b]nipnany;
2-etun-3-(1-eTun-3-meTokcunponin)-7-(4-metokcu-2,5-gumeTundpenin)-3H-imigaso[4,,5-b]nipnguy;
3-(1-eTun-3-meToKcMnponin)-2-mMmeTokcu-7-(4-metokeu-2,5-aumetundeHin)-3H-imigaso[4,5-b]nipnauH;
2-etun-3-(1-etun-3-meTokeunponin)-7-(5-ptopo-4-meTokcu-2-meTundeHin)-3H-imigaso[4,5-b]nipngnu;
3-(1-eTtun-3-meTokcunponin)-7-(5-pTopo-4-MeToKCK-2-MeTUNeEHIN)-2-meTokcu-3H-imigaso[4,5-bjnipuann;
7-(2-xnopo-5-tpTopo-4-meTundeHin)-2-etun-3-(1-etnn-3-metokcunponin)-3H-imigaso[4, 5-b]nipuaunH;
7-(2-xnopo-5-pTopo-4-meTundeHin)-3-(1-eTun-3-metokcunponin)-2-meTokcu-3H-imigaso[4,5-binlpuaus;
7-[2-xnopo-4-(meTnncynbdoHin)dpeHin]-2-etun-3-(1-etun-3-metokcunponin)-3H-imigaso[4,5-b]nipuauy;
7-[2-xnopo-4-(meTnnoynbdoHin)deHin]-3-(1-eTun-3-metokcunponin)-2-metokeun-3H-imigaso[4,5-b]nipuaus;
1-{3-xnopo-4-[2-eTnn-3-(1-eTun-3-meTokcunponin)-3H-imigaso[4,5-b]nipuanH-7-in]deHin}-1-eTaHon;
1-{3-xnopo-4-[3-(1-eTun-3-metokcunponin)-2-metokcu-3H-imigaso[4,5-b]nipuann-7-injderin}-1-etaHon;
1-{5-[2-eTun-3-(1-eTnn-3-metokcunponin)-3H-imigaso[4,5-b]nipnavn-7-inj-6-meTun-2-nipuauHin)-1-etaHon;
1-{5-[3-(1-eTnn-3-meTokcMnponin)-2-meTokcn-3H-iMigaso[4,5-b]nipugunH-7-in]-6-meTun-2-nipugunHin)-1-etaHon;



2-etnn-3-(1-eTnn-3-meTokcunponin)- 7-(6-mMeTokcu-2-meTun-3-nipuaunHin)-3H-imigaso[4,5-b]nipnamH;

3-(1-eTun-3-meToKCMNponin)-2-MeTokeu-7-(6-MmeTokeu-2-metun-3-nipnavHin)-3H-imigaso[4,5-bnipuaus;

7-(2,6-avmeTtokcu-3-nipuaunHin)-2-etun-3-(1-etun-3-metokcunponin)-3H-imigaso[4,5-b]nipuawnk;
7-(2,6-ammetokcu-3-nipuaunHin)-3-(1-etun-3-meTokcmnponin)-2-meTokcun-3H-imigaso[4,5-b]nipnamy;
7-(2,6-anmeTun-3-nipuauHin)-2-etun-3-(1-etnn-3-metokcunponin)-3H-iminaso[4,5-bnipuaunH;
7-(2,6-anmeTunn-3-nipmguHin)-3-(1-etun-3-meTokcunponin)-2-metokeu-3H-imigaso[4,5-bjnipuavk;
2-etnn-3-(1-eTnn-3-meTokcunponin)-7-(2,5,6-TpumeTnn-3-nipuaunHin)-3H-iminaso[4,5-bnipnauk;
3-{1-eTun-3-meTokcmnponin)-2-meTokcu-7-(2.5,6-Tpumetun-3-nipuauHin)-3H-imigaso[4,5-b]nipuany;
7-(2,4-pnxnopodeHin)-2-etun-3-[1-mekcumeTun)nponin]-3H-imigaso[4,5-b]nipnawH;
7-(2,4-pnxnopodeHin)-2-metokcu-3-[1-(MeTokcumeTun)nponin]-3H-imigaso[4,5-b]nipuany;
7-[2-xnopo-4-(TpudTopomeTun)derinl-2-etnn-3-[1-(Metokcumetun)nponin]-3H-imigaso[4,5-b]nipuamn;
7-[2-xnopo-4-(TpudTopomeTun)deHin]-2-meTtokcu-3-[1-(meTokcumeTun)nponin]-3H-imigaso[4,5-b]nipuauk;
7-(2-xnopo-5-hTopo-4-MeTundeHin)-2-etun-3-[1-(MeTokcumeTun)nponin]-3H-imigaso[4,5-b]nipnauk;
7-(2-xnopo-5-pTopo-4-meTnndeHin)-2-meTokeu-3-[1-(meTokcumeTun)nponin]-3H-imigaso[4,5-b]nipnauH;
2-eTnn-7-(4-meTokeun-2,5-aumeTtundeHin)-3-[1-(MetokcumeTun)nponin]-3H-imigaso[4,5-b]nipuanu;
2-MeToKcK-7-(4-MmeToken-2,5-ammeTundeHin)-3-[1-(metokcumeTun)nponin]-3H-imigaso[4,5-b]nipnany;
2-eTun-7-(5-dpT0p0o-4-MeTOKCU-2-MeTUNDEHIN)-3-[1-(MeToKkcumeTun)nponin]-3H-imigaso[4,5-b]nipnawnH;
7-(5-pTOpO-4-MEeTOKCU-4-MeTUNEHIN)-2-MmeTokcu-3-[1-(MeTokcumeTun)nponin]-3H-imigaso[4,5-b]nipuauy;
2-etnn-3-[1-(MmeTokcumeTun)nponin]-7-(6-meTokcu-2-metun-3-nipnauHin)-3H-imigaso[4,5-b]nipuams;
2-meTokcu-3-[1-(MeTokcMMeTun)nponin]-7-(6-meTokeu-2-meTun-3-nipuauHin)-3H-imigaso[4,5-b]nipnany;
7-(2,6-gnmeTokeu-3-nipnamHin)-2-etun-3-[1-(metokcumetun)nponin]-3H-imigaso[4,5-b]nipuauy;
7-(2.6-onmeTokon-3-nipuayHin)-2-meTokcu-3-[1-(MeTokcumeTmn)nponw1-3H-imigaso[4,5-b]nipnany;
7-(2,6-numeTnn-3-nipuauHin)-2-etnn-3-[1-(metokcumeTun)nponin]-3H-imigaso[4,5-blnipnauk;
7-(2,6-gnmeTnn-3-nipuaunHin)-2-meTtokcu-3-[1-(meTokcumeTun)nponin]-3H-imiaaso[4,5-b]nipugHn;
2-etnn-3-[1-(meTokcumeTun)nponin]-7-(2,5,6-tpumetun-3-nipuanHin)-3H-imigaso[4,5-b]nipnanky;
2-meTokcu-3-[1-(meTokcumeTun)nponin]-7-(2,5,6-TpumeTnn-3-nipuaunHin)-3H-imigaso[4,5-b]nipuauy;
7-[2-xnopo-4-(MeTnncynbdoHin)dpeHin]-2-etun-3-[1-(metTokcumeTun)npotn]-3H-imigaso[4,5-bjnipugnn;ta
7-[2-xnopo-4-(MeTnncynbdoHin)dpeHin]-2-metokcu-3-[1-(MeTokcumeTun)nponin]-3H-imigaso[4,5-b]nipnamn;

abo papmaueBTUYHO NPURHATHUX CONbOBUX (DOPM 3a3HaYEHNX CMOSYK.

[2]] ¥ iHwomy BapiaHTi, AikoMy BiggaeTbca Oinblia nepeBara, AaHWN BWHaxXig 3anpoBamhKye HOBY CMOMYyKY
d:)OpMYJ‘II/I la, y akin:

R aBnsie coboto Cz.g ankin;

R' € saMmilenum 0-1 3amicHuKkamu, Lo BuUBMpatoTbes i3 -CN, -S(O).R™, -COR™?, -CO,R*™®, -NR™?COR™®, -
N(COR™?),, -NR™CONR™*R'*®? -NR™*CO,R™", -CONR*R™, 1-mopdcponiHiny, 1-ninepuauHiny, 1-ninepasuHiny, Ta
Cag umknoarnkiny, ge 0-1 Byrneuesi atomu y Ca.g UMKNOANKiAi 3amileHi rpynoto, wo Bubupaetses i3 -O-, -S(O)n-, -
NR™., -NCO,R™-, -NCOR™- 1a -NSO,R™"-, i ge Ni y 1-ninepasutini € 3amiieHnm 0-1 3amicHUKaMM, KOTpi
BUGMpaloTLCst i3 R™2, CO,R™, COR™ 1a SO,R™; Ta

R* € Takox 3amileHnm 0-3 3aMiCHMKamu, L0 BUOMPalOTbCA HE3aNEXHO Y KOXXHOMY BUNaAKy i3 Rla, Rlb, Rlc, Cis
ankiny, Ca.g ankeniny, Cag ankiHiny, Br, Cl, F, |, C1.4 ranoankiny, -OR™?, -Cy., ankokcu-Cy.» ankiny, Ta NR™?R™.

[2k] Y iHWwoOMyY BapiaHTi, skOMy BigdaeTbcs e binblia nepesBara, AaHWN BUMHaXig 3anpoBagXye HOBY CMOMyKy
copmynu la, y akin:

X Bnbupaetbes i3 O, S(O), Ta 3B'A3Ky;

n popieHioe 0, 1 abo 2;

R' BUBMpaeTLCA i3 LMKNONPORify, LMKNOBYTUIY Ta LMKMONEHTUIY:

R' € 3amilLeHnm 0-1 3amiCHUKaMK, LLO BUGMpatoTbes i3 -CN, -S(0),R™, -COR™?, -CO,R™?, Ta Cy.s LMKnoarnkiny,
e 1 ByrnewLeBuin atom y Cu-s LMKMOAMKiMi 3aMiLLEHWIA FPYNOH, LLO BUBMPAETLES i3 -O-, -S(O)n-, -NR™2-, -NCO,R™-,
-NCOR'- 1a -NSO,R**-;

R' e TakoX 3aMilleHum 0-2 3amiCHUKaMK, Lo BMOMPalOTbCA HE3ANEXHO Yy KOXHOMY BUMAKy i3 R™ R™ Cus
ankiny, Cz.s ankeiny, Cog ankininy, Br, Cl, F, CFs, CF,CFs, -OR', Cy., ankokcu-Cy., ankiny, Ta NR*¥R™®?%

R'? sBnsie coboto apun i BubMpaetbcsa 3 deHiny Ta iHAaHiny, KoXeH R' ¢ sawmiwenum 0-1 -OR' 1a 0-5
3aMiCHUKamMu, IO BUOMPAOTLCA HE3amNeXHOo X KoxHOMy Bunagky i3 Ci.4 ankiny, Cs.s yuknoarnkiny, Br, Cl, F, Ci4
ranoarkiny, -CN, -S(O),R™, -CORY, -NR*"?R'™, ta —~CONR'"*R"%*;

R™ sBnsie coGoto retepoapun i BubupaeTbcsa i3 mipuguny, nipumiguHiny, dypaxiny, TieHiny, imigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHOA30Miny, KOXeH
reTepoapwsn € 3amilleHum no 0-4 ByrrneLeBmMM aTtomMaM 3aMiCHUKOM, Lo BUOMPAETbC He3anexHo y KOXHOMY BUNaAKy
i3 C1.4 ankiny, Ca.s LMKnoankiny, Br, Cl, F, CFs, -CN, -ORY, -S(0)mR™¢, -COR*’, -NR'"*R™®?, 1a -CONR'®R'*, i koxeH
reTg%oarm{l € 3aMiLLEHNM Mo By/b-siKoMy aToMy a3oTy O-1 3aMicHUKaMu, Lo BUBMpatoThes i3 R™2, CO.R™, COR™
Ta R,

R? BUGMPaeThCst i3 C1.4 ankiny, Ci.4 ankeHiny, Ta Ci4 ankiHiny i € 3amileHnm 0-1 3amMiCHUKaMM, LLO BUGUPaIOTHCA
i3 -CN, OH, ClI, F, ta C1.4 ankokcu;

R®Ta R® BMOMPAOTLCA He3anexHo y KoxxHoMmy Bunagky i3 H, Br, Cl, F, -CN, Ci.4 ankiny, Cs.s uuknoankiny, Ci4
ankokcy, NHz, Ci.4 ankinamio, Ta (Ci-4 ankin)r-amiHo;

R® BUGMpaETLCA HE3aNeXHO y KOXHOMY BUNazky i3 H, C1.4 ankiny Ta Cag UMKNoankiny;

R'® BuGMpaeTbes i3 Ci4 ankiny, Ci., ranoankiny, Cy» ankokeu-Ci., ankiny, Ca.s Lyknoankin-Ci., ankiny, apun (Ci.
2 anKing/)—, Ta retepoapun (Ci-2 ankiny)-;

R™ ta R'® BU6GMPaIOTLCA HE3AMEXHO Y KOXHOMY BUNaaKy i3 H, Ci4 ankiny, Ci4 ranoankiny, Cis ankokcn-Ciq
ankiny, Cse umknoarkiny, ta Cse yuknoankin-Ci.e ankiny;

R BUBMpaeTbes i3 Cu4 ankiny, Cio ranoankiny, Ci» ankoken-Cyp ankiny, Cas Lyknoarnkin-Cy. ankiny, apun (Ci.
2 anKinX)-, Ta retepoapun (Ci-2 ankiny);

R BuBMpaeTbecst i3 Cy4 ankiny, Ci» ranoarnkiny, Ci.» ankoken-Ciz ankiny, Ta Ca.s LMKNoankin-Ci.» ankiny;



R BuGupaetbcst i3 Ciq ankiny, Cio ranoankiny, Ci ankokcu-Ciz ankiny, Css Lukroankiny, Ta Cas

umknoankin-Ci-, ankiny;

R'® BUBMpaETbCS HE3anexHO y KOXHOMY Bunaaky i3 H, Cm ankiny, Cs; uuknoankiny, Cse LMKMOAnkin-Cig
ankiny, deHiny Ta 6eH3uny, koxeH ceHin abo 6eH3nn € 3amileHMMKn Mo apunbHii cknagosii 0-3 rpynamu, Lo
BUbupatoThes i3 Ci.4 ankiny, Br, Cl, F, C1.4 ranoankiny, Ci.4 ankokecu, Ci.4 ranoankokcu, Ta AMMETUNaMiHo;

R'®? BUBMpaeTbCsl HE3aNEXHO Y KOXHOMY BUnagky i3 H, Ci4 ankiny, Cs7 umuknoankiny, Ta Cas.s Lyknoankin-Ci.g
ankiny;

RY, R'™ 1a R BuGMpaeTbcst y KoxXHOMY Bunagky i3 H, Cie ankiny, Cs.o Umknoankiny, Cse Uuknoankin-Ci.e
ankiny, Ci., ankokcu-Cy» ankiny, Ta Ci4 ranoankiny; sik anstepHatvea, y NRYR' cknagosiit R ta R yTeOpiotoTh
cninbHo 1-niponiguHin, 1-mopdoninin, 1-ninepnauHin abo 1-ninepasviHin, ae Ny y 1-ninepasvHini € 3amiwieHnm 0-1
3amicHUKamu, Lo BuGMpaloTLest i3 R™, CO,R™, COR™ Ta SO.R™:;

R'? 1a R BMOMPalOTbCA He3anexHo y KokHoMy Bunagky i3 H, Ci¢ ankiny, Cs.io umknoankiny, Cs.e LUuknoankin-
Cis ankiny ta Ci4 ramoankiny; apun saBnse cobotw deHin, 3amiweHnn 1-4 3amicHMKamu, WO BUOMparTbCA
He3anexHo y KoXHomy Bunagky i3 Ci.4 aJ'IKiJ'IQ/, Cs.6 LUyKNoankiny, -ORY, Br, CI, F, C14 ranoarkiny, -CN, -S(O)ans, -
CORY, -CO,RY, -NR™®COR", -NR™®CO,R", -NR''R"®, Ta -CONRR"?; i retepoapun BUGMpPaETLCH HE3AMEKHO Y
KOXHOMY BUNagKy i3 nipyavny, nipumiguHLly, xpuasuniny, dypariny, XiHoniHiny, i3oxiHoniHiny, TieHiny, Tiasoniny,
iHooniny, raponwy, okcasoniny, GeH3odypaHiny, OeHsoTieHiny, ©OeH3oTiazoniny, ©eH3oKcasoniny, BOKCA3O0SLLY,
TeTpasoniny, iHgasoniny, 2,3-gurigpobeHsodypaniny, 2,3-aurigpobeHsoTieHwy, 2,3-gurinpobeH3oTienin-S-okenay,
2,3-gurinpobeH3oTieHin-S-aiokeuay, iHgoniHiny, ©eH3okcasoniw-2-oH-iny, Oeiidogiokconaniny Ta 6GeH3oaiokcaHy,
KOXeH reTepoapws €, 3amMBgeHVM no 1-4 ByrneuesMM atoMmaM 3aMiCHUKOM, O BUOMPAETLCA HE3aMNEXHO Y KOXHOMY
BUNagky i3 Ci ankiny, Cas umMknoankiny, Br, Cl, F, Ci4 ranoankiny, -CN, -ORY, -S(O)nR*® —COR", -CO.R", -
OC(O)R™, -NR™®COR"", -N(COR"),, -NR™CO,R™, -NR*'R™, Ta -CONR''R™, i koxeH reTepoapun € 3amiLLieHM 1o
6yab-sIkoMy aToMy a30Ty 0-1 3amicHuKamu, Lo BUBMpaioThes i3 R™, CO,R™2, COR™? ta SO,R'™.

[2]] Y iHwoMy BapiaHTi, AKOMy BiAOAETLCA HaBiTb Lie Oinblia nepeeara, AaHUA BUHaXi4 3anpoBakKye HOBY
cnonyky gopmynu la, y akin:

X Bnbupaetbes i3 O, S Ta 3B's3Ky;

R'e 3amiweHum 0-1 3amicHukamu, o Bubupatotbes i3 -CN, -COgRlsa, Ta Cyg Uuknoankiny, ge 0-1 Byincucsi
aToMU Y Ca.g LMKINOAMKiNi 3aMiLLieHi rpynoto, Lo BUBMPaeTbEst i3 -O-, -S(O)q-, Ta -NR™2-;

R! € Takox 3amilleHnm 0-2 3amiCHUKaMu, WO BUOMPaOTLCA HE3amneXxHO y KOXHOMY Bunagky I3 Rla, Rlb, Cie
ag{gaglgz.g ankeHiny, C,.g ankininy, Br, Cl, F, CFs, -OR™ OH, -OCHgs, -OCH,CHs, -CH,OCHs, -CH,CH,OCH3, Ta —

R gaensie coboto apun i € deninom, 3amiweHum 0-1 3amicHukamu, wo BubupatoTeca i3 OCHs;, OCH,CHs,
OCH(CHg)2, OCH,CH,CHs, i OCF3, Ta 0-3 3aMicHMKamu, Lo BUOMpaTbCA HE3amneXHo Yy KoXHOMY Bunagky i3 CHs,
CHzCHs, CH(CHs)z, CHzCHzCHs, LI,I/IKJ'IOI'IpOI'IiJ'Iy, Br, C|, F, CF3, -CN, SCHs, -NHz, -NHCH3, -N(CH3)2, -C(O)NHz, -
C(O)NHCHs, Ta -C(O)N(CHs)z;

R'™ sBnsie cobBoto retepoapun i BubupaeTbcs i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHA4asoniny, KoXeH reTepoapun € 3amiweHum no 0-3
BYrfeLEeBUM aToMam 3aMiCHMKOM, L0 BUOMPaETbCA He3anexHo y koxHomy Bunagky i3 CHs, CHCHs, CH(CHg)2,
CHzCHzCHa, LI,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHchs, OCH(CHs)z, OCHzCHzCHs, OCFs, Br, C|, F, CF3, -CN, SCHa, -NHz, -
NHCHs, -N(CHj3)2, -C(O)NH,, -C(O)NHCH3, Ta -C(O)N(CHs)2, i KOXeH retepoapun € 3amilleHnm no Oyap-skomy
aTomy a3oTty 0-1 3amicHmkamu, Lo BubupatoTecs i3 CHs, CO2CH3, COCH3 Ta SO2CHg;

R? Bm6mbpaeTbc9| i3 CHs, CH2CHs, CH(CHs3),, Ta CH,CH,CHj;

R® Ta R® BUGMPaIOTLCS HE3ANEXHO Y KOKHOMY BUNaaky i3 H, CHs, CH,CHs, CH(CHs)2, Ta CH2CH,CHs;

apun siBnsie cobok heHin, 3amiweHnn 2-4 3amiCHMKaMu, WO BUOMPaTECA HE3aneXxHo y KOXHOMY BMMNAOKy i3
CH3, CH2CH3, CH(CHg)z, CHzCHzCHg, LI,MKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH3, OCH(CH3)2, OCHzCHzCH3, OCF3, Br, C|, F,
CF3, -CN, SCH3, SOzCH3, -NHz, -NHCH3, -N(CH3)2, -C(O)NHz, -C(O)NHCH3, Ta -C(O)N(CH3)2, i, retepoapun
BMOMPAETbCS HE3ANEXHO Y KOXXHOMY BUMNAZKy i3 nipuauny, ingoniny, 6eHsoTieHiny, 2,3-aurigpobeHsodypatiny, 2,3-
avrigpobeHsoTieHiny,  2,3-aurinpobeHsoTienin-S-okeuagy,  2,3-avrigpobeHs3oTienin-S-giokeuay,  iHgoniHiny, Ta
6eH30Kca30MiH-2-0H-iNy, KOXeH reTepoapusn € 3amilleHMM no 2-4 ByrneLeBmMM atoMam 3aMiCHMKOM, Lo BUBUpaeTbCs
HesanexHo y KoxHomy Bunagky i3 CHs, CH>CHs, CH(CHs),;, CH,CH2CHs;, uwmknonponiny, OCHs;, OCH,CHs,
OCH(CHs3)2, OCH.CH2CHs, OCF3, Br, Cl, F, CFs, -CN, SCHs, SO,CHs, -NH2, -NHCHs, -N(CHzg)2, -C(O)NH>, -
C(O)NHCHgs, Ta -C(O)N(CHs)2, | koXXeH reTepoapurn € 3amilieHum no 6yab-akomy atomy a3oty 0-1 3amicHMKamu, Lo
BubupatoTbes i3 CHz, CO,CH3, COCH3 Ta SO,CHs.

[2m] Y iHwomy BapiaHTi, AKOMy BiggaeTbes We bGinblua nepesara, AaHUI BUMHAXiO 3anpoBapKye HOBY CMONYKY
q)opM}/nm la, y akin:

R” € 3amieHnm 0-2 3amicHMKaMu, Lo BUOUPAOTLCA HE3ANEXHO Y KOXKHOMY BUMaaKy i3 Rla, Rlb, CHa;, CH,CHs,
CH(CHj3)2, CH2CH2CHs, -(CH2)3CHs, -CH=CH,, -CH=CH(CHj3), -CH=CH, -CH=C(CHj3), -CH,OCHjs, -CH,CH,OCHjs, F,
T1a CF3;

R aense co6oto deHin, samiwennii 0-1 3amicHukamu, wo BubupatTbesa i3 OCHs, OCH,CH3, OCH(CHg),,
OCH2CH,CHs, ta OCF3, i 0-2 3amicHUkamu, Lo BUOMpalOTbCA He3anexHo Yy KoxHoMy Bunagky i3 CHs, CH.CHs,
CH(CHs)z, CHzCHzCHs, Br, C|, F, CF3, -CN, Ta SCHs3;

R™ aBnse cobowo retepoapun i BMbupaeTbea i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
iokcasoniny, nipasoniny, TpMasoniny, Ta TeTpasoniny, KOXeH retepoapun € 3amiwieHnm no 0-3 ByrrneueBuM atoMam
3aMiCHUKOM, WO BUBMpaETbCs He3anexHo y koxHomy Bunagky i3 CHs, CH.CHs, CH(CHs),, CH2.CH2CHs, OCHs,
OCH2CHj3, OCF3, Br, CI, F, CF3, -CN, Ta SCHs, i KOXeH retepoapun € 3amilieH1mM no byab-sikomy atomy asoTy 0-1
3amicHMKamu, wo BubupatoTecs i3 CHs, CO2CHs, COCH3 Ta SO.CHg;

R? BVI6I/IJDaCTbCFI i3 CHs, CH2CHs, Ta CH(CHa)2;

R® Ta R® BUGMPaloTbCs HE3amnexkHO y KOKHOMY BUNaaKy i3 H Ta CHa;

apun sBnsie coboto eHin, 3amieHnn 2-4 3amiCHMKaMK, WO BUOMPaTbCA HE3anexHo y KOXHOMY BMNAAKy i3
CH3, CHzCHs, CH(CHa)z, CHzCHzCHs, LI,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCHs, OCH(CHs)z, OCHzCHzCHa, OCFa, Br, C|, F,



CF3, -CN, SCHs, SO,CHs, -NH3, -NHCHg3, -N(CHj3)2, -C(O)NH>, -C(O)NHCHj3, Ta -C(O)N(CHs)2, i, reTepoapHn siBnsie
coboto nipyaun, 3amiweHnii no 2-4 ByrneueBnM aToMam 3aMiCHMKOM, L0 BUOMPAETbLCS HE3anexHO Y KOXHOMY
Bunagky i3 CHs, CH,CHs;, CH(CHs),, CH,CH2CHs, uuknonponiny, OCHs;, OCH,CHs, OCH(CHs);, OCH,CH>CHs,
OCFa, Br, C|, F, CF3, -CN, SCHa, SOzCHa, -NHa, -NHCHa, -N(CH3)2, -C(O)NHz, -C(O)NHCHa, Ta -C(O)N(CHa)z

[2n] VY iHwomy BapiaHTi, AkoMy BigAaeTbCA HaBiTb We Ginblla nepesara, AaHWA BUHaxXig 3anpoBaKye HOBY
cnonyky copmynu la, y sikin:

R' ¢ 3amilleHnm 0-2 3amiCHUKaMW, Lo BUOMPAOTLCA HE3anexHO Y KOXHOMY BUMAOKy i3 Rla, CHs, CH2CHs,
CH(CH3)2, CH2CH2CH3, -(CH2)3CH3, -CHzoCHg, -CH2CHzoCH3, F, Ta CF3; i

R'® aBnsie coboto dheHin, 3amiweHnit 0-2 3amiCHUKaMK, WO BUOUPaKTLCA HE3anexXHo Yy KOKHOMY Bunagky i3 CHa,
CHzCHs, CH(CH3)2, CHzCHzCHs, Br, C|, F, CF3, -CN, Ta SCH3.

[20] Y BapiaHTi, AkOMy BiggaeTbcs LWe bGinblua nepesara, AaHWN BUHAXI4 3anpoBafXye HOBY CMonyky doopmynu
la, y qkin:

D aBnisie coboto dpeHin, 3amieHnii 2-4 3amicCHUKaMK, Lo BUOMPaOTLCA HE3anexHo y KOXHOMY Bunagky i3 CHs,
CHzCH:g, CH(CH3)2, CHzCHzCHs, Ll,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCH2CH3, OCH(CHs)z, OCHzCHzCHs, OCFs, Br, C|, F, Ta
CFs.

[2p] Y iHwomy BapiaHTi, skoMy BigAaeTbca We binblia nepesara, aHUA BUHaXxi4 3anpoBafkye HOBY CrONyKy
dopmynu la, y skin: D aBnsie coboto nipuamn, samileHnin 2-4 3amiCHUKamu, L0 BUOMPaoTbC HE3anexXHo Y KOXXHOMY
Bunagky i3 CHs, CH,CHs3;, CH(CHs),, CH2CH2CHs, uuknonponiny, OCHs;, OCH;CHs, OCH(CHs),;, OCH2CH,CHs,
OCF;3, Br, Cl, F, Ta CFa.

[2q] Y iHwomy BapiaHTi, SkoMy BiggaeTbca Oinblia nepeBara, OaHUW BUHaXid 3anpoBapKye HOBY CMOMyKy
d)OpM}/J'IVI la, y akin:

R™ Bnbupaetben i3 Ci.ip ankiny, Co.io ankeniny, Co.io ankiHiny, Csg uuknoankiny, Cs.e uuknoankin-Cie ankiny ta
Ci-4 ankokcu-Ci.4 ankiny;

R'e 3amiweHnm Cs.g LMKIOANKINbHOK rp¥noro, e 0-1 Byrneuesi aTomu y Ca.g LIMKIOANKiNi 3amiLleHi rpynoto, Lo
BUBMPAETLES i3 -O-, -S(0)y-, -NR™-, -NCO,R -, -NCOR - Ta -NSO,R™"-;

R' € Takox 3amilleHnm 0-3 3amiCHMKaMuU, Lo BUOMPaKTLCSA HE3amNeXHO Y KOXXHOMY BUNaakKy i3 Rla, Rlb, Rlc, Ci6
ankiny, Cag ankeniny, C2-8 ankininy, Br, Cl, F, I, Cm ranoankiny, -OR"**, -NR***R'® C,_, ankokcu-C1., ankiny, Ta Ca.
g LMKoarnkiny, kotTpun € samiwieHmm 0-1 R%iB sakoMmy 0-1 Byrneuesux atoMiB Ca.g LMKIOAnKiny 3aMiHeHi Ha -O-; 3a
yMoBM, Wo R™ € BigMiHHUM Big umnknorekcun - (CHy)z - rpynu;

R'™ siBnsic coboto apwvn i Bubnpaetbca 3 dpeHiny, HadpTuny, iHgaHiny Ta IHAeHiny, KoxeH R' ¢ 3amitenum 0-1 -
ORY ta 0-5 3aMiCHMKaMu, Lo BUBMpaloTbCa HE3aNeXHo y KoXHOMY Bunagky i3 Cie ankiny, Cse uuknoarkiny, Br, Cl,
F. I, Cu4 ranoankiny, -CN, HiTpo, SH, -S(OPang, -CORY, -OC(O)R™, -NR'*COR"’, -N(COR""),, -NR™?CONR"*R**?,
-NRlsaCOZng, -NR 7aR19a’ Ta _CONRHa 9a;

R™ sensic coGolo retepoapuvn i BMbMpaeTbCca i3 mipuauny, NipumiguHiny, TpuasuHiny, dypainy, xiHonininy,
i3oxiHoniHiny, TieHiny, imigasoniny, Tiasoniny, iHgoniny, niponiny, okcasoniny, 6eH3odypaHiny, GeH3oTieHiny,
6eH3oTiasoniny, ©OeH3okcasoniny, i3okcasoniny, nipasoniny, Tpwasoniny, TeTpasoniny, iHgasoniny, 2,3-
avrigpobeHsodypaniny, 2,3-gurigpobeHsoTieHiny, 2,3-aurigpobeH3oTieHin-S-okenagy, 2,3-aurigpobeH3oTieHin-S-
giokenay, iHgoniHiny, 6eH3okcasoniH-2-oH-iny, ©6eH3ogiokconaHiny Tta OeH3odiokcaHy, KOXeH reTepoapun €
3amiweHnm no 0-4 ByrneLeBuM aToMam 3aMiCHUKOM, LLO BUOMPAETLCHA HE3aMNEXHO Y KOKHOMY BUNaaky i3 Cy.6 ankiny,
Cas UMKnoarnkiny, Br, Cl, F, I, Ci-4 ranoarnkiny, -CN, Hitpo, -OR", SH, -S(Oszm, -CORY, -OC(O)R*®, -NR™*COR",
-N(COR"),, -NR™CONR'"?R™®, -NR'*?CO,R"®, -NR'"*R'*? ta .CONR*"*R™, i koxeH reTepoapyn & samillieHm no
GyOb-skoMy aToMy a30Ty 0-1 3aMmicHUKamu, Lo BUGMpaioTbest i3 R™?, CO,R™, COR™ ta SO.R™; |

R'° siBnsie coBot0 reTepoLMKAin i € HACMYEHUM aB0 YACTKOBO HACKUEHIUM TeTepOapNIoM, KOKEH reTepoLVKIiN €
3amiweHnm no 0-4 ByrneLeBuM aToMam 3aMiCHUKOM, LU0 BUOMPAETLCA He3anexHo y KOKHOMY Bunagky i3 Cie ankiny,
Cas umknoankiny, Bk, Cl, F, I. Cm ranoanwny, -CN, HiTpo, OR™ SH, -S(0),R™, COR'™® -OC(O)RY™, -
NR™COR™? -N(COR™), -NR™CONR™RY™ -NR™CO,R™, -NR™R™ 1a -CONR™R' i koxeH
reTepouuknin € 3amiweHum no 6yab-Akomy aTomy asoTy 0-1 3amicHukamuy, wWo BubuparTbes i3 R CO,R™,
COR™ Ta SO,R™, i fie 6yab-sKKit aTOM Cipku, IPU NOTPEG, € MOHO- 260 AiOKCUAOBAHNM.

[2r] Y iHWoMy BapiaHTi, sKOMy BiggaeTeCcs HaBiTh Ginblua nepeBara, aHWIA BUHAXiA4 3anpoBagKye HOBY CrONyKy
dopmynu la, y aKin:

X Bubupaetbcs i3 O, S(O), Ta 3B'a3Ky;

n pgopieHioe 0, 1 abo 2;

R' BUGMpaeTbes i3 Cy ankiny, Cos ankeHiny, Cos ankininy, Ta Cs.g LMKNoankiny;

R'e 3amilleHum Csg UuknoarnkineHoto rpynoto, ae 0-1 Byrneuesi atomu y Cqa.s LMKIIOANKIni 3amilLieHi rpynoto, Lo
Bnbupaetbes i3 -O-, -S(0)q-, Ta —NRl3a-;

R! € Takox 3amilleHnm 0-2 3amicHUKamu, WO BUOUPaKTbCS He3anexHo g/ KOXXHOMY BUNagKy i3 Rla, Rlb, Cise
ankiny, Ca.s ankeHiny, Co.s ankininy, Br, Cl, F, CFs, CF,CFs, -OR™?, -NR™*R'®, Ci-2 ankokcu-Ci-2 arnkiny, Ta C3-6
umMKnoarnkiny, Kotpui € samiweHmm 0-1 R%iB sikomy 0-1 Byrneviesnx atomiB Ca.g LMKNOANKiNY 3amiHeHi Ha -O-;

R' sBnse coboto apun i Bubupaetbcs 3 beHiny Ta iHAaHiny, KOXeH R'™ e samiwennm 0-1 -OR" 1a 0-5
3aMiCHUKaMW, WO BUOUPaKTLCA HE3aNEeXHo g KOoXHOMY Bunagky i3 Ci4 ankiny, Cs.s uyuknoankiny, Br, Cl, F, Cia
ranoarkiny, -CN, -S(0),R*, -CORY, -NR*"?R** 1a -CONR'"*R'*?;

R'™ sBnsie coGoto retepoapun i BubupaeTbcsa i3 mipuguny, NipyuMiguHiny, dypaxiny, TieHiny, iMmigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iH4a3oniny, KoXeH
retTepoapwsn € 3amilleHum no 0-4 ByrneueBMM atoMam 3aMiCHUKOM, LLO BUOMPAETLCA HE3aneXHO y KOXKHOMY BUNaaKy
i3 C1.4 ankiny, Cs.s LMKIoankiny,

Br Cl F, CF3, -CN, -OR" -S(O)nR™®, -COR", -NR*"*R" 1a —CONR*"*R*** i koxeH reTepoapyn € 3amillieHm no
Gyab-sikoMy aToMy a3oTy 0-1 3aMmicHUkamu, Lo BuGKpaioTbest i3 R™?, CO,R™, COR™ ta SO.R™;

R? BUBMpaeTbes i3 Ci4 ankiny, Ca4 ankeHiny, Ta Co.4 ankiHiny i € 3amilienum 0-1 3aMicHUKaMK, Lo BUBKUPaIOTLCS
i3 -CN, OH, Cl, F, Ta C1.4 ankokcu;

R® 1a R® BMOMPAlOTLCA HE3anexHo y KoxHomy Bunagky i3 H, Br, Cl, F, -CN, Ci.4 ankiny, Cs.s uuknoankiny, Ci4



ankokcu, NHz, Cq1.4 ankinamino, Ta (Ci-4 ankin)z-amiHo;

R® BMOMPaETLCS HE3AMNEXHO Y KOXXHOMY BUNagky i3 H, Ci.4 ankiny 1a Cs.g uuknoankiny;

R'® Bu6MpaeThbes i3 Ciq ankiny, Ci.o ranoankiny, Ci.» ankoken-Ciz ankiny, Cs.e Umknoankin-Ci., ankiny, apun (Ci.
2 anKin%/)-, Ta retepoapun (Ci.; ankiny)-;

R™ 1a R'® B6MpaloTbCa HE3aNEXHO Y KOXHOMY BUNaaKy i3 H, Ci4 ankiny, Ci.4 ranoankiny, Cis ankokcu-Ciq
ankiny, Cse umknoarkiny, ta Cse uuknoankin-Ci.¢ ankiny;

R BubMpaeThbes i3 Ci.q ankiny, Ci.o ranoankiny, Ci ankoken-Ciz ankiny, Cse Umknoankin-Ci., ankiny, apun (Ci.
2 anKinl}/)-, Ta retepoapwvn (Ci.; ankiny);

R BuBnpaeTbea i3 Cy4 ankiny, Ci. ranoankiny, Ci.2 ankoken-Ci.2 ankiny, Ta Cs.e LMknoankin-Ci., ankiny;

R BuGupaetbcst i3 Ci4 ankiny, Cio ramnoankiny, Ciz ankokcu-Ciz ankiny, Css Uukroarnkiny, ta Cas
uuknoankin-Ci-, ankiny;

R'® BUBMpaeTbCsl HE3aneXHO Yy KOXHOMY BUMagky i3 H, Cis ankiny, Cay umknoankiny, Cas LyKknoankin-Cig
ankiny, deHiny ta 6eH3uny, koxeH ¢eHin abo 6eH3nn € 3amiweHuMKn Mo apunbHin cknagosii 0-3 rpynamu, Lo
BubupatoThes i3 Ci1.4 ankiny, Br, Cl, F, C1.4 ranoankiny, Ci.4 ankokcy, Ci.4 ranoankokcy, Ta QUMETUNaMIHO;

R'®? BUBMpaeTbCsl HE3aNEXHO Y KOXHOMY BUNagky i3 H, Ci4 ankiny, Cs7 umknoankiny, Ta Ca.s Lyknoankin-Cig
ankiny;

RY, R'™ 1a R BUGMpaeTbcst y KoxXHOMY Bunaaky i3 H, Cie ankiny, Cs.io UMknoankiny, Cse Luknoankin-Ci.
ankiny, Ci., ankokcu-Cy» ankiny, Ta Ci4 ranoarnkiny; sik anstepHatvea, y NRYR' cknagosiit R ta R*® yTBOpiotoTs
cninbHo 1-niponiguHin, 1-mopdoninin, 1-ninepuavHin abo 1-ninepasuHin, ge N4 y 1-ninepasvHini € 3amiweHmum 0-1
3amicHuKamu, Lo BuGMpatoTbest i3 R™, CO,R™, COR™ Ta SO.R™:;

R'"? 1a R'* BMOMPaOTbCA He3anexHo y KokHoMy Bunagky i3 H, Cis ankiny, Cs.io umknoankiny, Cs.e UMknoarnkin-
Cie ankiny T1a Ci4 ranoankiny; apwun sBnsie cobol deHin, 3amiweHuin 1-4 3amicHMkamuy, Lo BuOMpaoThCes
He3anexHo y KokHomy Bunagky i3 Ci.4 anKingy, Cs.6 Luknoarkiny, -ORY, Br, CI, F, C1.4 ranoarkiny, -CN, -S(O)ans, -
CORY, -CO,RY, -NR™COR", -NR¥®CO,R*, -NR'R*, Ta -CONR''R"; i reTepoapun BU6MpaeTbCs He3anexHo y
KOXHOMY BUMNagKy i3 nipuavny, nipyumiguHiny, TpuasuHiny, dypaHiny, XiHomiHiny, i3oxiHomiHiny, TieHiny, Tiasoniny,
iHooniny, niponiny, okcasoniny, ©eH3odypaHiny, GeH3oTieHiny, 6GeH3oTiasoniny, 6GeH3okcasoniny, i3okcasoniny,
TeTpasoniny, iHgasoniny, 2,3-gurigpobeHsodypaHiny, 2,3-gurinpobeHsoTieHiny, 2,3-aurigpobeH3oTienin-S-okeuay,
2,3-gurinpobeH3oTieHin-S-giokenay, iHgoniHiny, GeH3okca3oniH-2-oH-iny, 6eH3ogiokconaHiny Ta 6eH3ogiokcaHy,
KOXeH retepoapwn € 3aMiweHnm no 1-4 ByrneuesmMM aTtoMam 3aMiCHUKOM, LLO BUOMPAETLCS HE3anexHO y KOXXHOMY
BUNagKy i3 Cie ankiny, Cas UMKnoankiny, Br, Cl, F, Ci4 ranoankiny, -CN, -OR*, -S(0)nR™, -COR", -CO,R", -
OC(O)R™, -NR™®COR", -N(COR),, -NR™®CO,R™, -NR''R"®, Ta -CONR'R", i koXeH retepoapun € 3amiLLeHUM Mo
6yab-sIkoMy aToMy a30Ty 0-1 3amicHUKamu, Lo BUBMpaioTbest i3 R*®, CO,R™?, COR™ ta SO,R™.

[2s] Y iHWoOMy BapiaHTi, sikoMy Big4aeTbCA HaBiTb e Oinblia nepeeara, AaHWA BUHaxig 3anpoBafXye HOBY
cnonyky copmynu la, y akin:

X Bnbupaetbes i3 O, S Ta 3B's3Ky; R! aBnsie coboto Ci.g ankin;

R'e 3amiweHnm Csg ankinom, ge 0-1 Byrneuesi atomu y Cas LMKNOANKINI 3aMileHi rpynoto, Lo BUOMpaeTsCs i3
-O-, -S(O)y-, Ta -NR™%;

R! € Takox 3amilleHnm 0-2 3aMiCHUKaMM, LLO BMOUPAKOTLCA HE3ANEXHO Yy KOXHOMY BUMAOKY i3 R™ R™ Cus
ankiny, Cos anketiny, Cos ankiHiny, F, CFs, -OR'®, -NR™R'® -CH,0OCHs, -CH,CH,OCHs, Ta Css LmKknoankiny,
KoTpuii € 3amilleHnm 0-1 CHs i B skomy 0-1 ByrneueBux aTomiB Ca.g LMKNOAnkiny aamiHeHi Ha -O-; 3a yMOBMU, LLO R'e
BiAMiHHUM Big, umknorekcun - (CHz)2 - rpynu;

R gense coboto apun i € dgeHinom, 3amiwieHum 0-1 3amicHukamu, wo BubupatoTbes i3 OCHs, OCH,CHs,
OCH(CHgs)2, OCH,CH2CHs, i OCF3, Ta 0-3 3aMicHMKamMu, Lo BUOMpPaOTLCA HE3amneXHOo Yy KOXHOMY Bunaaky i3 CHs,
CHzCHs, CH(CH3)2, CHzCHzCHa, LI,I/IKJ'IOI'IpOI'IiJ'Iy, Br, C|, F, CF3, -CN, SCH;:,, -NHz, -NHCHs, -N(CHs)z, -C(O)NHz, -
C(O)NHCHs, Ta -C(O)N(CHa)2;

R'™ sBnsie coboto retepoapun i BubupaeTbcs i3 dpypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHA4asoniny, KoXeH reTepoapun € 3amiweHum no 0-3
BYIfELEBUM aToMaM 3aMiCHUKOM, L0 BUOMPAETbCA He3anexHo Yy koxkHomy Bunagky i3 CHs, CH,CHs, CH(CHa),,
CHzCHzCHs, LI,VIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH;:,, OCH(CH3)2, OCHzCHzCHg, OCFg, BI’, C|, F, CF3, -CN, SCH3, -NH2, -
NHCHs, -N(CHj3)2, -C(O)NH,, -C(O)NHCH3, Ta -C(O)N(CHs)2, i KOXeH retepoapun € 3amilleHnm no 6yap-skomy
aTomy a3oty 0-1 3amicHMKamu, Lo BubupatoTtecs i3 CHs, CO,CH3, COCH3 Ta SO.CHg;

R? Bm6mgaeTbc;| i3 CHs, CH,CH3, CH(CHs)2, Ta CH,CH,CHj;

R® Ta R® BMGMpaloTbCS HE3anexHo y KoxHoMy Bunagky i3 H, CHs, CH.CHs, CH(CHs)2, Ta CH,CH,CHs; apun
sBNsie coboo deHin, 3amieHun 2-4 3amicHMKamu, WO BUOMPaTbCS He3anexHo Yy KOoXHOMy Bunagky i3 CHs,
CHzCHs, CH(CH3)2, CHzCHzCH:g, Ll,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHZCH3, OCH(CH3)2, OCHzCHzCH3, OCFs3, Br, C|, F, CFs3,
-CN, SCHs, SO,CHs -NH,, -NHCHs, -N(CHs),, -C(O)NH,, -C(O)NHCHs; Ta -C(O)N(CHs)z, i, retepoapwn
BMOMPAETLCS HE3AMNEXHO Y KOXHOMY BUMNAZAKY i3 nipuavny, ingoniny, 6exHsotiexiny, 2,3-gurigpobeHsodypatiny, 2,3-
aurigpo6eHsoTieHiny,  2,3-aurinpobeHs3oTieHin-S-okeuagy,  2,3-aurinpobeH3oTieHin-S-giokemay,  iHOoNiHiny, Ta
6eH30KCca30MiH-2-0H-iNy, KOXeH reTepoapun € 3amilleHum no 2-4 ByrneueBMM aToMam 3amiCHUKOM, Lo BUOMpaeTbCs
He3anexHo y koxHomy Bunagky i3 CHs, CH>CHs, CH(CHs),, CH>CH,CHs;, uwknonponiny, OCHs;, OCH,CHs,
OCH(CHj3)2, OCH,CH>CHs, OCF3, Br, Cl, F, CFs, -CN, SCHs, SO,CHs, -NHz, -NHCHs, -N(CHzg)2, -C(O)NH>, -
C(O)NHCHgs, Ta -C(O)N(CHs)2, | KOXXeH reTepoapurn € 3aMileHum no 6yab-akomy atomy a3oty 0-1 3amicHMKamu, Lo
BubupatoTbes i3 CHz, CO,CH3, COCH3 tTa SO,CHs.

[2t] Y iHwoMmy BapiaHTi, skOMy BigAaeTbcsa LWe Ginblia nepeeara, AaHW BUHaXxiL 3anpoBafKye HOBY CMOMYKY
d:)OpMYJ‘II/I la, y akin:

R™ siBnsie coboto (yuknonponin)C; ankin abo (umknobytn)C, ankin;

R'e 3amilleHnm 1-2 3amicHUKamu, WO BUOMPAOTLCA HE3ANEXHO Y KOXHOMY BUMAAKY i3 Rla, Rlb, CHa;, CH,CHs,
CH(CHgs)2, CH2CH,CHgs, -(CH3)sCHs, -CH=CH, -CH=CH(CH3), -CH=CH, -CH=C(CHs3), -CH,OCHgs, -CH.CH>OCHj3, F,
CFs3, umknonponiny, CHs-umknonponiny, unkno6ytuny, CHs-umknobytuny, uuknonentuny, CHs-uuknoneHtuny;

R'? aense coboto deHin, 3amiweHuin 0-1 3amicHukamu, Wwo BubumpatoTecs i3 OCHs, OCH2CHs, Ta OCFs3, i 0-2



3aMiCHUKamu, Lo BUOMpaloTbCa He3anexHo y KoxxHomy Bunagaky i3 CHs, CH,CHs, CH(CHs),, CH>.CH,CHs, Br, CI, F,
CF3, -CN, Tta SCHg;

R™ sBnse coGoto retepoapuvn, Wwo BubMpaeTbca i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, Ta TETPa3oniny, KoXeH retepoapun € 3amiweHum no 0-3 ByrneuesMm aTomam
3aMiCHMKOM, WO BUOMPAETLCS He3anexHo y koxHomy Bunagky i3 CHs, CH>CHs, CH(CHs);, CH,CH,CHs, OCHs,
OCHCHjs, OCF;3, Br, CI, F, CF3, -CN, Ta SCHs, i KOXeH retepoapun € 3amilieHmM no byab-sikomy atomy asoTy 0-1
3aMicHuKamu, o BubupatoTecs i3 CHs, CO2CH3, COCH3 Ta SO.CHg;

R? Bm6m§)aeﬂ=c;| i3 CHs, CH2CHs, Ta CH(CHa)2;

R®Ta R BMOMPalOTbCA HE3anexHo Y KokHoMy Bunagky i3 H Ta CHs; apun siBnsie coboto deHin, 3amieHunn 2-4
3aMmiCHMKamu, WO BMOMPalOTbCA HesanexHo Yy koxHomy Bunagky i3 CHs, CH.CHs, CH(CHas);, CH>CH,CHs,
LI,MKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH3, OCH(CH3)2, OCHzCHzCHs, OCF3, Br, C|, F, CF3, -CN, SCH3, SOzCH:g, -NHz, -
NHCHjs, -N(CHs)2) -C(O)NHa, -C(O)NHCHj3, Ta -C(O)N(CHs)2; i, reTepoapun sBnsie coboro nipugunr, 3amilleHunin no 2-
4 ByrneueBUM aToMam 3aMiCHUKOM, LLO BMOMPAETbCA HesanexHo y koxHomy Bunagky i3 CHs, CH>CHs, CH(CHa)z,
CHzCHzCHs, LWIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH:g, OCH(CH3)2, OCHzCHzCH:g, OCF3, Br, C|, F, CF3, -CN, SCH3,
SOzCH3, -NHz, -NHCH3, -N(CH3)2, -C(O)NHz, -C(O)NHCH3, Ta -C(O)N(CH3)2.

[2u] Y iHwomy BapiaHTi, koMY BigAaeTbCA HaBiTb We Oinblia nepesara, AaHWN BUHaxig 3anpoBajkye HOBY
cnonyky dopmynu la, y sikin:

R' siBnsie coboto (Lmknonponin)Ci ankin a6o (LuknobyTn)C, ankin;

R'e 3amilleHnM 1-2 3amicHUKamu, Lo BUOMPAOTLCSA HE3ANEXHO Y KOXHOMY BUMAKY i3 Rla, Rlb, CHa;, CH,CHs,
CH(CHs),, CH2CH,CHgs, -(CH)3CHs, -CH=CH>, -CH=CH(CH?3), -CH=CH, -CH=C(CHj3), -CH,OCHjs, -CH,CH>,OCHjs, F,
CF3, umknonponiny, Ta CHs-uuknonponiny;

R'® aBnse coboto deHin, samiweHnin 0-2 3amicHUKaMK, WO BUOBMPalOTLCS He3anexHo y KoXHOMY Bunagky i3 CHs,
CHZCH3, CH(CH3)2, CHzCHzCH3, BI’, C|, F, CF3, -CN, Ta SCHs;

R™ saBnse coGoto retepoapun, LWo BubMpaeTbcsa i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
isokcasoniny, Ta nipasoniny, KoXeH retepoapun € 3amiweHum no 0-3 ByrneuesMM atoMam 3aMiCHUKOM, LWO
BMOUPAETLCS HE3AMNEXHO Y KOxHOMY Bunagky i3 CHs, CH,CHs, CH(CHs),, CH2.CH,CHs, OCH3, OCH,CHs, OCFs3, Br,
C|, F, CF3, -CN, Ta SCHs.

[2v] VY iHWoOMy BapiaHTi, SKOMy BigAa€eTbCA HaBiTb Lie Oinblia nepeBara, AaHWA BUHAXi4 3anpoBagXye HOBY
cnonyky dopmynu la, y skin: D aBnse coboto deHin, 3amileHnin 2-4 3amiCHUKamu, WO BUOUPaKTLCA HE3ANeXHo Y
koxkHoMmy Bunagky i3 CHs, CHCHs, CH(CHs);, CH,CH,CHs, uwuknonponiny, OCHs;, OCH,CHs, OCH(CHs),
OCHchcha, OCFa, Br, C|, F, Ta CFs.

[2w] VY iHwoMy BapiaHTi, sikoMy BigAaeTbCcsl HaBiTb Lie Ginblua nepesara, 4aHWA BUHAXig 3anpoBaKye HOBY
cnonyky dopmynu la, y skin: D sense coboto nipugun, 3amilieHnii no 2-4 ByrrneueBMM aToMam 3aMiCHUKOM, Lo
BMOMpaETbCs He3anexHo y KokHomy Bunagky i3 CHs, CH.CHs, CH(CHs),, CH>CH.CHs, umknonponiny, OCHs,
OCHcha, OCH(CHs)z, OCHchcha, OCFs, Br, C|, F, Ta CF3.

[3] Y iHWoMYy BapiaHTi, AKOMy BigdaeTbCcs NepeBara, AaHWn BUHaXiA 3anpoBadkye HOBY cnonyky copmynm Ib:
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[3a] Y iHwomy BapiaHTi, SKOMy BiggaeTbca Oinblla nepeBara, 4aHWW BUHaxXig 3anpoBagXKye HOBY CMOMYyKY
dopmynu b, y sakin:

X Bubupaetscs i3 O, S(O), Ta 3B'A3Ky;

n popisHioe 0, 1 abo 2;

R' BUGMpaeTbes i3 Cu.s ankiny, Cas ankeHiny, Co.s ankininy, Ta Cs.g LyKknoankiny;

R' € 3amilLieHnm 0-1 3amiCHUKamu, Lo BUGMpatoTbes i3 -CN, -S(0),R™®, -COR™?, -CO,R™?, Ta Cs.g LMKnoarnkiny,
ae 0-1 yrnevesi atomn y Cas LMKNOANKinN 3amilLieHi rpynolo, Wo BUBUPaETsES i -O-, -S(O)n-, -NR™% -NCO,R™-, -
NCOR'’- 1a -NSO,R**-;

R € Takox 3amilieHnm 0-2 3aMicHUKamu, Lo BUOMPAIOTLCSA HE3ANEXHO Y KOXXHOMY «BUNagKy i3 R™ R™, Cis
ankiny, Cag ankeHiny, Cag ankininy, Br, Cl, F, CFs, CF,CFs, -OR'™, -NR'¥*R'® C,, ankokcu-Ci., ankiny, Ta Cas
LmKnoarnkiny, Kotpui € samiweHnm 0-1 R°iB akomy O-1 syrneuesux aTomis Cyg LMKNOANKiNY 3amiHeHi Ha -O-; 3a
ymoBM, o R* e BigMiHHUM Bif umknorekcun - (CHy) - rpyni;

R'™ aBnse cobolo apwn i Bubupaetbca 3 deHiny Ta iHgaHlny, KoxeH R'™ e samiwenum 0-1 -OR' Ta 0-5
3aMiCHUKamu, Lo BUOMPAOTLCA HE3amnexHo g KoXHOMY Bunagky i3 Ci.4 ankiny, Cs.s uyuknoarnkiny, Br, Cl, F, Ci4
ranoarkiny, -CN, -S(O),R™®, -CORY, -NR*"?R'™, ta —-CONR'"*R"%*;

R™ sBnsie cobolo retepoapun i Bubupaetbca i3 nlpuguny, nipyumiguHiny, dypaHiny, TieHiny, imigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpwasonlny, TeTpasoniny, Ta iHOA30Miny, KOXeH
reTepoapwn € 3amiweHnm no 0-4 ByrneLeBMM aToMam 3aMiCHUKOM, LLO BMGMPaeTbCH He3arnexHo y KOXHOMY BUNaaKy
i3 C1.4 ankiny, Cas Umknoatuny. Br, Cl, F, CFs, -CN, -ORY, -S(0)R™®, -COR", -NR'?R'¥® Ta ~CONR'"*R™ i koxeH
reTepoapusl € 3amilLieHM no Gyab-sIkoMy aToMy asoTy O-1 3amicHUKamu, Lo BuGHUpatoTbest i3 R™2, CO,R™, COR™P
Ta SO,R™; 3a ymosu, wo R’ € BiaMiHHMM Big -(CHo)i4-apuny abo -(CH.):4-reTepoapuny, ae apunbHa aGo
reTepoapuribHa rpyna € 3amilleHoto abo HezaMmilLeHoto;

R? BUGMPaeTbCs i3 C1.4 ankiny, Cz.4 ankeHiny, Ta Ci4 ankiHiny i € 3amilieHnm 0-1 3aMiCHUKaM, L0 BUGUPAIOTHCA
i3 -CN, OH, CI, F, Ta Cm ankokcu;



R® 1a R’ BMOMPaOTLCA HE3aNEeXHOo y KoxxHoMy Bunagky i3 H, Br, Cl, F, -CN, Ci.4 ankiny, Cs.s uuknoankiny, Ci.4
ankokck, NHz, Cq1.4 ankinamino, Ta (Ci-4 ankin)z-amiHo;

R® BMOUpaETbCA He3anexHo y KoxXHoMy Bunagky i3 H, C1.4 ankiny ta Cs.g umknoankiny;

R'® Bu6MpaeThbea i3 Cy4 ankiny, Cip ranoankiny, Cy.z ankoken-Cy. ankiny, Ca.s Luknoankin-Cy., ankiny, apun (Ci.
2 anKin%/)-, Ta retepoapwun (Ci.2 ankiny)-;

R ta R'® BUGMPaIOTLCA HE3AMEXKHO Y KOXHOMY BUNagKy i3 H, Ci4 ankiny, Ci ranoarnkiny, Ci.s ankokcu-Ciq
ankiny, Cse uuknoarkiny, ta Cse yuknoankin-Ci.¢ ankiny;

R BuBMpaeTbest i3 Ci4 arnkiny, Ci, ranoankiny, Cio ankokcu-Ci.p ankiny, Ca.e LMknoankin-Ci., ankiny, apun (Ci.
2 anKinl}/)-, Ta retepoapun (Ci-2 ankiny)-;

R BuGupaeTbes i3 Ci4 ankiny, Ci» ranoarnkiny, Ci., ankoken-Ci.p ankiny, Ta Ca.s LMKNoankin-Ci., ankiny;

R BuGMpaeTbcs i3 Cis ankiny, Ci, ranoankiny, Ci, ankokcu-Cio ankiny, Css UMknoankiny, Ta Cas
uuknoankin-Ci-, ankiny;

R'® BUBMpaeTbCsl HE3aNeXHO Yy KOXHOMY BUMagky i3 H, Cis ankiny, Ca; umknoankiny, Cas Luknoankin-Cig
ankiny, deHiny ta 6eH3uny, koxeH ceHin abo 6eH3nn € 3amieHuMKn Mo apunbHin cknagosii 0-3 rpynamu, Lo
BubupatoThes i3 Ci.4 ankiny, Br, Cl, F, C1.4 ranoankiny, Ci.4 ankokcy, Ci.4 ranoankokcu, Ta AMMETUNaMIHO;

R'®?. BUBMpaeTbCsl HE3aNEXHO Y KOKHOMY BUNadKy i3 H, Ci4 ankiny, Csz Liuknoankiny, Ta Cse Lnknoankin-Cug
ankiny;

RY, R'™ T1a R' BUGMpaeTbcsi y KoxHOMY Bunaaky i3 H, Cie ankiny, Csio UMKnoankiny, Cse Luknoankin-Cie
ankiny, Cy.» ankokcu-Ci.» ankiny, Ta C1-4 ranoankiny; sik anstepHatvea, y NRYR* cknaposiit R Ta R™ yTBOpIOIOTH
cninbHo 1-niponiguHin, 1-mopdoninin, 1-ninepuavHin abo 1-ninepasuHin, ge N4 y 1-ninepasuHini € 3amiweHmum 0-1
3aMicHuKamu, Lo BuGMpaloTbest i3 R™, CO,R™, COR™ Ta SO.R™:;

R'"? 1a R'* BMOMPaOTbCA He3anexHo y KokHoMy Bunagky i3 H, Cis ankiny, Cs.io umknoankiny, Cs.e Uuknoarnkin-
Cie ankiny T1a Ci4 ranoankiny; apun siBnsie cobot deHin, 3amiweHuin 1-4 3amicHMkamuy, Wo BuOMparTbhCes
He3anexHo y KokHomy Bunagky i3 Ciq4 anKinX, Cs.6 Uuknoarkiny, -ORY, Br, CI, F, C14 ranoarkiny, -CN, -S(O)anS, -
CORY, -CO2R"Y, -NR¥®COR", -NR™®CO,R™, -NR''R™, 1a -CONRY'R"?; i reTepoapnn BUGMPAETLCH HE3aAMEXHO Y
KOXHOMY BUMNaAKy i3 nipyavny, nipuMiguHiny, TpuasuHiny, dgypaHiny, XiHomiHiny, isoxiHoniHiny, TieHiny, Tiasoniny,
iHooniny, niponiny, okcasoniny, ©eH3odypaHiny, GeH3oTieHiny, 6GeH3oTiasoniny, ©GeH3okcasoniny, i3okcasoniny,
TeTpasoniny, iHgasoniny, 2,3-gurigpobeH3odypaHniny, 2,3-gurigpobeHsoTieHwy, 2,3-aurigpobeH3oTienin-S-okeuay,
2,3-gurigpobeH3oTieHin-S-giokenay, iHgoniHiny, GeH3okca3oniH-2-oH-iny, 6eH3ogiokconaHiny Ta 6eH3ogiokcaHy,
KOXeH retepoapwn € 3amiweHnm no 1-4 ByrneuesmMM aTtoMam 3aMiCHUKOM, LLO BUOMPAETLCS HE3aNeXHO y KOXHOMY
BUNaaky i3 Ci-6 ankiny, C3-6 uuknoarnkiny, Br, Cl, F, Ci4 ranoankiny, -CN, -ORY, -S(O)nR®, -CORY, -CO.R", -
OC(O)R™, -NR™¥CORY, -N(COR),, -NR®CO,R™, -NR'' R, Ta -CONR'R", i koXeH retepoapun € 3amiLLeHUM Mo
6yab-sIkoMy aToMmy a3oTy 0-1 3amicHUKamu, Lo BUBMpaioThest i3 R*, CO,R™?, COR™ 1a SO,R™.

[3b] Y iHWoMy BapiaHTi, skOMy BigaaeTbcsa LWe Oinblua nepesara, AaHUI BUMHaXxig 3anpoBabKye HOBY CMOMYKY
dopmynu Ib, y skin:

X Bnbupaetbes i3 O, S Ta 3B's3Ky; R'e 3amileHnm Ci.6 ankinow;

R'¢ 3amiweHum 0-1 3amicHuKkamu, Wwo BubupatroTbes i3 -CN, -CO,R™ T1a Csg yuknoarnkisly, ae 0-1 Byrneuesnx
aToMiB y Ca.g LMKIOANKIN 3aMiLLEH pymoio, Lo BUGMPaeTbes i3 -O-, -S(O)n-, Ta -NR™2-;

R! € Takox 3amilleHnm 0-2 3aMiCHUKaMM, LLO BMOMPAOTLCA HE3ANEXHO Y KOXHOMY BUMNALKY i3 R™ R™ Cus
ankiny, Co.g ankeHiny, Cpg ankidiny, Br, Cl, F, CFs, -ORBa, -NRBaRlea, Ci-2 ankokeu-Ci-p ankiny, Ta Cse Unknoarnkiny,
KoTpuii € 3amileHnm 0-1 CHs i B skomy 0-1 ByrneueBux aTomiB Ca.g LMKNOAnKiny 3amiHeHi Ha -O-; 3a yMOBMU, LLO R'e
BiAMiIHHUM Big, umknorekcun - (CHz)2 - rpynu;

R gense coboto apun i € dgeHinom, 3amiwieHm 0-1 3amicHukamu, wo BubupatoTbes i3 OCHs, OCH,CHs,
OCH(CHgs)2, OCH,CH2CHs, i OCF3, Ta 0-3 3aMicHMKamMu, Lo BUOMpPaOTLCA HE3amneXHOo Yy KOXHOMY Bunaaky i3 CHs,
CHzCHs, CH(CHs)z, CHzCHzCHs, LI,VIKJ'IOI'IpOI'IiJ'Iy, Br, C|, F, CF3, -CN, SCH;:,, -NHz, -NHCHa, -N(CHs)z, -C(O)NHz, -
C(O)NHCH;:,, Ta -C(O)N(CHa)z;

R™ sBnse co6otwo retepoapun i BubMpaeTbcs i3 dpypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpwasoniny, TeTpasoniny, Ta iHOa30mnifny, KOXeH retepoapun € 3amiweHuMm no 0-3
BYIMELEBUM aToMaM 3aMiCHUKOM, LLIO BUOMPAETbCA He3anexHo Yy koxkHomy Bunagky i3 CHs, CH,CHs;, CH(CHa),,
CH2CH2CH3, LI,VIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCH2CH3, OCH(CHg)z, OCH2CH2CH3, OCF3, BI’, C|, F, CF3, -CN, SCHs, -NH2, -
NHCHs, -N(CHg3)2, -C(O)NH,, -C(O)NHCH3, Ta -C(O)N(CHs)2, i KOXeH retepoapun € 3amilleHnm no 6yap-skomy
aTomy a3oty 0-1 3amicHukamu, o Bubumpatotecs i3 CHs, CO.CH3, COCH3 Ta SO2CHj3; 3a ymoBM, Lo R'e BiAMIHHMM
Big -(CH2)i1s-apuny abo -(CHy)i.s-reTepoapuny, ne apwuibHa abo reTepoapunbHa rpyna € 3amilieHolo abo
HEe3aMiLLIEHOIO;

R? BI/I6VIE)a€TbCF| i3 CH3, CH,CH3, CH(CH3)r, Ta CH,CH,CHg;

R® Ta R’ BMGMpaloTbCs HE3anexHo y KoxHoMy Bunagky i3 H, CHs, CH.CHs, CH(CHs)2, Ta CH,CH.CHs; apun
sBNsie coboo deHin, 3amieHun 2-4 3amicHMKamu, Lo BUOMPaTbCS He3anexHo Yy KOoXHoMy Bunagky i3 CHa,
CHzCH3, CH(CH3)2, CHzCHzCH3, LWIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH3, OCH(CH3)2, OCHzCHzCH3, OCF3, Br, C|, F, CFs,
-CN, SCHs, SO,CHs -NH,, -NHCHs, -N(CHs),, -C(O)NH,, -C(O)NHCHs; Ta -C(O)N(CHs)z, i, retepoapwn
BMOMPAETLCS HE3ANEXHO Y KOXHOMY BUMNAZAKy i3 nipuavny, ingoniny, 6exHsotiexiny, 2,3-gurigpobeHsodypatiny, 2,3-
avrigpo6eHsoTieHiny,  2,3-aurinpobeH3oTieHin-S-okeuagy,  2,3-aurinpobeH3oTieHin-S-giokemay,  iHOoniHiNy, Ta
6eH30KCca30MiH-2-0H-iNy, KOXeH reTepoapun € 3amilleHum no 2-4 ByrneueBMM aToMam 3amiCHUKOM, Lo BUOMpaeTbCs
He3anexHo y koxHomy Bunagky i3 CHs, CH;CHs, CH(CHs);, CH>CH,CHs;, uwknonponiny, OCHs, OCH,CHs,
OCH(CHz3)2, OCH.CH.CHs, OCF;3, Br, Cl, F, CFz, -CN, SCH3, SO,CHs, -NHy, -NHCHs, -N(CHzg)2, -C(O)NH>, -
C(O)NHCHgs, Ta -C(O)N(CHs)2, | KOXXeH reTepoapur € 3aMmileHum no 6yab-akomy atomy a3oty 0-1 3amicHMKamu, Lo
BubupatoTbes i3 CHz, CO,CH3, COCHz Ta SO,CHs.

[3c] Y iHWoMy BapiaHTi, sikoMy Big4aeTbCA HaBiTb LWe binblia nepeeara, AaHWA BUHaxig 3anpoBafXye HOBY
crnonyky coopmynu Ib, y sikin:

R € 3amiweHnm Cq;

R'e 3amilLeHnm 0-1 3amicHyKamu, Wwo BubumpatoTtees i3 -CN, -CO,CHs, Ta —CO,CH,CHj;



R' e Takox 3amillieHnm 0-2 3aMiCHUKaMK, Lo BMOMPalOTbCS HE3anexHoO Y KOXHOMY BUNagky i3 R™ R™, CHs,
CH,CHs, CH(CHs);, CH,CH,CHs, -(CH2)3sCHs, -CH€H 5, -CH€H(CH 3), -CH=CH, -CH=C(CHs), -CH,OCHjs, -
CH,;CH,OCHs, F, CFs, uuknonponiny, CHs-umnknonponiny, umknodytuny, CHs-unknobytuny, umknoneHtuny, CHs-
LMKIONEHTUIY;

R™ aBnsie coBoto deHin, 3amiweHuii 0-1 3amicHMkamu, Wwo BubumpatoTecs i3 OCH3, OCH2CHs, Ta OCFs, i 0-2
3aMiCHUKamW, L0 BUOMpaTbCa He3anexHo y KoxxHoMy Bunagky i3 CHs, CH,CHs, CH(CH3),, CH>.CH,CHs, Br, CI, F,
CF3, -CN, Tta SCHg;

R™ sBnsie coGoto reTepoapun, Wo BuOWMpaeTbca i3 dypaHiny, TieHiny, imigasoniny, Tia3oniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, Ta TETpa3oniny, KoXeH retepoapun € 3amiweHum no 0-3 ByrneLesMm aTomam
3aMICHUKOM, WO BUOMpaETbCsl He3amnexHo Yy koxkHomy Bunagky i3 CHs, CH,CHs, CH(CHs),, CH,CH2CHs, OCHjs,
OCH2CHs, OCFs3, Br, ClI, F, CF3, -CN, Ta SCHg, i KOXeH retepoapun € 3amilieHmM no 6¥nb-ﬂkomy aTomy asoty 0-1
3amicHukamu, wo BubupatoTeces i3 CHs, CO,CHs;, COCH3 Ta SO,CHs; 3a ymoBu, wo R™ € BigMiHHUM Bifg -(CH2)1-4-
apuvny abo -(CHy)1.4-reTepoapwuny, Ae apunbHa abo retepoapunbHa rpyna € 3amileHoro abo He3aMileHo;

R? BVI6MPaeTbCﬂ i3 CHs, CH2CHj3, Ta CH(CHa)z;

R® 1a R’ BUBMPaIOTLCS HE3ANEXHO Y KOXKHOMY BUnazky i3 H ta CHa;

apuvn aBnsie coboto deHin, 3amileHnn 2-4 3amiCHUKaMK, WO BMOMPAOTbCS HE3aneXHO y KOXXHOMY BUNafKy i3
CHs;, CH,CHs, CH(CHs)2, CH,CH>CHjs, umknonponiny, OCHs, OCH,CH3, OCH(CHs)2, OCH,CH,CHs, OCF3, Br, CI, F,
CF3, -CN, SCHS3, SO,CHs, -NH,, -NHCH3, -N(CHj3)2, -C(O)NH>, -C(O)NHCHs3, Ta -C(O)N(CHz3)2; i, reTepoapun siBnsie
coboto nipuagun, 3amiweHni no 2-4 ByrneuesBMM aTOMaM 3aMICHWMKOM, LU0 BMOMPAETbCA He3aneXHO Y KOXHOMY
Bunagky i3 CHs, CH,CHs3;, CH(CHs),, CH2CH,CHs, uuknonponiny, OCHs;, OCH,CHs, OCH(CHs),, OCH,CH,CHs,
OCF3, BF, C|, F, CF3, -CN, SCHs, SOQCHs, -NHo, -NHCHs, -N(CHs)z, 'C(O)NHZ, -C(O)NHCH3, Ta -C(O)N(CH3)2

[3d] Y iHwomy BapiaHTi, KoMy BigAaeTbca We Oinblia nepesara, AaHUA BUHaxig 3anpoBafkKye HOBY CMOMyKy
d)OpMYJ‘IVI Ib, y skin:

R™ aBnsie coboto 3amiwieHun (umknonponin)-C, ankin abo (umknobytun)- Cy ankin;

R! € 3amileHum 0-1 -CN;

R' e Takox 3amilleHnm 0-1 3amicHMKamu, Lo BUMOMPAOTLCA HE3aNneXHO Yy KOXXHOMY BUMAAKY i3 Rla, Rlb, CHs,
CH,CHs, CH(CHs);, CH>CH,>CHs, -(CH2)3sCHs, -CH=CH ,, -CH=CH(CH 3), -CH=CH, -CH=CH(CHz), Br, Cl, F, CFs;,
uuknonponiny, Ta CHs-umknonponiny;

R' e Takox 3amileHum 0-1 3amicHUKaMK, Lo BMOUPaOTLCS HE3ANEXHO Yy KOXHOMY BUNagky i3 R'™ R'™, CHs,
CH,CHs, CH(CHs);, CH;CH,CHs, -(CH2)3sCHs, -CH€H 5, -CH€H(CH 3), -CH=CH, -CH=C(CHs), -CH,OCHgs, -
CH,CH,OCHs, F, CF3, umknonponiny, Ta CHs-uuknonponiny;

R™ sBnsie coboio reTepoapun, wWo BubupaeTbes i3 dypaHiny, TieHlny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, Ta nipasoniny, KoxeH retepoapun € 3amilleHum no 0-3 ByrreuesMM aToMam 3aMiCHUKOM, LLO
BNOMPAETLCS HE3anexHo y KoxHoMmy Bunagky i3 CHs, CH2CHs, CH(CHs)2, CH,CH,CHs, OCHs, OCH,CHs, OCFs3, Br,
C|, F, CF3, -CN, Ta SCHs.

[3e] Y iHwomy BapiaHTi, sikoMy BigdaeTbca We Oinblwa nepesara, AaHWA BUHaXi4 3anpoBaKye HOBY CMOMyKy
(bOpMYJ‘IM Ib, y skin:

R™ saBnge coboto (umknonponin)-C: ankin abo (umknobytun)- Ci ankin, 3amiweHuin 1 3amiCHWMKOM, Lo
BNOMPAETbCS HE3aneXHO Yy KOXHOMY BMNAAKy i3 R R CHs, CH,CHs, CH(CHs)2, CH2CH2CHs, -(CH2)3CHs, -
CH=CH,, -CH€H(CH 3), -CH=CH, -CH=CH(CHj3), -CH,OCHj, -CH,CH,OCHs;, F, CFs, uuknonponiny, ta CHs-
Lmknonponiny;

R'® aBnsie coboto dheHin, 3amiweHunit 0-2 3amiCHUKaMK, Lo BUOUPaTLCA HE3aNEeXHO Y KOXKHOMY Bunagky i3 CHa,
CH2CH3, C|, F, Ta CF3;

R™ sBnse coGoto retTepoapun, Wwo BMOMpaEeTbCA i3 dypaHiny, TieHiny, Ta i3okcas3oniny, KOXeH retepoapun €
3amiweHnm no 0-2 ByrmeueBMM aToMaM 3aMiCHMKOM, L0 BMOMpAETbCA He3anexHo Yy KoxHoMy Bunagky i3 CHs,
OCH3, C|, F, Ta CFas.

[3f] Y BapiaHTi, AskOMYy BiggaeTbCA HaBiThb LWe Oinblua nepesara, AaHWA BUHAaxXig 3anpoBafkye HOBY CMOMNyKy
dopmynu Ib, y skin:

R™ Bubupaetbea i3 rpynu (uuknonponin) CH-CHas, (uuknonponin) CH-CH>CHs, (umknonponin) CH-CH,OCHs,
(umknonponin) CH-CH>CH,CHs, (uuknonponin) CH-CH,CH,OCHSs;, (uuknonponin)>CH, deHin(umknonponin)CH,
dypaHin(umknonponin)CH,

TieHin(umknonponin)CH, isokcasonin(uuknonponin)CH, (CHs-cpypanin) (umknonponin)CH, (umknobytun)CH-CHa,
(umknobytnn)CH-CH.CHa, (umknobytun)CH-CH>OCHs,

(umknobytn)CH-CH.CH2CH3,  (umknobyTtun)CH-CH,CH,OCH3,  (umknobytun),CH,  deHin(umknobytun)CH,
dypaHin(umknobytun)CH, TieHin(umkno.6ytnn)CH, isokcasonin(unknobytun)CH, Ta (CHs-cpypanin) (unknobyTtum)CH.

[3g] Y iHwomy BapiaHTi, skoMy BigaaeTbca We binblia nepesara, aHUA BUHaXxi4 3anpoBafkye HOBY CrONyKy
dopmynu Ib, y skin: D aBnse coboto deHin, 3amieHnin 2-4 3amiCHUKamu, LWo BMOMPAIOTLCA He3aneXHo Y KOXXHOMY
Bunagky i3 CHs, CH,CHs;, CH(CHs),, CH>CH,CHs, uuknonponiny, OCHs;, OCH,CHs, OCH(CHs),;, OCH2CH,CHs,
OCF;3, Br, Cl, F, Ta CFa.

[3h] Y iHwomy BapiaHTi, KoMy BigAaeTbca We binblia nepesara, AaHUMA BUHaxig 3anpoBafKye HOBY CMONyKy
dopmynu la, y skini: D saBnse coboto nipuamn, 3amilleHnin no 2-4 ByrrneLeBuM atoMam 3amiCHUKOM, WO BUOMpaeTbCs
He3anexHo y koxHomy Bunagky i3 CHs, CH>CHs, CH(CHs);, CH.CH.CHs, uwuknonponwy, OCHs3;, OCH,CHs,
OCH(CH3)2, OCHZCHZCH3, OCF3, BI’, C|, F, Ta CF3.

[3i] Y iHWoOMy BapiaHTi, SKOMy BigAaeTbCa nepeBara, 4aHW BUHaxig 3anpoBagkye HOBY cnonyky chopmynu la, e
3a3HayeHa crnonyka BubumpaeTbes i3 rpynu:

1-(1-Umknonponinnponin)-4-(2,4-anxnopodeHin)-2-etun-31-imigaso[4,5-c] nipnavH;

1-(1-umknonponinnponin)-4-(2,4-guxnopodeHin)-2-meTokcu-1H-imigaso[4,5-c] nipuaux;

1-(1-Umknonponinnponin)-2-etun-4-[2-metun-4-(Tpudtopometun)deHin]-1H-imigaso[4,5-c] nipnauh;
4-[2-xnopo-4-(TpucpTopomeTtun)deHin]- 1-(1-uuknonponinnponin)-2-etun-1H-imigaso[4,5-c] nipnawvH;
4-[2-xnopo-4-(TpucpTopomeTtun)deHin]- 1-(1-uuknonponinnponin)-2-meTokeu-1H-imigaso[4,5-c] nipuaux;



4-[2-xnopo-4-(TpucpTopomeTtun)deHin]- 1-(1-uuknonponinnponin)-2-(metuncynedatin)-1H-imigaso[4,5-c]
nipuavH;
4-(2-xnopo-4-meTokcndeHin)-1-(1-umknonponinnponin)-2-etun-1H-imigaso[4,5-c] nipnaux;
4-(2-xnopo-4-meTokcndeHin)-1-(1-umknonponinnponin)-2-meTokcu-1H-imigaso[4,5-c] nipuaux;
1-(1-umknonponinnponin)-2-eTnn-4-(4-meTokcu-2,5-gumetunderin)-1H-imigaso[4,5-c] nipuauH;
1-(1-umknonponin nponin)-2-meTokcu-4-(4-metoken-2,5-aumetundeHin)-1H-imigaso[4,5-c] nipnaws;
4-(2-xnopo-4-meTokcndeHin)-1-(1-umknonponinnponin)-2-etun-1H-imigaso[4,5-c] nipnanx;
4-(2-xnopo-4-meTokcudeHin)-1-(1-umknonponinnponin)-2-meTokcu-1H-imigaso[4,5-c] nipnamy;
4-(2-xnopo-5-pTopo-4-meTokcudpeHin)-1-(1-umknonponinnponin)-2-etun-1H-iminaso[4,5-c] nipnawH;
4-(2-xnopo-Topo-4-mcrokcndeHin)- 1-(1-umknonponinnponin)-2-meTokcun-1H-imigaso[4,5-c] nipuaus;
4-(2-xnopo-5-pTopo-4-meTnndeHin)-1-(1 -umnknonponinnponin)-2-etun-1 H-imigaso[4,5-c] nipuauH;
2.4-(2-xnopo-Topo-4-meTunderin)-1-(1-umknonponinnponin)-2-meTokcu-LU-imigaso[4,5-c] nipuavH;
1-(1-umknonponinnponin)-2-meTokcu-4-(2,4,5-TpumetundeHin)- 1H-ivigaso[4,5-c] nipuawH;
1-(1-uymknonponinnponin)-2-etun-4-(2,4,5-Tpumetundetin)-1 H-ivinaso[4,5-c] nipnawvH;
1-(1-yuknonponinnponin)-2-eTun-4-(2,5,6-TpumeTnn-3-nipuaunHin)- 1H-imigaso[4,5-c] nipnavH;
1-(1-yuknonponinnponin)-2-meTokcu-4-(2,5,6-TpumeTnn-3-nipuauHin)-1H-imigaso[4,5-c] nipyguH;
1-(1-yuknonponinnponin)-4-(2,6-gumeTnn-3-nipuanHin)-2-etun-1H-imigaso[4,5-c] nipuauH;
1-(1-uymknonponinnponin)-4-(2,6-gumeTnn-3-nipuavHin)-2-metokcu-1H-imigaso[4,5-c] nipnawvH;
1-(1-ymknonponinnponin)-4-(2,6-guMeTokcK-3-nipuauHin)-2-etun-1H-imigaso[4,5-c] nipuauH;
4-(2,4-pnxnopodpeHin)-2-etun-1-(1-etunnponin)-1H-imigaso[4,5-c] nipuaux;
4-(2,4-pnxnopodpeHin)-1-(1-etunnponin)-2-meTokcu-1H-imiaaso[4,5-c] nipnawh;
4-[2-xnopo-4-(TpucpTopometumn)deHin]-1-(1-etunnponin)-2-meTokcu-1H-imiaaso[4,5-c] nipuawh;
4-[2-xnopo-4-(TpucpTopometumn)deHin]-2-etun-1-(1 -etunnponin)-1H-imigaso[4,5-c] nipuauy;
4-[2-xnopo-4-(metuncynbdoHin)deHin]-2-etun-1-(1-etunnponin)-1H-imigaso[4,5-c] nipuauk;
4-[2-xnopo-4.(meTuncynbgoHin)deHin]-1-(1-etunnponin)-2-meTokeu-1H-imigasoi4,5-c] nipnamx;
2-etnn-1-(1-etunnponin)-4-(4-meTokcu-2,5-gumeTtundenin)-1H-imiaaso[4,5-c] nipuaunH;
1-(1-etunnponin)-2-meTokcu-4-(4-meToken-2,5-aumetundeHin)- 1H-imigaso[4,5-c] nipyauh;
4-(2-xnopo-4-meToKkcndeHin)-2-etun-1-(1-etunnponin)- 1H-iminaso[4,5-c] nipuauk;
4-(2-xnopo-4-meTokcndeHin)-1-(1-etunnponin)-2-meTtokeun-1H-imigaso[4,5-c] nipuaux;
2-etnn-1-(1-eTunnponin)-4-[4-meTokcu-2-(TpudTopomeTun)deHin]-1H-imigaso[4,5-c] nipuauy;
1-(1-eTunnponin)-2-meTokcu-4-[4-meTokeu-2-(TpucpTopomeTun)deHin]- 1H-imigaso[4,5-c] nipnaus;
1-(1-etnnnponin)-4-(5-dTopo-4-MeTOKCU-2-MeTUNdEHIN)-2-MmeToken-1H-imigaso[4,5-c] nipugux;
2-etnn-1-(1-etunnponin)-4-(5-cTopo-4-meTokeu-2-MmeTundeHin]- 1H-imigaso[4,5-c] nipuaus;
3-xnopo-4-(1-(1-etunnponin)-2-meTokcu-1H-imiaaso[4,5-c] nipuanH-4-in]6eH3oHiTpun;
3-xnopo-4-[2-eTun-1-(1-etunnponin)-1H-iminaso[4,5-c] nipnanH-4-in)6eH3oHITpun;
1-{3-xnopo-4-[2-eTnn-1-(1 -etunnponin)-1H-imigaso[4,5-c] nipuann-4-injdeHin}-1 -etaHon;
1-{3-xnopo-4-[1-(1-eTunnponin)-2-meTokcu-1H-imigaso[4,5-clnipnaunH-4-in]cdeHin}-1-etaHon;
1-(gyumknonponinveTtnn)-2-etun-4-(5-ptopo-4-metokeu-2-metundeHin)-1H-imigaso[4,5-clnipuavH;
1-(gyuuknonponin meTtnn)-4-(5-dTopo-4-MeTOKCU-2-MeTUNdeHin)-2-meTokeu-1H-imigaso[4,5-clnipuavH;
4-(2-xnopo-4-meToKkcndeHin)-1-(anumknonponinmeTnn)-2-etun-1H-iminaso[4,5-clnipuavH;
4-(2-xnopo-4-MeToKCcUdEHIN)-1-(aMuuknonponinmeTun)-2-meTokeu-1H-imigaso[4,5-clnipuavH;
4-(2,4-pnxnopodeHin)-1-(guumknonponin metun)-2-etun-1H-imigaso[4,5-clnipuavH;
4-(2,4-pnxnopodeHin)-1-(guumknonponinmMeTun)-2-meTokeu-1H-imigaso[4,5-c]nipnauH;
4-[2-xnopo-4-(TpucbTopomMeTun)deHin]-1-(auumknonponinmeTun)-2-etun-1H-imigaso[4,5-gipuavH;
4-[2-xnopo-4-(TpucbTopomeTun)deHin]- 1-(guumknonponinmMeTun)-2-meTokeu-1H-iminaso[4, 5-c]nipuauH;
4-(2,4-pnxnopodeHin)-1-(1-etun-3-meTokcmnponin)-2-meToken-1H-imigaso[4,5-c]nipuavH;
4-(2,4-pnxnopodeHin)-2-etun-1-(1-etnn-3-meTokcunponin)- 1H-imigaso[4,5-c]nipuavy;
4-[2-xnopo-4-(TpucbTopomMeTun)deHin]-1-(1-etun-3-meTokcmnponin)-2-meTokcu-1H-imigaso[4,5-c]nipyamHx;
4-[2-xnopo-4-(TpudpTopomeTun )peHin]-2-etun-1-(1-etun-3-metokcunponin)-1H-imigaso[4,5-c]nipuavH;
4-(2-xnopo-4-meTokcndeHin)-1-(1-etun-3-metokeunponin)-2-metoken-1H-imigaso[4,5-clnipuany;
4-(2-xnopo-4-meTokcndeHin)-2-etun-1-(1-etun-3-metokcunponin)-1H-Imigaso[4,5-c]nipyavH;
4-(2-xnopo-5-Topo-4-meTokcudeHin)- 1-(1-eTnn-3-metokeunponin)-2-metoken- 1H-imigaso[4,5-c]nipuany;
4-(2-xnopo-5-Topo-4-meToKcueHin)-2-eTun-1-(1-etun-3-metokcunponin)-1H-imigaso[4,5-c]nipnawvH;
1-(1-eTun-3-meTOKCUMpOnin)-2-MeTokcu-4-(4-meToken-2,5-aumeTnnderin)-1H-iminaso[4,5-c]nipyavh;
2-etnn-1-(1-eTun-3-metokcunponin)-4-(4-meTokeun-2,5-gumeTtundeHin)-1H-imigaso[4,5-c]nipyavH;
2-etnn-1-(1-etun-3-metokcunponin)-4-(5-pTopo-4-meTokeu-2-metundeHin)- 1H-imigaso[4,5-dipnany;
1-(1-eTun-3-metokcunponin)-4-(5-pTopo-4-MeToKCU-2-MeTUNgEHIN)-2-meTokeu- 1H-imigasoid,5-clnipyamH;
4-(2-xnopo-5-pTopo-4-meTundeHin)-1-(1-etun-3-meTokcunponin)-2-meTokcu-1 H-imigaso[4,5-cnipuauH;
4-(2-xnopo-5-pTopo-4-meTundeHin)-2-etun-1-(1-etun-3-metokcunponin)-1H-imigaso[4, 5-ipnany;
4-[2-xnopo-4-(metuncynedoHin)deHin]-1-(1-etun-3-meTokcunponin)-2-metokeu-1H-imigaso[4,5-dipnanH;
4-[2-xnopo-4-(meTuncynbdoHin)deHin]-2-etun-1-(1-etnn-3-meTokcunponin)-1H-imiaaso[4,5-c]nipnawH;
1-{3-xnopo-4-[1-(1-eTun-3-meTokcunponin)-2-meTokcu-1H-imigaso[4,5-cnipuaunH-4-in)deHin}-1-etTaHorn;
1-{3-xnopo-4-[2-eTun-1-(1-eTnn-3-meTokcunponin)-1H-iminaso[4,5-c]nipnann-4-injderin}-1-etaHon;
1-{5-[1-(1-eTnn-3-meToKCMNponin)-2-meTokcu-1H-imlgaso[4, 5-c]nipuanH-4-in]-6-MeTun-2-nipuauHin) - 1-etaHon;
1-{5-[2-eTun-1-(1-eTnn-3-metokcunponin)-1H-imigaso[4,5-c]nipuanH-4-in]-6-MmeTun-2-nipuaunHin)-1-etaHorn;
1-(1-eTnn-3-meToKCUNpONin)-2-MeToKcu-4-(6-MeToKCU-2-MeTun-3-NipuamnHin)-1H-imigaso[4,5-dipuamH;
2-etnn-1-(1-eTnn-3-meTokcunponin)-4-(6-mMeTokcu-2-meTun-3-nipuauHin)-1H-imigaso[4,5-clnipuanH;
4-(2,6-gnmeTokeu-3-nipnauHin)-2-etun-1-(1-etun-3-metokcunponin)-1H-imigaso[4,5-c]nipuaus;
4-(2,6-gnmeTokcu-3-nipnaunHini-1-1-etun-3-meTokcmnponin)-2-meTokeu-1H-imigaso[4,5-cnipuavH;
4-(2,6-gymeTnn-3-nipy guHin)-1-(1-etun-3-meTokcmnponin)-2-meTokeu-1H-imigaso[4,5-c]nipuavs;



4-(2,6-gumeTnn-3-nipnauHin)-2-etun-1-1-etun-3-metokcunponin)- 1H-imigaso[4,5-c]nipuauy;

2-etnn-1-(1-etnn-3-meTtokcunponin)-4-(2,5,6-TpumeTnn-3-nipuaunHin)- 1H-iminaso[4,5-c]nipnawvH;

1-(1-etun-3-meTokcunponin )-2-Metokcu-4-(2.5,6-tpumetun-3-nipuavHin)-1H-imigaso[4,5-clnipngux;
4-(2,4-pnxnopodeHin)-2-etnn-1-[1-(meTokcumeTun)nponin]-1H-imigaso[4,5-c]nipuauy;
4-(2,4-pnxnopodeHin)-2-meTokcu-1-[1-(meTokcmmeTmn)nponin]-1H-imigaso[4,5-c]nipnauH;
4-[2-xnopo-4-(TpucbTopomeTun)deHin]-2-etun-1 -[1 -(meTokcumeTnn)nponin]-1 H-imigaso[4,5-c]nipuavy;
4-[2-xnopo-4-(TpucbTopoMeTun)deHin]-2-meTokcu-1-[1-(MeTokcumeTun)nponin]-1H-imigaso[4,5-clnipuavx;
4-(2-xnopo-5-pTopo-4-meTnndeHin)-2-etnn-1-[1-(metokcumeTnn)nponin]-1H-imigaso[4,5-clnipnauy;
4-(2-xnopo-5-pTopo-4-meTnndeHin)-2-meTokeu-1-[1-(meTokcumeTun)nponin]-1H-imigaso[4,5-c]nipnawH;
2-meToKCcUu-4-(4-meTokeu-2,5-gumetundenin)-1 -[1-(meTokcumetun)nponin]-1H-imigaso[4,5-clnipnavx;
2-eTnn-4-(4-meTokcu-2,5-gumeTnndeHin)-1-[1-(meTokcumeTun)nponin]-1H-imigaso[4,5-c]nipnawH;

50 2-eTun-4-(5-gTopo-4-meTokcu-2-meTundeHin)-1-[1-(metokcumeTun)nponin]-1H-imigaso[4,5-c]nipnawvH;

4-(5-cbTOpO-4-METOKCU-4-METUNEHIN)-2-MmeTokeu-1-[1-(MeTokcumeTun)nponin]-1H-imigaso[4,5-clnipnamH;

2-meTokcu-1-[1-(meTokcmumeTun)nponin]-4-(6-meTokcu-2-meTun-3-nipuauHin)- 1H-imigaso[4,5-cnipnamy;
2-etun-1-[1-(meTokcumeTun)nponin]-4-(6-meTokcu-2-meTunn-3-nipuaunHin)-1H-imigaso[4,5-c]nipyawH;
4-(2,6-pumeToKcK-3-nNipuanHin)-2-etun-1-[1-(metokcumeTun)nponin]-1H-imigaso[4,5-clnipnavH;
4-(2,6-pnmeToKCK-3-NipuanHin)-2-metokeu-1-[1-(meTokcumeTun)nponin]- 1H-imigaso[4,5-c]nipuaus;
4-(2,6-gumeTnn-3-nipnamHin)-2-etun-1-[1-(metokcumetmn)nponin]-1H-imigaso[4,5-c]nipuaouH;
4-(2,6-gumeTnn-3-nipnauvHin)-2-metokcu-1-[1-(MetokcumeTun)nponin]- 1H-imigaso[4,5-c]nipnanx;
2-etnn-1-[1-(meTokcumeTun)nponin]-4-(2,5,6-Tpumetun-3-nipuauHin)-1H-imigaso[4,5-c]nipuauH;
2-meTokcm-1-[1-(meTokcumeTun)nponin]-4-(2,5,6-TpumeTnn-3-nipuaunHin)-1H-imigaso[4,5-c]nipyawvH;
4-[2-xnopo-4-(metuncynedoHin)deHin]-2-etun-1-[1-(MeTokcumeTun)nponin]-1H-imigaso[4,5-clnipuavH; Ta
4-[2-xnopo-4-(meTuncynbdoHin)deHin]-2-metokcu-1-[1-(meTokcumeTun)nponin]-1H-imigaso[4,5-c]nipuauH;

abo dapmaLeBTUYHO MPUAHATHUX CONbOBKX (POPM 3a3Ha4YEHUX CNOMYyK.

[3]] Y iHwomy BapiaHTi, sikomMy BiggaeTbca Oinblia nepeBara, AaHW BWHaxig 3anpoBamXye HOBY CMOMyKy
q)opMYJ'M Ib, y skin:

R aBnsie coboto Cz.g ankin;

R! € samilenum 0-1 3aMicHuKamu, Lo BuBMpatoTbes i3 -CN, -S(0),R™, -COR™?, -CO,R™®, -NR™*COR™®, -
N(COR'),, -NR™CONR™*R'*®? -NR™*CO,R'*", -CONR*R™?, 1-mopdcponitiny, 1-ninepuamHiny, 1-ninepasuHiny, Ta
Ca.g umknoankiny, ge 0-1 Byrneuesi atomu y Ca.g UMKNOANKiNi 3amiweHi rpynoto, wo sBmbupaetscs i3 -O-, -S(O)n-, -
NR™., -NCO,R™-, -NCOR™- 1a -NSO,R*-, i ge N4 y 1-ninepasuHini € 3amiieHum 0-1 3amicHUKaMM, KOTp
BUGBMpatoTbest i3 R™2, CO,R™, COR™ 1a SO.R™; i

R' € Takox 3amilleHnm 0-3 3aMiCHMKaMu, Lo BUOMPaKTbLCA HE3aNeXHO Y KOXHOMY BUNaakKy i3 Rla, Rlb, Rlc, Cis
ankiny, Co. ankeHiny, Cag ankininy, Br, Cl, F, |, C14 ranoankiny, -OR™?, -Cy., ankokcu-Cy., ankiny, Ta NR™*R".

[3k] Y iHwomy BapiaHTi, skomy BigdaeTbcs Lie Ginblia nepesara, AaHWN BUHAXi4 3anpoBagXXye HOBY CMOMYKY
dopmynu b, y akin:

X Bubupaetscs i3 O, S(O), Ta 3B'A3KY;

n pgopisHioe 0, 1 abo 2;

R' BMGMpaeTLCA i3 LMKNONPORiny, LMKNOBYTUIY Ta LMKIONEHTUIY:

R! € 3amilLeHnm 0-1 3amiCHUKaMK, LLO BUGMpatoTbEs i3 -CN, -S(0),R™, -COR™?, -CO,R™?, Ta C..s LMKnoarkiny,
e 1 Byrnewuesun atom y Cu.s LMKIIOANKiMi 3aMiLLiEHii Fpyroto, Lo BUBMPAETLCS i3 -O-, -S(O)n-, -NR™% -NCO,R™-,
-NCOR'- 1a -NSO,R**-;

R' e Takox 3aMmilleHm 0-2 3aMicHUKamMM, Lo BUOMPAIOTLCA HE3ANEXHO Y KOXHOMY BUMNALKY i3 R™ R™ Cus
ankiny, Co.s anketiny, Co.g ankitiny, Br, Cl, F, CFs, CF2CF3, -OR™?, Cy., ankokcn-C., ankiny, Ta -NR™¥?R*®:

R'™ sBnsie coboto apvn i BubupaeTbca 3 deHiny Ta iHAaHiny, KoxeH R? ¢ samiweHum 0-1 -ORY Ta 0-5
3aMiCHMKamMu, Lo BUOMPAOTLCA HE3anexHo g KOXKHOMY Bunagky i3 Ci.4 ankiny, Cs.s uuknoankiny, Br, Cl, F, Ci»
ranoarkiny, -CN, -S(0),R*®, -COR", -NR*"*R™ 1a —CONR*"*R™,

R'™ sBnsie coGoto retepoapuvn i BubupaeTbca i3 mipuguny, nipyumiguHiny, dypainy, TieHiny, imigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHAa3oniny, KoXeH
reTepoapwn € 3amilieHum no 0-4 ByrneueBMM aTtomMaM 3amiCHUKOM, Lo BUOMPAETbCA HE3aNEeXHO Y KOXXHOMY BMMadKy
i3 Cy.4 ankiny, Cse Umknoankuly, Br, Cl, F, CFs, -CN, -ORY, -S(O)nR®, -CORY, -NR'?R'® T1a —CONR?R™ j
KOXXEH retepoapwn € 3amilieHum no Oyab-sikomy atomy as3oTty 0-1 3amicHvkamu, Wwo BubuparTbes i3 R™? CO,R™,
COR™" 1a SO,R™;

R? BUGMpaeTbesl i3 Cys ankiny, Co. anketiny, Ta Co. ankiHiny i € 3aMiLeHnm 0-1 3amMiCHUKaMK, LLO BUGUPAIOTLCS
i3 -CN, OH, CI, F, Ta C™m ankokcu;

R® ta R’ BMOMPaOTbCA HE3anexHo y KoxxHoMy Bunagky i3 H, Br, Cl, F, -CN, Ci.4 ankiny, Cs.s uuknoankuy, Ci.4
ankokcu, NHz, Ci.4 ankinamiHo, Ta (Ci-4 ankin)z-amiHo;

R? BUGMPaAETLCS HE3aNexHO y KoKHOMY BUNaaky i3 H, Ci4 ankiny Ta Cag Lyknoankiny;

R BubMpaeTbes i3 C1.4 ankiny, Ci., ranoankiny, Cy ankoken-Ci., ankiny, Cs.e LMknoankin-Ci., ankiny, apun (C.
2 aJ‘IKiJ'Iél)-, Ta retepoapun (Ci-2 ankiny)-;

R™ ta R'® BU6MPaIlOTLCH HE3ANEXHO Y KOXHOMY BUNagky i3 H, Ci4 ankiny, Cia ranoarnkiny, Cis ankokcu-Cia
ankiny, Cse umknoarnkiny, ta Cse yuknoankin-Ci.¢ ankiny;

R BuBMpaeTbes i3 Ci4 ankiny, Ci» ranoankiny, Ci» ankoken-Ci, ankiny, Cse Lmknoankin-C» ankiny, apun (Ci.
2 anKinx)-, Ta retepoapun (Ci-4 ankiny);

R'* BuGupaeTbes i3 C1.4 ankiny, Ci» ranoarnkiny, Ci., ankoken-Ci.» ankiny, Ta Ca.s LyMknoankin-Ci., ankiny;

R Bubupaetbcs i3 Cis ankiny, Ci, ranoankiny, Ci, ankokcu-Cio ankiny, Cse UMKnoankiny, Ta Case
uuknoankin-Ci-, ankiny;

R'® BMBMpPaETbCS HE3aNeXHO y KOXHOMY BUMaaky i3 H, Ci4 ankiny, Cs; umknoankiny, Cse Lmknoankin-Cie
ankiny, dgeHiny ta 6eHauny, koxeH ceHin abo 6eH3un € 3amiweHumMn No apunbHin cknagosii 0-3 rpynamu, LWo
BubupatoTbes i3 Ci4 ankiny, Br, Cl, F, C1.4 ranoankiny, Ci.4 ankokcu, Ci.4 ranoankokcu, Ta AMMETUITaMIHO;



R™ BUBMPaETLCA HE3anexHO Y KOXHOMY Bunaaky i3 H, Ci.4 ankiny, Csz umknoankiny, Ta Cs.s Lmknoankin-Cae
ankiny;

RY, R ta R™ BuBupatoTbest y koxkHOMy Bunaaky i3 H, Cie ankiny, Cs.io Umknoankiny, Cse LMKknoankin-Cig
ankiny, Ci ankokcu-Ci» ankiny, Ta Ci4 ranoankiny; sik anbtepHatvea, y NR''R' cknaposiit R' Ta R'® yTBOpIOIOTH
cninbHo 1-niponiguHin, 1-mopdoninin, 1-ninepnanHin abo 1-ninepasviHin, ae Ny y 1-ninepasvHini € 3amiwieHmm 0-1
3aMicHUKaMmu, Lo BuGMpatoTLest i3 R™, CO,R™, COR™ T1a SO,R™:;

R ta R™® BMOMpaloTbCA He3anexHo y koxkHomy Bunagky i3 H, Ci.s ankiny, Cs.io yuknoankiny, Cs.s Lyknoankin-
Cis ankiny ta Ci4 ramoankiny; apun saBnsie cobot deHin, 3amiweHun 1-4 3amicHMKamu, WO BUOMparTbCA
He3anexHo y KoXXHoMy Bunagky i3 Ci.4 anKinBy, Cs.6 LUyKnoarnkiny, -ORY, Br, CI, F, C14 ranoarkiny, -CN, -S(O)ans, -
CORY, -CO2RY, -NR™®COR"’, -NR™CO,R™, -NR*'R"®, Ta —CONR'R"; i reTepoapun BMGUpPaETLCA HE3aNexHO y
KOXXHOMY BUNagky i3 nipuauny, nipyumiguHiny, TpuasuHiny, dypaxiny, XiHoniHiny, i3oxiHomiHiny, TieHiny, Tiasoniny,
iHooniny, niponiny, okcasoniny, 6eH3odypaHiny, ©eH3oTieHiny, ©eH3oTiazoniny, ©eH3okcasoniny, I3okcasoniny,
TeTpasoniny, iHgasoniny, 2,3-gurigpobeHsodypaHiny, 2,3-aurigpobeHsoTieHiny, 2,3-aurigpobeH3oTieHin-S-okemay,
2,3-gurinpobeH3oTieHin-S-aiokeuay, iHaoniHiny, 6GeH3okca3oniH-2-oH-iny, ©GeH3ogiokconaniny Ta 6eH3ogiokcaHy,
KOXeH retepoapun € 3amiweHnm no 1-4 ByrrneuesMM aToMaM 3aMiCHUKOM, LLO BUOMPAETLCSA HE3aNeXHO Yy KOXKHOMY
BUNagky i3 Cig ankiny, Cas Umknoankiny, Br, Cl, F, Ci4 ranoankiny, -CN, -ORY, -S(O)nR™, -COR"’, -CO.R", -
OC(O)R™, -NR™®COR"", -N(COR"),, -NR™CO,R™, -NR*'R™, Ta -CONR''R™, i koxeH reTepoapun € 3aMmiLLieHM 1o
6yab-sikoMy aToMy a3oTy 0-1 3amicHuKamu, Lo BUBMpaloThes i3 R™, CO,R™?, COR™? ta SO,R™.

[3]] ¥ iHwomy BapiaHTi, SKOMy BigOaeTbCs HaBiTb We Oinblia nepesara, AaHWA BUHaXi4 3anpoBafKye HOBY
cnonyky opmynu Ib, y skin:

X Bnbumpaetscs i3 O, S Ta 3B'A3Ky;

R'e 3amiweHum 0-1 3amicHMKamu, o BubmpatoTbes i3 -CN, —COle3a, Ta Cag umknoarkiny, ge 0-1 Byrneuesi
aToMu Yy C.g LMKINOATKiNi 3aMiLLieHi rpymnoto, Lo BUBMpaeTbes i3 -O-, -S(O)n-, Ta -NR*2-;

R! “ Takox 3aMmiLLieHm 0-2 3aMiCHVUKaMM, LLO BUOMPAOTLCSA HE3aMNEXHO Y KOXKHOMY BUNaZKy i3 R , C, ankiny,
Cl.ﬁsgnngHiny, Ci4 ankininy, Br, Cl, F, CFs, -OR™., -OH, -OCHs, -OCH,CHs, -CH;OCHs, -CH,CH,OCHs, Ta —
NR™R™%,

R sBnsie co6oto apun i € deHinom, 3amiweHum 0-1 3amicHukamu, wo BubuparTecs i3 OCHs;, OCH,CHs,
OCH(CHgs)2, OCH2CH,CHs, i OCF3, Ta 0-3 3aMicHMKamu, Lo BUOMpaOTbCA HEe3amneXxHo Yy KoXHOMY Bunagky i3 CHs,
CHzCHg, CH(CH3)2, CHzCHzCHs, LI,VIKJ'IOI'IpOI'IiJ'Iy, Br, C|, F, CF3, -CN, SCHs, -NHz, -NHCHs, -N(CHs)z, -C(O)NHz, -
C(O)NHCHs3, Ta -C(O)N(CHa)z;

R™ sBnse coGolo retepoapun i BubupaeTbcsa i3 dypaHiny, TieHiny, iMigasoniny, Tiasominy, okcasoniny,
isokcasoniny, nipasoniny, Tpwasoniny, TeTpasoniny, Ta iHOasoniny, KoxeH retepoapun € 3amiweHum no 0-3
BYIMELEBNM aToMaM 3aMIiCHUKOM, L0 BMOMpAETbCA He3anexHo Yy KoxHomy Bunagky i3 CHs, CH2CHs, CH(CHa)z,
CHzCHzCHa, Ll,VIKJ'IOI'IpOI'IiJ'Iy, OCHa, OCHcha, OCH(CHa)z, OCH2CH20H3, OCFa, Br, C|, F, CF3, -CN, SCHa, -NHz, -
NHCHs, -N(CHj3)2, -C(O)NH,, -C(O)NHCH3, Ta -C(O)N(CHs)2, | KOXeH reTepoapun € 3amilleHnm no Oyap-skomy
aTomy a3oTty 0-1 3amicHMKamu, Lo BubupatoTtecs i3 CHs, CO2CH3, COCH3 Ta SO,CHg;

R? BM6I/I§)aSTbCFI i3 CH3, CH2CHs, CH(CHs3),, Ta CH,CH2CHj;

R® Ta R’ BMGMpaloTbCs HE3anexHo y KoxHoMy Bunagky i3 H, CHs, CHoCHs, CH(CHs),, Ta CH,CH2CHs; apun
aBnse coboto eHin, 3amiweHun 2-4 3amicHMKaMu, Lo BUOMPalTbCA He3amnexHo Yy KOXHOMYy Bunagky i3 CHs,
CHzCHs, CH(CH3)2, CHzCHzCHs, LI,VIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCHs, OCH(CHg)z, OCHzCHzCHg, OCFg, BI’, C|, F, CF3,
-CN, SCHs;, SO2CHs, -NH,, -NHCHs, -N(CHs)z, -C(O)NHz, -C(O)NHCHs;, T1a -C(O)N(CHs), i, retepoapwun
BUOMPAETbCS HE3aNEXHO Y KOXXHOMY BUNAZKy i3 nipuawny, ingoniny, 6eHsoTieHiny, 2,3-aurinpobeHsodypatiny, 2,3-
avrigpobeHsoTieHiny,  2,3-aurinpobeH3oTienin-S-okeugy,  2,3-avrigpobeHs3oTienin-S-giokenay,  iHgoniHiny, Ta
6eH30Kca30MiH-2-0H-iNy, KOXXeH reTepoapus € 3amilleHMM no 2-4 ByrfneLeBmMM atoMam 3aMiCHIKOM, Lo BUBUpaeTbCs
HesanexHo y KoxHomy Bunagky i3 CHs, CH>CHs, CH(CHs),;, CH.CH.CHs;, uwmknonponiny, OCHs;, OCH,CHs,
OCH(CHj3)2, OCH.CH,CHs, OCF3, Br, Cl, F, CFs, -CN, SCHs, SO,CHs, -NH2, -NHCHs, -N(CHzg)2, -C(O)NH>, -
C(O)NHCHs3, Ta -C(O)N(CHsa)2, i KOXXeH reTepoapun € 3aMileHnM no 6yap-sakomy atomy a3oTy 0-1 3amicHuKamu, Lo
BnbupatoTbes i3 CHiz, CO.CH3, COCH3 ta SO,CHs.

[3m] Y iHwomy BapiaHTi, siKomMy BiggaeTbcs Le binblia nepesara, AaHWA BMHaXi4 3anpoBaKye HOBY CMONyKy
q)opMYJ'M Ib, y skin:

R” € 3amilieHnm 0-2 3amicHMKamu, Lo BUOUPaOTLCA HE3ANEXHO Y KOXKHOMY BUMaAKy i3 Rla, Rlb, CHa;, CH,CHs,
CH(CHjs),, CH2CH2>CHgs, -(CH)3CHas, -CH=CH>, -CH=CH(CH?3), -CH=CH, -CH=C(CHj3), -CH,OCHjs, -CH,CH>OCHjs, F,
Ta CF;3;

R sBnsie coboto deHin, samiwennii 0-1 3amicHukamu, wo BubupatTbesa i3 OCHs, OCH.CH3, OCH(CHjs)o,
OCH2CH,CHs, ta OCF3, i 0-2 3aMicHUkamu, Lo BUOMpalOTbCA He3anexHo Yy KoxHoMy Bunagky i3 CHs, CH,CHs,
CH(CH3)2, CHzCHzCHs, BI’, C|, F, CF3, -CN, Ta SCH3;

R'™ sBnse coboto retepoapun i BubupaeTbcsa i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasbniny,
isokcasoniny, nipasoniny, Tpuasoniny, Ta TETpasoniny, KoOKeH retepoapun € 3amileHnm no 0-3 Byrneuesum atoMmam
3aMiCHMKOM, LLIO BUOMPAETbCS He3anexHo Yy koxkHomy Bunagky i3 CHs, CH.CHs;, CH(CH3),;, CH,CH,CHs, OCHs,
OCH2CHj3, OCF;3, Br, ClI, F, CF3, -CN, Ta SCHs, i KOXeH retepoapun € 3amillieH1m no byab-sikomy atomy asoTy 0-1
3amicHMKamu, wo BnbupatoTees i3 CHs, CO2CHs, COCH3 Ta SO,CHg;

R? BMGMPaeTbCFI i3 CHs, CH2CHs, Ta CH(CHa)z;

R®Ta R BMOUPaOTLCA HE3anexXHo Yy KoxXHOMY Bunagky i3 H ta CHs; apun aBnsie coboto ceHin, 3amiweHmn 2-4
3aMiCHMKamMK, WO BUOUPalOTLCA He3anexHo y KoxHoMmy Bunagky i3 CHs, CH,CHs, CH(CHs);, CH,CH2CHs,
umknonponiny, OCHs, OCH,CH3;, OCH(CHs),, OCH2CH,CHs, OCF3, Br, CI, F, CF3 -CN, SCHs, SO,CHs, -NHy, -
NHCHs, -N(CHgs)2, -C(O)NH2, -C(O)NHCHj3, Ta -C(O)N(CHs)2, i, reTepoapun siBnsie coboto nipuaun, 3amilleHnii no 2-
4 ByrneLeBuM atoMam 3aMiCHUKOM, LLO BMOMPAETLCA He3anexHo y koxxHoMy Bunagky i3 CHs, CH,CHs, CH(CHs),,
CHzCHzCHs, LI,VIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCHs, OCH(CHs)z, OCHzCHzCHg, OCFg, BI’, C|, F, CF3, -CN, SCH3,
SOzCHg, -NH2, -NHCH3, -N(CH3)2, -C(O)NHz, -C(O)NHCHs, Ta -C(O)N(CHs)z.

[3n] Y iHWwomy BapiaHTi, AkOMYy BiAAa€eTbCA HaBiTb LWe binblua nepesara, AaHWA BUHaxig 3anpoBahKye HOBY

la Rlb



cnonyky dopmynu Ib, y skin:

R' e 3amiweHum 0-2 3amicHUKamu, o BUOMPAOTLCA HE3aneXHO Yy KOXHOMY BUMAAKy i3 Rla, CHs, CH2CHs,
CH(CHa)z) CH2CH20H3, —(CH2)30H3, -CHzOCHs, -CHchzoCHs, F, Ta CFa; i

R'® aBnse coboto deHin, 3amiweHui 0-2 3amiCHMKamK, L0 BUOUPaTLCA HE3aNEXHO Yy KOXKHOMY Bunagky i3 CHa,
CHcha, CH(CHa)z, CHzCHzCHa, Br, C|, F, CF3, -CN, Ta SCHa

[30] Y BapiaHTi, skomy BiggaeTbcs We binblia nepesara, 4aHWA BUHAXI4 3anpoBadXye HOBY CMonyky dopmynu
Ib, y sikin: D siBnsie coboto dheHin, 3amilieHnin 2-4 3amicHUKaMu, Lo BUOUPalOTLCS HE3amNEXHO Y KOXHOMY BUMAAKY i3
CHs, CH,CHs, CH(CHj3)2, CH2CH>CHj3, uuknonponiny, OCHs, OCH,CH3, OCH(CHs),, OCH,CH,CHj3, OCFs3, Br, CI, F,
Ta CFs.

[3p] Y iHwoMmy BapiaHTi, skoMy BigaaeTecs We binblia nepesara, aHUA BUHaXxi4 3anpoBagkye HOBY CMONyKy
dopmynu Ib, y skin: D aBnsie coboto nipuaun, 3amileHnii 2-4 3amicCHMKamu, L0 BUOMPaloTbCs HE3aMNEXHO Y KOXHOMY
Bunagky i3 CHs, CH,CHs;, CH(CHjs),, CH,CH2CHs, uuknonponiny, OCHs;, OCH,CHs, OCH(CHs),;, OCH2CH>CHs,
OCFj3, Br, Cl, F, Ta CFa.

[3q] Y iHwomy BapiaHTi, Akomy BiggaeTbcs Ginblia nepeBara, SaHWW BUHaXid 3anpoBaKye HOBY CrOMNyKy
(bOpM}/J'II/I Ib, y skin:

R™ Bubupaetbes i3 Ci.i0 ankiny, Co.1o ankeriny, Co.10 ankininy, Cs.s umknoankiny, Cse unknoankin-Ci.e ankiny ta
C1-4 ankokcu-Ci.4 ankiny;

R'e 3amilleHum Cz.g LUKIOAnKinbHOK rp¥noro, ne 0-1 Byrneuesi aTomu y Ca.g LIMKIOANKIN 3aMiLleHi rpynoto, Lo
BUBMPAETLES i3 -O-, -S(0)n-, -NR¥%-, -NCO,R™’-, -NCOR - Ta -NSO,R -,

R! € Takox 3amilieHmM 0-3 3aMiCHUKamu, Lo BUOUPaOTbCS HE3ANEXHO Y KOXXHOMY BUNagKy i3 Rla, Rlb, Rlc, Cise
ankiny, C,.g ankeniny, Cog ankininy, Br, Cl, F, |, C1.4 ranoankiny, -ORlsa, -NR 36‘Rlae‘, Ci-2 ankokeu-Ci.o ankiny, 1a Csg
uuKnoarnkiny, KoTpuin € 3amiweHum 0-1 R’iB sskomy 0-1 ByrneueBux atomiB Cag LUKNOAnkiny 3amiHeHi Ha -O-; 3a
yMoBHU, Lo R* € BiAMiHHWM Bif Lyknorekeun - (CHy)z2 - rpynu;

R' aBnsie co6oto apwvn i Bubupaetbcs 3 deHiny, HadTuny, iHAaHiny Ta iHOEeHIny, KoXeH R' e 3amilieHum 0-1 -
ORY 1a 0-5 3aMiCHMKaMW, Lo BUOMPaOTbCA HE3ANEXHO y KoXHOMY Bunagky i3 Ci.e ankiny, Cs.e uuknoarkiny, Br, Cl,
F. 1, C14 ranoankiny, -CN, HiTpo, SH, -S(0)sR™, -COR"", -OC(O)R™, -NR*COR"’, -N(COR"),, -NR™**CONR'"?R'*,
-NRlsaCOQng, -NR 7aR19a _CONRHaRlQa;

R'™ sBnse coGoto retepoapun i Bubupaetbes i3 nipyguny, NipyuMiguHiny, TpuasuHiny; dypasiny, XiHomiHiny,
i3oxiHoniHiny, TieHiny, imigasoniny, Tiaszoniny, iHgoniny, niponiny, okcasoniny, GeH3odypaHiny, GeH3oTieHiny,
GeHsoTiasoniny, 6eH3okcasoniny, i3okcasoniny, nipasoniny, Tpwuasoniny, TeTpasoniny, iHgasoniny, 2,3-
avrinppobeHsodypaniny, 2,3-gurigpobeHsoTieHiny, 2,3-avrigpobeH3oTieHin-S-okenagy, 2,3-aurigpobeH3oTieHin-S-
fiokcmay, iHOooniHiny, 6eH3okcasoniH-2-oH-iny, 6ensofiokconaHiny Ta OeH3ofiokcaHy, KOXEH reTepoapun €
3amiweHum no 0-4 ByrneLeBuM aToMam 3aMiCHUKOM, LLO BUOMPAETLCA He3aneXHo y KOKHOMY Bunagky i3 Ci.e ankiny,
Css uvkroankiny, Br, Cl, F, I, C14 ranoarnkiny, -CN, Hitpo, -OR"’, SH, -SQO nR'®, -COR", -OC(O)R™®, -NR'"*COR"’, -
N(COR™),, -NR™*CONR'R™, -NR'CO,R"®, -NR'"?R'®?, Ta —CONR'"?R™*, i koxeH reTepoapyn € samillieHim no
6yab-sikoMy aToMy a30Ty 0-1 3aMicHUKamu, Lo BuGKpaioTbest i3 R™2, CO,R™, COR™ ta SO.R™; i

R'® aBnsie co60I0 reTepoLMKnin i € HacMYeHUM abo YaCTKOBO HACUUEHUM FreTepoapUoM, KOXeH reTepoLMKIIin €
3amiweHnm no 0-4 ByrneLeBuM aToMam 3aMiCHUKOM, L0 BUOMPAETLCA He3anexHo y KoKHOMY Bunagky i3 Cis ankiny,
Cs_umknoankiny, Br, Cl, F, I, Cis ranoankiny, -CN, Hitpo, OR™® SH, -S(0).R*, -COR™, -OC(O)R™, -
NR™COR™? -N(COR'™), -NR™CONR¥R™ _NR™*CO,R™, -NR™R™ ta -CONR™R' i koxeH
reTepouuknin € 3amiweHum no Gyab-akomy aTomy asoTy 0-1 3amicHukamu, wWo BubMparTbes i3 R CO,R™,
COR™ 1a SO,R™, i ne 6yab-sIKMit aTOM Cipki, Npu MOTPeBi, € MOHO- a6o 4iOKCUAOBAHNM.

[3r] Y iHwoMy BapiaHTi, sKOMY BigAaeTbca HaBiTh Ginblia nepesara, JaHUIM BUHAXig 3anpoBafXye HOBY CMOJYKY
copmynu b, y Akin:

X Bnbupaetbes i3 O, S(O), Ta 3B'A3Ky;

n popieHioe 0, 1 abo 2;

R' BUBMpaeTbes i3 C1.6 ankiny, Co.s ankeHiny, Cae ankiHiny, Ta Ca.g LIMKMOANKiny;

R'e 3amieHum Csg UuknoarnkineHow rpynoto, ae 0-1 syrneuesi atoMu y Cqa.g LUKIOANKIinNi 3amilLieHi rpynoto, Lo
BUbMpaetbes i3 -O-, -S(0)q-, Ta -NR13a-;

R! € Takox 3aMilleHnm 0-2 3amicHMKamu, Lo BUOMPaOTbCA HEe3anexHo Y KOXXHOMY BUNagky i3 Rla, Rlb, Cis
ankiny, Cos ankeHiny, Cos ankiHiny, Br, Cl, F, CFs, CF,CFs, -OR™®, -NR™*R™ C,, ankokcu-Cy» ankiny, Ta Cass
LmKnoarnkiny, KoTpun € 3amiwieHnm 0-1 R%iB sikomy 0-1 ByrneueBmx aTomiB Ca.g LIMKNOANKiNy 3amiHeHi Ha -O-;

R'? sBnsie coboto apun i Bubupaetbcs 3 deHiny Ta iHAaHiny, KoXeH R' ¢ sawmiwenum 0-1 -OR' ta 0-5
3aMiCHUKamu, IO BUOMPAKOTLCA HE3anexHo %/ KoXHOMY Bunagky i3 Ci.4 ankiny, Cs.s yuknoankiny, Br, Cl, F, Ci4
ranoarkiny, -CN, -S(0),,R*, -CORY, -NR'*R™, ta -CONR*?R'**,

R™ sBnsic coGoto retepoapun i BubmpaeTbcsa i3 mipuguny, nipumiguHiny, dypaxiny, TieHiny, imigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHOA30Miny, KOXeH
retTepoapwsn € 3amillieHnum no 0-4 ByrrneueBMM aTomMam 3aMiCHUKOM, Lo BUOMPAETLCS He3anexHo y KOKHOMY BUMaaKy
i3 C1.4 ankiny, Ca. umknoarnkiny, Br, Cl, F, CFs, -CN, -OR", -S(0)nR*®, -COR", -NR?R* T1a -CONR'"?R™ koxeH
reTepoapun € samilieHm no Gy/b-AKoMy aToMy a3oTy O-1 saMicHuKamM, Lwo BUGMpaloTLCs i3 R™? CO,R', COR™
Ta SOR™;

R? BUGMpaeTbes i3 Cy4 ankiny, Co.4 ankeHiny, Ta Ca.4 ankiHiny i € 3amitieHnm 0-1 3aMiCHUKaMK, LLO BUBMPAOTLCS
i3 -CN, OH, ClI, F, ta C1.4 ankokcu;

R®Ta R® BMOMPAOTLCA He3anexHo y KoxxHoMy Bunagky i3 H, Br, Cl, F, -CN, Ci.4 ankiny, Cs.s uuknoankiny, Ci4
ankokcy, NHz, Cq.4 ankinamiHo, Ta (Ci-4 ankin)z-amiHo;

R’ BUGMPAETLCS HE3aMexHO y KOKHOMY BUNaaKy i3 H, C14 ankiny Ta Cag LMKMoankiny;

R'® BUGUpaeTbes i3 C14 ankiny, Ci., ranoankiny, Ci., ankoken-Ciz ankiny, Cas Lmknoankin-Ci.» ankiny, apun (Ci.
2 anKing/)—, Ta retepoapun (Ci-2 ankiny)-;

R 1a R'® BU6MpatoTbCS HE3ANEXHO Y KOXHOMY BUNAAKY i3 H, Ci.4 ankiny, Ci.4 ranoankiny, Ci4 ankokcu-Ci.
ankiny, Cse umknoarkiny, ta Cse yuknoankin-Ci.¢ ankiny;



R BU6MpaeTbes i3 C1q ankiny, Cio ranoankiny, Ci.» ankoken-Ciz ankiny, Cse Umknoankin-Ci., ankiny, apun (Ci.
2 anKinX)-, Ta retepoapun (Ci. ankiny);

R BuBnpaeTbea i3 Cy4 ankiny, Ci. ranoankiny, Ci. ankoken-Ci.2 ankiny, Ta Cs.e Liknoankin-Ci., ankiny;

R BuGMpaeTbes i3 Ciq ankiny, Ci, ranoankiny, Ci, ankokeu-Cip ankiny, Cas Lyknpankiny, Cases LMKNoankin-
Ci-2 ankiny;

R' BUGMpaeTLCA He3anekHo y KOXHoMy Bunaaky i3 H, Cis ankiny, Csz umknoankiny, Cses Lmknoankin-Cis
ankiny, deHiny Ta 6eH3uny, koxeH deHin abo 6eH3un € 3amilleHMmMn No apuibHIA cknagosin 0-3 rpynamu, wWo
BubupatoThes i3 C1.4 ankiny, Br, Cl, F, Cm ranoankiny, Ci.4 ankokcu, Ci.4 ranoarnkokcu, Ta QUMETUNaMIHO;

R™ BUBMpPaETLCA HE3aNexXHO Y KOXHOMY BUnaaky i3 H, Ci4 ankiny, Csz umknoankiny, Ta Ca.s Lmknoankin-Ca.s
ankiny;

RY, R™ ta R' Bu6MpaeTbcs y kokHOMy Bunagky i3 H, Cis ankiny, Csio UMknoankiny, Cse Luknoankin-Cig
ankiny, Ci., ankokcu-Cy» ankiny, Ta Ci4 ranoankiny; sik anstepHatvea, y NRYR' cknagosiit R ta R yTBOpiotoTh
cninbHo 1-niponiguHin, 1-mopdoninin, 1-ninepnanHin abo 1-ninepasvHin, ae Ny y 1-ninepasvHini € 3amiweHmm 0-1
3aMicHUKaMmu, Lo BuGMpatoTbest i3 R™, CO,R™, COR™ Ta SO.R™:;

R'? 1a R BMOMPalOTbCA He3anexHo y KokHoMy Bunagky i3 H, Ci¢ ankiny, Cs.io umknoankiny, Cs.e Uuknoankin-
Cis ankiny ta Ci4 ramoankiny; apun €aBnse cobow deHin, 3amiweHnn 1-4 3amicHMKamu, Lo BUOMparTbLCA
He3anexHo y KoHomy Bunagky i3 Ci4 anKinX, Cs.6 Uyknoarnkiny, -ORY, Br, CI, F, C14 ranoarkiny, -CN, -S(O)ans, -
CORY, -CO2R"Y, -NR™¥COR", -NR™®CO,R™, -NR'R", Ta -CONR!'R'; i reTepoapun BUGHMpaETLCS HE3AMEXKHO Y
KOXHOMY BUNagKy i3 nipuavny, nipyumiguHiny, TpuasuHiny, dypasiny, XiHomiHiny, i3oxiHomiHiny, TieHiny, Tiasoniny,
iHooniny, niponiny, okcasoniny, ©6eH3odypaHiny, 6eH3oTieHiny, ©eHsoTiazoniny, ©GeH3okcasoniny, i3okcasoniny,
TeTpasoniny, iHgasoniny, 2,3-gurigpobeHsodypaniny, 2,3-gurigpobeHsoTieniny, 2,3-gurigpobenaoTieHin-S-okeuay,
2,3-gurinpobeH3oTieHin-S-giokeuay, iHponiHiny, 6GeH3okca3oniH-2-oH-iny, ©GeH3ogiokconaHiny Ta 6eH3ogiokcaHy,
KOXeH retepoapun € 3amiweHnm no 1-4 ByrneuesmMM aToMam 3aMiCHUKOM, LLO BUOMPAETLCS HE3anexHo y KOXHOMY
BUNagKy i3 Cie aniny, Css UMknoankiny, Br, Cl, F, Cy4 ranoankiny, -CN, -ORY, -S(O)nR*®, -COR", -CO.RY, -
OC(O)R™, -NR™¥®CORY, -N(COR),, -NR™CO,R™, -NR''R"®, Ta -CONR'R", i koXeH retepoapun € 3amiLLeHUM Mo
6yab-sIkoMy aToMy a3oTy 0-1 3amicHuKamu, Lo BUBMpaioThes i3 R™, CO,R™?, COR™? 1a SO,R™.

[3s] Y iHWoOMy BapiaHTi, siIkoMy BigAaeTbCA HaBiTb e Oinblla nepeeara, AaHWA BUHaxig 3anpoBaXye HOBY
crnonyky doopmynu Ib, y sikin:

X Bnbupaetbes i3 O, S Ta 3B's3Ky;

R! aBnsie cob6oto Ci. ankis;

R'e 3amiweHnm Cs.g ankinom, ge 0-1 Byrneuesi atomu y Cas LMKNOANKIMAI 3aMileHi rpynoto, Lo BUbMpaeTsCs i3
-O-, -S(O)y-, Ta —NR"2;

R! € Takox 3amilleHnm 0-2 3aMiCHUKaMM, LLO BMOMPAOTLCA HE3ANEXHO Y KOXHOMY BUMAKY i3 R R™ Cus
ankiny, Cos ankeHiny, Co ankiiny, F, CFs, -OR™?, -NR**R'®® -CH,OCHs, -CH.CH,OCHs, Ta Cs LMKIOAMKiNy,
KoTpwuii € 3amilieHnm 0-1 CHs i B skomy 0-1 Byrneuesux atoMiB Ca.g LMKIOAnKiny 3amiHeHi Ha -O-; 3a ymoBW, Lo R'e
BigMiHHMM Big umknorekcun - (CHz)2 - rpynu;

R gaense coboto apun i € deHinom, 3amiwieHm 0-1 3amicHukamu, wo BubupatoTbes i3 OCHs, OCH,CHs,
OCH(CHgs)2, OCH,CH2CHs, i OCF3, Ta 0-3 3aMicHMKamu, Lo BUOMpaOTbCA HE3amneXHo Yy KoXHOMY Bunagky i3 CHs,
CH,>CHjs, CH(CHgs)2, CH2CH,CHs, uuknonponiny, Br, Cl, F, CF3, -CN, SCHs, -NH;, -NHCHs;, -N(CHs),, -C(O)NH>, -
C(O)NHCHs3, Ta -C(O)N(CHsa)z;

R'™ sBnsie coboto retepoapun i BubupaeTbcs i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHA4asoniny, KoXeH retepoapun € 3amiweHum no 0-3
BYrfeLEBUM aToMaM 3aMiCHMKOM, LLIO BUOMPAETbCA He3anexHo Yy koxHomy Bunagky i3 CHs, CH,CHs;, CH(CHs)2,
CHzCHzCHa, LI,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCHs, OCH(CHs)z, OCHzCHzCHS, OCF;:,, BI’, C|, F, CF3, -CN, SCH;:,, -NHz, -
NHCHs, -N(CHj3)2, -C(O)NH,, -C(O)NHCH3, Ta -C(O)N(CHs)2, i KOXeH reTepoapun € 3amilleHnm no Oyap-skomy
aTomy a3oTty 0-1 3amicHmKamu, Lo Bubumpatotecs i3 CHz, CO,CH3, COCH3 1a SO,CHg;

R? Bm6m9aeTbc9| i3 CHs, CH2CH3, CH(CHs3),, Ta CH,CH>CHj;

R® Ta R’ BMGMpaloTbCs HE3anexHo Y KoxHoMy Bunagky i3 H, CHs, CH.CHs, CH(CHs),, Ta CH,CH2CHs; apun
aBnse coboto deHin, 3amiweHun 2-4 3amiCHUKaMu, Lo BUOMPalTbCA HEe3amnexHO Yy KOoXHoMy Bunagky i3 CHs,
CHzCHs, CH(CH3)2, CHzCHzCHs, Ll,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCH2CH3, OCH(CH3)2, OCHzCHzCH3, OCF3, Br, C|, F, CF3,
-CN, SCHs; SO,CHs, -NH», -NHCHs, -N(CHs)z, -C(O)NHz, -C(O)NHCHs;, T1a -C(O)N(CHs),, i, retepoapwn
BMOMPAETLCS HE3ANEXHO Y KOXHOMY BUMAZAKy i3 nipuavny, ingoniny, 6eHsotiexiny, 2,3-gurigpobeHsodypatiny, 2,3-
purigpobeH3oTieHiny,  2,3-gurlagpobeH3oTieHin-S-okenay,  2,3-gurigpobeH3oTieHin-S-giokeuay,  iHOomiHiny, Ta
6eH30Kca30MiH-2-0H-iNy, KOXeH reTepoapun € 3amilleHMm no 2-4 ByrneLeBMM aToMam 3amiCHVKOM, Lo BUOUpaeTbCs
HesanexHo y KoxHomy Bunagky i3 CHs, CH>CHs, CH(CHs),;, CH,CH2CHs;, uwmknonponiny, OCHs;, OCH,CHs,
OCH(CHj3)2, OCH,CH,CHs, OCFs, Br, Cl, F, CFs, -CN, SCH3, SO2CHs, -NH,, -NHCHs, -N(CHs)2, -C(O,)NHa, -
C(O)NHCHgs, Ta -C(O)N(CHs)2, | koXXeH reTepoapurn € 3amileHum no 6yab-akomy atomy a3oty 0-1 3amicHuMKamu, Lo
BubupatoTbes i3 CHz, CO,CH3, COCH3 Ta SO,CHs.

[3t] Y iHwoMy BapiaHTi, skoMy BigaaeTbca We Ginblia nepeeara, AaHWN BUHaXxIL 3anpoBapKye HOBY CMOMYKY
(bOpMYJ‘IVI Ib, y skin:

R™ siBnsic coboto (umknonponin)C; ankin abo (umknobytnn)C, ankin;

R'e 3amilLleHnM 1-2 3amicHUKamu, Lo BUOMPAOTLCA HE3ANEXHO Y KOXHOMY BUMAAKY i3 Rla, Rlb, CHa;, CH,CHs,
CH(CHj3)2, CH2CH,CHgs, -(CH)3sCHs, -CH=CH;, -CH=CH(CH?3), -CH=CH, -CH=C(CHj3), -CH,OCHjs, -CH>.CH>OCHj3, F,
CFs3, umknonponiny, CHs-umknonponiny, unkno6ytuny, CHs-umkno6ytuny, uuknonentuny, CHs-uuknoneHtuny;

R aensic co6oto deHin, 3amiweHuin 0-1 3amicHmMkamu, Wwo BubumpatoTteest i3 OCHs, OCH2CHs, Ta OCF3, i 0-2
3aMiCHMKamu, Lo BUOMpatoTbCs He3anexHo y KoxxHomy Bunagaky i3 CHs, CH,CHs, CH(CHs),, CH>.CH,CHs, Br, CI, F,
CF3, -CN, Tta SCHg;

R™ sBnsie coGoto retepoapwr, Lo BUOMpaeTbcs i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, Ta TeTpa3oniny, KoXeH retepoapun € 3amiwieHum no 0-3 ByrrneLesMM aToMmam
3aMiCHUKOM, WO BUBMpaeTbCs He3anexHo Yy koxHomy Bunagky i3 CHs, CH,CHs, CH(CHs),, CH2CH2CHs, OCHjs,



OCHCHj3, OCF;3, Br, Cl, F, CF3, -CN, Ta SCHg, i koXXeH retepoapun € 3amiieHum no 6yab-akomy atomy asoty 0-1
3amicHMKamu, wo BubupatoTees i3 CHs, CO2CHs, COCH3 Ta SO2CHg;

R? BVI6I/IPaCTbCH i3 CHs, CH2CHs, Ta CH(CHa)2;

R®Ta R BUOUPalOTLCA HE3anexXHo Yy KoxXHOMY Bunagky i3 H Ta CHs; apun sBnsic coboto cheHin, 3amiwienmn 2-4
3aMmiCHVMKamy, WO BMOMPaIOTbCA HesanexHo Yy koxHomy Bunagky i3 CHs, CH.CH,, CH(CHs);, CH>CH,CHs,
LI,VIKJ'IOI'IpOI'IiJ'Iy, OCHa, OCHzCHa, OCH(CH3)2, OCHzCHzCHa, OCFa, Br, C|, F, CF3, -CN, SCH3) SOzCHs, -NH2, -
NHCHj3, -N(CHs)2, -C(O)NH>, -C(O)NHCHS3, Ta -C(O)N(CHsa)2; i, reTepoapun siBnsie coboto nipuaun, 3amilleHni no 2-
4 ByrneueByM aToMaM 3aMiCHUKOM, O BUOUPAETLCS He3anexHo y koxHomy Bunagky i3 CHs, CH.CHs, CH(CHs),,
CH2>CH,CHs, umknonponiny, OCHs, OCH2CH3, OCH(CHs),, OCH,CH,CHs, OCF3, Br, Cl, F, CF3, -CN, SCH3;SO,CHs,
-NHz, -NHCHj3, -N(CHg)2, -C(O)NHa, -C(O)NHCHSas, Ta -C(O)N(CHs)>.

[3u] Y iHwomy BapiaHTi, AskOMy BigAaeTbCA HaBiTb We binblia nepesara, AaHWA BUHAaxXig 3anpoBagkye HOBY
cnonyky dopmynu Ib, y skin:

R™ aBnse coboto (umknonponin)C; ankin ado (umknobytnn)Cy ankin;

R'e 3amilleHnm 1-2 3amicHMKamu, Lo BUOUPaTLCSA HE3aNeXHO Y KOXKHOMY BUMaaKy i3 Rla, Rlb, CHs, CH,CHs,
CH(CHs),, CH2CH2>CHgs, -(CH)3CHs, -CH=CH, -CH=CH(CH3), -CH=CH, -CH=C(CHj3), -CH,OCHgs, -CH,CH,OCHjs, F,
CF3, umknonponiny, Ta CHs- umknonponiny;

R™ aBnsie cobolo deHin, 3amieHmn 0-2 3aMiCHMKaMK, WO BUOUPaOTLCA HE3anexHo ,y KOXHOMY BWMNagky i3
CH3, CHzCH3, CH(CH3)2, CHZCHZCH3, BI’, C|, F, CF3, -CN, Ta SCHg;

R™ saBnse coboio retepoapun, Wwo Bubupaetbcsa i3 dypaHlny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
isokcasoniny, Ta nipasoniny, KoXxeH retepoapun € 3amiweHum no 0-3 ByrneuesMM aTtoMam 3aMiCHUKOM, Lo
BMOMPAETbCst HE3aNeXHOo y KoxxHoMy Bunagky i3 CHs, CH,CHs, CH(CHs)2, CH2.CH,CHs, OCH3, OCH,CHs, OCFs3, Br,
C|, F, CF3, -CN, Ta SCHs.

[3v] Y iHWoMy BapiaHTi, SKOMy BiAAa€TbCA HaBiTb LWie Oinblia nepeBara, AaHWA BUHAaXi4 3anpoBagXye HOBY
cnonyky dopmynu Ib, y sikin: D siBnsic coboto cbeHin, 3amilleHnii 2-4 3aMicCHMKaMK, Lo BUOMPAOTLCA HE3anexHo y
koxkHoMmy Bunagky i3 CHs, CHCHs, CH(CHs);, CH2CH,CHs, uwuknonponiny, OCHs, OCH,CHs, OCH(CHs),,
OCHQCHQCHQ,, OCF3, Br, C|, F, Ta CFs.

[3w] VY iHwoMmy BapiaHTi, lkoMy BigAa€TbCA HaBiTb We Oinblia nepesara, AaHWA BUHAXig 3anpoBamKye nony
cnonyky dopmynu b, y skin: D aBnse coboto nipuawn, 3amiweHnin no 2-4 ByrneueBuM atomam 3amiCHMKOM, LUO
BMOMpaeTbCca HesanexHo y koxHomy Bunagky i3 CHs, CH>CHs, CH(CHs),, CH>CH,CHs, uuknonponiny, OCHs,
OCHchs, OCH(CHs)z, OCHchchs, OCFg, Br, C|, F, Ta CF3.

[4] Y iHwomy BapiaHTi, AkOMy BigAaeTbCs NepeBara, aHW BUHaxi4 3anpoBagkKye HOBY crionyky dopmynu Ic:

F(l
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[4a] Y iHwoMy BapiaHTi, SKOMy BigaaeTbca Oinblua nepeBara, 4aHWW BUHaxig 3anpoBagXKye HOBY CMOMyKY
copmynu Ic, y sKin:

X Bubupaetscs i3 O, S(O), Ta 3B'A3Ky;

n popisHioe 0, 1 abo 2;

R' BUGMpaeTses i3 Cu.s ankiny, Cos ankeHiny, Co.s ankininy, Ta Ca.g LyKnoankiny;

R' € 3amilLeHnm 0-1 3amicHUKamu, Lo BUGMpatoTbes i3 -CN, -S(0),R™®, -COR™?, -CO,R™?, Ta Cs.g LMKnoarnkiny,
ae 0-1 syrneuesi aTomn y Ca.s LMKNOANKINi 3aMiLLIEHI FPYNOK0, 1110 BUBUPAETLCS i3 -O-, -S(O)n-, -NR™% -NCO,R™-, -
NCOR™"- ta -NSO,R™"-;

R® € Takox 3aMilleHnm 0-2 3amicHMKamu, WO BUOMPAOTLCA HEe3anexHo }/ KOXXHOMY BuNagky i3 Rla, Rlb, Cie
ankiny, Cag ankeHiny, Co.s ankininy, Br, Cl, F, CFs, CF2CF3, -OR™ -NR™*R™ C,, ankokcm-Ci., ankiny, Ta Cas
Lmknoankiny, kotpun € 3amieHnm 0-1 RiB skomy 0-1 ByrneueBux atomie Cysg LMKNOankiny 3amiHeHi Ha -O-; 3a
yMoBy, Wwo R* € BiAMIHHWM Bif umknorekeun - (CH,)z - rpynu;

R' sBnsie coboio apun i BuOUpaeTbca 3 peHiny Ta iHAaHiny, KOXeH R' ¢ samiweHnm. 0-1 -OR" ta 0-5
3aMiCHUKamu, IO BUOMPAOTLCA HE3amnexHo g KoXHOMY Bunagky i3 Ci.4 ankiny, Cs.s uyuknoarnkiny, Br, Cl, F, Ci4
ranoarkiny, -CN, -S(O),R*®, -COR", -NR*"?R™™ 1a ~CONR*"?R™,

R™ sBnsie coGoto retepoapun i BubupaeTbca i3 mipuguny, nipumiguHiny, dypasiny, TieHiny, imigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHOA30Miny, KOXeH
reTepoapwn € 3amilieHum no 0-4 ByrneueBMM aTtomMmaM 3amiCHUKOM, Lo BUOMPAETbCS HE3anexHo y KOXHOMY BUNaAKy
i3 C1.4 ankiny, Ca.s LMKnoankiny, Br, Cl, F, CFs, -CN, -ORY, -S(0)mR™¢, -COR*’, -NR'"*R™®?, 1a -CONR'®R'* i koxeH
reTepoapusl ¢ 3aMmilLleHM no Gyab-sIkoMy aToMy asoTy 0-1 3aMicHUKamu, Lo BuGUpatoTbest i3 R™2, CO,R™?, COR™P
Ta SO,R™; 3a ymosu, wo R’ € BiaMiHHMM Bif -(CH.)i4-apuny abo -(CH.):4-retepoapuny, ae apunbHa aGo
reTepoapunbma rpyna € 3amieHolo abo HesamilleHolto;

R® Bubumpaetbes i3 Cis ankiny, Cy.4 ankeHiny, Ta Cy.4 ankiHiny i € 3amiweHum 0-1 3aMicH1Kamu, Wwo BmbrparoTbes
i3 -CN, OH, CI, F, ta C1.4 ankokcu;

R® BMOMPaETLCA HE3aNEeXHOo y KoxxHomMmy Bunagky i3 H, Br, CI, F, -CN, C1.4 ankiny, Ca.s umknoarnkiny, Ci.4 ankokcu,
NH2, C1.4 ankinamino, Ta (Ci-4 ankin)2-amiHo;

R® BUBMpPaETLCH HE3aNEXHO Y KOXHOMY BUNaaKy i3 H, Ci.4 ankiny Ta Cs.g Lyknoankiny;

R'® BuGMpaeTbes i3 Ci.4 ankiny, Ci., ranoankiny, Ci» ankokeu-Cy., ankiny, Ca.s Lyknoankin-Ci., ankiny, apun (Ci.
2 anKing/)-, Ta retepoapun (Ci-2 ankiny)-;

R™ ta R'® BU6GMPalOTLCA HE3AMEXHO Y KOKHOMY BUNaaKy i3 H, Ci4 ankiny, Ci4 ranoankiny, Cis ankokcu-Cig



ankiny, Cse uuknoarnkiny, t1a Cse uuknoankin-Ci.e ankiny;

R' Bu6upaeThbea i3 Ci4 ankiny, Cio ranoankiny, Cy.z ankokcn-Ci. ankiny, Ca.s Luknoankin-Ca.s ankiny, apun (C.
2 anKinX)-, Ta retepoapun (Ci.o ankiny)-;

R BubnpaeTbea i3 Ci4 ankiny, Ci., ranoankiny, Ci.2 ankoken-Cy.z ankiny, Ta Cs.e Lknoankin- Cu.z ankiny;

R BuGupaetbcst i3 Ciq ankiny, Cio rarnoankiny, Ciz ankokcu-Ciz ankiny, Css Lukroankiny, Ta Cas
umknoankin-Ci-, ankiny;

R' BUGMpaeTLCA He3anekHo y KOXHOMy Bunaaky i3 H, Cis ankiny, Csz umknoankiny, Cses Lmknoankin-Cie
ankiny, deHiny Ta 6eH3uny, koxeH ceHin abo 6eH3nn € 3amieHuMKn Mo apunbHii cknagosii 0-3 rpynamu, Lo
BubupatoThes i3 Ci.4 ankiny, Br, Cl, F, C1.4 ranoankiny, Ci.4 ankokcy, Ci.4 ranoankokcu, Ta AMMETUNaMIHO;

R'®? BUBMpaeTbCsl HE3aNEXHO Y KOXHOMY BUNagky i3 H, Ci4 ankiny, Cs7 umknoankiny, Ta Ca.s Lyknoankin-Ci.e
ankiny;

RY, R'™ 1a R BUGMpaeTbcst y KoxXHOMY Bunagky i3 H, Cie ankiny, Cs.io Umknoankiny, Cse Uuknoankin-Ci.e
ankiny, Ci., ankokcu-Cy» ankiny, Ta Ci4 ranoankiny; sik anstepHatvea, y NRYR' cknagosiit R ta R yTBOpiotoTh
cninbHo 1-niponiguHin, 1-mopdponinin, 1-ninepnauHin abo 1-ninepasvHin, ae Ny y 1-ninepasvHini € 3amiweHnm 0-1
3aMicHUKaMmu, Lo BuGMpatoTbest i3 R™, CO,R™, COR™ Ta SO.R™:;

R'72 1a R BMOMPalOTbCA He3anexHo y KokHoMy Bunagky i3 H, Cie ankiny, Cs.io umknoankiny, Cs.e Uuknoankin-
Cis ankiny ta Ci4 ramoarnkiny; apun sBnse cobow deHin, 3amiweHnn 1-4 3amicHMKamu, WO BUOMparTbCA
He3anexHo y KoXHomy Bunagky i3 Ci.4 anKingl, Cs.6 Luknoarkiny, -ORY, Br, CI, F, C14 ranoarkiny, -CN, -S(O)ans, -
CORY, -CO2RY, -NR™¥COR"", -NR™®CO,R™, -NR'R", Ta ~CONR'R"?; i reTepoapun BUGMpaeTLCS HE3ANEXHO Y
KOXHOMY BUNagKy i3 nipuavny, nipyumiguHiny, TpuasuHiny, dypasiny, XiHomiHiny, i3oxiHomiHiny, TieHiny, Tiasoniny,
iHooniny, niponiny, okcasoniny, ©eH3odypaHiny, GeH3oTieHiny, 6GeH3oTiasoniny, 6GeH3okcasoniny, i3okcasoniny,
TeTpasoniny, iHgasoniny, 2,3-gurigpobeHsodypaniny, 2,3-guringpobeHsoTieHiny, 2,3-aurigpobeH3oTienin-S-okeuay,
2,3-gurinpobeH3oTieHin-S-giokenay, iHponiHiny, 6eH3okca3oniH-2-oH-iny, ©6eH3ogiokconaHiny Ta 6eH3ogiokcaHy,
KOXeH retepoapun € 3aMiweHnm no 1-4 ByrneuesMM aToMaM 3aMiCHUKOM, LLO BUOMPAETLCS HE3anexHo y KOXHOMY
BUNagKy i3 Cie aniny, Css UMknoankiny, Br, Cl, F, Cy4 ranoankiny, -CN, -ORY, -S(O)nR*®, -COR", -CO,RY, -
OC(O)R™, -NR™®COR", -N(COR™),, -NR™¥®CO,R™, -NR''R", Ta -CONR''R"?, i koxeH reTepoapun I samilLieHum o
6yab-sIkoMy aToMmy a3oTy 0-1 3amicHuKamu, Lo BUBMpaioThes i3 R™, CO,R™?, COR™ 1a SO,R'™.

[4b] Y iHWoOMyY BapiaHTi, AKOMY BigaaeTbcs LWe Oinblua nepesara, AaHUI BMHaXxig 3anpoBahKye HOBY CMOMYKY
dopmynu Ic, y SKin:

X Bnbupaetbes i3 O, S Ta 3B's3Ky;

R'e 3amieHnm Cy.6, ankinom;

R'e 3amiweHum 0-1 3amicHukamu, wWo BubupatoTees i3 -CN, -CO,R™?, 1a Cag uuknoankiny, ge 0-1 Byrneuesunx
aromia y Ca.g LMKNOANKInNi 3aMiLLieHi rpynoio, Lo BUBMPAETbES i3 -O-, -S(O),-, Ta —NR-;

R! € Takox 3amilleHnm 0-2 3amiCHUKaMu, Lo BMOMPaOTLCS HE3ANEXHO Y KOXHOMY-BUMAAKY i3 R R™, Cie
ankiny, Co.s ankeiny, C,.s ankininy, Br, Cl, F, CFs, -OR™?, -NR™¥?R®, C,_, ankokcu-C., ankiny, Ta Cs.c LMKIoarnkiny,
KOTpuii € 3amilieHnm 0-1 CHs i B sskomy 0-1 Byrneuesux atoMiB Ca.g LIMKINOAnKiny 3amiHeHi Ha -O-; 3a ymoBW, Lo R'e
BigMiHHVMM Big umknorekcun - (CHz)2 - rpynu;

R aemx coboto apun i € deHinom, samiweHnm 0-1 3amicHukamu, wo BubupatoTbes i3 OCHs, OCH,CHs,
OCH(CHgs)2, OCH,CH2CHs, i OCF3, Ta 0-3 3aMicHMKamu, Lo BUOMpalOTbCA HE3amnexXHo Yy KoXHOMY Bunagky i3 CHs,
CHzCHg, CH(CHa)z, CHzCHzCHa, LI,VIKJ'IOI'IpOI'IiJ'Iy, Br, C|, F, CF3, -CN, SCHgs, -NH,, -NHCH3, -N(CH3)2, -C(O)NHz, -
C(O)NHCH;:., Ta -C(O)N(CHs)z;

R™ sBnsc coGoto retepoapun i Bubupaetbcs i3 dpypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHA4asoniny, KoXeH reTepoapun c 3amiwleHum no 0-3
BYIfeLEBUM aToMaM 3aMiCHMKOM, L0 BUOMPaETbCA He3anexHo Yy koxHomy Bunagky i3 CHs, CH,CHs;, CH(CHs)z,
CHzCHzCHa, Ll,VIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCHs, OCH(CHa)z, OCHzCHzCHa, OCF;:,, Br, C|, F, CF3, -CN, SCHs, -NHz, -
NHCHs, -N(CHj3)2, -C(O)NH,, -C(O)NHCH3, Ta -C(O)N(CHs)2, i KOXeH retepoapun € 3amilleHnm no 6yap-skomy
aTomy a3oTty 0-1 3amicHukamu, o Bubumpatotees i3 CHs, CO.CH3, COCH3 Ta SO2CHj3; 32 ymoBM, Lo R'e BiAMIHHMM
Big -(CH2)1s-apuny abo -(CHy)is-reTtepoapuny, ne apwnbHa abo reTepoapuiibHa rpyna € 3amilieHolo abo
He3aMilLLIEHOIO;

R? Bubupaetbes i3 CHs, CH,CH3, CH(CHs),, Ta CH2CH,CHj;

R® BUGMpaETbCS HE3aNEXHO Y KOXHOMY BuUnaaky i3 H, CHs, CH.CHs, CH(CHs),, Ta CH,CH.CHs; apun siBnsie
coboto dheHin, 3amilleHnin 2-4 3amicHUKamu, Lo BUOMpaTbCA He3amnexHo Yy koxHoMy Bunagky i3 CHs, CH,CHs,
CH(CH3)2, CHzCHzCHs, LlMKJ'IOFIpOI'IiJ'Iy, OCH3, OCHzCHs, OCH(CHs)z, OCHzCHzCHs, OCFs, Br, C|, F, CF3, -CN,
SCHs, SO,CHs, -NH, -NHCH3, -N(CHg3)2, -C(O)NH;, -C(O)NHCHs3, Ta -C(O)N(CHs3),, i, retepoapun Bnbupaetbcsi
He3anexHo Yy KOXHOMY BuMNagky i3 nipuguny, iHgoniny, 6eH3oTieniny, 2,3-aurigpobeHsodypaHiny, 2,3-
aurippobeHsoTieHiny,  2,3-avrigpobeHs3oTienin-S-okenay,  2,3-gurigpobeinoTieHin-S-giokenay,  iHOoniHiny, Ta
6eH30Kca30MiH-2-0H-iNy, KOXeH reTepoapun € 3amilleHum no 2-4 ByrneueBMmM aToMam 3amiCHVKOM, Lo BUOMpaeTbCs
He3anexHo y KoxHomy Bunagky i3 CHs, CH>CHs, CH(CHs),;, CH,CH,CHs;, uwmknonponiny, OCHs;, OCH,CHs,
OCH(CHj3)2, OCH.CH2CHs, OCF3, Br, Cl, F, CFs, -CN, SCHs, SO,CHs, -NHz, -NHCHs, -N(CHzg)2, -C(O)NH>, -
C(O)NHCHg3, Ta -C(O)N(CHs)2, | KOXXeH reTepoapur € 3aMileHum no 6yab-akomy atomy a3oty 0-1 3amicHMKamu, Lo
BubupatoTbes i3 CHz, CO,CH3, COCHz Ta SO,CHs.

[4c] Y iHwoMy BapiaHTi, ssIkoMy BigAaeTbCA HaBiTb e Oinblia nepeeara, AaHWA BUHaxig 3anpoBafXye HOBY
cnonyky dopmynu Ic, y skii:

R" € 3amiweHnm Ci;

R'e 3amilleHnm 0-1 3amicHrKamu, wo Bubumpatotbes i3 -CN, -CO2CHs, Ta -CO2CH,CHj;

R! € Takox 3amillleHnm 0-2 3aMicHMKamu, Lo BUMOMPAOTLCA HE3aNneXHO Yy KOXXHOMY BUMAAKY i3 Rla, Rlb, CHs,
CH,CHs, CH(CHs);, CH,CH,CHs, -(CH2)3sCHs, -CH€H 5, -CH€H(CH 3), -CH=CH, -CH=C(CHs), -CH,OCHjs, -
CH,CH;OCHSs, F, CFs, uuknonponiny, CHs-umknonponiny, uuknodytuny, CHs-umkno6ytuny, umknoneHtuny, CHs-
LIMKIONEHTUIY;

R aense coboto deHin, 3amiweHun 0-1 3amicHukamu, wo BubupatoTbes i3 OCHs, OCP.CHs, Ta OCFs, i 0-2



3aMiCHUKamW, L0 BUOMPaOTbCS HE3anexHo Yy KoxkHoMmy Bunagky.iz CHs, CH2CHs, CH(CHs)2, CH.CH2CHjs, Br, CI, F,
CF3, -CN, Tta SCHg;

R™ sBnse coGoto retepoapuvn, Wwo BubMpaeTbca i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, Ta TETPa3oniny, KoXeH retepoapun € 3amiweHum no 0-3 ByrneuesMm aTomam
3aMiCHMKOM, WO BUOMPAETLCS He3anexHo y koxHomy Bunagky i3 CHs, CH,CHs, CH(CHs);, CH,CH>CHs, OCHs,
OCH2CHj3, OCF;3, Br, Cl, Fg CF3, -CN, Ta SCHg, i KOXeH reTepoapus € 3amillleH M no 6¥ﬂb-ﬂKOMy aTomy asoty 0-1
3aMmicHuKkamu, wo BubupatoTees i3 CHsz, CO,CH;, COCH3 Ta SO,CHs; 3a ymoBM, wo R™ € BigMiHHUM Bifg -(CH2)1-4-
apuny abo -(CHy)1.4-reTepoapwuny, ge apunbHa abo rerepoapunbHa rpyna € 3amileHoro abo He3aMileHow;

R® BU6MpaeThest i3 CHa, CHCHs, Ta CH(CHa)z;

R® Bubupaetbea i3 H ta CHs; apun sBnsie coboto deHin, 3amilleHnn 2-4 3amicHUKamu, Lo BUOMpaloTbCs
HesanexHo y kKoxHomy Bunagky i3 CHs, CH>CHs, CH(CHs);, CH.CH.CHs, uwknonponiny, OCHs;, OCH,CHs,
OCH(CHs)2, OCH.CH,CH3, OCF3, Br, Cl, F, CFs, -CN, SCHs, SO,CHs, -NH;, -NHCHs, -N(CHz3)2, -C(O)NH>, -
C(O)NHCHs, Ta-C(O)N(CHs); i, reTepoapun siBnsie coboto nipuawn, 3amilleHnid no 2-4 ByrneueBum aTomMam
3aMiCHMKOM, WO BUOMPaETbCS HesanexHo Yy KoxHomy Bunagky i3 CHs, CH»CHs, CH(CHs)2, CH>CH,CHs,
LWIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH:g, OCH(CH3)2, OCHzCHzCH:g, OCF3, BF, C|, F, CF3, -CN, SCH3, SOZCH3, -NHz, -
NHCHj3, -N(CHg)2, -C(O)NHz, -C(O)NHCHSa, Ta -C(O)N(CHa)>.

[4d] Y iHwomy BapiaHTi, KoMy BigAaeTbca We binblia nepesara, aHUWA BUHaxig 3anpoBafkKye HOBY CMONyKy
(bopMYJ‘IVI Ic, y skin:

R* aBnse coboto 3amileHunn (umknonponin)-C, ankin abo (umknobytun)- Cy ankin;

R! € 3amiueHum 0-1 -CN;

R' € Takox 3amilLieHm 0-1 3aMiCHUKaMW, LLIO BUBMPaOTLCA HE3ANEXHO Y KOXHOMY BUNAZKY i3

R™ R™, CHs, CHyCHs, CH(CHs)2, CH2CH2CHs, -(CH2)sCHs, -CH=CH>, -CH=CH(CH3), -CH=CH, -CH=C(CHs), -
CH>OCHj3, -CH,CH,OCHjs, F, CF3, yuknonponiny, Ta CHs-umknonponiny;

R asnse coboto deHin, 3amiweHmn 0-1 3amicHukamu, wo Bubmpattbes i3 OCH3, OCH,CHs, Ta OCF3, T1a 0-2
3aMiCHMKamu, Lo BMOMpaTLCS He3anexHo y KoxHoMy Bunagky i3 CHs, CH,CHs, CH(CHs),, CH.CH,CHjs, Br, CI, F,
CF3, -CN, Tta SCHg;

R™ sBnsc coboio retepoapun, Wo BWOMpaeTbes i3 dpypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
isokcasoniny, Ta nipasoniny, KoXeH retepoapun € 3amiweHum no 0-3 ByrneuesMM atomMam 3aMiCHUKOM, Lo
BMOUPAETLCS HE3aMNEXHOo Y KoxHOMY Bunagky i3 CHs, CH,CHs, CH(CHs),, CH2.CH,CHs, OCH3, OCH,CHs, OCFs3, Br,
C|, F, CF3, -CN, Ta SCHs.

[4e] VY iHinomy BapiaHTi, sikoMy BigAaeTbca wWe binblia nepesara, AaHWA BUHaXxXig 3anpoBagkKye HOBY CMONyKy
d)OpM}/J'IVI Ic, y qkin:

R™ saBnac cobotw (umknonponin)-C: ankin abo (umknobytun)- Ci ankin, 3amiweHuin 1 3amiCHWMKOM, Lo
BUGMPAETLCA HE3amexHo y KokHoMy Bunaaky i3 R'? R'™®, CHs, CH2CHs, CH(CHa)z, CHoCH,CHs, -(CH2)sCHs, -
CH=CH,, -CH€H(CH 3), -CH=CH, -CH=C(CHj), -CH,OCHs;, -CH,CH,OCHs;, F, CFs, uwuknonponiny, ta CHs-
Lmknonponiny;

R' siBrmx coboto deHin, 3amiweHuni 0-2 3amicHMKamMu, WO BUOMPaOTLCA HE3aNeXHo Yy KOXHOMY Bunagky i3 CH3,
CHrCHs, CI, F, Ta CF3;

R"® sBmx coboio retepoapvn, wWo BubupaeTbcs i3 dypaHiny, TieHiny, Ta i3okcasoniny, KOXeH retepoapwurn €
3amiweHnum no 0-2 ByrfneueBMM aToMam 3aMiCHVMKOM, L0 BUOMpAaETbCA-HE3anexXHo y KOXHOMY Bunagky i3 CHa,
OCHs, CI, F, Ta CFs.

[4f] Y BapiaHTi, AskOMYy BiggaeTbCA HaBiThb LWe Ginblia nepesara, AaHWA BUHAaxig 3anpoBagkKye HOBY CMOMNyKy
dopmynu Ic, y sKin:

R™ Bubupaetbca i3 rpynu (umknonponin) CH-CHs, (umknonponin) CH-CH>CHs, (umknonponin) CH-CH:OCHs,
(umknonponin) CH-CH,CH>CHs, (umknonponin) CH-CH,CH>OCHgs, (umknonponin)CH, deHin(umknonponin)CH,
dypaHin(umknonponin)CH, TieHin(Huknonponin)CH, isokcasonin(uvknonponin)CH, (CHs-cpbypanin) (unknonponin)CH,
(umknob\tnn)CH-CHs,  (umknobytnn)CH-CH.CHs,  (umkno6byTtun)CH-CH,OCH3,  (umkno6ytun)CH-CH>CH,CHs,
(umknobytnn)CH-CH.CH>OCHS, (umknobyTtnn),CH, deHin(yuknodbyTun)CH, dypaHin(umknobytnn)CH,
TieHin(umknobytmn)CH, isokcasonin(unknodytun)CH, Ta (CHs-dypaHin) (umknobytnn)CH.

[49] Y iHwomy BapiaHTi, sKoMy BigaaeTbcs We binblia nepesara, aHUA BUHaXxi4 3anpoBafkye HOBY CrONyKy
dopmynu Ic, y skin: D gaBnsie coboto deHin, 3amilleHnn 2-4 3aMiCHMKaMu, Lo BUBUPaTbCA HE3anexXHo Y KOXXHOMY
Bunagky i3 CHs, CH,CHs3;, CH(CHs),, CH,CH2CHs, uyuknonponiny, OCHs;, OCH,CHs, OCH(CHs),;, OCH2CH,>CHs,
OCFj3, Br, Cl, F, Ta CFa.

[4h] Y iHwomy BapiaHTi, KoMy BigAaeTbca We binblia nepesara, 4aHUMA BUHaxig 3anpoBafkKye HOBY CrONyKy
dopmynu Ic, y skin: D aBnsie coboto nipuaunn, 3amilleHunii no 2-4 ByrneLesnM aToMam 3aMiCHUKOM, WO BUOMPaETLCS
He3anexHo y koxHomy Bunagky i3 CHs, CH>CHs, CH(CHs),;, CH,CH,CHs;, uwmknonponiny, OCHs;, OCH,CHzs;
OCH(CH3)2, OCHzCHzCHs, OCF3, BI’, C|, F, Ta CF3.

[4i] Y iHWoMy BapiaHTi, sKOMY BiAdaeTbCs Nepesara, AaHUA BUHaXig 3anpoBapKye HOBY Crionyky dopmynu Ic, ae
3a3HayeHa crnonyka BubumpaeTbes i3 rpynu:

6-(2,4-6ic(TpudTopomeTnn)deHin-9-(guumknonponlnmeTnn)-8-etnn-9H-nypuH;

6-(2-xnopo-4-uianodenin)-9-(auumknonponinMeTun)-8-eTun-9H-nypuH;
6-(2-xnopo-4-mcrokcu-5-xnopodeHin)-9-(auuuknonponinveTnn)-8-eTun-9H-nypuH;
6-(2-xnopo-4-mcrokcu-5-metundeHin)-9-(anuuknonponinmeTnn)-8-eTnn-9H-nypuH;
6-(2-xnopo-4-merokcudeHin)-8-etun-9-(2-rekcun)-9H-nypuH;
6-(2-xnopo-4-mcrokcudeHin)-8-etun-9-(2-neHtun)-9H-nypuH;
6-(2-xnopo-4-mcrokcudeHin)-8-etun-9-(3-rentun)-9H-nypuH;
6-(2-xnopo-4-mcrokcudeHin)-8-etun-9-(3-rekcun)-9H-nypuH;
6-(2-xnopo-4-mctokcudpeHin)-8-etnn-9-(4-rentun)-9H-nypwH;
6-(2-xnopo-4-mctokcudeHin)-9-(1-umknonponindytin)-8-eTun-9H-nypuH;
6-(2-xnopo-4-meTokcudeHin)-9-(1-LUMKNOnponinnponin)-8-eTun-9H-nypwH;



6-(2-xnopo-4-mcrokcudeHin)-9-(guumknonponinmeTun)-8-eTun-9H-nypwH;
6-(2-xnopo-4-mcTokcmdeHin)-9-(auumknonponinMeTus)-8-meTokcn-9H-nypuH;
6-(2-xnopo-4-meTun-5-propodeHin)-9-(auumnknonponinmeTun)-8-eTnn-9H-nypuH;
6-(2-xnopo-4-mcTungeHin)-8-etun-9-(2-neHtun)-9H-nypuH;
6-(2-xnopo-4-mcrnndcHin)-8-etun-9-(4-rentun)-9H-nypuH;

6-(2-xnopo-4-mci'i indeHin)-9-(1-unknonponindytnn)-8-etun-9H-nypuH;
6-(2-xnopo-4-mcinndeHin)-9-(guumknonponinmMetun)-8-etun-9H-nypuH;
6-(2-xnopo-4-ipiidoropometokcudpeHin)-8-etnn-9-(2-neHTun)-9H-nypwHx;
6-(2-xnopo-4-ipil(1)'ropomeTokcndeHin)-8-etun-9-(3-rekcunn)-9H-nypuH;
6-(2-xnopo-4-TpudTopomeTokcmdeHin)-9-(1-L knonpnindytn)-8-etun-9H-nypuH;
6-(2-xnopo-4-tpii(J) TopomeTokcndeHin)-9-(1-umknonponiunponin)-8-etnn-9H-nypuH;
©0-(2-xnopo-4-TpndTopomeTokcndeHin)-9-(auumknonponinmetun)-8-etun-9H-nypuH;
6-(2-xn opo-4-1p1 H|) TopomeTnndeHin)-8-eTnn-9-(1-rekcuH-3-in)-9H-nypuH;
6-(2-xnopo-4-Tpik|) TopomeTnndeHin)-8-etmn-9-(1-neHTnH-3-in)-9H-nypwuH;
6-(2-xnopo-4-tpudTopomeTnndeHin)-8-etnn-9-(1-neHTuH-4-in)-9H-nypuH;
6-(2-xnopo-4-tpii(]) TopomeTundeHin)-8-etun-9-(1-cgeHin-2-6yTnHin)-9H-nypuH;

72 6-(2-xnopo-4-TpudTopoMeTUNdEHIN)-8-eTun-9-(2-rentuH-4-in)-9H-nypwH;
6-(2-xnopo-4-TpudpTopomeTundeHin)-8-etun-9-(2-rekcuH-4-in)-9H-nypux;
6-(2-xnopo-4-TpudpTopomeTundeHin)-8-etun-9-(2-neHTun)-9H-nypuH;
6-(2-xnopo-4-TpudpTopomeTundeHin)-8-etun-9-(4-rentun)-9H-nypwuH;
6-(2-xnopo-4-TpudpTopomeTundeHin)-8-etun-9-[(2-cpypain)umknonponinmeTnn]-9H-nypwuH;
6-(2-xnopo-4-TpudpTopomeTundeHin)-8-etun-9-[1-(2-cpypanin)nponin]-9H-nypuH;
6-(2-xnopo-4-TpudpTopometundeHin)-9-(1-Limknobytnnetnn)-8-etmn-9H-nypuH;
6-(2-xnopo-4-TpudpTopomeTundeHin)-9-(1-umknonponin-2-6yTuHin)-8-etun-9H-nypwuHx;
6-(2-xnopo-4-TpudpTopomeTundeHin)-9-(1-umknonponin-2-nponexin)-8-etun-9H-nypwuHx;
6-(2-xnopo-4-TpudpTopometundeHin)-9-(1-umknonponindyTun)-8-etun-9H-nypuH;
6-(2-xnopo-4-TpudpTopometundeHin)-9-(1-umknonponinnponin)-8-etnn-9H-nypuH;
6-(2-xnopo-4-TpudtopometundeHin)-9-(anuuknonponinMeTun)-8-eTun-9H-nypwH;
6-(2-xnopo-4-TpudptTopometundeHin)-9-(amuuknonponinMeTun)-8-metokcu-9H-nypuH;
6-(2-xnopo-4-tpudptopometundeHin)-9-[1-Luknonponin-1-(2-tieHin)metun]-8-etnn-9H-nypuH;
9-(1-yuknobyTunetun)-6-(2,4-guxnopodeHin)-8-etnun-9H-nypuH;
9-[1-umknonponin-(3-meTunisokcason-5-in)mMetun]-6-(2,4-gnxnopodeHin)-8-eTun-9H-nypuH;
9-(1-uyuknonponin-2-6yTuHin)-6-(2,4-guxnopodeHin)-8-eTun-9H-nypuH;
9-(1-uyuknonponin-2-6yTuHin)-6-(2,4-guxnopodeHin)-8-eTun-9H-nypuH;
9-(1-yuknonponin-2-nponeHin)-6-(2,4-auxnopo-6-metundeHin)-8-eTun-9H-nypwH;

73 9-(1-uuknonponin-2-nponeHin)-6-(2,4-OuxnopodeHin)-8-etun-9H-nypuH;
9-(1-yuknonponin-2-nponiHin)-8-eTun-6-(2-TpudTopomeTnn-4-metokcndeHin)-9H-nypuH;
9-(1-uyuknonponin-4'-gpTopobeHann)-6-(2,4-anxnopodeHin)-8-etun-9H-nypuH;
9-(1-uyuknonponin6eHsun)-6-(2,4-guxnopodeHin)-8-etnn-9H-nypwuH;
9-(1-UWKnonponin6eHsun)-8-etun-6-(2-tpudptopometun-4-metokcudeHin)-9H-nypumH;
9-(1-uyuknonponin6ytnn)-6-(2,4-guxnopodeHin)-8-eTnn-9H-nypuH;
9-(1-Umknonponin6ytunn)-8-etun-6-(2,4,6-tpumeTtnndeHin)-9H-nypuH;
9-(1-uyuknonponin®yTun)-8-eTnn-6-(2-metnn-4,5-gumeTokcudeHin)-9H-nypuH;
9-(1-yuknonponin®yTnn)-8-eTnn-6-(2-metnn-4-xnopodeHin)-9H-nypuH»
9-(1-yuknonponin®yTnn)-8-eTnn-6-(2-meTnn-4-meTokcndeHin)-9H-nypuH;
9-(1-uymknonponin6ytun)-8-eTnn-6-(2-TpucpTopomeTun-4-xnopodeHin)-9H-nypuH;
9-(1-UwvknonponinbyTtunn)-8-etun-6-(2-TpudpTopomeTnn-4-meTokcndeHin)-9H-nypuH;
9-(1-uyuknonponineTun)-6-(2,4-auxnopodeHin)-8-eTun-9H-nypuH;
9-(1-ymknonponineTun)-8-eTun-6-(2-TpucdTopomeTUn-4-xrnopodeHin)-9H-nypuH;
9-(1-yuknonponinneHTnn)-8-eTun-6-(2-meTnn-4-meTokendeHin)-9H-nypuH;
9-(1-ymknonponinnponin)-6-(2,4-guxnopo-6-MeTundeHin)-8-eTun-9H-nypuH;
9-(1-Uwmknonponinnponin)-6-(2,4-anxnopodeHin)-8-etun-9H-nypuH;
9-(1-umknonponinnponin)-8-eTun-6-(2,4,6-TpuMeTUndeHin)-9H-nypuH;
9-(1-uuknonponinnponin)-8-eTun-6-(2-TpudTopomeTnn)-4-xnopodeHin)-9H-nypuH;
6-(2,4-anxnopo-5-cTopodeHin)-9-(amumknonponinmeTun)-8-eTun-9H-nypwH;
6-(2,4-anxnopo-5-metundeHin)-8-etun-9-(2-neHTeH-3-in)-9H-nypuH;
6-(2,4-amxnopo-6-metundeHin)-9'(anuuknonponinmeTun)-8-etun-9H-nypuH;
6-(2,4-anxnopodeHin)-8-eTun-9-(1-rekcuH-3-in)-9H-nypuH;
6-(2,4-gnxnopodeHin)-8-eTnn-9-(1-meTokcmkapboHinnponin)-9H-nypuH;
6-(2,4-gnxnopodeHin)-8-etun-9-(1-cdeHin-2-6yTuHin)-9H-nypuH;
6-(2,4-gnxnopodenin)-8-etnn-9-(2-renTun-4-in)-9H-nypuH;
6-(2,4-gnxnopodenin)-8-etnn-9-(2-rekcun)-9H-nypuH;
6-(2,4-pgnxnopodeHin)-8-eTun-9-(2-rekcmH-4-in)-9H-nypuH;
6-(2,4-pgnxnopodeHin)-8-eTun-9-(2-neHTeH-3-in)-9H-nypwH;
0-(2,4-pnxnopodocwmin)-8-eTun-9-(2-neHTnn)-9H-nypuH;
6-(2,4-ONXnopodpcuin)-8-eTnun-9-(3-rentnn)-9H-nypuH;
6-(2,4-pgnxnopodeHin)-8-etun-9-(3-rekcun)-9H-nypuH;
6-(2,4-pnxnopodeHin)-8-etun-9-(3-neHTnn)-9H-nypuH;
6-(2,4-pnxnopodeHin)-8-etun-9-(4-rentun)-9H-nypuH;
6-(2,4-pnxnopodcHin)-8-etun-9-[1-(2-metunumknonponin)etun]-9H-nypuH;



6-(2,4-anxnopodeHin)-9-(anuuknonponinmeTun)-8-etun-9H-nypwuHx;

6-(2,4-anxnopodeHin)-9-(anuuknonponinmeTun)-8-etun-9H-nypwuHx;

6-(2,4-pnxnopodcnin)-9-(guumknonponinMeTun)-8-metokeun-9H-nypuHx;
6-(2,4-pnxnopodcnin)-9-(audeHinmetun)-8-etnn-9H-nypwuH;
9-(guumknonponinmetun)-6-(2,4-gumetnnderin)-8-etnn-9H-nypu;
9-(guumknonponinmetun)-6-(2,4-gumeTnnderin)-8-etnn-9H-nypu;
9-(guumknonponinmeTun)-6-(2,4-4UMeTOKCUNIPUANH-3-in)-8-MeTokcK-9H-nypuH;
9-(guumknonponinmeTun)-8-etun-6-(2,4,5-TpnxnopodeHin)-9H-nypuH;
9-(auumknonponinmeTun)-8-eTun-6-(2-metokcu-4-tTpudpTopomeTundeHin)-9H-nypwmH;
9-(guulknonponinmeTnn)-8-etnn-6-(2-metnn-4,5-guMmetokcudeHin)-9H-nypuH;
9-(auumknonponinmeTun)-8-eTun-6-(2-metun-4xnopodeHin)-9H-nypuH;
9-(guumknonponinmeTun)-8-eTun-6-(2-metun-4-aumeTunamiHodeHin)-9H-nypuH;
9-(guumknonponinmeTun)-8-eTun-6-(2-metun-4-meTokcu-5-xnopodeHin)-9H-nypuH;
9-(guumknonpouinmeTun)-8-eTun-6-(2-meTnn-4-meTokcu-5-cpropodeHin)-9H-nypwuH;
9-(guumknonponinmeTun)-8-eTun-6-(2-xnopo-4-meTokcu-5-ropodeHin)-9H-nypuH;
9-(gmupmknonponinmeTun)-8-eTun-6-(2-metun-4-metokcmdeHin)-9H-nypuH;
9-(auupmknonponinmeTun)-8-eTun-6-(2-TpudTopomeTnn-4-xnopodeHin)-9H-nypuH;
9-(auupmknonponinmeTun)-8-eTun-6-(2-TpudTopoMeTun-4-MeTokendeHin)-9H-nypuH;
9-(guumknonponinmeTun)-8-eTun-6-(2-TpudTtopoMeTun-4-npninokcudeHin)-9H-nypuH;
6-(2,6-anmeTtokcunipuanH-3-in)-8-etnn-9-(2-neHTun)-9H-nypwHx;
6-(2,4-gnmetundbenin)-8-etun-9-(2-neHTnn)-9H-nypuH;
8-eTnn-6-(2-metun-4,5-gumetokcudpeHin)-9-(2-neHTnn)-9H-nypuH;
8-eTnn-6-(2-metun-4,5-gumetokcudpeHin)-9-(3-neHTnn)-9H-nypuH;
8-eTun-9-(1-rekcen-3-in)-6-(2-metun-4,5-gumetokcndeHin)-9H-nypuH;
8-etnn-9-(1-rexkcen-3-in)-6-(2-TpndTopomeTnn-4-meTokcudeHin)-9H-nypuH;
8-etnn-9-(2-rekcun)-6-(2-TpucpTopomMeTun-4-meTokcudeHin)-9H-nypuH;
8-eTnn-9-(2-neirnw)-6-(2-TpndTopomeTnn-4-meTokcudeHin)-9H-nypuH;
8-e1nn-9-(3-rexkcnn)-6-(2-metun-4-metokcudeHin)-9H-nypuH;
8-e1nn-9-(3-rekcun)-6-(2-TpudTopomMeTun-4-meTokcndeHin)-9H-nypuH;
8-e1nn-9-(3-neHTun)-6-(2-TpucdTopomMeTnn-4-xropodeHin)-9H-nypuH;
8-e1nn-9-(4-rentun)-6-(2-meTnn-4-xnopodeHin)-9H-nypuHx;
8-e1nn-9-(4-rentun)-6-(2-meTnn-4-meTokcndeHin)-9H-nypuH;
8-eTun-9-(4-ren'inn)-6-(2-TpudTopomeTnn-4-xnopodeHin)-9H-nypuH;
8-e1nn-9-(4-rentun)-6-(2-TpucdTopomMeTnn-4-meTokendeHin)-9H-nypuH;Ta
9-(guupmknonponinmeTun)-8-eTun-6-(2-meTun-6-meTokcu-3-nipuann)-9H-nypuH;

abo hapmaueBTUYHO MPUAHATHUX CONbOBUX (POPM 3a3HaYEHNX CMOYK.

[4]] Y iHwomy BapiaHTi, AKOoMy BiggaeTbca Oinblua nepesara, AaHWN BWHaxXig 3anpoBamKye HOBY CMOMyKY
d)OpMYJ‘IVI Ic, y skin:

R aBnsie coboto Cz.g LMKNOAnNKim;

R! € 3amiluennm 0-1 3amicHukamu, Lo BUBMpatoTbes i3 -CN, -S(0),R** —COR™ -CO,R™? -NR™COR™®, -
N(COR™?),, .NR™CONR™R'®? -NR™CO2R™ ~CONR™R'®? i. MmopconiHiny, 1-vinepuauHiny, 1-ninepasuHiny, Ta
Cag umknoankiny, ge 0-1 Byrneuesi atomu y Ca.g UMKNOANKiAi 3amilweHi rpynoto, wo Bmbupaetses i3 -O-, -S(O)n-, -
NR™2., -NCO,R-, -NCOR - ta -NSO,R-, i pe Ny y 1-ninepasuini e samilexum 0-1 samicHykamy, KoTpi
BUGMpatoTbest i3 R™®, CO.R™, COR™ 1a SO,R™; i R' € Takox 3amilieHm 0-3 3amicHUKaMK, LLO BUGMPaOTLCS
He3anexHo y KOXXHOMY BUNaakKy i3 Rla, Rlb, RlC, Ci.6 ankiny, Ca.g ankeHiny, Ca.g ankininy, Br, Cl, F, I, C1.4 ranoankiny,
-OR™, -Cy. ankoken-Cy, ankiny, Ta NR*¥*R'®,

[4k] Y iHwomy BapiaHTi, skOMy BigdaeTbcsa Le Ginblua nepesara, AaHW BUMHaXig 3anpoBagXXye HOBY CMOMyKy
copmynu Ic, y sKin:

X Bubupaetscs i3 O, S(O), Ta 3B'A3Ky;

n popisHioe 0, 1 abo 2;

R' BUBMpaeTLCA i3 LMKNONPORiny, LMKNOBYTUIY Ta LMKIONEHTUIY:

R' € 3amilenum 0-1 3amicHukamu, Wo BuGMpaloTbest i3 -CN, -S(O).R'™, -COR™? -CO2R™? Ta Cus
umknoankiny, ge 1 BYFHeLI,eBMVI aToM y Cyg LIMKNOANKIMI 3aMilLieHWid Fpyroto, Lo BUBMPAETLES i3 -O-, -S(O)a-, -NR™2-,
-NCO,R"™-, -NCOR™"- Ta -NSO,R"*"-;

R' e Takox 3aMmilleHm 0-2 3aMiCHUKaMM, Lo BUOMPAIOTLCS HE3ANEXKHO Y KOXHOMY BMMNAAKY i3 R™ R™ Cus
ankiny, Co.s ankeHiny, Co.g ankininy, Br, Cl, F, CFs, CF2CFs, -OR™?, Cy., ankokeu- Cy.» ankiny, Ta -NR™2R'*®:

R'™ aBnse coboro apwn i Bubupaetbcs 3 dpeHiny Ta iHAaHiny, KoxeH R' ¢ samiweHum 0-1 -OR' 1a 0-5
3aMiCHMKamMU, WO BUOMPAIOTLCA HE3amnexHo g KoxxHOMy Bunagky i3 Ci.a ankiny, Cse umknoarnkiny, Br, Cl, F, Ci.4
ranoarkiny, -CN, -S(O),R*®, -COR", -NR*"?R*™, Ta -CONR'"*R"®*;

R'™ sBnsie coGoto retepoapun i BubmpaeTbca i3 mipuguny, nipumiguHiny, dypasiny, TieHiny, imigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, i a ingadoniny, KOXeH
reTepoapwn € 3amilieHum no 0-4 ByrneueBMM aTtomMaM 3aMiCHUKOM, Lo BUOMPAETbCA HE3aMNeXHO y KOXKHOMY BMMaaKy
i3 Cy.4 ankiny, Cs.s UMKnoarnkiny, Br Cl F CF, -CN, -ORY, -S(0),R™ —COR", -NR*"?R'** 1a -CONR'"*R'%, i koxeH
reTg%oaeﬂ')n C 3aMiLLieHNM Mo By/b-siKoMy aToMy a30Ty O-1 3aMicHUKamu, Lo BuGupatoTsest o R™2, CO,R™, COR™
Ta R

R? Bubupaetbcst i3 Cia ankiny, Co.a ankeHiny, ta Cy-4 ankiHiny i € 3amiweHum 0-1 3amicHvkamu, Lo
BubupatoThes i3 -CN, OH, Cl, F, Ta C;.4 ankokcy;

R® BMOMPAETbCA HE3aNeXHOo y KoxXHOMY Bunagky i3 H, Br, Cl, F, -CN, Ci.4 ankiny, Cs.s umknoankiny, Ci.4 ankokcy,
NH2, C1.4 ankinamino, Ta (Ci-4 ankin)z-amiHo;

R® BUBMpPaETLCH HE3aNEXHO Y KOXHOMY BUNaaky i3 H, Ci4 ankiny Ta Ca.g LMknoankiny;



R'® Bu6MpaeThbes i3 Ciq ankiny, Ci.o ranoankiny, Ci.» ankoken-Ciz ankiny, Cse Umknoankin-Ci., ankiny, apun (C.
2 anKin%/)-, Taretepoapun (Ci.o ankiny)-;

R™ 1a R'® B6MpaloTbCa HE3anexHo y KOXHOMY BUNaaKy i3 H, Ci4 ankiny, Ci.4 ranoankiny, Cis ankokcn-Ciq
ankiny, Cse unknoarkiny, t1a Cse yuknoankin-Ci.¢ ankiny;

R BubupaeTbea i3 Ci4 ankiny, Cip ranoankiny, Cy.z ankokcn-Ci. ankiny, Ca.s Luknoankin-Ca., ankiny, apun (Ci.
2 anKinX)-, Taretepoapun (Ci-2 ankiny);

R BuBnpaeTbea i3 Cy4 ankiny, Ci. ranoankiny, Ci.; ankoken-Ci.2 ankiny, Ta Cs.e Liknoankin-Ci., ankiny;

R BuGupaetscst i3 Ciq ankiny, Cio rarnoankiny, Ciz ankokcu-Ciz ankiny, Css Uukroankiny, ta Cas
umknoankin-Ci-, ankiny;

R'® BUBMPAETLCA HE3aNeXHO Y KOXHOMY BUMagky i3 H, Cis ankiny, Ca; uvknoankiny, Cse UMknoankin-Ci.a,
ankiny, deHiny ta 6eH3uny, koxeH ceHin abo 6eH3nn € 3amiweHuMKn Mo apunbHin cknagosii 0-3 rpynamu, Lo
BubupatoThes i3 Ci1.4 arkiny, Br, Cl, F, C1.4 ranoankiny, Ci.4 ankokcy, Ci.4 ranoankokcy, Ta QUMETUNaMIHO;

R'®? BUBMpaeTbCsl HE3aNEXHO Y KOXHOMY BUNagky i3 H, Ci4 ankiny, Csz umknoankiny, Ta Ca.s Lyknoankin-Ci.g
ankiny;

RY, R™® ta RY BUOUPAIOTLCA HEe3anexHo y koxHoMy Bunagky i3 H, Cie ankiny, Cs.io umknoarnkiny, Csse,
uvknoankin-Cys ankiny, Ci.» ankokeu-Ci., ankiny, Ta Ci.4 ranoankiny; sik anotepHata, y NR''R™ cknagosiit R Ta
R™ YTBOPIOKOTL CNifbHO 1-niponiguHin, 1-mopdoniuin, 1-I'Ii|164pl/l,EI,MHiJ'I abo 1-ninepasuHin, ae Ny y 1-ninepasvHui €
3aMilLieHnm O-1 3amicHVKamu, Lo BuBMpatoThes i3 R, CO,R™, COR™ ta SO.R™;

R'? 1a R BMOMPalOTbCA He3anexHo y KokHoMy Bunagky i3 H, Ci¢ ankiny, Cs.io umknoankiny, Cs.e Uuknoarnkin-
Cie ankiny T1a Ci.4 ranoankiny; apwn sBnsie cobok deHin, 3amiweHun 1-4 3amicHukamuy, Wo BuOMpaTbCst
He3anexHo y KokHomy Bunagky i3 Ci.4 anKingl, Cs.6 LUuknoarkiny, -ORY, Br, CI, F, C14 ranoarkiny, -CN, -S(O)ans, -
CORY, -CO,RY, -NR™¥®CORY, -NR®CO,R™, -NR''R", Ta -CONR'R™; i reTepoapun BUGMpPAETLCS HE3ANEXKHO Y
KOXHOMY BuUNagKy i3 nipuauny, nipyumiguHiny, TpuasuHiny, dypaniny, XiHomiHiny, i3oxiHomiHiny, TieHiny, Tiasoniny,
iHooniny, niponiny, okcasoniny, 6entodypaniny, 6eH3oTieHiny, GeHsoTiazoniny, OeH3okcasoniny, i3okcasoniny,
TeTpasoniny, , iHgasoniny, 2,3-gurinpobeH3odypaHiny, 2,3-gurinpobeHsoTleHiny, 2,3-avrigpobeHsoricnin-S-okcuay,
2,3-gurinpobeH3oTieHin-S-aiokeuay, iHgoniHiny, 6eH3okca3oniH-2-oH-iny, 6enyogiokconaHiny Ta OeH3opdiokcaHy,
KOXeH retepoapun € 3amiweHnm no 1-4 ByrneuesMM aToMamM 3aMiCHUKOM, LLO BUOMPAETLCS HE3anexHo y KOXHOMY
BUNagKy i3 Cie aniny, Csss UMKnoankiny, Br, Cl, F, Cy4 ranoankiny, -CN, -ORY, -S(O)nR*®, -COR", -CO,RY, -
OC(O)R™, -NR*¥®CORY, -N(COR),, -NR™CO,R™, -NRR™, Ta -CONR'R", i koXeH reTepoapus ¢ 3aMiLLEHUM MO
6yab-sIkoMy aToMy a3oTy 0-1 3amicHUKamu, Lo BUBMpaioThest i3 R™®, CO,R™2, COR™? 1a SO,R™.

[4]] Y iHwomy BapiaHTi, AKOMY BiAOA€TbCA HaBiTb Lie Oinblia nepeBara, AaHWA BUHaXi4 3anpoBaKye HOBY
cnonyky dopmynu Ic, y skii:

X Bnbupaetbes i3 O, S Ta 3B's3Ky;

R'e 3amiweHum 0-1 3amicHukamu, wo BubmpatoTtbes i3 -CN, -CO2R™, Ta Ca.g Luknoankiny, ae 0-1 Byrneuesi
aromn y Cu.g LMKMOANKii 3aMiLLieHi rpyroto, Lo BUBMPAETbCs i3 -O-, -S(O),-, Ta —NR™%;

R ¢ Takox 3amilleHnm 0-2 3amicHMKaMu, L0 BUOMPAKTLCA HE3amNeXHO Yy KOKHOMY BUMNAAKy i3 Rla, Rlb, Cis
ajg(ligayélcﬁzaz_g ankeHiny, C,.g ankininy, Br, Cl, F, CFs3, -OR™® _OH, -OCHs, -OCH,CHs, -CH,OCHgs, -CH,CH,OCHs, Ta-

R gaense coboto apun i € deHinom, 3amiweHum 0-1 3amicHukamu, wo BubupatoTeca i3 OCH;, OCH,CHs,
OCH(CHg)2, OCH,CH2CHs, i OCF3, Ta 0-3 3aMicHMKamu, WO BUOMpaOTbCA HE3amneXHo Yy KoXHOMY Bunagky i3 CHs,
CHzCHs, CH(CH3)2, CHzCHzCHs, LI,I/IKJ'IOI'IpOI'IiJ'Iy, Br, C|, F, CF3, -CN, SCHg, -NHz, -NHCH3, -N(CH3)2, -C(O)NHz, -
C(O)NHCHg3, Ta -C(O)N(CHsa)z;

R™ aBnse cobow rcrepoapun | BuMbupaeTbca i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHA4asoniny, KoXeH reTepoapun € 3amiweHum no 0-3
BYrfeLEBUM aToMaM 3aMiCHMKOM, LLIO BUOMPaETbCA He3anexHo y koxkHomy Bunagky i3 CHs, CH,CHs, CH(CHs)2,
CHzCHzCHs, LI,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCHs, OCH(CHs)z, OCHzCHzCHa, OCF;:,, Br, C|, F, CF3, -CN, SCH;:,, -NHz, -
NHCHs, -N(CHj3)2, -C(O)NH,, -C(O)NHCH3, Ta -C(O)N(CHs)2, i KOXeH retepoapun € 3amilleHnm no 6yap-skomy
atomy a3oTy 0-1 3amicHukamu, wo Bubupatotbes i3 CHs, CO2CHs, COCH3 Ta SO2CHs;

R? Bubupaetbes i3 CHs, CH,CH3, CH(CHs),, Ta CH2CH2CHj;

R® BMbupaetbes i3 H, CH3, CH,CH3;, CH(CHs),, Ta CH,CH.CHs; apun siBnse coboto deHin, 3amiweHnn 2-4
3aMiCHUKamMK, WO BUOWpalOTbCA He3anexHo Yy KokHomy Bunagky i3 CHs;, CH,CHs, CH(CHs),, CH,CH2CHs,
LI,MKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH:g, OCH(CHs)z, OCHzCHzCHs, OCFs, Br, C|, F, CF3, -CN, SCH3, SOzCHs, -NHz, -
NHCHs, -N(CHgz)2, -C(O)NH2, -C(O)NHCH3, Ta -C(O)N(CHs)2, i, retepoapun BnoOnpanbcs HE3anexHo Yy KOXHOMY
BMNagKy i3 nipuguny, ingoniny, ©eH3oTieHiny, 2,3-aurigpobentodypaHiny, 2,3-gurigpobeH3oTieHiny, 2,3-
ourinpo6eH3oTieHin-S-okenay, 2,3-aurigpobeH3oTieHin-S-aiokcnay, iHOoniHiNy, Ta GeH30KCa30mMiH-2-0H-iNy, KOoXeH
reTepoapws € 3amillleHMm Mo 2-4 ByrreLesMM atoMam 3aMiCHUKOM, L0 BUOMPAETLCS He3anexHo y KOKHOMY BUMaaKy
i3 CH3, CHzCH3, CH(CH3)2, CHzCHzCH3, LWIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH3, OCH(CH3)2, OCHzCHzCH3, OCF3, BI’, C|,
F, CF3 -CN, SCHj;, SO,CHs, -NH;, -NHCHs, -N(CH3)2, -C(O)NHQ, -C(O)NHCH3, Ta -C(O)N(CH3)2, i KOXeH
retepoapwn € 3amilleHnm no byab-akomy aromy a3oty 0-1 3amicHukamu, o BubupatoTbea i3 CHs, CO2CH3s, COCH;3
Ta SOQCH3.

[4m] Y iHwomy BapiaHTi, sKOMy BiggaeTbcs Le bGinblua nepesara, AaHUI BUMHAXiO 3anpoBapPKye HOBY CMONYKY
(bOpMYJ‘IVI Ic, y Skin:

R™ € 3amiweHm 0-2 3amicHUKamu, Lo BUOUPaKTLCA HE3ANEXHO Yy KOXXHOMY BUMAAKYy i3 Rla-, Rlb, CHa;, CH,CH3,
CH(CHj3)2, CH2CH,CHgs, -(CH3)3CHs, -CH=CH,, -CH=CH(CH?3), -CH=CH, -CH=C(CH3), -CH>OCHjs, -CH>.CH>,OCHj3, F,
Ta CF3;

R gense co6oto deHin, samiwennii 0-1 3amicHukamu, wo BubupatTbesa i3 OCHs, OCH,CH3, OCH(CHg)o,
OCH2CH,CHs, ta OCF3, i 0-2 3amicHukamu, Lo BUOMpalOTbCA He3anexHo Yy KoxHoMy Bunagky i3 CHs, CH.CHs,
CH(CHs)z, CHzCHzCHs, Br, C|, F, CF3, -CN, Ta SCHs3;

R™ sBnse co6oto retepoapun i BubupaeTbcs i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, nipasoniny, Tpuasoniny, Ta TeTpa3oniny, KoXeH retepoapun € 3amiwieHum no 0-3 ByrrneLesMM aToMmam
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3aMiCHMKOM, WO BUOMPAETLCS He3anexHo y KoxHomy Bunagky i3 CHs, CH,CHs, CH(CHs);, CH,CH,CHs, OCHs,
OCH2CHjs, OCF;3, Br, CI, F, CF3, -CN, Ta SCHs, i KOXeH retepoapun € 3amilieH1mM no byab-sikomy atomy asoTy 0-1
3amicHMKamu, wo BubupatoTecs i3 CHs, CO2CHs, COCH3 Ta SO.CHg;

R? Bnbupaetbes i3 CHs, CH,CHs, Ta CH(CHa)y;

R® BMbupaetbea i3 H ta CHs; apun sBnsie coboto deHin, 3amileHmn 2-4 3amicHUKamu, WO BUOMpaloTbes
He3anexHo y koxHomy Bunagky i3 CHs, CH>CHs, CH(CHs);, CH>CH,CHs, uuknonponiny, OCHs, OCH,CHs,
OCH(CHg)2, OCH>CH,CHs, OCF3, Br, Cl, F, CFs, -CN, SCHs, SO,CHs, -NHz, -NHCH3, -N(CHas)2, -C(O)NH2, -
C(O)NHCHs, ta -C(O)N(CHg)2, i, reTepoapun sBnsie coboto nipuawn, 3amilieHuii no 2-4 ByrreueBMM atomam
3aMiCHMKOM, WO BUOMPaETbCS HesanexHo Yy KoxHomy Bunagky i3 CHs, CH»CHs, CH(CHg)2, CH>CH,CHs,
LI,MKJ'IOI'IpOI'IiJ'Iy, OCH3, OCH2CH3, OCH(CH3)2, OCHzCHzCHs, OCF3, Br, C|, F, CF3, -CN, SCH3, SOzCH:g, -NHz, -
NHCHs, -N(CH3)2, -C(O)NHz, -C(O)NHCHs, Ta -C(O)N(CHs)z.

[4n] Y iHwomy BapiaHTi, AkOMy BigAa€TbCA HaBiTb We Oinblla nepesara, AaHWN BUHaxig 3anpoBagkye HOBY
cnonyky opmynu Ic, y sKii:

R' e 3amilleHnm 0-2 3amicHUKamu, Lo BUOMPAOTLCA HE3aneXxHO Yy KOXHOMY BUMaKy i3 Rla, CHj, CH,CH3,
CH(CH3)2, CHzCHzCH3, -(CH2)3CH3, -CHzOCH3, -CHzCHzOCH3, F, Ta CF3; i

R' sBnsie coboto deHin, 3amieHnn 0-2 3amMicHUKamu, Lo BUOMPaOTLCA HE3AMNMEXHO Y KOXKHOMY Bunagky i3 CHs,
CH,CHs, CH(CHz3),;, CH,CH,CHjs, Br, CI, F, CF3, -CN, Ta SCHs.

[40] Y Bapian i i, AkoMy BigAaeTbCs Le bGinblua nepesara, AaHUM BUHaXxi4 3anpoBaKye HOBY CONyky dhopmynu
Ic, y skin: D aBnsie coboto dpeHin, 3amieHnin 2-4 3aMicHUKamu, WO BUOMPaOTbCA HE3ANEXHO Y KOXXHOMY BUMaAKy i3
CH3, CHchs, CH(CH3)2, CH2CH2CH3, LI,VIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHZCH3, OCH(CH3)2, OCHZCHZCH3, OCF3, BI’, C|, F,
Ta CFs.

[4p] Y iHWoOMY BapiaHTi, KoMy BigAaeTbca We binblia nepesara, AaHUA BUHaxig 3anpoBafkye mony Cronyky
dopmynu Ic, y skin: D aBnsie coboto nipngLi, 3amileHunii 2-4 3amicHMKamu, Lo BUOMPatOTbCS HE3AMEXHO Y KOXKHOMY
Bunagky i3 CHs, CH.CHj3;, CH(CHgs),, CH2CH,CHs, uuknonponiny, OCHs;, OCH,CHs;, OCH(CHs)2, OCH,CH,CHs,
OCFs3, Br, Cl, F, Ta CFa.

[4q] Y iHwomy BapiaHTi, SKOMy BiggaeTbca Oinblia nepeBara, SaHWW BUHaXig 3anpoBagKye HOBY CMOMyKY
d)OpMYJ‘II/I Ic, y qkin:

R™ Bubupaetbes i3 Ci-10 ankiny, Co.io ankeriny, Ca.10 ankiHiny, Csg umknoankiny, Cse umknoankin-Ci.e, ankiny ta
Ci-4 ankokcu-Ci.4 ankiny;

R'e 3aMileHnM Csz.g LMKNOAmNKiNbHOW rp){noro, Ae 0-1 Byrneuesi atomum y Ca.g LIMKNOANKiMi 3aMilLeHi rpynoto, Lo
BUBUPAETLCS i3 -O-, -S(O)r-, -NR¥%-, -NCO,R™-, -NCOR™- Ta -NSO,R™;

R® € Takox 3amileHnm 0-3 3aMiCHMKamu, L0 BUOMPaOTbCA HE3amNEXHO Y KOXXHOMY BUNaaKy i3 Rla, Rlb, Rlc, Cis
ankiny, Cag ankeHiny, Co.s ankininy, Bu, Cl, F, I, C1.4 ranoankiny, -OR™® -NR™*R'® C,_, ankokcu-Ci. ankiny, Ta Ca.
g LMKnoarkiny, kotpun € samiweHmm 0-1 R’iB sikomy 0-1 syrneuesux atoMie Ca.g LMKNO@nkiny samiHeHi Ha -O-; 3a
yMOBM, Wo R™ € BigMiHHUM Big uuknorekcun - (CHy); - rpynu;

R' siBnsie coboto apHn i BubupaeTtecs 3 deHiny, HadTuny, iHgaHiny Ta iHgeHiny, KoxeH R' ¢ 3amitenHum 0-1 -
ORY 1a 0-5 3aMiCHVKaMW, L0 BUOUPaOTLCA HE3ANEXHO Y KO)KHOM}/ Bunagky i3 Ci¢ ankiny, Cs.s, Umknoankiny, Br, Cl,
F. 1, C14 ranoankiny, -CN, HiTpo, SH, -S(ogans, -CORY, -OC(O)R"®, -NR™COR", -N(COR™),, -NR™*CONR'"?R'*,
-NRlsaC02R18, NR 7aR19a, Ta -CONR17aR1 a;

R™ sBnsie coboto i cTepoapwn i BUBupaeTbea i3 mipuauny, NipumiguHiny, TpuasuHiny, dypaHiny, xiHomiHiny,
isoxiHoniminy, TieHiny, imigasoniny, Tiasonminy, iHgoniny, niponiny, okcasoniny, 6GeH3odypaniny, 6einoTieniny,
OeHsoTiazoniny, 6eH3okcasoniny, i3okcasoniny, nipasoniny, Tpwasoniny, TeTpasoniny, ingasoniny, 2,3-
avrigpobeHsodpypaniny, 2,3-gurigpobensotieHiny, 2,3-aurigpobexsoTicnin-S-okemagy,  2,3-aurigpobeH3oTieHin-S-
giokcmay, iHponiHiny, ©eH3okca3oniH-2-0oH-iny, ©eH3opiokconaHiny Ta OGeH304ioKkcaHy, KOXeH reTepoapun e
3amiweHnm no 0-4 ByrneLeBnM aToMam 3aMiCHUKOM, LLIO BUOMPAETLCH He3anexHo y KOKHOMY Bunagky i3 Cie ankiny,
Css unknoankiny, Br, Cl, F, I, C1.4 ranoankiny, -CN, HiTpo, -OR"’, SH, -SgO)les, -CORY, -OC(O)R*®, -NR™?COR", -
N(COR"),, -NR™CONR?R™? -NR®CO,R", -NR'*R™ 1a ~CONR"*R'*?, i koeH reTepoapun € samileHnm no
Gyab-sikoMy aToMy a30Ty 0-1 3aMicHUKaMmu, Lo BUGUpaloTLCst i3 R™?, CO,R™?, COR™® ta SO.R™; i

R'® aBnsie co60I0 reTepoLMKnin i € HacuYeHM aBo YaCTKOBO HACUUYEHUM reTEPOAPUIOM, KOXKEH reTepoLmKmin e
3amiweHnm no 0-4 ByrneLeBnM atomam 3aMiCHUKOM, LLIO BUOMPAETLCH He3anexHo y KOXHOMY BUNagky i3 Cie ankiny,
Css UMkroankiny, Br, Cl, F, I, Cis ranoankiny, -CN, HiTpo, OR™, SH, -S(0).R™, -COR™, -OC(O)R™, -
NR™COR™® -N(COR'™),, -NR™CONRR'? _NR™CO,R, -NR™R™ t1a —CONR™R™ | koxeH
reTepouuknin € 3amiweHum no Oyab-skomy atomy asoTy O0-1 3amicHvkamu, wo BubMpaloTbCs i3 R CO,R™,
COR™ Ta SO,R™, i fie 6yab-sKNit aTOM Cipku, NIPK NOTPEBi, € MOHO- 260 AIOKCUAOBAHNM.

[4r] Y iHwoMy BapiaHTi, skOMY BifAaeTbCa HaBiTh OiNnblua NnepeBara, AaHU BUHaXi4 3anpoBaiXXye HOBY CMOYKY
dopmynu Ic, y SKin:

X Bubupaetscs i3 O, S(O), Ta 3B'A3KY;

n pgopisHioe 0, 1 abo 2;

R BMBMpaeTbes i3 Cyg, ankiny, Coe ankeHiny, Ca.s ankiHiny, Ta Cs.g LMKNOANKiny;

R € 3aMilleHnm Czs, LMKNOAMNKINLHOK rpynoto, ge 0-1 Byrneuesi atomn y Cae LMKNOAMKINI 3aMiLLEHi rpynoto,
IO BUBMPAETLES i3 -O-, -S(0),-, Ta -NR™%;

R’ € Takox 3amilleHnm 0-2 3amicHukamu, Wo BUBMpalTbCA He3anexHo ¥ KOXXHOMY Bunagky i3 Rla, Rlb, Ci6
ankiny, Cos ankeHiny, Cos ankiHiny, Br, Cl, F, CFs, CF,CFs, -OR™? -NR™?R'® C,, ankokcu-Ci., ankiny, Ta Cae
LMKnoarnkiny, KoTpun € 3amiwieHnm 0-1 R’iB sikomy 0-1 ByrneveBmx aTomiB Ca.g LIMKNOAnkiny 3amiHeHi Ha -O-;

R' saBnsie coboto apun i BMGupaeTbca 3 beHiny Ta iHAaHiny, KoXeH R' ¢ samiwenum 0-1 —OR" T1a 0-5
3aMiCHMKamMu, Lo BUOMPAOTLCA HE3anexHo g KOXKHOMY Bunagky i3 Ci.4 ankiny, Cs.s uuknoankiny, Br, Cl, F, Ci4
ranoarkiny, -CN, -S(0),R*®, -COR' -NR'"?R'™, 1a -CONR'"*R™,

R™ sBnse coboio rciopoapun i BuObupaeTbcs i3 nipyaguny, nipuMiauHiny, dypadiny, TieHiny, imigasoniny,
Tiazoniny, niponiny, okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpasoniny, Ta iHAasoniny, KoXeH
reTepoapwn € 3amilieHum no 0-4 ByrneueBMM aTtomMaM 3amiCHUKOM, Lo BUOMPAETbCA HE3aMNeXHO Y KOXXHOMY BUMaAKy



i3 C14 ankiny, Css UMknoankiny, Br, Cl, F, CFs, -CN, -OR", -S(O)R'®, -COR", -NR'*R'®, 1a —CONR*"*R™ i
KOXXEH reTepoapwun ¢ 3amilleHum no 6yab-akomy aTtomy a3oTty 0-1 3amicHukamu, Wo BUbuparTbes i3 R COR™,
COR™ Ta SO,R";

R? BMbUpaeTbes i3 Ci.4 ankiny, Co.4 ankexiny, ta Co.s ankiHiny i € 3amiweHnm 0-1 3amicHukamu, Lo BUBUpaoTbes
i3 -CN, OH, ClI, F, Ta C1.4 ankokcu;

R® Bubupaetbes i3 H, Br, Cl, F, -CN, Ci.4 ankiny, Cse uuknoankiny, Ci-4 ankokeu, NHz, Ci.4 ankinamiHo, 1a (Ci4
arkin)2-amiHo;

R’ BUBMpaETLCH HE3aNEXHO Y KOXHOMY BUNaaky i3 H, Ci4 ankiny Ta Ca.g LiMKNoankiny;

R'® BubupaeThea i3 Ci4 ankiny, Ci, ranoankiny, Ci.z2 ankokcu-Ci. ankiny, Ca.s Luknoankin-Cy., ankiny, apun (C.
2 ankiny)-, Ta retepoapuvn (Ci-, ankiny)-;

Ri3a Ta Ria BUOMpalOTbCs He3anexHo y koxHoMy Bunagky i3 H, Ci4 ankiny, Ci.4 ranoankiny, Ci.4 ankokcu-Ci.4
ankiny, Cse umknoarkiny, ta Cse yuknoankin-Ci.¢ ankiny;

R BuBMpaeTbes i3 Cy4 ankiny, Ci» ranoankiny, Ci, ankokeu-Ci, ankiny, Cae Lmknoankin-Cyo ankiny, apun (Ci.
2 anKin/}/)-, Ta retepoapun (Ci-, ankiny);

R BuGupaeTbes i3 Cy4 ankiny, Ci» ranoarnkiny, Ci., ankoken-Ci.» ankiny, Ta Ca. LMknoankin-Ci., ankiny;

R Bu6MpaeTbes i3 Cis ankiny, Ci, ranoankiny, Ci» ankokcu-Cio ankiny, Cse UMKnoankiny, Ta Case
uuknoankin-Ci-, ankiny;

R'® BUGMpaeibcsi He3amexHo y KokHoMy Bumagky i3 H, Cis ankiny, Cs; umknoankiny, Css LMKNoankin-Ci.e
ankiny, dgeHiny ta 6eH3nny, koxeH deHin abo 6eH3nn e.3amiweHnumMn No apunbHii cknagosii! 0-3 rpynamu, wWwo
BubupatoThes i3 Ci4 ankiny, Br, Cl, F, C1.4 ranoarnkiny,

Ci-4ankokcu, C'i 4 ranoankokcu, Ta AUMETUNAMIHO;

R'®? BUBMpPaeTbCS HE3aNEXHO y KOXHOMY BUNagKy i3 H, Ci4 ankiny, Csz umknoarnkiny, Ta Cas LMknoankin-Cie
ankiny;

RY, R™® ta R" BMOMPaOTbCA HesanexHo y KoxHoMy Bunagky i3 H, Cie ankiny, Cs.io umknoankiny, Css
unknoankin-Cys ankiny, Ci» ankokcu-Ci, ankiny, Ta Ci4 ranoankiny; sik anstepHatvea, y NR'R™ cknaposit RY Ta
R™ YTBOPIOKOTb CNifbHO 1-niponiauHin, 1-mopdoniHin, 1-nine4pv|;|.v|Hin abo 1-ninepasuHin, ae Ny y 1-ninepasvHini €
3amilLieHnm 0-1 3amicHuKamu, Lo BubMpatoTses i3 R, CO,R™, COR™ 1a SO.R™;

R'"? ra R'* BMOMPaOTbCA HE3anexHo y KoxXHoMy Bunagky i3 H, Ci.s ankiny, Cs.1o umknoankiny, Cse UMknoankin-
Cie ankiny ta Ci4 ranoankiny; apwn siBnsic cobot deHin, 3amiweHuin 1-4 3amicHMkamu, LWo BuOMpaoThes
He3anexHo y KokHomy Bunagky i3 Ci.4 anKinQ/, Cs.6 Lmknoarnkiny, -ORY, Br, CI, F, C14 ranoarnkiny, -CN, -S(O)ang, -
CORY, -CO,RY, -NR™®COR", -NR>CO;R", -NR''R™, Ta —CONR''R"; i retepoapun Bn6npacTbcsi He3anexHo y
KOXXHOMY BUNagKy i3 nipnauny, nipumiguHiny, TpuasuHiny, dypaniny, XiHomiHiny, isoxiHoniHiny, TieHiny, Tiasoniny,
iHooniny, niponlny, okcasoniny, ©6ensodypaniny, ©6eH3oTieHiny, OeHsoTlasoniny, GeH3okcasoniny, i3okcasoniny,
TeTpasoniny, ingadoniay, 2,3-gurigpobeHsodypaniny, 2,3-gurigpobeHsoTieHiny, 2,3-aurigpobeH3oTieHin-S-okecnay,
2,3-gurigpobeH3oTieHin-S-giokenay, iHaoniHiny, GeH3okca3oniH-2-oH-iny, 6eH3ogiokconaHiny Ta 6eH3ogiokcaHy,
KOXeH retepoapwn € 3aMieHnm no 1-4 ByrneuesMmM aTtoMam 3aMiCHUKOM, LLO BUOMPAETLCS HE3aNeXHO Yy KOXXHOMY
BUNaaKy i3 Cig ankiny, Csss UMknoankiny, Br, Cl, F, Cy4 ranoankiny, -CN, -OR", -S(O)nR*, -COR", -CO,RY, -
OC(O)R™, -NR*®COR"", -N(COR),, -NR™CO,R™, -NR''R"®, Ta -CONR''R", i koXeH reTepoapun € 3amiLLeHUM Mo
6yab-sikoMy aToMmy a3oTy 0-1 3amicHUKamu, Lo BUBMpaioTkest i3 R™®, CO,R', COR™ ta SO,R™.

[4s] Y iHWoOMy BapiaHTi, SiKOMy BigAaeTbCA HaBiTb LWe binblia nepeeara, AaHWA BUHaxig 3anpoBaXye HOBY
cnonyky opmynu Ic, y sKin:

X Bnbupaetbesi i 5 O, S Ta 3B'A3KY;

R! aensie coboto Ci. ankis;

R» € 3amiweHnm Cs.g ankinom, ae 0-1 Byrneuesi atomn y Ca.s LMKIIOANKINi 3amilLieHi rpynoto, Lo Bubnpaetbcs i3
-O-, -S(O)r-, Ta -NR™%;

R! € Takox 3amilleHnm 0-2 3aMiCHUKaMW, Lo BUOMPAIOTLCA HE3ANEXHO Y KOXHOMY BUMNALKY i3 R™ R™ Cus
ankiny, Co.s ankeiny, Co.g ankiviny, F, CFs, -OR™?, -NR**R®® -CH,OCHs, -CH.CH,OCHs, Ta Css LMKIOAMKiNY,
KoTpuii € 3amileHnm 0-1 CHs i B skomy 0-1 ByrneueBux aTomiB Ca.g LMKNOAnkiny aaMmiHeHi Ha -O-; 3a yMOBMU, L0 R'e
nigMiHHMM Big umknorekeun - (CHy)2 - rpynu;

R genae coboto apnn i € doeHinom, 3amiweHmm 0-1 3amicHukamu, wo BubupatoTbes i3 OCH;, OCH2CHs,
OCH(CHgs)2, OCH,CH2CHjs, i OCF3, Ta 0-3 3aMicHMKamMu, Lo BUOMPaOTLCA HE3amnexXHOo Yy KoXHOMY Bunaaky i3 CHs,
CHzCHs, CH(CH3)2, CHzCHzCHs, LI,VIKJ'IOI'IpOI'IiJ'Iy, Br, C|, F, CF3, -CN, SCH3, -NH2, -NHCH3, -N(CH3)2, -C(O)NHz, -
C(O)NHCHs, Ta -C(O)N(CHsa)2;

R'™ saBnsie coboto ieiepoapun i BMOUpaeTbea i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
ilukeasoniny, nipasoniny, Tpwasoniny, TeTpasoniny, Ta iHOasoniny, KoxeH retepoapun € 3amiweHum no 0-3
BYIMELEBUM aToMaM 3aMiCHUKOM, L0 BUOMPAETbCA He3anexHo Yy koxkHomy Bunagky i3 CHs, CH,CHs;, CH(CHa),,
CHzCHzCHs, LI,MKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH3, OCH(CH3)2, OCHzCHzCH3, OCF3, Br, C|, F, CF3, -CN, SCH3, -NHz, -
NHCHSs, -N(CHs)2, -C(O)NH>, -C(O)NHCHj3, Ta -C(O)N(CHs)2, i kOXEH reTepoapun € 3amiieHmum no 6yab-akomy a i
omy asoty 0-1 3amicHukamu, wo BubuparTbes i3 CHsz, CO2CH3z, COCH3 ta SO,CHs;

R? Bnbumpaetbes i3 CHs, CH2.CH3, CH(CHs),, Ta CH2CH,CHj;

R® Bnbupaetbes i3 H, CHs, CH,CHs, CH(CH3),, Ta CH,CH,CHs; apun siBnse coboto deHin, 3amiweHun 2-4
3aMiCHUKamK, WO BUOMpalOTbCS He3anexHo Yy KoxHomy Bunagky i3 CHs, CH2CHs, CH(CHs),, CH>CH,CHs,
LI,I/IKJ'IOI'IpOI'IiJ'Iy, OCH3, OCH20H3, OCH(CH3)2, OCHzCHzCH3, OCF3, BI’, C|, F, CF3, -CN, SCH3, SOZCH3, -NHz, -
NHCHjs, -N(CHs)2, -C(O)NH,, -C(O)NHCHgs,ta -C(O)N(CHs)2, i, retepoapun Lionpanbes He3anexHo Yy KOXHOMY
BMNaaky i3 nipuguny, iHgoniny, OeH3oTieHiny, 2,3-gurigpoben todypaHiny, 2,3-aurigpobeHsoTieHiny, 2,3-
avrigpobeH3oTieHin-S-okenay, 2,3-aurigpobeH3oTieHin-S-giokemay, iHooniviny, Tta 6eH30KCca30miH-2-0H-iny, KOXeH
rerepoapusn € 3amilieHum no 2-4 ByrfneueBMM* atoMam 3aMiCHVMKOM, LU0 BMOMPAETbCA HE3anexHO Y KOXHOMY
Bunagky i3 CHs, CH2CHs, CH(CHs)2, CH2CH,CHjs, umknonponiny, OCHs, OCH,CHs, OCH(CHs)2, OH,CH2CHs, OCFs3,
Br, C|, F, CF3, -CN, SCHs, 302CH3, -NHa, -NHCH3, -N(CH3)2, -C(O)NHz, -C(O)NHCHg, Ta -C(O)N(CHs)z, i KOXXKeH
reTepoapwrn € 3amilleHnm no byab-akomy a i omy asoTy 0-1 3amicHukamu, wo BubupatoTbes i3 CHs, CO,CHs, COCHj3



Ta 302CH3.

[4t] Y iHwomy BapiaHTi, SKoMy BigaaeTbcs LWe Ginbla nepeBara, AaHUA BUHaXig 3anpoBafXye HOBY CMOMyKy
cbopM¥nm Ic, y skin:

R™ aBnse coboto (unknonponin)C; ankin ado (umknodbytmn)C; ankin;

R'e 3amilleHnm 1-2 3amicHMKaMK, WO BUOUPAOTLCA HE3ANEXHO Y KOXHOMY BUMaAKy i3 Rla, Rlb, CHs, CH,CH3
CH(CHgs)2, CH2CH,CHs, -(CH2)3CHas, -CH=CH>, -CH=CH(CHj3), -CH=CH, -CH=C(CIH3), -CH,OCHjs, -CH,CH,OCHjs, F,
CFs3, umknonponiny, CHs-umknonponiny, uHkno6ytuny, CHs-umknobytuny, uuknonentuny, CHs-uuknoneHtuny;

R™ aBnsie coBoto deHin, 3amiweHuii 0-1 3amMicHMkamu, Wwo BubuparoTecs i3 OCHs, OCH2CHs, Ta OCFs, i 0-2
3aMiCHUKamW, L0 BUOMpaTbCA He3anexHo y KoxxHoMy Bunagky i3 CHs, CH,CHs, CH(CHs),, CH>.CH,CHs, Br, CI, F,
CF3, -CN, Ta SCHg;

R™ sBnsic coGoto icicpoapun, wo BubMpaeTeca i3 dypaHiny, TieHiny, imigasoniny, Tiasoniny, - okcasoniny,
itokcasoniny, nipasoniny, Tpuasoniny, Ta TeTpPasoniny, KOXeH retepoapurn € 3amileHnm no 0-3 ByrreLesnMm atoMam
3aMICHUKOM, WO BUOMPaAETbCsl He3amnexHo Yy koxkHoMmy Bunagky i3 CHs, CH,CHs, CH(CHs),, CH,CH2CHs, OCHjs,
OCH2CHs, OCFs3, Br, Cl, F, CF3, -CN, Ta SCHs, | KOXeH retepoapun € 3amilleHnm no 6yap-sikomy atomy asoty 0-1
3amicHuKamu, Lo Bubupatotses i3 Cl 13, CO,CH3, COCH3 Ta SO,CHz;

R? Bnbumpaetben i3 CHs, CH,CH3, Ta CH(CHa)y;

R® BMbMpaeTbes i3 H Ta CHg;

88 apun aBnsie coboto deHin, 3amilleHnin 2-4 3aMiCH1KaMu, Lo BUOMPaTLCSA HE3aneXHo y KOXXHOMY BUNaAKy i3
CH3, CHzCH:g, CH(CH3)2, CHzCHzCH3, LWIKJ'IOI'IpOI'IiJ'Iy, OCH3, OCHzCH3, OCH(CH3)2, OCHzCHzCH3, OCF3, BI’, C|, F,
CF3, -CN, SCHj3, SO2CHs, -NH2, -NHCHg3, -N(CHj3)2, -C(O)NH2, -C(O)NHCH3, Ta -C(O)N(CHs)2; i, retepoapun Mn.ix
coboto nipugun, 3amiweHnin no 2-4 ByrrneuesBMM aTOMaM 3aMICHWMKOM, LU0 BUOMPAETbCA HEe3aneXHO Y KOXHOMY
Bunagky i3 CHs, CH.CHs3;, CH(CHs),, CH2CH,CHs, uuknonponiny. OCHs, OCH,CHs, OCH(CHs)2, OCH,CH,CHs,
OCF3, Br, C|, F, CF3, -CN, SCH3, SOzCHs, -NHz, -NHCH3, -N(CH3)2, 'C(O)NHZ, -C(O)NHCH3,T8-C(O)N(CH3)2.

[4u] Y iHwoMy BapiaHTi, koMY BigAaeTbCA HaBiTb LWe binblia nepesara, AaHWM BWHaxig 3anpoBagKye HOBY
cnonyky dopmynu Ic, y skii:

R' siBnsie coboio (Lmknonponin)Ci ankin a6o (uuknobyTn)Cy ankin;

R'e 3aMmileHum 1-2 3amiCHMKaMK, WO BUOMPAOTLCA HE3ANEXHO Y KOXHOMY BUMaAKy i3 Rla, Rlb, CHa;, CH,CH3
I3, CH(CHzs)2, CH2CH>CHg, -(CH.)3CHs, -CH=CH>, -CH=CH(CHj3), -CH=CH, -CH=C(CHj3), -CH>,OCHgs, -CH,CH>OCHja,
F, CFs, umknonponiny, Ta CHs- umknonponiny;

R'® aBnse coboto deHin, 3amiweHuit 0-2 3amiCHMKamK, L0 BUOUPaKTLCA HE3ANEXHO Y KOXKHOMY BuMnagky i3 CHa,
CHzCHa, CH(CH3)2, CHzCHzCHa, Br, C|, F, CF3, -CN, Ta SCHa;

R'™ sBnse cobolo reTepoapun, wo BubupaeTbcs i3 dypaHlny, TieHiny, imigasoniny, Tiasoniny, okcasoniny,
i3okcasoniny, Ta nipasoniny, KoxeH retepoapun € 3amilleHum no 0-3 ByrneuesMM aTtoMam 3aMiCHUKOM, LLO
BUOMPAETLCS He3aneXxHo y KoxxHoMy Bunagaky i3 CHs, CH2CHs, CH(CHgs)2, CH2CH,CH3, OCH,CHs, OCF3, Br, Cl, F,
CF3, -CN, Ta SCHa.

[4v] Y iHWwoOMy BapiaHTi, sKOMy BigOaeTbca HaBiTb LWe Ginblia nepeeara, AaHWA BUHaxig 3anpoBafXye HOBY
cnonyky cdopmynu Ic, y skin: D aBnsie coboto deHin, 3amilleHnin 2-4 3amicHMKamu, Lo BUBUPaTbCA He3anexHo y
KOXXHOMY Bunagky i3 CHs, CH,CHs, CH(CHs)2, CH2.CH,CHs, umknonponiny, OCHs, OCH,CHs, OCH(CHs),, OCH,CHs,
OCFs;, Br, ClI, F, Ta CFs.

[4w] Y iHWoOMy BapiaHTi, SskOMy BigOaeTbCs HaBiTb Lie Ginblia nepeBara, JaHUA BUHaxXig 3anpoBahKye HOBY
crnonyky gopmynu Ic, y sikin: D siBnsie coboto mipuaun, 3amilleHnii no 2-4 ByrneLeBuM aTtomam 3aMiCHUKOM, Lo
BUOMPAETbCS HEe3anexHo y KoxHomy Bunagky i3 CHs, CH,CHs;, CH(CHs),, CH,CH>CHs, uuknonponiny, OCHs,
OCHzCHg, OCH(CHg)z, OCH2CH2CH3, OCFs, BI’, C|, F, Ta CF3.

[5] Y TpetboMy BapiaHTi AaHWA BuWHaxig 3anpoBafKye HOBY (hapMaLeBTUYHY KOMMO3WLjlo, LU0 BKIOYaE:
hapMaLEeBTUYHO NPUIRHATHUIA HOCI Ta TePaNeBTUYHO e(PeKTUBHY KifbKiCTb crionyku dopmynu (1):

Rl
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N By R
2
R x——<\N f/f

2 )

abo ii cTepeoizomep yn cbapmaueBTmHo NPUAHATHY COMNbOBY POPMY, Y SKiiA:

A aBnsie coboto N abo C-R’;

B siBnsie coboro N abo C-R?; 3a YMOBW, LU0 NpUHarMHi ogHa 3 rpyn A Ta B aBnsie coboto N;

D aBnsie coboto apmang abo reTepoapusbHy rpyny, NPUEAHaHyY Yepe3 HEHACUYEHWI BYrTeLEBUIN aToM,;

X Bnbupaetbes i3 CH-R”, N-R™, O, S(O)n Ta 3B'A3Ky; n gopieHioe 0, 1 abo 2;

R BUbupaetbes i3 Ci.1p ankiny, Cp10 ankeHiny, Co.io ankiHiny, Csg umknoankiny, Cs.s uuknoankin-Cie, ankiny,
C1.4 ankoken-Cy.4 ankiny, -SO,-Ci.10 arnkiny, -SO»-R™, Ta -SO-R™;

R' € samileHnm 0-1 3amicHuKamy, WO BuBMpatoTbest i3 -CN, -S(O),R™®, -COR™?, -CO,R™®, -NR™?COR'®, -
N(COR™?),, -NR™CONR™*R™®? -NR**CO,R™®, -CONR'R*®, 1-mopdonininy, 1-ninepuauHiny, 1-ninepasuiny, Ta
Csg umknoarkiny, ae 0-1 Byrneuesi atomn y Ca.g UMKNOANKiNi 3amiweHi rpynoto, wo Bubupaetses i3 -O-, -S(O)n-, -
NR™., -NCO,R'-, -NCOR™"- 1a -NSO,R™"-, i ge Ni y 1-ninepasuHini € 3amieHnm 0-1 3amiCHUKaMM, KOTpi
BUGMpaioThest i3 R™2, CO,R™, COR™ 1a SO,R™;



R’ € Takox ya MieHum 0-3 3aMicHUKamu, Lo BUBMPaOTLCA HE3ANEXHO Y KOXKHOMY BUNAAKY i3 Rla, Rlb, RlC, Cie
ankiny, Co.s ankeHiny, Cag ankiHiny, Br, Cl, F, |, C14 ranoankiny, -OR*?, -NR™?R*®® ta Csg unknoarnkiny, koTpuii
3amileHum 0-1 RiB skomMy 0-1 ByrneueBux aTomiB Ca.g LyKMoankiny samiHeHi Ha -O-; 3a yMoBM, WO R™ € BigMiHHUM
BiA;

(a) 3-umknonponin-3-MeToOKCMNPONiNBHOI rpynu;

(b) He3amiLLEeHOT - (anKoKCU)MEeTUNbUOI rpynu; Ta

(c) 1-rigpokcrarnkinbHoi rpynu;

TaKoX Ya YMOBM, LLIO KOMNK R ankin € 3amiwteHnm OH, ByrnewueBuii atom, cymibkHuiA 3 N KinbLem, ¢ BiAMIHHUM Bif
CHy;

R' aBnse coboto apwvn i BubnpaeTtbca 3 dpeHiny, HadTuny, iHAaHiNy Ta iHAEHINy, KOXeH R' ¢ 3amilleHum 0-5
3aMiCHUKaMW, WO BMOMPAOTLCS HE3amneXHo Yy KoXHOMY Bunagky i3 Cie ankiny, Cs.s umknoankiny, Br, Cl, F, |, Ci4
ranoarnkiny, -CN, HiTpo, -OR'", SH, -S(O%an , -CORY, -OC(O)R"®, -NR™2COR", -N(COR""),, -NR"**ONR'"?R™ -
NRlSaC02R18, -NR17aR19a, Ta -CONR17aR1 a;

R'™ sBnsie coGoto retepoapun i Bubupaetbcs i3 nipyavny, NipuMiguHiny, TpuasuHiny, dypadiny, XiHomiHiny,
iqyouivoniHiny, TieHiny, imigasoniny, Tiasoniny, iHgoniny, nlponiny, okcasoniny, 6eH3odypaHiny 6GeHsoTieniny,
OeHsoTiazoniny, ©OeH3okcasoniny, i3okcas3oniny, nipasoniny, Tpuasoniny, ieipavoniny, iHgasoniny, 2,3-
avrigpobeHsodpypaniny, 2,3-gurigpobeHsoTieHiny, 2,3-gurinpobeH3oTieHin-S-okemagy,  2,3-aurigpobeHs3oTieHin-S-
giokcmay, iHponiHiny, ©eH3oKkcas3oniH-2-0oH-iny, ©OeH3opiokconaHiny Ta OGeH3ofiokcaHy, KOXeH reTepoapun e
3amiweHnm no 0-4 ByrneLeBnM aToMam 3aMiCHUKOM, LLIO BUOMPAETLCA He3anexHo y KOKHOMY Bunagky i3 Cie ankiny,
Ca.s UMKIoankiny, Br, Cl, F, I, C1.4 ranoarnkiny, -CN, HiTpo, -OR"’, SH, -S(7 )R, -CORY, -OC(O)R*®, -NR***COR"’, -
N(COR"),, -NR™CONR'*R? -NR™CO,R", -NR'?R™ 1a -CONR"°R*®, i koxeH reTepoapyn € samilieHnm Mo
Gyab-sikoMy aToMy a3oTy 0-1 3amicHukamu, Lo BuGKpaioTbest i3 R™?, CO,R™, COR™ Ta SO,R™;

R siBnsie o600 TEPOLWMKAIN | € HACUYEHUM aB0 YaCTKOBO HACMYEHUM FeTepOapUIoM, KOXEH reTepoLuKhif €
3amiweHnm no 0-4 ByrneLeBnM atoMam 3aMiCHUKOM, LLIO BUOMPAETLCH He3anexHo y KOXHOMY BUNagky i3 Cie ankiny,
Css umknoankiny, Br, Cl, F, |, Ci4 ramoankiny, -CN, Hitpo, OR™? SH, -S(0O),R*®, -COR™® .OC(O)R™, -
NRCOR™? -N(COR™?), . NR™*CONR™¥R®? -NR™CO,R™, -NR'*R'®® Ta -CONR'*R'® i koxeH reTepouykrin
€ 3aMiLLieHnM No Byb-sIkoMy aToMy a3oTy 0-1 3amicHUKaMu, Lo BubMpatoTbest i3 R, CO.R™, COR™ ta SO,R™. i
ne 6yab-sikuin aTtom cipku, npy NoTpebi, € MOHO- abo AiokcuaoBaHUM;

R? Bubnpaenbcst i3 Cia ankiny, Css Uuknoankiny, Cos amkeHiny, Ta C,s ankiHiny i € 3amiweHum 0-3
3aMicHUKaMK, Lo BUGMPaloTLest i3 -CN, rinpokey, rano Ta Ciq ankokew; sk anbTepHaHTa, R%, y Bunaaky, konm X
siBNsie coboK 3B'A30K, BUOMpaeThes i3 -CN, CFs, Ta CoFs;

R3, R’ ta R® BMOMpaloTbCs HeE3aneXHo y koxxHoMy Bunagky i3 H, Br, Cl, F, I, -CN, Ci.4 ankiny, Cs.g UMknoankiny,
Ci-4 ankokewn, Ci.4 ankinTio, Ci.4 ankincynbininy, Ci.4 ankincynbgonlny, amiHo, Ci.4 ankinamiHo, (Ci-4 ankin), amiHo
Ta geHiny, koxeH ceHin € 3amiweHnm 0-3 rpynamu, Wwo BubupatTbesa i3 Ci.; ankiny, Cs.g yuknoankiny, Br, Cl, F, I,
Ci.4 ranoankiny, Hitpo, Ci.4 ankokcu, Ci.4 i anoankokcu, Ci.4 ankintio, Ci.4 ankincynbdininy, Ci-4 ankincynbdoHiny,
Ci-6 ankinamiHo Ta (Ci.4 ankin), amiHO; 32 YMOBW, LLO KOMX R' aensie coGoto He3amileHnn Ci.io ankin, Toaj R®e
BiAMiIHHWMM Bif, 3amiLleHoro abo HesamilLeHoro deHiny;

R® Ta R' BUBMpaloTbCsl HE3AMEXHO Y KOXHOMY BUMaaKy i3 H, Cis ankiny, Cas UMknoankin-Ci4 ankiny Ta Casg
HMKMoarnkiny;

R: Bnbupaetbcs i3 H, Cia ankiny, C1-4 ranoankiny, Ci.s ankokcu-Ci4 ankiny, Cse uuknoankiny, Cs.s
umknoankin-Ci.e, ankiny, apuny, apun (Ci.4 ankin)-retepoapuny ta retepoapun (Ci.4 ankiny)-;

R 1a R'®? B6MpatoTbCs HE3anexHO y KOXHOMY BUNaaky i3 H, Ci.4 ankiny, Ci.4 ranoankiny, Ci.s ankokcu-Ci.
ankiny, Cse umknoarkiny, ta Cse uuknoankin-Ci.¢ ankiny;

R BUBMpaeTbecst i3 Cy4 ankiny, Ci.4 ranoankiny, Ci.4 ankoken-Ci4 ankiny, Cse Lmknoankiny, Ca.s LMKNoankin-Ci.
6 ankiny, apuny, apun (Ci.4 ankin)-retepoapuny i rerepoapun (Ci.4 ankiny)- Ta 6eH3uny, KokeH 6eH3un € 3amilieHM
no apwunbHin cknagosin 0-1 3amicHukamu, Wwo BubuparoTbes i3 Ci.a ankiny, Br, Cl, F, I, Ci.4 ranoankiny, HiTpo, Ci4
ankokcu, Cy.4 ranoankokcu Ta AMMeTUNamiHo;

R4 Bnbupaetbes i3 Ci4 ankiny, Ci.4 ranoankiny, Ci.a ankokcun-Ci.4 ankiny, Cs.s uuknoarnkiny, Cs.s Uuknoankin,
Ci-6 ankiny Ta 6eH3uny, koxkeH 6eH3un € 3amillleHM No apuroBin cknagosin 0-1 3aMicHWMKamu, Lo BMOUparoTbCS i3
Ci-4 aniny, Br, Cl, F, |, C1.4 ranoankiny, HiTpo, Ci.4 ankokcn, Ci.4 ranoarnkokcu, Ta AUMeTUNaMiHo;

R BUGMpaeTbes i3 C1.4 ankiny, Ci.4 ranoankiny, Ci.4 ankokeu-C4 ankiny, Ca.s LMKNOAnkiny, Ta Cs.s LMKNOAmKin
Ci-6 arnkiny;

R'® BUBMpaeTbCs HE3aneXHO y KOXHOMY BUMagky i3 H, Cia ankiny, Ca; umknoankiny, Cas Lyknoankin-Cig
ankiny, deHiny ta 6eH3uny, koxeH ceHin abo 6eH3nn € 3amieHuMKn Mo apunbHin cknanosii 0-3 rpynamu, Lo
BubupatoThes i3 Ci1.4 ankiny, Br, Cl, F, |, C1.4 ranoankiny, HiTpo, Ci.4 ankokcu Ci.4 ranoasnkokcu, Ta QUMETUNAMIHO;

R'®? BUBMpaeTbCs HE3aNEXHO y KOXHOMY BUNadky i3 H, Ci4 ankiny, Csz uuknoarnkiny, Ta Cas Lnknoankin-Cie
ankiny;

R'" BUGMpaEeTbCH y KoxHOMY BUnagky i3 H, Cie ankiny, Caio UMknoankiny, Cse Luknoankin-Cis ankiny, Cio
ankokcu Ci., ankiny, Ci.4 ranoarnkiny, R*“S(0)n-C1.4 ankiny, Ta R R¥N-C,.4 ankiny;

R'® ta R" BMOMpaOTbCACA He3anexHo y kokHoMy Bunagky i3 H, Ci.s ankiny, Cs.1o umknoarnkiny, Cs.s Lmknoankin
Ci.6 ankiny, Ci2 ankokcun-Ci-, ankiny, ta Ci.4 ranoarkiny;

sk anbTepHatvea. y NRYRY cknagosiit RY ta R yTBOpIOKOTL ChinbHO 1-niponigvHin, 1-mopdoninin, 1-
ninepnauHin ado 1-ninepasuHin, e N4 y 1-ninepasuHini € 3amiweHum 0-1 3amicHMKamu, Lo BUOMpatoTbes i3 R,
CO,R™, COR" 1a SO,R";

sk anbTepHatuea, y NRY°R™ cknagosiit R*™ Ta R' yTBOptotoTh chinbHO 1-niponigvHin, 1-mopdoninin. 1-
ninepnauHin abo 1-ninepasuvHin, e N4 y 1-ninepasuHini € 3amiweHum 0-1 3amicHMKamu, Lo BUOMpatoTbes i3 R,
CO;R™, COR™ 1a SO.R";

R ta R BMOMPaOTbCA HE3aNeXHo y KoXHOMY Bunagky i3 H, Ci.s ankiny, Cs.1o umknoankiny, Cse UMknoankin-
Ci.6, ankiny 1a Ci.4 ranoarkiny;

apvn BMOUPAETLCA HE3ANEXHO Y KOXHOMY BUNaAKy i3 coeHiny, HadpTuny, iHOaHiny Ta iHOeHiny, KoXeH apun €



3amiweHum 0-5 3amicHMKamu, L0 BUOMPAOTLCSA HEe3anexHo y KoxkHomy Bunagky i3 Ci.e ankiny, Cse LMKIoankiny,
MeTuneHalokeu, Cys ankoken-Cyq ankoken, -ORY, Br, CI, F, |, C1.4 ranoankin, -CN, -NO,, SH, -S(O).R"?, -CORY, -
CO,RY -OC(O)R™ —NR™COR", -N(COR"),, -NR™CONR17R"™, -NR*>CO,R"®, -NR''R", Ta -CONR'R™ i go 1
heHiny, koxeH eHinbNUN -TMICLWIK ¢ 3aMiweHnm 0-4 3amicHukamu, Wo Bubupatotbes i3 Ci.z ankiny, Ciz ankokey,
Br, Cl, F, I, -CN, gunmctunamiHo, CFs, CaFs, OCF3, SO.Me Ta auetuny; i retepoapnn BUOMpPaETbCA HE3anexHo y
KOXKHOMY BUMagKy i3 nipuauny, nipuMiguHiny, Tpuasuniny, dypaniny, XiHoniHiny, isoxiHoniHiny, TieHiny, imigasoniny,
Tiasominy, iHgoniny, niponiny, okcatoniny, ©cH3odypaHiny, 6eH3oTieHiny, 6GeH3oTiazoniny, OGeH3okcasoniny,
i3okcasoniny, ipnasoniny, TeTpasoniny, iHgasoniny, 2,3-gurigpobeH3odypaniny, 2,3-aurigpobeirHnieniny, 2,3-
aurigpobeH3oTieHin-S-okecuay, 2,3-gurigpobeHsoTieHin-S-giokeunay, iHOoniHiny, ©cinokcaqoniH-2-oH-iny,
6eH3opiokconaHiny TabeH3oaiokcaHy, KOXXeH retepoapun € 3amilieHum no 0-4 ByrrneueBMM atomamM 3amiCHUKOM, Lo
BUOMPAETbCSl HE3aNexXHo y KoxXHoMy Bunagky i3 Cie ankiny, Cs.s uMKnoanKiny, Br, Cl, F, |, C14 ranoankiny, -CN,
HiTpo, -ORY, SH, -S(O)nR™, -COR', -CO,RY, -OC(O)R', -NR™CORY, -N(COR'), -NR™CONR''R®,
NR®CO,R™, -NR'R™, ta -CONR'R', i koxeH reTepoapun € 3amilieHum no Gymb-sikomy aTtomy asoTy O-1
3aMicHMKamu, Lo BUBMpaloThest i3 R™, CO,R™?, COR™ ta SO,R™.

[6] Y apyromy BapiaHTi AaHWI BuHaxig 3anpoBaKye HOBWWM cnoci® mnikyBaHHS ad)eKTMBHOIO po3nagy, CTaH)
ipvBOiM, Oenpecii, ronoBHoro 6omMO, CWMHAPOMY MOAPA3HEHOI TOBCTOI KWLIKKW, po3nagiB, 3yMOBIIEHUX
nocTTpaBMaTUYHUM  CTPECOM, CynpaHyKreapHOro napanidy, 3HWXKEHOro iMyHiTeTy, xBopobu Anbureimepa,
LUMYHKOBO-KULLIKOBUX 3aXBOPHOBaHb, HEBPOTUYHOI aHopekcii abo iHWWX po3nafiB XMBMEHHsS, abCTUHEHTHOro
ankoronbHoro abo HapKOTWYHOrO CMHAPOMY, HapKOMaHii, 3ananbHWX po3nagis, cepueBO-CyaMHHUX abo cepueBux
3axBoploBaHb, Npobrnem Ta po3nagiB, noe’sidaHux i3 nnigHicTio, Bll-iHdpekuinn (Bipyc imyHopediumTy noguHu),
remopariyHoro cTpecy, OXWpiHHs, 6e3nnigHOCTi, TpaBM rofnoBU Ta CMMHHOMO MO3Ky, eninencii, yaapy, BMpasok.
MiyHoro amioTpodpiyHOro ckneposy, rinornikeMii abo pos3nagie, niKyBaHHA $KMX MOXe 3filicHioBaTW, abo
nonerwysaTncb 4epe3 npotugito CRF, Bkntoyaoun (ane He obMexylouucb) posnagW, Lo iHOYKyloTbcs abo
nigTpumytotbc CRF, y ccaBuiB, WO BKMOYaE: NPU3HAYEHHST CCaBLIO TepaneBTUYHO edPeKTUBHOI KiNlbKOCTi CNOMyKu

dopmynu (1):

1

Rl‘
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abo ii cTepeoisomepHOi YM hapmaLeBTUYHO NPUIRHATHOI CONbOBOI hOPMU, Y SKINA:

A siBrisie coGoto N a6o C-R”;

B siBnsie coboro N abo C-R?; 3a YMOBW, LU0 NpUHarMHi ogHa 3 rpyn A Ta B aBnsie coboto N;

D saBnsie coboto MpUnbHY abo reTepoapurnbHy rpyny, NpUeaHaHy Yepes HeHacuyYeHWn ByriieLeBmin aTom;

X BUBMpaeTbes i3 CH-R’, N-R™, O, S(O), Ta 3B'13Ky;

n popieHioe 0, 1 abo 2;

R BUbupaetbes i3 Ci.1p ankiny, Cp10 ankeHiny, Co.io ankininy, Csg umknoankiny, Cs.s uuknoankin-Cie, ankiny,
C1.4 ankoken-Cy.4 ankiny, -SO,-Ci.10 arnkiny, -SO»-R™, Ta -SO,-R™;

R' € samileHnm 0-1 3amicHuKamy, Lo BuBMpatoTbest i3 -CN, -S(O),R™®, -COR™?, -CO,R™®, -NR™?COR'®, -
N(COR™?),, -NR™CONR™*R™*®? -NR**CO,R™®, -CONR™R*?  1-mopdonitiny, 1-ninepuauHiny, 1-ninepasuxiny, Ta
Csg umknoarnkiny, gae 0-1 Byrneuesi atomu y Ca.g LNKNOANKiNi 3amilleHi rpynoto, wo Bubupaetbces i3 -O-, -S(O)n-, -
NR™., -NCO,R'-, -NCOR™"- 1a -NSO,R™"-, i ge Ni y 1-ninepasutini € 3amieHnm 0-1 3amiCHUKaMM, KOTpi
BUGMpaloTbest i3 R™2, CO,R™, COR™ 1a SO,R™;

R* € Takox 3amiLleHnm 0-3 3amicHUKamu, Lo BUOMPAOTLCA HE3ANEXHO Y KOXKHOMY-BUMNAZKY i3 Rla, Rlb, RlC, Cu6,
ankiny, Co.s ankeHiny, Cag ankiHiny, Br, Cl, F, |, C14 ranoankiny, -OR'®, -NR™*R*®® ta Csg unknoankiny, koTpuii €
3amiternm 0-1 R%i B akomy 0-1 Byrneuesux atomis Cag LIMKIIOANKINY 3aMiHeHi Ha -O-;

3a yMOBMW, LLO R'e BiAMIHHUM Bif:

(a) 3-umknonponin-3-MeTOKCMNPONINBLHOI rpynu;

(b) He3aMiLLEeHOT - (anKOKCU)METUIBHOI rpynu; Ta

(c) 1-rigpokcuankineHoi rpynu;

TakoX 3a YMOBMU, LLO KON R ankin e 3amiwieHnm OH, ByrneLeBuin atom, CyMikHUiA 3 N KinbLieM, € BigMiHHUM Bif
CHy;

R'™ aBnsie co6oio apwvn i BubupaeTtbcs 3 dpeHiny, HadTuny, iHAaHINy Ta iHAEHINY, KOXeH R' ¢ 3amilLeHum 0-5
3aMiCHUKaMW, L0 BUOMPalOTbCA He3anexHo y KoXHOMY Bunagky i3 Cie ankiny, Cse unknoankiny Br, Cl, F, I, Ci4
ranoarnkiny, -CN, HiTpo, -OR", SH, -S(0),R*®, -COR", -OC(O)R™®, -NR'***COR"’, -N(COR"");, -NR™*CONR*"*R™®, -
NRlsaCOZng, -NRﬂanga, Ta _CONRNaRlQa;

R™ sBnsie coGoto retepoapun i BubMpaeTbCa i3 mipuauny, NipumiguHiny, TpuasuHiny, dypaniny, xiHomininy,
isoxiHoniHiny, TicHiny, imigasoniny, Tiazoniny, iHgoniny, niponiny, okcasoniny, GeH3odypaHiny, GeH30TiCcHiNy,
OeHsoTiasoniny, 6eH3okcasoniny, i3okcasoniny, nipasoniny, Tpuasoniny, TeTpadoniny, iHgasoniny, 2,3-
avrigpobeHsodypaniny,  2,3-gurigpobeH3oTieniny,  2,3-gurigpobemsoTiniin-S-okcngy,  2,3-aurigpobeH3oTieHin-S-
giokeuay, iHgoniHiny, OeH3okca3oniH-2-oH-iny, 6em3opjokconaHiny Ta OGeH3ofiokcaHy, KOXeH reTepoapun €
3amilieHum no 0-4 ByrneLeBMM aToMam 3aMiCHUMKOM, LLO BUOMPAETLCS He3anexHo y KoKHOMY Bunagky i3 Ci.e ankiny,
Ca.s UMknoankiny, Br, Cl, F, |, Ci-4 ranoankiny, -CN, Hitpo, -OR", SH, -S(O}leg, -CORY, -OC(O)R*, -NR™COR"’,
-N(COR"),, -NR™CONR'"?R™, -NR'*CO,R"?, -NR'"?R'** 1a —CONR'"*R™? i koxeH reTepoapun € samillienm o
GyOb-sikoMy aToMy a3oTy 0-1 3aMmicHUKamu, Lo BuGKpaioTbes i3 R™?, CO,R™, COR™ ta SO,R™;

R'® aBnsie co60Io reTepoLnKnin i € HacMYeHM aBo YacTKOBO HACKUEHUM FEeTEPOAPUIIOM, KOXKEH reTepoLnkmin €



3amiweHnm no 0-4 ByrneLeBuM aToMam 3aMiCHUKOM, L0 BUOMPAETLCS He3anexHo y KoOKHOMY Bunagky i3 Cis ankiny,
Css _Umknoankiny, Br, Cl, F, |, Ci4 ranoankiny, -CN, nitpo, OR", SH, -S(O),R*, -COR™? -OC(O)R™,
NR™COR™? -N(COR'™), -NR™CONR¥R™? _NR™*CO,R™, -NR™R™ T1a -CONR™R' i koxeH
reTepoumknin € 3amiweHnMm no byab-Akomy atomy asoTy 0-1 3amicHukamu, Wo BMOWMparoTbCs i3 R CO,R™,
COR™ Ta SO,R™ i fie Gyab-sikuii aToM Gipku, Npu NoTPeBi, € MOHO- a60 [1iOKCUIOBAHUM;

R® BuGMpaeTbcst i3 Ciq ankiny, Css uuknoankiny, Cos ankeniny, Ta Cy4 ankiiny i € 3amiwenum 0-3
3aMicHMKamu, o BubupatoTees i3 -CN, rigpokeu, rano ta Ci.4 ankokeu;

AK anbTepHaTNBa, RZ, y BUNagKy, konu X siensie coboto 3B's130K, BUbUpaetbes i3 -CN, CFs, Ta CaoFs;

R3, R’ ta R® BMOMpaloTLCA He3anexHo y KoxxHoMy Bunagky i3 H, Br, Cl, F, I, -CN, Ci.4 ankiny, Cs.g LHKINOankiny,
Ci-4 ankokeu, Ci.4 ankinTio, Ci.4 ankincynbdiHiny, Ci.4 ankincynbdoHiny, amiHo, Ci.4 ankinamiHo, (Ci-4 ankin), amiHo
Ta deHiny, KoxeH ceHin € 3amiweHnm 0-3 rpynamu, wo BubupatoTbes i3 Ci7 ankiny, Css uuknoankiny, Br, Cl, F, |,
Ci1.4 ranoarkiny, HiTpo, Ci.4 ankokcn, Ci.4 ianoankokcy, Ci4 ankinTtio, Ci.4 ankincynbdininy, Ci.4 ankincynedoHiny,
Ci6 ankinamiHo T1a (Ci.4 ankin), amiHo; 3a yMOBW, LLO KOTi R' sBnsie coboto He3amileHmin Ci10 ankin, toai R” €
BiOMiHHMM Bif 3amilLieHoro abo He3amilleHoro doeHiny;

R® Ta R™ BUBMPaIOTLCS HE3aNexXHO Yy KoxHOMY Bunaaky i3 H, Cis ankiny, Cas UMknoankin-Ci4 ankiny Ta Cas
umknoarnkiny;

R BnbupaeTtbes i3 H, Ci.4 ankiny, Ci.4 ranoankiny, Ci.4 ankokeun-Ci.4 ankiny, Cs.s umknoankiny, Cs.e uuknoarnkin-
Ca.6 ankiny, apuny, apun (Ci.4 ankin)-retepoapuny Ta retepoapun (Ci.4 ankiny)-;

R™? 1a R'®® BUGMpatoTbCs HE3anexHO y KOXHOMY BUNagky i3 H, Ci4 ankiny, Ci4 ranoankiny, Cis ankokcu-Ci4
ankiny, Cse umknoarkiny, ta Cse ynknoankin-Ci.e ankiny;

R' BuBMpaeTbes i3 Ci4 ankiny, Ci4 ranoankiny, Cia ankokeu-Ci4 ankiny, Case Uyknoankiny, Cse LMKIOAMNKin-
C1-6 ankiny, apwny, apwn (Ci4 ankin)-retepoapwny i retepoapun (Cis ankiny)- ta ©eHsuny, koxeH OeH3un e
3aMmillleH M No apwnbHi cknagosin 0-1 3amicHukamu, wWwo BubupatoTecs i3 Cia ankiny, Br, Cl, F, I, Ci.4 ranoankiny,
HiTPO, C1.4 ankokcu, Ci.4 ranoarsnkokcn, Ta AUMeTUNaMiHo;

R'2 BuGupaeTbest i3 C14 ankiny, Ci4 ranoankiny, Cis ankokeu-Cig ankiny, Ca.e Lyknoankiny, Ca.s LMKNOANKin-
Ci6 ankiny Ta 6eHauny, koXeH 6eH3Wn € 3amilleHMM No apunoBiv cknagosin 0-1 3amicHMkamu, Wwo BUBMpaloTbes i3
C1-4 ankiny, Br, Cl, F, I, C1.4 ranoankiny, HiTpo, Ci.4 ankokcu, Ci.4 ranoasnkokcu, Ta AUMETUNAMIHO;

R BuGMpaeTscst i3 Cia ankiny, Cis ranoankiny, Cis ankokcw-Cis ankiny, Cass umknoankiny, Ta Cas
umknoankin-Ci., ankiny;

R' BnGnpacTbCsl He3anexHo y KokHoMy Bunaaky i3 H, Cis ankiny, Ca; uvknoankiny, Css LMKMoankin-Cie
ankiny, cpeHiny ta 6eH3uny, koxeH ceHin abo 6eH3un € 3amiweHnMmn No apunbHin cknagosin 0-3 rpynamu, LWo
BubupatoTbes i3 Ci.4 ankiny, Br, Cl, F, |, Ci.4 ranoankiny, HiTpo, Ci.4 ankokcn, Ci.4 ranoankokcy, Ta AMMETUITaMIHO;

R BUBMpaeTbCst HE3aNEXHO Y KOKHOMY BUnagky i3 H, Cis ankiny, Cs7 uuknoankiny, Ta Cs.s LMknoankin-Ci.s
ankiny;

RY BUGMpaeTbCs y KokHOMy BUnagky i3 H, Cie ankiny, Csio LUmknoankiny, Css Uvknoankin-C1-6 ankiny, Ciz
ankokcu-Cy. ankiny, Cy.4 ranoankiny, R*S(0),-C1-4 ankiny, Ta R*"°R'**N-C,.4 ankiny;

R' 1a RY BMOMPAlOTLCA HE3anexHo y KoxxHoMy Bunagaky i3 H, Cis ankiny, Cs.1o umknoankiny, Cs.s Luknoarnkin-
Ci.6 ankiny, Ci-» ankokcun-Ci., ankiny, ta Ci.4 ranoarnkiny;

sk anbTepHaTvea, y NRYR™ cknaposiii R* Ta R™ yTBOpIOIOTE CchinbHO 1-niponiauHin, 1-mopdoninin, 1-
ninepnauHin abo 1-ninepasuHin, ge N4 y 1l-ninepasuHini € 3amiweHum 0-1 3aMicHUKamu, Wo BubMparTbes i3 =
CO,R*, COR" 1a SO.RY;

sk anbTepHatua, y NRYR™ cknagosiit R'™ ta R'™ yTBOpIotoTb crinbHO 1-niponigukin, 1-mopdoninin, 1-
ninepuauHin abdo 1-I'IiI'IePa3VIHiJ'I, ae N y 1-ninepasuHini € 3amiwieHm 0-1 3amicHvkamu, o BMOUpalTbCs i3 R,
CO;R*, COR'1a SO,R™,

R'2 1a R BUOMPaIOTLCA HE3aNeXHo y KoOKHOMY Bunagky i3 H, Ci¢ ankiny, Cs.io umnknoankiny, Cs.s Luknoankin-
Ci.6 ankiny ta Ci.4 ranoankiny;

apun BMOUPAETLCA HE3ANEXHO Y KOXXHOMY BuNagky i3 cheHiny, HadTuny, iHOaHiNy Ta iHOEHINy, KOXXeH apwn €
3amieHnm 0-5 3amicHMKkamu, WO BUOMPAOTLCSA He3anexHo y KokHomy Bunagky i3 Ci.s ankiny, Cse LMKIoankiny,
MeTuneHzioken, Ci4 ankoken-Cy 4 ankoken, -ORY, Br, Cl, F, |, Cy.4 ranoankiny, -CN, -NO», SH, -S(0).R'®, -COR", -
CO2RY —OC(O)R*®, -NR™®COR"’, -N(COR""),, -NR"”CONR''R*, -NR*®CO,R*, -NR*'R™, Ta -CONRR" i o 1
deHiny, KoxxeH (EHINbHUIN 3aMiCHUK € 3amiieHum 0-4 3amicHMKamu, Wwo BubupatoTecs i3 Ci.z ankiny, Ci.z ankokcw,
Br, Cl, F, I, -CN, gaumeTtnnamivo, CF3;, C2F5, OCF3;, SO;Me Ta auetuny; i retepoapun BUOMPAETbCS HE3ANEXKHO Y
KOXXHOMY BUNaAKy i3 nipuavny, nipuMmigaunHiny, TpuasunHiny, dypatiny, XiHoniHiny, isoxiHoniHiny, TieHiny, imigasoniny,
Tiasoniny, iHgoniny, niponiny, okcasoniny, ©6eH3odypaHiny, OeH3oTieHiny, OGeHsoTiazoniny, O6eH3oKca3oniny,
i3okcasoniny, Tpuasoniny, TeTpasoniny, iHgasoniny, 2,3-gurigpobeHsodypaHiny, 2,3-gurinpobeHsoTieHiny, 2,3-
aurinpobeH3oTieHin-S-okecmay, 2,3-gurinpobeH3oTieHin-S-aiokenay, iHOoniHiny, ©eH30KCca30niH-2-0H-iny,
6eH3oaiokconaHiny Ta 6eH3ofiokcaHy, KoXeH rerepoapwn € 3amieHrm no 0-4 ByrneLeBnuM aToMam 3aMiCHUKOM, LLO
BNOMPAETbCS HE3aNEXHO Yy KOXHOMY Bunagky i3 Cie ankiny, Css uMKnoanKiny, Br, Cl, F, I, Ci4 ranoanKiny, -CN,
HiTPO, -ORY, SH, -S(O)wR', -CORY, -CO2RY, -OC(O)R™, -NR™CORY, -N(COR'); -NR™CONR'R®,
NR™®CO,R™, -NR*R', ta —CONRR', i KkoxeH retepoapun € 3amilleHum no 6Gyab-sikomy atomy asoty O-1
3amicHMKamu, Lo BuBMpaioThest i3 R*®, CO,R™?, COR™ ta SO,R™.

Y iHWOoMy BapiaHTi, AKOMY BigAaeTbCsa nepesara, R' € BigMiHHUM Big, uukrorekcun-(CHz)1,2:3.4,5.6,7,8.9 a6o 10 — FPYNU.

apuvrbHa rpyna € 3amilieHoto abo He3aMiLleHoo.

Y iHWoMy BapiaHTi, AKOMY BigOaeTbCs nepesara, R! € BigMiHHUM Bif retepoapun-(CHz)1,2,3.4,5,6.7.8,9 a6o 10 - FPYNH,
[e reTepoapurbmna rpyna € 3amieHoro abo HesaMiLLeHolto.

Y iHWOMYy BapiaHTi, SKOMy BigaaeTbca nepesara, R € BigMiHHUM Bif retepunknin-(CHz)1.2,3.4.5.6,7.8.9 a6o 10 - FPYNH,
e reTepouukninbHa rpyna € 3amilleHoro abo HesaMiLLeHolo.

Y iHWoMy BapiaHTi, sKOMYy BigOaeTbcsi nepesara, konu D aBnsae coboto imigaszon abo Tpmason, R' € BigMiHHUM



Y iHWoMmy BapiaHTi, SKOMY BiffaeTLCA nepesara, R' He € 3amileHnm OR™.

Barato 3i cnonyk gaHoro BMHaxody mMaroTb OAMH abo BinbLue acUMETPUYHMX LEHTPIB Y1 NAOLMH. AKLO OKpeMO
He 3a3HayeHo, JaHWIM BMHaxig BKIOYAE BCi XipanbHi (eHaHTIOMepHi Ta AiacTepeomepHi) Ta pauemiyHi cdopmu. Y
crornykax, Lo onucaHi B JaHOMy TeKCTi, MoXe OyTW TakoX NPUCYTHA MHOXMHA FEOMETPUYHMX i30MepiB onediHiB,
noABinHMX 3B'A3kiB C=N i Takoro iHWoro, i BCi 3a3HaveHi cTabinbHi isomepu nependaveri y gaHoMy BuHaxogi. BkasaHi
cronykn MoxyTb OyTW BuaineHi B ONTUYHO akTMBHIM abo pauemivHin dopmax. Cnocobu opepkaHHA ONTUYHO
aKTMBHMX bopM [oOpe BigOMi y AaHin ranysi, Hanpuknag, po3LenreHHsM pauemMivyHux cdopm abo CUHTE3OM i3
OMTUYHO aKTUBHWX BUXigHWX MaTepianis. JaHuin BuHaxig nepeabayae BCi XipanbHi (CMaHTIOMEPHI Ta AiacTepeoMepHi)
i pauemiyHi opmu, Ta BCi reOMETPUYHI i30MepHi hOpMU CTPYKTYpW, OKpiM OCOGNMBUX BUMAOKIB, KOMW OKPEMO
3a3HaveHi cneyudpiyHa ctepeoximia abo isomepHa copma.

TepMiH "ankin® BkNoYae ankinu K i3 posrany>XeHuMm Tak i NPSAMUMM NaHuoramu, LWo MarTb BUHAYEHE YMCNO
aTomiB Byrnewto. "AnKeHin" BKMoYae BYrNeBOAHEBI NaHUtorm npsmoi abo poaranyeHoi koHdirypadin Ta oamH abo
Ginblie HeHacuyeHux 3B'A3KIB Byrneub-Byrnelb, KOTPi MOXYTb po3TaloByBaTUCb Y Oydb-AkoMy cTabinbHOMY
MiCLENOMNOXeHHI y300BX NaHutora, Hanpuknag, eTeHin, NponeHin i Take iHwe. "AnkiHin" Bkntoyae BYyrneBOOHEBI
naHuorn npsiMoi abo posranyeHoi koHdirypauivi Ta oanH abo Ginblue NOTPiNHMX 3B'A3KIB BYrNeLb-ByrneLb, KOTpi
MOXYTb pO3TalloByBaTUChb Yy Oyap-sikoMy CTabinbHOMY MICLEMNONOXEHHI Yy34OBX NaHuora, Hampuknag, eTuHin,
NPONiHin i Take iHwe. TepMmiH "ranoankin® BKMOYae ankinu K i3 posrany>XeHUMmn Tak i NpAMUMK faHuoramu, Lo
MaloTb MEeBHe YMCfo aToMiB Byrnewto, 3amiweHnx | abo OinbwmM 4McrioM ranoreHis; "ankokcu" siBnsie coboto
ankinbHy rpyny i3 Bka3zaHWM YACNOM aTOMIB BYrneLto, NpUeaHaHy Yepe3 KUCHEBUIN MICTOK; TEPMIH "LMKoankin®, sik
MaeTbCsl Ha AyMUi, BKIOYAE HAacUYeHi KinbLeBi rpynu, y TOMY YMCHi MOHO-, 6i- abo noniuuknivHi KinbLeBi cuctemu,
Taki K LUMKNONponin, LMKNobyTun, UMKNoneHTun, umknorekcun i 7.4. "Mano" abo "ranoreH" Bknoyae gtop, Xrop,
©Opowm Ta nog.

TepmiH "3amiweHnin" Bkasye, WO oguH Yum Ginblue BOAHIB HA 3a3Ha4YeHOMY aTOMi 3amMiHEHO aTOMOM 3a BMOGOPOM
i3 BKa3aHoi rpynu, 3a yMOBW, O HOPMaribHa BaneHTHICTb BKa3aHOro atoMa He MepeBULLEeHa, i WO AaHe 3aMilLeHHs
Np13BOAUTb A0 YTBOPEHHST cTabinbHOI cnonyku. Konu 3amicHnkom ¢ keto (Tobto, =0) rpyna, Togdi Ha JaHoMy aTomi
3aMilLieHi 2 aToMn BOAHIO.

Byab-siki kOMGiHaUii 3aMiCHUKIB Ta/abo 3MiHHUX O03BOMEHI NuLle 32 YMOBM, LUO Lie NPU3BO4i Nb OO0 YTBOPEHHS
cTabinbHmx cnonyk. Bupasm "ctabinbHa cnonyka" abo "ctabinbHa CTpykTypa" CTOCYIOTbCS CMONYK, WO € JOCTaTHbO
MiLHUMK, WOO BUTPUMATU BUAINEHHA i3 OOCTATHIM CTyNEHEM YMCTOTU i3 peakuiiHoi cyMmiwi Ta cKknagaHHs
ePEeKTMBHOro TepaneBTUYHOro NPOAYKTY.

TepmiH "cbapMaLeBTUYHO NPUNHATHI coni" BKMtoyae kncni abo ocHoBHi coni cnonyk dpopmyn (1) Ta (11). Mpuknagu
hapmaLeBTUHHO MPUAHATHUX CONen BKMoYaloTb (ane He obMexyTbCs) coni MiHepanbHUX abo opraHiyHMX KUCHOT
TaKMX OCHOBHUX 3aruLUKIB sIK aMiHW; MNyXHi abo opraHivHi coni TakMx KMCMOTHUX 3amnuLLKIB SIK KapOOHOBI KMCMNOTHU i
Take nopibHe.

dapmaLeBTUYHO MPUIHATHI COMi CMOMyK AaHOro BUHaxody MOXyTb OyTv ogepkaHi 4epes3 peakuito LinbHUX
KMCMNOTHNX ab0 OCHOBHUX (POPM LMX CMOMYK 3i CTEXIOMETPUYHOK KiMbKIiCTHO BiANOBIAHOI OCHOBM ab0 KMUCMOTK y BOAi
4YM y OpraHiYHOMY PO34MHHUKY, abo Yy ix cymilui; 3aranom, nepesara BigAaeTbCA TakMM HEBOAHUM CepedoBuLLaM SIK
ecbip, eTnnauetar, eraHon, izonponaHon abo aueToHiTpun. Mepenik NPUAHATHUX CONEN MOXHa 3HaWTU Yy PoOOTI
Remington's Pharmaceutical Sciences, 17th ed., Mack Publishing Company, Easton, PA, 1985, p. 1418, Ha sky B
AaHOMY TEKCTi poGUTLCHA NOCUMNAaHHS.

TepmiH "mMpomegnkaMeHTU" CTOCYETbCHA OyAb-SIKMX KOBaNeHTHO 3B'A3aHMX HOCIiB, WO BUAINSAID ib aKTUBHWN
MaTepUHCbKMI nikapcbkuin 3acid dopmynu (1) abo (1) in vivo npu BXUBaHHI AaHOro NpoMeauKaMeHTY CCaBLEM.
MpomenukameHTn cnonyk dopmynu (I) abo (I) roTyoTb LUNSXOM TaKOro MoAuMiKyBaHHS (OYHKLiOHAMNbHUX rpym,
MPUCYTHIX Yy OaHWX Crlonykax, Wo AaHi MogndikoBaHi rpyny MOXyYTb PO3LLENI0BATUCL HA MATEPUHCBKI CMOMyKM Npu
3BMYAMHUX MaHinynsdisx abo in vivo. [NpomegukameHTV BKMOYalOTb CrOMYKU, B SIKMX TAPOKCK, amiHHi abo
cynbdorigpunbHi  rpynn 3B'si3aHi 3 Oy[b-SIKOK TPYNoOK Yy Takui Cnocib, WO npyM BXMBaHHI CCaBLEM BOHMU
PO3LLENOTECA 3 YTBOPEHHSAM, BI4MNOBIAHO, BIiNIbHWMX TiOPOKCUNBHUX, aMiHHMX abo cynbdorigpunbHUX rpyn.
Mpuknagn npomeavKaMeHTIB BKIOYalTe (ane He oOMexyloTbesl) aueTarHi, dopmiaTHi Ta OGeH3oaTHi MoxigHi
CMMPTOBUX Ta aMiHHMX (PyHKUioHanbHUX rpyn y cnonykax dopmyn (1) Ta (Il), i Take nogibHe.

TepMmiH "TepaneBTUYHO eeKTUBHA KiMbKiCTb" CMOMyKW [OaHOro BuMHAxXo4y BiAMNOBiAAE KiMbKOCTi, WO €
edeKTMBHO, WOob NpoTUCTOATM aHoManbHoMy piBHIO CRF abo 6yTv 3gaTHOK nikyBall CMMATOMM adeKTUBHOrO
po3nagy, TpWBOrM, Aenpecii, iMyHONMOMYHWMX, CEepLEeBO-CYAMHHUX abo CepueBMX 3axBOpHOBaHb Ta MiABULLEHOT
YyTNMBOCTI 06040BOI KULLKW, NMOB'A3aHMX i3 NCUXONAaTOMOrNYHUMM MOPYLUEHHSIMW Ta CTpecamu y nauieHTa.

CuHTes

Cronykn dopmynu (I) MoxyTe OyTn ogepxaHi HacTynHUMW CUHTETUYHMMU LUMSIXaMU Ta 3a HaCTYMHUMMU
cxemamu. Konu getanbHWUiA ONnc He NoJaeTbes, MaeTbCa Ha AyMui, WO daxiBui y ranysi opraHi4yHOro CUHTE3y ferko
3p0O3yMitloTb, MO LLIO Mae MoBa.

CuHTes cnoliyk popmynm (1) moxke ByTn NpoBeAeHuUi 3a peakuieto, Wwo HaBegeHa Ha Cxemi 1.
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Cnonyky copmynu (Il) moxHa ankinysatu Mo imigasonbHOMy aToMy as3oTy 3a AOMOMOroK BiAMOBIAHOMO
peareHTa. TUMNOBI YMOBM ANs peani3avii LbOro NepeTBOPeHHs BKMOYaoTe 06pobky crnonyku () ocHoBOlO, Takowo 5K




riapua HaTpito, TpeT-6yToKeuAa Kanito, rekcamernngucunasmg HaTpito i Take iHwWe, 3 HacTyMHo 0BpobKol peareHToM
J-R', pne J Bignosigae ranoreniny (xnopuay, Gpomigy a6o ioainy) abo nceesmoranoreHigy (Tosunaty, Mesunarty,
TpudnaTy i Take iHwe), npu BignosigHi TemnepaTypi (0°C abo kiMHaTHI TemnepaTypi, MpU HarpiBaHHi, SKWO B
LupoMy € noTpeba) y TakoMy PO34MHHUKY K TeTparigpodypaH, aumernndopmamia abo aumetnncynbdoken. Ak
anbTepHaTMBa, AaHa peakuis moxe OyTu npoBegeHa 3a ymoB MiuyHoby (Mitsunobu, Synthesis 1981, pp. 1-28).
Crionyky (I1) 06pobrsioTs cnupToBok cronykolo R'OH cymicHo 3 dhocdiHoM (TpudpeHin, Tpubyiun i Take iHLIe) Ta
dochiH-aKTMBYOUMM peareHToM, TakuM SK AieTun asogukapbokcnnar.
Cnonyku popmynum (II) moxyTb ByTV ogepkaHi y cnocib, HaBegeHuii Ha Cxemi 2.
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Cnonyka dpopmynu (Ill) moxe ByTn npuegHaHa 4o apomaTtnyHoi cnonyku dopmynu (IV) 3 BUnyYeHHSAM enemeHTiB
M-K. Onsa cnonyku (lll) K penpeseHTye ranoreHia, ncesgoranorexig (Takui sik meaunart, Tosunat abo tpudnar) abo
Tiometun, i P Bignosigae 3axvcHin rpyni (SKWo ymoBW peakuii 3abe3nevytoTe nNpoTecTyBaHHa iMiga3ony N-H; B
iHwoMy Bunagky P moxe aBnatn cobow I). MpuiiHaTtHi P rpynu moxyTe BknoyaTn G6eH3un, 4-MeToKkcubeH3un,
METOKCHMETIMI, TPMMETUIICUNINETOKCUMETWI, TPeT-OyToKCUKapOoHin abo 6eHaunokcukapboHin. Ana cnonyku (IV) M
pernpeseHTye Taki rpynu sK niTi, GpomomarHin, xnopoumHk, (aurigpokcn)oop, (giankokcu)bop, TpuankincraHin i
nogibHe. Peakuis cnonyyeHHa Moxe OyTu peani3oBaHa y NPUCYTHOCTI BiOMOBIAHOrO KaTamizaTtopa, Takoro sk
TeTpakic(ipudpcHindocdin)nanagin, Gic(TpndeHindocdiH)nanagin anxnopwua, [1,3-
6ic(gudenindocdiHo)nponaH]Hikens auxnopua i Take iHwe. [OBa 0cobGnMBO KOpMUCHI crnocobu BkMtoyawi i,
CnonyyeHHs1 XIoporeTepoLmMKniB 3 in-situ ogepxaHMMU apunuuHKOBMMU peareHiamu 3rigHo 3 metogom Negishi et al.
(J. Org. Chem., 1977, 42, 1821), Ta cnony4eHHs 3 apunbdoponosnmu edipamu 3rigHo 3 metogom Suzuki et al. (Chem.
Letters, 1989, 1405). MPUAHATHNMM PO3UYMHHUKaMM AN peakuili 3a3HayeHoro Tuny €, 3BM4aiiHo, TeTparigpodypaH,
aietunosun edip, gumetundopmamia abo gumetuncynsdokcua. TUNoBi TemnepaTypu BapilolTh Bif KiMHATHOI 80
TOUKM KUMiHHA AaHOro po3vmHHuKa. licna cnonyyeHHsa P rpyny moxHa Bunyuntu i ogepxkatu cnonyky (11). Ymosu gns
BUMYYEHHSA 3axXMCHUX rpyn Aobpe BigoMi daxiBusiM y ranysi opraHidyHoOro cuHTe3y, Hanpuknag, rigporeHisauis ans
BUNy4YeHHs 6eH3uny abo 6eH3Hnokcukapboniny, 3actocyBaHHst hTopuay (Takoro sik TeTpadyTunamoHin dptopma) ans
BUITY4EHHSI eHMINeTOKCNMETUMY, 3aCTOCYBaHHS KUCMOTK (Takoi ik TPUATOPOLITOBA KMCMOTa) NS BUMYYEHHST TpeT-
6yToKkcmkapboHiny abo 4-meTtokcmbeHsuny, i Take iHwe. Crnonyku dopmynm (IlI) MmoxyTe ByTn ogepaHi 3rigHO 3i
Cxewmoto 3.

Scheme 2

Sgheme 3
HE A, RS y A, RY
R
" Y
HaN
K K
am

V) R )
I_. . N lA‘YH___'
X
(47))

HiaminHy cnonyky dopmyrnu (V) (y AaHomy Bunagky P sBnsie coboto Taky rpyny sik 6eH3un, koTpa moxe 6ytn
BBeJeHa BXe NnpuegHaHo A0 aToMy asoTy; Y NpoTuBHOMY pasi P Moxe Bignosigatu cnoyaTky H, i Ha noganbLuin
cTagii BBOOATb iHLIMIA MPOTEKTOP) BMKOPWCTOBYIOTb Y peakuil LIMKMOKOHAEHCaUii ANA CTBOPEHHS iMiga3onbHoOro
Kinbusi. 3acTocoBaHi yMOBUW 3anexaTb, 3BMYaviHoO, nig BMOopy X rpynu i MOXyTb BKoYaTh NpomixkHy crnonyky (VI).
Ornag peakuin nNo yTBOpeHWI) iMigadyoniB MoxHa 3HawTu y poboti Comprehensive Heterocyclic Chemistry
(Pergamon Press, 1984), vol.5, pp. 457-498.



MpuroTtyBaHHsa cnonyk dopmynu (V), e A Ta B € aTomamu a3oTty, Moxe NpoBOAMTUCH 3rigHO 3i Cxemoto 4.

Scheme 4

p

N ]

e

O — "

ON H N7 PN

I( K

(V.AaniB=N)

L. *r___l

HaN
K

(Vi

Cnonyky dopmynu (VII) moxHa oTpumaTu i3 KoMepLinHux mxkepen, ocobnueo, ans K = xnopua). Cnonyku, Lo
MiCTATb MnceBgoranoreHigHi K rpynu, MoxHa ogepxaTtu i3 BignoBigHWX AWrigapokcn cnonyk obpobkol npuaaTHUM
aKTUBYIOUMM peareHToM, Takum sk opraHocyrnbdonicBui aHrigpug abo cynbdoHinxnopug. Cnonyky (VII) moxHa
KoHBepTyBaTh y (V) wnsxom (i) monoasnkinysaHHs cnonykoto P-NH; 3 HacTynmHUM BiAHOBNEHHAM HIiTpOrpynu;

(i) BiZHOBNEHHAM MITPOrpynM 3 YTBOPEHHSAM amiHHOI crionyku cpopmynu (VIII) 3 HAaCTynHUM MOHOanKinyBannsm
cnonykoto P-NHy; ab6o (iii) wnsixom 3actocyBaHHS [pKepena amoHilo (amiak, riapoKkcua amoHito i Take iHwe) 3a byab-
SIKOKD CXEMOK 3 HACTYNMHWM MPOTEKTYBAaHHAM amiHorpynu npotektopom P. Ximia nipumiguHis Takoro tuny gobpe
nodaHa y nitepartypi, i BignoBigHWi ornag MoxHa 3HanWTu y poboti Comprehensive Heterocyclic Chemistry, vol.6.
AnkinyBaHHSA XJTOpONipHMIAUMIB aminmMmMu cnonykamu Moxe 6yTn 34iNCHEHO Sk 3a kucroTHUX (Hanpuknag, HCI abo
OLTOBa KUCIOTA), TaK i 3@ OCHOBHUX (Tpuarnkinamidn, TpeT-0yTokcua, Kanito i Take iHwe) ymoB. [MiTporpynu y cnonykax
3a3Ha4YeHoro Tuny MoXyTe OyTW BiHOBMEHI 4O amiHOrpyn 3 BUKOPUCTaHHSIM OAHIEi i3 6araTbox yMOB, BKIOYaOun
KaTaniTMYHy rigporexisauito, AnNxropua onosa, AUTIOHIT HATpPIt0, MeTanivYHUIA LIMHK, NOPOLLIOK 3ani3a i Take iHLe.

OpepxaHHs cnonyk dopmynu (V), ge A abo B € atomu a3oTy, nogaHo Ha Cxemi 5.

Scheme 5
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FppokeunipugoHoBy crionyky dopmynu  (IX) MoxHa nigaatvu HiTpyBaHHIO 3 ogepkaHHaM  crnonyku (X)),
3aCTOCOBYIOYM TaKi YMOBM SIK KOHLEHTpoBaHa abo AuMMMnsya asoTHa KWUCroTa, 3a HeoOXigHICTIo, y NpUCYTHOCTI
KOHLIEHTPOBaHOI cipyaHoi abo ouToBoi kucnotwu. ligpokcunipugoH Moxe OyTu CenekTMBHO MOHOakTMBOBaHWMA K
rpynow 3 YyTBOPeHHAM cronykn dopmynu (XI); oguvH i3 MeToAiB AOCATHEHHS UbOro BKOYae 06pobky
avumknorekcunamlHoBoi coni cnonyku (X) okcuxnopuaom docdopy 3 yTeopeHHam (XI), ge K=Cl. Ak anbTepHaTuBa,
obuaBi rigpokcy Ta nipMgoHOoBI rpynu y crnonyui (X) MoXyTb OyTW akTMBOBaHi OQHOYACHO, 3 BUKOPUCTAHHAM GinbLu
XKOPCTKMX YMOB, Takumx sik okcuxnopug cocdopy Ta HarpiBaHHs, 3 yTBopeHHsiM cnonyku (XI1). Cnonyka (XI) moxe



6yTn neperBopeHa y crnonyky (XIII) i3 3axuLLieHo amiHOrpynok 3 BUKOPUCTaHHSAM TOFO CaMOro 3arasnbHOro LUMSXY,
Lo PO3rMAHYTUI BULLE AN NipUMiguHiB. MOXNMBMM € TakoXX MOMOArnKinyBamHsa 3 BUkopuctaHHsam cnonyku (XII), ane
Lue MOXe CMpPUYMHUTU YTBOPEHHSA CyMillen perioizoMmepHux npoayktie (XIV) Ta (XV). Hitporpynn y umx cnonykax
noTiM MOXyTb OyTW BiHOBIEHI SIK PO3rNsIHYTO BULLE, 3 YTBOPeHHAM cnonyk cdopmynu (V), oe A abo B BignosigatoTb
asory.
AJ'II:}»_'LI'epHaTVIBHMVI niaxin [0 cnocoBy, Lo BKMoYae BBeAeHHs R rpyni Ha NepBUHHi cTagii, noaaHo Ha Cxemi 6.
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BiH 0COBNMBO KOPUCHMI y TUX BUNaakax, koru R’ siBnsie cobolo Taky rpyny, Wo ankinysanHa cronyku (Il) r
HenpaKTUYHUM (Hanpuknag, Ayxe Benuka 3a o6'emom R' rpyna), ane Moxe 3acTOCOBYBATUCH | B 3aranbHOMY MnaHi.
B ubomy cnoco6i cnonyku coopmynm (XVI) abo (XVII) (amiHo- abo niTpo-nipnaunu 4m nipuMigmMHm) ankinytoTb aMiHHUM
peareHToM R;-NH; 3a kuMcrnoTHMx abo OCHOBHUX YMOB Sk Moka3aHo Buile. Hitpocnonyka (XVIII) moxe ©OyTtu
KOHBEpTOBaHa B amiHny crnonyky (XIX) 4yepes onucaHi Bulle peakuii HiTpoBigHOBMEHHs. Crnonyka (XIX) moxe 6yTu
uMknisoBaHa B imMigasonbHy crnonyky (XX). Ak i Buwe, 3asHaveHa peakuis 6y,u,e sanexaru Big BMbopy X rpynu.
Hanpuknag, ana X= =CHR? mMoxHa BUKOPUCTATK TakKUN OpTOedipHUA peareHT sk R CH(R )C(OR)3; npu HarpiBaHHi y
YNCTOMY PO34MHi abo PO3YMHHMKAX i3 BMCOKOK TOYKOK KWMIHHS i B NPUCYTHOCTI, 3@ HEOOXiAHICTIO, KMCMOTHOro
KaTanisatopa (Takoro AK consHa abo cipyaHa kucrnota) (ave. Montgomery and Temple, J. Org/ Chem., 1960. 25,
395) Ans X=NR™ uuknisaLiito NpoBOAsTL 3 BMKOPUCTAHHAM TaKnx peareHTiB K ryaHigUHOBMWIA peareHT chopmynm
R’R'°N-C(=NH)NH, abo aepueaT cevoBuHM 3i cTpykTypoto R°R™N-C(=NH)D, ge D sianosigae rpyni, nogi6Hiit ao
OCHa, SCHa abo SOzCH3

Ona X© kinbue ¢OpMylOTb , BUKOPUCTOBYKOYM peareHT 3i CTPYKTYpoH £R20)4C (Np  OLTOBOKMCINOTHOMY
KaTanisi), 3a yMOBM MOXIMBOCTI BUKOPUCTaHHS Takoro peareHTy 3 BignosigHoto R” rpynoto (ame. Brown and Lynn, J.
Chem. Soc. Perkin Trans. | 1974 349). Ak anbTepHaTtuBa, giamiH (XIX) o6po6n;uoTb docreHom i3 HacTynHum O-
ankinysaHHsM Ans BBeeHHs R’ rpynu (3a AOMOMOrO Takoro peareHTy sik R%-1 a6o R*Br). MoaiGHui wnsix MoxHa
BUKOPUCTATU ANs X=S i3 3aCTOCyBaHHsIM TiopocreHy abo NomibHOro peareHTy 3 HacTYMHUM S-ankinysaHHsM R’
rpynoto. ATOM cCipku y Ui cnonyui (Ta, 3aranom, cynbdigHi rpynv y Aadin Monekyni) moxe Oytn npu notpebi
oKucrneHun o cynbdokeuagy abo cynbdoHy LWNSXOM 06pobku BiANOBIAHUM OKMCIOBaYeM, TakMM Sk mepmaHraHaTt
Kanito, nepokcomonocyrnbdaT kKanito abo m-xnoponepbeH3oriHa kucroTa. | HapewrTi, cnonyky (XX) MoxHa
BMKOPWCTATU Y peakLii apunbHOro CrosyyeHHs, sk nokasaHa Buwe, Ans 3amiweHHs K rpyny noTpibHo apunibHoo
rpynoto y crnonyui (1).

Cnocobn cuHTedy cronyk R3;-OH, R;-J Ta R'-NH, CTUKYIOTbCS Yy TOMYy, LO [daHui CivpT MoXe
BMKOPWCTOBYBATUCh Y CUHTESI iHLUMX ABOX CMONYK, 5K Lie nokasaHo Ha Cxemi 7..
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Hanpuknag, rigpokcurpyna moxe OyTW KOHBepTOBaHa Y HacTynHi J rpynu 3 BMKOPUCTAHHAM 3asHavyeHux
peareHTiB (UeW wWNsAX He oOMexXyeTbCca BkaszaHUMu J rpynamu). MeTaHCyrnbgOoHaT, i3 3acTOCyBaHHAM
MeTaHcynbgoHINxnopugy abo aHrigpyagy Ta BiONOBIAHOI OCHOBW; TOnyoncynbdoHaT, i3 3acTOCyBaHHAM
TonyoncynbdoHinxnopugy abo aHrigpvugy Ta BignoBigHOI OCHOBW; NOAWA, i3 3aCTOCYyBaHHAM Noa/TpuddeHindgocdiny;
O6pomig, i3 3actocyBaHHAM Tpubpomigy docdopy abo TeTpabpomig Byrneus/TpudeHindocdiHy; abo
TpmbTopomeTchynbcbOHaT |3 3acTocyBaHHSIM TpUTOPOMETaH-CyNbHOHOBOIO aHrigpugy Ta BiAnoBigHOI OCHOBMW.
O6uasi cnonyku R%-OH Ta R-J BMKOPUCTOBYIOTLCS Y crnocobax, wo nofaHi Ha Cxewmi |. KonBepcis R'-J y R'-N3
noTpebye BUKOPUCTaHHSI a3ngHOro Axepena, Takoro SK asug HaTpito, Ta PO34YMHHMKA, TaKoro K AMMETUINCYNbGOKCHA,
abo aumetundopmamig, abo Boaa, i MixkdasoBoro kartanizatopa (Takoro sik KMCNui TeTpabyTunamoHincynedar).
BigHOBNeHHs asuaHoI Cronyku R“Ns; go R“-NH, moxe NPOBOAMTUCL i3 BUKOPUCTAHHSM TaKUX peareHTiB $K



6oporigpua HaTpito abo TpudeHindocdiH, abo radyBaTn BogeHb Ta katanisatop (Takvi sk nanagin Ha Byrnedi). AMiH
R*-NH, notim Moxe 3aCTOCOBYBaTUCh Y MeTofax, LWo nogaHi Ha Cxemi 6.

Y Bunapakax, konu crionyka R*-OH Moxe 6yTn penpeseHToBaHa CTPYKTYpoio hopMynm

(XXI) (Cxema 8), ne R™ Ta R™ sBnsiotb co6oto cyGCTPYKTYpU, KOTPI CMifbHO 3 KapGiHONIMETUHOBOIO rPYMoio
BignosigatoTb rpyni R°, BOHa Moxe ByTu ogepxaHa LUNAXoM NpueaHaHHsa 40 KapOOHINbHOI CMOMNyKK.
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Ller wnax ocobnmMBo KOPUCHWIA y BUNAZKy, KOMM R'™ a6o R'® BignoBigae LMKnoankinbHii rpyni, Hanpuknag,
uuknonponiny. [ns opepxaHHs CcnvMpToBOi cronykn dopmynu  (XXI) moxe OyTM BUKOpUCTaHa peakLuist
MeTanoopraHi4Horo peareHTy (ge M' Bignosigae metanorpyni, Takin sik Li, CuCN. Cul, MgCl, MgBr, Mgl, ZnCl, CrCl i
Take iHwWe) 3 anbgerigom. Ak anbTepHaTvBa, keToH chopmynu (XXII) Moxe o6pobNATUCH BiAHOBMNOBAYEM, TakMM 5K
Goporigpua HaTpito, NiTikanoMiHIA rigpua i Take iHWe, WO TakoX Npu3Beae 00 YTBOPEHHS cnupTy dopmynu (XXI).
Ona npurotyBaHHsA cnonyk dpopmynu (XXII) MmoxyTe B6yTn BUKOpUCTaHi cTaHAapTHI cnocobu CMHTE3y KEeTOHIB, KOTpI
BifOMi (paxiBLAM y ranysi opraHiyHOro CUHTe3y.

Ons ciHTesy cnupTiB R-OH Moxe Takox 3aCTOCOBYBaTUCb TFOMOMOMYHUIA Migxid, WO BKMAOYAE peakLito
PO3MMKaHHS KinbLA LUKNiYHOro edoipy 3a AOMOMOro0 MeTanoopraHivyHmx peareHTiB (Cxema 9).
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Y pAaHomy BUMagKy BUKOPUCTAHO MEeTaroopraHiyHum peareHT R'%-M", ne M" Bignosigae TakuM MeTanam sik Mg,
Zn abo Cu. Ocobnmeo kopucHMM € cnocib, onucaHuin y Huynh et al., Tetrahedron Letters, 1979, (17), pp. 1503-1506,
e BUKOPWUCTOBYIOTb peakuild MarHiiopraHiyHUX peareHTiB i3 UMKNIYHUMKU edipaMy 3a KaTaniTMY4HUX YMOB, LLO
3abe3nevytotbess Migb () mogmoom BukopuctanHs enokcuaHoi cnonyku dpopmynu (XXIN) Y Llen cnocié pgactb
cnmpToBy crionyky dopmynu (XXIV), a BAKOPUCTaHHS OKCETaHOBOI crnonyku dpopmynu (XXV) npussene 40 YTBOPEHHS
cnupTy chopmynin (XXVI). O6uasi crionyku (XXV) Ta (XXVI) € pisHoBuam R*-OH.

CuHTe3 cronyku R'-NH, dopmynn (XXVII) nogaHo Ha Cxemi 10.
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MpocTe BiguoBntoBansHe aMiHyBaHHsi KeToHy (XXII) npu3Bene g0 yTBopeHHSA aMiHy (XXVII). JaHa peakuis moxe

HHN,
G




NpoBOAUTUCL 3 BUKOPWUCTaHHSM ©e3BOAHOro amiaky y MPUCYTHOCTI BOAHIO Ta KaTtamisatopa. fAk anbTepHaTuBa,
npuegHaHHs MeTanoopraHiyHoro peareHTy 40 HiITPUNbHOI CMONYKU Aae iMiH, KOTpU Moxe ByTn 0bpobneHuii in situ
BigHOBMNOBa4YeM (TaknMMm K LjiaHOoporigpug Hatpito) 3 yTBOpeHHAM aMiHy (XXVII). Hapewrti, cnonyka copmynum
(XXVIIl), pe Q € 3amiweHMM npu HeobxigHOCTI aToMOM KucH (To6To okcumom) abo atomom asoTy (TobTo
riipa3oHoM), Moxe OyTu niggaHa peakuii 3 MeTanoopraHiyHUM peareHToM R™-M". Y JaHoMy Bunagky
3acTocoByBanvce Taki metanorpynm M™ sk MgBr, CuCl abo CeCl,. MpomixHi npogykTh npuegHaHHsa dopmynm (XXIX)
MOXyTb OyTW niggaHi BigHOBMIOBANbHOMY PO3LUENMEHHIO (3 BMKOPUCTaHHAM HaTpii/pigkoro amiaky abo
KaTaniTMYHOro riApyBaHHs1) 3 yTBOPEHHAM amiHiB (XXVII).

AMIHOKMCNOTU AK NPUPOLAHOrO MOXOMKEHHA TaK i CUHTETUYHI € NOTEHLUIMHUM [DKEepenoM KOPUCHOro BUXIAHOro
martepiany gnsa cuHTedy crnonyk gaHoro BuHaxogy. Cxema 11 300paxye Aeski MOXNMBI 3aCTOCyBaHHS Takoro
nigxoAay.
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3axuweHi amiHokucnotn copmynu (XXXI) ogepxyroTb i3 BUxigHux cnonyk dopmynu (XXX); 3axucHi rpynu
("Prot") BknoyaroTb TpeT-0yTokcnkapOoHin, 6eH3nnokcukapOoHin Ta TpudeHinmMeTvn. Y 3aransbHoBigoMin nitepaTypi
no ximii nenTuaiB onncaHo cnocobu Takoro NpPOTEKTyBaHHA. KapOoHOBOKMCNOTHa rpyna mMoxe 6yTu BigHOBMeHa 3
BMKOPWUCTaHHAM Takux peareHTiB sk niTii Goporigpna, wo pgae cnupt (XXXI). Tligpokcurpyna moxe 6yTu
KOHBepTOBaHa Yy BigwenntoBaHy "J" rpyny sk onucaHo Buwe. Cnonyka cdopmynum (XXXIII) moxe obpobnatuch
BiAMOBIAHVMMN peareHTamMu 3 YyTBOPEHHSAM Pi3HOBUAY YHKUIOHANbHUX Py, IO BKIOYeEHi y o6car 4aHoro BUHaxoay
(cmonyka (XXXIV)); 3amiwieHHs J uiaHigom (y AaHOMy BUMNaAKy MOXe BUKOPUCTOBYBATUCh LiiaHig HaTpito y nigirpitomy
AvmeTtundopmamigi) gae HiTpun, 3amileHHs J MmepkanTtaHom (Y NPUCYTHOCTI Takoi OCHOBM Sk kKapboHaTt kanito) gae
aucynbadig, 3amilleHHs J BTOPUHHUM aMiHOM A€ TPETUHHUA aMiH i T.A4.

Cronyku cpopmynn (I) 3 HeHacuyeHUMM R’ rpynamu MoxyTb CRyryBaTW [OAATKOBUM [KEPerom CroryK, Lo
OXOMMITLCA AaHMM BUHaxogoM. HeHacuueHi (NoABivHi Ta MOTPIiNHI) 3B'A3KM MOXYTb MpUAMAaTU ydactb y Ximil
LMKIoNpeaHaHHsa 3 BignosigHumu peareHTamm (Cxema 12). LimknonpueanaHHsa ankiHoBoi crnionyku dopmynm XXXVI
A0 1,3-gieHiB 3 yTBOPEHHAM 6-4NeHHUX KinbLeBMX Cronyk, nogibHmx Ao cnonyk dopmynun XXXVII (Bigome Sk peakuis
Oinbca-Angepa), Ta peakuis UMKNOMpPUEAHaHHA 3 3-aTOMHWMMW OWMNOMSAPHMMU  peareHTaMu 3  YTBOPEHHSAM
reTepoumnkniyHux cnonyk dopmynun XXXVIII Bigomi daxiBusiMm y ranysi opraHiyHoro cuHTesy. CneundidHnm
NPUKNaaoM Takoro Niaxo4y € CUHTES i30KCca3omniHOBKX cronyk dpopmynun XXXIX i3 ankiHy XXXVI Ta niTpunokcuaHoro
peareHTy.
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Mpouenypa cuHTEe3y, NokasaHa na Cxemi 13, Moxe 6yTK BUKOpUCTaHa AN ofepXaHHs 4,5-c imigasonipyaunHis.
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HitpyBaHHs 2,4-gurigpokcunipuaunHy (XXXX) HNOs sik onucaHo paniwe (Koagel et al., Reel. Trav. Chim. Phys-
Bas., 29, 38, 67 1948) npn3Beno 4o YTBOPEHHS BignoBigHoro 3-HitponipugoHy (XXXXI), skuii 06pobnsinu opraHivyHo
aMiHHOIO OCHOBOI, TaKOK $K LMKMorenTunamin, WO MPW3BENO A0 CENeKTUBHOIO YTBOPEHHS BignosigHoro 4-
xroponipmgoHy (XXXXII). OcTaHHii, y cBOlO Yepry, nigaasanu peakuii 3 nepBuHHMM amiHoM RNH., ge R saBnse
coboto rpyny, onucaHy padille, y anpoToOHHOMY abo MPOTOHHOMY PO34MHHUKY, Takomy sik CH3;CN, DMSO, DMF, a6o
ankinoBun cnupT Y NPUCYTHOCTI opraHiyHoi abo HeopraHiYHOI OCHOBMK, Takoi K I puankinamin, K2COs, Na2COs i Take
iHWe, i y TemnepaTtypHomy iHTepBani 20-200°C 3 yTBopeHHAM 4-amiHHoro agaykTy (XXXXII). MipugoH (XXXXIII) 6ys
KOHBepTOBaHWi y 2-xnoponipngnH  (XXXXIV) wnsxom o6pobkn POCI;, i (XXXXIV) 6yB cnonydyeHun 3
aprn6opoHoBoto kucnototo ArB(OH), 3a ymoB nanagieBoro kartanisy 3 yTBOpeHHsM crnonyku (XXXXV). HitponipuaumH
(XXXXV) 6yB BigHOBneHun [o BignosigHoro amiHonipyauHy 3a gonomorow NapS;04 abo Fe, Sn um SnCl; i
nepeTBOpeHni y iMiaaso[4,5-c] NipyanH WASXOM HarpiBaHHS i3 06epHEHNM XONoAUNbHUKOM Y NMPONIOHOBIA KUCMOTI.
Take came nNepeTBOPeHHs Moxe OyTn 3AiICHEHO 3 BWKOPUCTaHHSAM HIiTpuny, iMigaTy, TioimigaTy abo
TpuankinopTonponioHary.

Mpouenypa cuHTE3y, NokasaHa Ha Cxemi 14, moxe OyTu 3acTocoBaHa Anst ogepxaHHsa 4,5-b imigazonipnamnis.
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Peakuis 4-xnoponipugoHy (XXXXII) 3 apunranoreHigom, Takum sik 6eH3unbpomig y 6eHsoni Ta y npucyTHOCTI
Ag2COs3, sk nokasaHo Ha Cxemi 13 (Smith A. M. et al., J. Med. Chem., 36, 8, 1993), y TemnepaTtypHomy iHTepBani 30-
80°C npu3Bede [0 YTBOPEHHS BignoBigHoro 2-6eHsunokcunipugmH) (XXXXVI). OcTtaHHii OyB crnonyyveHuin 3
apunbopoHoBoto  kucnototo ArB(OH), 3a ymoB nanagieBoro kaTamisy 3 YTBOPeHHAM cronykn (XXXXIX).
BeHsunokeurpyny MoxHa BUny4mT 06pobKoto CMIBHOK KMCMOTO, Tako SK TpUATOPOLTOBa, TpudnaTHa, cipyaHa,
CconsiHa i Take iHWwe, 3 y TBOpeHHAM nipuaoHy (L). OcTaHHin OyB KOHBEPTOBaHWIA y 2-ranonipuavH 3a A0MNOMOro
POXs;, PXs abo BignosigHoro Tpudnary, To3unaty abo mesunary, kotpuin 6yB 3amilleHnii nepBUHHUM amiHoOM RNH;
3 yTBOpeHHsaM cnonyku (LI). Hitporpyna 6yna BigHoBneHa 3a ymoB, HaBedeHux Ha Cxemi 13, i amiHonipuanH 6yB
nianaHvn umknisadii go imigasono[4,5-b]nipiignny (LII) 3a ymoB, wo HaBeaeHi Ha Cxemi 13.

HacTtynHi npvknagn HaBegeHi Onst [odaTtkoBOi AeTanisauii BuHaxogy. Lli mpuknagu, wo BigoGpaxyoTb
Havkpalmii Na gaHui Yac Wnax peanisaudii 4aHoro BMHaxXody, ChyrylTb nuwie Ans inocTpadii i He oOMexyloTb
JaHnn BUHaxia.

Cnocobwu ogepxaHHsa 8-etun-9-(1-etunneHTnn)-6-(2,4,6-tpumetunderin)nypuny (Tabnuusa 1, MNpuknag 2, Ctpui
ypa A) Ta 9-6ytun-8-etnn-6-(2,4,6-tpumetunderin)nypury (Tabnuua 1, Mpuknag 27, Ctpui ypa A), WO PO3rNsHyTi
HWXYe, MOXYTb ByTM 3acTOCOBaHi ANst ofepxaHHsA Bcix cnonyk npuknagis Ctpyktypu A 'y Tabnuui 1, Tabnuui 1A Ta
Tabnuui 1B I3 He3Ha4yHMMM npouedypHUMKM MopudpikauisiMu, e Le NoTpibHO, Ta BUKOPUCTAHHSIM peareHTiB i3
NPUAHATHOIO CTPYKTYPOIO.

Cnocobu ofepXaHHA 3-(1-umknonponinnponin)-7-(2,4-guxnopodeHin)-2-etun-3H-imigaso[4,5-blnipnamny
(Tabrnuua 1, MNpuknag 38, CtpykTypa B) Ta 1-(1-umknonponinnponin)-4-(2,4-guxnopodcHin)-2-cnin-1H-imigaso[4,5-
c]nipnagnny (Tabnuusa 1, Mpuknag 38, Ctpyktypa C) moxyTb OyTv 3acTocoBaHi Ans odepxaHHs 6araTbox Crnonyk
npuknagis Ctpyktyp B Ta C y Tabnuui 1, Tabnuui 1A, Tabnuui IB ta Tabnuui 1C i3 He3HaYHUMM NpoLLeaypPHAMM
Mogudpikauisimuy, ae ue noTpidHO, Ta BUKOPUCTAHHSAM peareHTiB i3 MPUMHATHOK CTPYKTYPOHO.

Mpuknag 2

OpepxaHHs 8-eTHN-9-(1-eTunneHTnn)-6-(2,4,6-TpumeTundeHin)nypuHy

YactnHa A. Po3uuH 5-amiHo-4,6-gmxnoponipumignHy (10,0r, 61,0 mMonb) Ta Tpuetunaminy (12,8vn, 91,5
MMorni.) y etaHoni (100mn) o6pobnanu 6eH3unamiHom (7,30 mn, 67,1 Mmonb) Ta HarpiBanu npu 50°C na npoTa3i
Houi. YTBOpEHy B pe3yrnbTaTi CyMill OXONOMKYBanu, i KpucTaniyHy TBepay peqyoBuHy 3bvpanu wnsixom dinbTpadii.
TBepay peyvyoBWHY po3TUpanu 3 rekcaHom, inbTpyBanu Ta BUCYLUyBanu nig Bakyymom. [pyrni pas kpuctaniyHy
Macy 30mpanu i3 MaTo4yHOro po3yVHy Ta ouuvLiany §iK i y mepliomy BUNagKy, i B pe3ynbTaTi odepXanu, 3aranom,
12,67r (48,8 mmorb, 80%) 5- aMIHO -6-6eH3nnamiHo-4-xnoponipumignHy. TLC (ToHkoLwapoBa xpoMaTorpadis) Ry 0,10
(30:70 etunauetat-rekcan). *H AMP (300 Mru, CDCls): d 7,62 (1H, s), 7,13-6,97 (511, m), 6,61 (1H, br t, J=5 '),
4,43 (2H, d, J=5,5Tu), 4,24 (2H, br s). Mac-cnektpockonis (NHs-Cl): m/e 238 (4), 237 (33), 236 (15), 235 (100).



YacTtnHa B. PosumH giaminy i3 YactuHm A (10,45r, 44,5 mmonb) Ta Tpuy Kpanii KOHLEHTPOBaHOI COMSIHOI KMCNOTH
y rpnetunopionponioHati (70mn) Harpisanu go 100°C npotsirom 1 roamHu, NoTiM OXONOMXyBanu, BNavBanu y Bogy
(200 mn) Ta ekcTparyBanu etunauetatoM (2x200mn). EKCTpakTu npoMyBanu nocnigoBHo po3coriom (100mr), noTim
noegHyBanu, ocyLlyBanu Hag 6e3BogHUM CynbdaTtom HaTpito, dinbTpyBanu Ta BunaproBany. 3anuLuok po3aginsanmy 3a
METOZO0M KOIOHKOBOI Xxpomartorpadii (cunikarenb, 20:80 eTunauetart-rekcaH) 3 ofepaHHsM npogykty, N-(6-
6eH3unamino-4-xnoponipnmigux-5-in)-O-eTun-nponioHimigaty (12,82r, 40,2 MMOJ‘Ib 90%), y BUrNSAi KpuctanivyHoi
TBEpPAOi peyoBMHU. TNN=85-86°C. TLC RF 0,25 (20:80 eTunauetat-rekcan). “"H AMP (300 Mrw, CDCls): d 8,19 (LU,
s), 7,35-7,29 (5H, m), 5,21 (1H, br t, J=5 'y), 4,70 (2H, d, J=5,9 I'y), 4,29 (211, br), 2,15 (2H, br g, J=7,3 T'u), 1,35
(3H, t, J=7,0 '), 1,06 3H, t, J=7,3 I'y). Mac-cnekTpockonia (NHs-Cl): m/e 322 (6), 321 (34), 320 (20), 319 (100).

YactmHa C. PosuuH imigaTHOI cnonykw, ogepxanui y Yactudi B (10,66r, 33,4 mmonb), Ta MoHorigpaty p-
TonyoncynbdoHoBoi kncnotu (100mr) y audeninosomy edipi (10mn) HarpiBanu go 170°C npoTsarom 2 rogHu.
YiBopcny B pesynbTaTi Cymill oxonompkysBanu Ta BunuBanu y 50mn Bogu. [MoTiM ekdiparykanm eTtunaueraTom
(2x50mn), i eKkcTpakTM nmpomuBany nocrigoBHO poscosniom (50mn). moegHyBanw, ocywysanu Hag 6e3BogHMM
cynbdatoMm HaTpito, inbTpyBanu Ta BunaptoBanu. 3anqlKOBUMIA MaTtepian po3ginsnM MeTogoM KOFOHKOBOI
xpomaTtorpadii (cunikarenb, rekcaH Anst BUIyYeHHs AudpeHinoBoro edipy, notim 30:70 eTunauertaT-rekcaH) 3
ofepXaHHAM NpoaykTy, 9- 6C|nnr| 6-xropo-8-eTuNnypuvHy, y Burnsgi macna (8,16r, 29,9 mmonb, 89%). TLC Rf 0,20
(30:70 ytunauetat-rekcat). “H AMP (300 Mru, CDCls): d 8,72 (1H, s), 7,37-7,29 (3H, m), 7,19-7,14 (2H, m), 5,46
(2H, s), 2,89 (2H, q, J=7,7 '), 1,38 (3H, t, J=7,7 I'y). Mac-cnekTpockonis (NHs-Cl): m/e 276 (6), 275 (36), 274 (20),
273 (100).

YacTtuHa D. Po3uuH xnopuay uuHky (5,32r, 39,1 mmornb) y 6€3B0AHOMY, LLOVHO NeperHaHomy TeTparigpodypaHi
i (50mn) 06po6nANM Npu KiMHATHIA TemnepaTtypi Po34nMHOM Me3uTunmMarHiHbpomigy (39,1mn, 1,0M, 39,1 mmorb) y
aietunoBomy egipi. Yepes 45 xBUMWH y OKpeMili CKNsiHLi po3ynH Gic(TpudpeHindocdin)-nanaaiin guxnopuay (0,92r,
1.3 mmonb) y TeTparigpodpypaHi (10 mn) obpobnsnu posunmHoM AumizobyTunanomiHiv rigpuagy (2,6mn, 1,0 M, 2,6
MMOIb) Yy rekcaHi. [laHy cymiw nepemilyBanu Ha npoTtssi 15 xBUnuH, noTiM oOpobnanu no Kpannsix po34nMHOM
ME3UTUMNLIMHKXIIOpUAy 3a AOMOMOrot0 kaHtoni. oTim, 3a 4OMOMOro Wnpuuy AogaBanu po3duH XIoponypUHOBOI
cnonykn y 10mn TeTparigpodypaHy, i BkasaHy CyMmill nepemillyBanuM Ha npoTaAsi 12 rogvH npu KiMHaTHIN
Temnepartypi. ii BunuBanu y sogy (150mn) Ta nigkMcroBany LWINSXOM AoAaBaHHst No Kpannsam IN BOAHOI consiHoi
KMCIOTKN AOMOKM 4aHa CyMill He cTaBarna romoreHHoto. [oTiM NpoBoaunu ekcTparyBaHHsi eTunaueraTtom (2x150mn), i
€KCTPaKTU MpoMMBanu MOCMIJOBHO HacU4YeHWM po3yvMHOM poscony (100mn), noegHysBanuW, ocywyBanu Haf
06e3BogHMM cynbgatom HaTpilo, inbTpyBanu Ta BunapioBany. 3anuvioK PO34insanM MEeTO4OM  KOJIOHKOBOI
xpomatorpadii (cunikarens, 30:70 eTunaueTart-rekcaH) 3 OAepXaHHAM npoaykty, 9-6eH3un-8-etun-6-(2,4,6-
TpmmeTmncbeHln)nprHy, (6,68r, 18,7 mmonb, 72%). y Burnsagi 6inoi BockonofiGHoi TBepaoi pevoBuHU. Tnn=121-
122°C. *H AMP (300 Mru, CDCls): d 9,00 (1H, s), 7,38-7,31 (3H, m), 7,23-7,21 (2H, m), 6,96 (2H, s), 5,50 (2H, s),
2,84 (211, q, J=7,6 'y), 2,33 (311, s), 2,06 (6H, s), 1,26 (3H, t, J=7,5 'u). Mac-cnekrpockonist (NHs-Cl): m/c 359 O),
358 (26), 274 (20), 357 (100).

YacTtunHa E. Po3umH GeinunbHoi cnonyku i3 YactuHm D (5,33r, 14,95 Mmmornb) y TpudpTopoLToBin kucroTi (320mn)
pO3MNOAiNanu no YoTMpbOX CKNsiHKax Mappa, i koxHy YacTuHy obpobnsnu 0,8r 20% nanagiv rigpokcuagy na Byrnedj.
BMmicT KOXHOI CknsHkW nigaasanu rigporeHisadii (50 dyHT/kB. Atonm) y BibpaTopi na npoTasi 18 roguH. CKIsHKKM
NpoOMMBanu as3oToM, i pPO3uYMHWM NoedHyBanw, inbTpyBanu vepes UeniT Ta BuNaploBanu. 3anuwikoBui MaTtepian
pO34inanu MeToaoM KOJTOHKOBOI Xpomatorpadii (cunikarens, 50:50 eTunavueraT-rekcaH) 3 oaepXaHHsM NpoaykTy, 8-
etun-6-(2,4,6-tpnmctundenin)nypuHy (3,75r, 14, 1 MMonb, 94%), y Burnsaai 6inoi kpyuctanivyHoi pedoBuHu. Tnn=215-
217°C. TLC Ry 0,17 (50:50 eTunaueTaTt-rekcaH). “H AMP (300 Mru, CDCls): d 12,35 (1H, br s), 9,03 (1H, s), 6,96
(2H, s), 3,05 (2H, q, J=7,7 Tw), 2,32 (3H, s), 2,05 (6H, s), 1,50 (3H, |, J=7.7 'u). Mac-cnektpockonis (NHs-Cl): m/e
269 (2), 268 (19), 267 (100).

YacTtmnHa F. Po34umH nypuHoBoi crnionyku i3 Yactunu E (200wmr, 0,75 mmonb), 3-rentaHony (0,13 mn, 0,90 mmoni.)
Ta TpudeHindocdiHy (0,24r, 0,90 mmonb) y LLOWHO NeperHaHomy TeTparigpodypani (5 mn) oxonogxysanu go 0 °C
Ta 06pobnsnu no kpannsx guetunasogukapookcuntrom (0,14mn, 0,90 MMonb) 3a gonomoroto Wnpuud. OaHy cymil
nepemilwyBany na npoTs3i 12 roguH, notim BunaproBanu. 3anuwkoBuin MaTepian po34insnm MeTOLOM KOSIOHKOBOI
xpomaTorpadii (cunikarens, 15:85 eTunauerar-rekcaH) 3 ogep>XaHHsM TUTYNbHOI CMOMyKn Yy BVIFJ'IH,EI,I 6inoi TBepaoi
peuoBuHM (0,152r, 0,42 MMorb, 56%). Tnn=99-100°C. TLC Ry 0,17 (10:90 etunauutaTt-rekear). "H AMP (300 Mru,
CDCls): d 8,91 (1H, s), 6,95 (2H, s), 4,22 (1H, br), 2,92 (211. q, J=7,7 T'u), 2,41 (2H, br), 2,32 (3H, s), 2,10-1,98 (2H,
m), 2,05 (3H, s), 2,04 (3H. s). 1.37 (311, t, J=7,5Tu), 1,34-1,23 (4H, m), 0,84 (3H, t, =7, '), 0,81 (3H, t, I=7,5w).
Mac-cnektpockonisi (NHs-Cl): m/e 367 (3), 366 (27), 365 (100).

Mpuknag 27

OpepxaHHs 9-6yTnn-8-etun-6-(2,4,6-TpumeTMndeHin)nypuHy

Po3unH 8-etun-6-(2,4,6-TpumetundpeHin)nypudy (200mr, 0,75 mmonb) y 6e3sogHoMy avmMeTtundopmamigi (5mr)
oxonogxysanu go 0°C ta obpobnanu gucnepcieto rigpuay HaTpito y MiHepaneHomy Machi (72mr 50Bar.%, 1,50
MMonb). Yepes 1 roguHy 3a 4OMOMOrow wnpuus gogasanu 6pomobytan (0,10mn, 0,90 mmonb), i gaHy cymiw
nepemillyBanu Ha npoTa3i 12 roguH. [aHy cymiw Bunueanu B eTunauetaTt (120mn) i npomuanu Bogoto (3x120mn)
Ta po3conom (100mn) BogHi Wwapm nocnigoBHO nigaaBanu 3BOPOTHIN ekcTpakuii eTunauetatoM (120mn), i ekcipakTn
noegHyBanu, ocylyBanu Hag 6e3sogHum cynbdaTtom HaTpito, inbTpyBanu Ta BunapioBanu. 3anuwoK po3ainsanm
METOAOM KOJNOHKOBOI XpomaTorpadii (cunikarens, 20:80 eTunaueTtaT-rekcaH) 3 ogepXKaHHaM TUTYTNBHOTO MPOAYKTY y
BUMMSA B's3koro macna (64,2mr, 0.20 Mmonb, 27%). TLC Ry 0,20 (30:70 etunauetaT-rekca). “"H AMP (300 Mru,
CDCls): d 8,96 (11i. s), 6,95 (211, s), 4,25 (2H, t, 3=7,5Tw), 2,93 (2H, q, J=7,7 '), 2,32 (3H, s), 2,04 (611, s), 1,91-
1,46 (211, m), 1,50-1,38 (2H, m), 1,39 (3H, t, J=7,7 I'u), 1,01 (3H, t, J=7,5 'u). Mac-cnektpockonis (NHs-Cl): m/e 325
(3), 324 (23), 323 (100).

Mpuknag 35

OpepxantHs 6-(2,4-guxnopodeHin)-8-etun-9-(1-eTMNNeHTUN )NypuHy

PosunH 2,4-purinpobeH3on6opoHoBoi kucnotu (572mr, 3,00 MMonb) Ta etuneHrnikonto (205mr, 3,30 Mmornb) y
©eH3oni (20mn) HarpiBanu i3 06epHEHMM XONOAUILHUKOM i3 a3€0TPONMHUM BUITyYEHHSM MOAiT Ha NPO MHi 8 rogvH.



YTBOpeHWI B pesynbTaTi po34nH OXonomxyeBanu Tta obpobnsanu 6-xnopo-8-etnn-9-(1-eTunneHTnn)nypuHoMm (ave.
Mpuknag 2, YactmHa C, Buwe; 562wmr, 2,00 mmornb), kapboHatom Tanito (1,03r, 2,20 MMonb) Ta TeTpakic
(TpudbeHindocgiH)nanagiem (116mr, 0,10 MMonb). YTBOpPeHy CyMilw HarpiBanu i3 06epHeHUM XONOAMNBbHUKOM Mpu
nepemiHi)BanHi npotarom 12 roguH, NoTiM OXOnomKyBanu, (inbTpyBanv Yyepes LEniT Ta BunapioBanv. YTBOPEHU
3aNULLOK PO3A4iNAnM METOAOM KOMOHKOBOI xpomaTtorpadii (cunikarens, 10:90 eTunaueraT-rekcaH) 3 ofepKaHHsM
TI/ITyJ'IbHOI cnonyku y Burnsgi B'askoro macrna (530mr, 1,35 mmornb, 68%). %). TLC R 0,31 (20:80 etunauertart-
rekcaH). “H AMP (300 Mru, CDCls): d 8,94 (1H, s), 7,71 (1H, d, J=8,4 I'u), 7,58 (1H, d, J=1,8 I'u), 7,41 (1H, dd. J
=8.4, 1,8Tu), 4,27 (1H, br), 2,95 (2H, q, J=7,3 ), 2,41 (2H, br), 2,11-1,98 (2H,br), 1,42(311. 1. J =7,3 'y). 1,37-1,20
(3H, m), 1,09-0,99 (1H, m), 0,84 (3H, t, J=7,7 I'y), 0,82 (3H,t .J=7,7 'y) Mac-cnektpockonis (NHs-Cl): m/e, po3pax.
anst CooH2sN4Clo: 391,1456, 3HaraeHo 391,145S: 395 (11), 394 (14), 393 (71), 392 (29), 391 (100).

Mpuknag 38

OpepxxaHHs 3-(1-umknonponinnponin)-7-(2,4-guxnopoderin)-2-etnn-3H-imigasof[4,5-blnipnanHy

YactuHa A. 2,4-gurigpokcunipugmH (15,0r, 135 mmonb) HarpiBanu y HNO3 (85mn) npu 80°C Ha npoTtsasi 15-20
XBUMMH OO WOro nepexogy Yy PpoO34MH. 3a3HadeHy TemnepaTypy nigTpumyBanu npoTarom 5 xsBunuH, i nicns
OXOIOMKEHHS BUIMBanM y nia/sogy (~200mn). Teepay peqoBMHY, WO Bunana B ocaj, ibupann Ta BUCyLLyBamnu
(19,0r, 90% Buxig). “H AMP (300 Mru, dmso d6): 12,3-12,5 (1H, brs). I 1 ,75-11.95 (1H, brs), 7,41 (1H, d J=7,3 '),
5,99 (1H, d J=7,3 ).

YacTtuHa B. 4-rigpokcu-3-HiTponipmuaoH (8,0r, 51,25 mmornb) Ta yuknorentunamid (6,8mn, 53,4 Mmornb) Harpianu
i3 00epHeHVM XxonoAunbHUKOM Yy MeTaHosli (100mMm) npoTsrom 15 XBWMUH. PO34MHHMK BUMAploBanu, i 3anuiikoBy
TBepAy pevoBuHy npomwmBanm 1:1 EWtOAc/rekcaHun Ta BWCyllyBanu nig BakyymoM. LluknorentunamiHHy cinb
nepemiwysanu y POCI; (60mn) Ha npoTasi 40 roguH ii BrnvBani y nia/sopy (~600mn). MNpogykT, Wo BMNaB y ocag,
36upanu Ta BucyLLyBanu nia Bakyymom (7,0r, Buxia 78%). *H AMP (300 My, dmso d6): 12,8-13,05 (1H, brs), 7,73
(1h, d J-7,0Ty), 6,50 (1H, d J=7,0 'u).

YactuHa C. 4-xnopo-3-HiTpo-nipnaoH (0,5r, 2,86 mmonb), Ag.COs (0,83r, 3 mmonb) Ta 6eH3unbpomia (C),30mm,
3 MMornb) 3MmiwyBanu y 6e3sogHomMy 6eH3oni (20mn) npu 60°C Ha npoTasi 5 roanH. PeakuiriHy cymilw ginbTpyBanu ta
BMMapoBanu y BakyyMmi. 3anuLiok nl,u,ananM xpomaTorpaddii na cunikareni (10% EtOAc/rekcaHun sik enoeHT) 3
ofepxaHHsim npoaykty (0,6 i, 79%). *H AMP (300 My, CDCls): 8,15 (1H, d J=4,0 I'u), 7,30-7,42 (5H, m), 7,04 (1H, d
J=4,0Twu), 5,50 (2H, s).

YactnHa D. 2-6eHaunokcu-4-xnopo-3-HitponipyamH (0,5r, 1,9 Mmonb), 2,4-amxnopodeHinbopoHOBY KUCHOTY
(0,363r, 1,9 mmonk), Pd(PPh3).CS; (76wmr, 0,11 mmonk) Ta Ba(OH), 8H20 (0,6r, 1,9 Mmorb) HarpiBanu i3 o6epHeHnM
xonoguneHukom y 1,2-aumertokcueTaHdi (6mn) Ta Bogi (6Mn) npoTtsom 5 roauH. [OaHy cymill pos3noginanu nomix
EtOAc (100mn) Ta Bogoto (30mn), i EtOAC npomuBanu BOAOK, PO3COSIOM, OCYLLYBanu Ta BUNapoBanu nig BakyyMoM.
3an|/|Lu0|< xpomatorpadysanu Ha cunikareni (10% EtOAc/rekcaHu SK entoeHT) 3 ogepkaHHAM NpoaykTy (370Mr. Buxig
52%). *H AMP (300 Mru, CDCls): 8,31 (1H, d, J=5, '), 7,51 (1H, d, J=2,2 1 1), 7,30-7,43 (6H, m), 7,20 (1H, d J=8,0
lu), 6,91 (1H, d J=5,I T'y), 5,56 (2h, s).

YactmHa E. 2-6eH3onokcu-4-(2,4-guxnopodpeHin)-3-HiTponipugun (1,65r, 4,39 mMmonb) nepewmiwyBanu y
CF3CO2H (5mn) npm 25°C Ha npoTsasi 4 rogvH. CF3C02H BMNapOBanu y BakyyMi, i 3anuwok npomuHanu 20%
EtOAC/rekcaHu Ta BUKOPUCTOBYBanM y HacTynHii peakuii. “H SMP (300 Mru, CDCls). 7,62 (1 H, d J=7,0 I'u), 7,53
(1H, d J=2,2Tu), 7,34 (1H, dd 3=1,0, 2,2 l"y), 7,22 (1H, d .1=8,1 IO, 6,33 (1 H, d J=7,0 'L).

YactnHa F. 4-(2.4-guxnopodpeHin)-3-HiTponipugoH (4,39 mMMornb) HarpiBanu i3 06epHeHVM XOMOAMITbHUKOM )
POCIs, (5mn) na npotasi 5 roguH. Nicnst oxonomkeHHs Bunuesanu y nig/soay (~60mn) Ta ekctparyeBanu EtOAc
(2x100mn). EtOAc npomuBanu HacudeHnm NaHCOs, poaconom ocylwlyBanu Ta BunapioBanuM Yy BaKyyMi.
BuKopuCTOBYBanM y HacTymHil peakuii 6e3 goaaTtkoBoi ounctkn. *H AMP (300 Mru, CDCls): 8,60 (1H,d 3=5,2 '),
7,54(1H, d, J=2,2Tu), 7,36 (1H, dd J=8,1, 2,2 T'y), 7,20 (1H, d J=8,1 'u).

YactnHa G. 2-xnopo-4-(2.4-guxnopodeHin)-3-HitTponipuguH (0,5r, 1.65 mmonb), l-uuknonponinnponinami
rigpoxnopug (461mr, 3,4 mMMmonb) Ta Auisonponin etunamiH (1,26mn, 0,72 mMmonb) HarpiBanu i3 obepHeHUM
xonogunbHukom y CH3CN (10mn) npotsirom 64 rogunH. Cymiw posnoginsiHi nomix EtOAc (70mn) Ta Bogoto (40mn).
BogHuin wap ekctparyBanu EtOAc (50mn), 1 o6'egHaHi EtOAC ekcTpakTM nmpommBanu po3cornoM, OcyluyBanu Ta
BMMapoBanu y BakyyMi. 3anuiok xpomaTorpacbyBanm Ha cunikareni (10% EtOAc/rekcaHn $K ernioeHT) 3
ofepxaHHsIM npodykTy (310mr, Buxig 51%). “H SIMP (300 Mru, CDCls): 8,29 (1H, d J=4,7 T'y), 7,76 (1H, brd .1=8,0
My, 7,46 (1H, d J=2,2 l'y), 7,32 (1H, dd J=8,5,2,2 'u), 7,15 (1H, d J=8,5 I'y), 3,72-3,85 (1H, m), 1,70-1,80 (2H, m),
0,90-1,08 (4H, m),0,30-0,66 (4H, m).

YactmHa H. 2-(1-ymknonponin)nponinamiHo-4-(2,4-amxnopodeHin)-3-HitponipugmH  (310mr, 0,85 MMmonb)
po3unHAnM y giokcaHi (8mn), i gogasanu Bogy (8mn), wo mictuna koHueHTpoBaHui NH4sOH (0.3mn), 3 HacTynHum
popaHHam NaxS;0s4 (1,1r, 6,86 MMonb). PeakuiviHy cymiw nepemiwysBanu npu 25°C Ha npoTtsAsi 4 roguH Ta
ekctparyBanu EtOAc (100mn). EtOAC npowmiwany po3cornoM, OCyllyBanu Ta BuMaproBany y Bakyymi. 3anuiok
XpomaTorpadyBanm Ha cunikareni (25% EtOAc/reKcaH n Ta ~1% koHueHTpoBaHoro NHisOH sK entoeHT) 3
ofepxaHHsIM npoaykTy (150mr, Buxig 51%). “H AMP (300 Mru, CDCls): 7,73 (1H, d J=5,5 I'w), 7,53 (1H. d J=I ,8 W),
7,35 (1H, dd J=8,|, 1,8 '), 7,24 (1H, d J=8,l '), 6,35 (1H, d J=5,5 'y), 4,3 (11-1, brs), 3,5 (1H, brs), 3,42-3,55 (1H,
m), 3,04 (2H, brs), 1,70-1,81 (2H, m), 0,88-1,08 (4H,m), 0,3-0,6 (4H,m).

YactnHa 1. 3-amiHo-2-(1-uuknonponin)nponinamiHo-4-(2,4-guxnopodeHrin)-nipnauH  (140mr, 0,42 mMMmorb)
narpisanu i3 o6epHeHVM XOnoAWnbHWKOM Yy NPOMioHOoBIN kncnoTi (5mMn) Ha npoTssi 23 roguH. MoTiM gaHy cymilw
possogunun Bogoto (50mn), HenTpanisysanu TBepaum NaHCO; Ta nmignyrosyBanu 50% NaOH. lNMoTtim ekctparyBanm
EtOAc (80mn), i EtOAC ocywysanu Ta BunaptoBanuy y Bakyymi. 3anvwiok xpomatorpadysanu Ha cunikareni (10% Ta
20% EtOAc/rekcaHu sik enioeHT) 3 ofepXaHHAM MPOAYKTY, KOTPUI KpucTanidyBanu i3 rekcaHis (70mr, Buxig 45%).
Tnn-118-119°C. *H AMP (300 Mru, CDCls): 8,31 (1H, d J=4,7 'y), 7,62 (1H, d J=7,2 ['u), 7,55 (1H, d J=1,8 'w), 7,37
(1H, dd J=7,2, 1,8 T'w), 7,23 (1H, d J=4,7 T'uy), 3,50-3,70 (1H, brs), 2,87-2,96 (2H, q), 2,36-2,56 (1H, m), 2,18-2,35
(1H, m), 1,90-2,05 (1H, m), 1,38 (3H, 1), 0,86 (311, t), 0,75-0,84 (1H, m), 0,40-0,54 (1H, m), 0,15-0,25 (1H, m).

Mpuknag 38A

OpepxaHHsa 1-(1-umknonponinnponin)-4-(2,4-guxnopodeHin)-2-etun-1H-imigaso[4,5-clnipngnHy



YactuHa A. Cymiw 4-xropo-3-nitpo-2-nipngoHy (2,0r, 11,4 mmMornb), 1-UMKnonponinnponin amiH rigpoxnopuay
(1,5r, 11.4 mmonb) Ta N,N-gnizonponinetnnaminy (4,8mn, 27,4 mmonb) y CHsCN (50mn) nepemiwysanu npu 25°C
npotsrom 16 roguH i 3 o6epHEHMM XONoAWNbHMKOM Ha npoTasi 4 roauH. icns oxonomKeHHs i BunaptoBanu y
BakyyMi, i 3anuwok po3noginanu nomik EtOAc (100mn) Ta Bogoto (50Mm). Hepo3uuHHy peyvoBMHY BumyYanu,
npommBanu Bogot Ta EtOAc, i ocyiwsann nig Bakyymom (1,51r). ®inbTpaTHi wapu posginsanu, i BogHWIA Lwiap
ekctparyBanu EtOAc (2x50mn). MNoegHaHi ekcTpakTu NpoMMBanu po3corioMm, ocyllyBanu Hag cynbdaTtom marHiio,
inbTpyBanu Ta KOHUeHTpyBanu y Bakyymi. 3anuwok npomuBanu EtOAc (2x) Ta ocywyBanu y Bakyymi 3
ogepxxaHHsaM 0,69r TBepaOl pe4OBMHU KOBTOMO KOMbOPY.

3aranbHa Bara 4-(1-umknonponinnponin)amiHo-3-HiTpo-2-nipugoHy cknagana 2,20r 3 sBuxogom 81%. 'H amp
(300 Ml'u. dmso d6): 11,19 (1H, br), 8,94 (1H, d J=8,8 'u), 7,33 (1H, t J=6,9 I'y), 6,03 (1H, dJ=7,7 l'y), 3,18-3,24
(1H,m), 1,60-1,74 (2H, m), 1,03-1,11 (1H,m),0,91 (3H, t), 0,40-0,60 (1H,m), 0,20-0,39 (1H,m).

YactmHa B. 4-(1-umknonponin)nponinamiHo-3-HiTpo-2-nipngoH (2.20r, 9,27 mmornb) nepemiwysann y POCI;
(15mn) npu 25°C npotsarom 16 roauH. lMoTim ioro Bunueanu y nig/sogy (220mmn) Ta nepemiwyBanu, OOMOKM BECb
POCI; He npopearye. OaHy cymiw HentpanidyBamm TtBepaum NaHCOs;, dinbTpyBanm Ta ekctparyBanu EtOAc
(3x60Mmn). MoegHaHi opraHiYHi eKCTpakT! MPOMMBAnNM PO3CONOM, OCYLLUYBanu Hag cynbdaTtom MmarHito, qinbTpyBanm
Ta BMNaploBanu y Bakyymi. HeounweHe macno xpomatorpadysanu Ha cunikareni (100r.) Ta entotoBanu 3 | pagirHrom
i3 10-20% EtOAc/rekcaHiB 3 ogepkaHHsM 1,91r 2-xnopo-4-(1-Lmknonponinnponin)amiHio-3-HiTponipuguHy 3 BUXO40M
81%. “H AMP (300 Mru, CDCls): 7,96 (1H, d J=6,3 I'y), 6,58 (1H, d J=6,3 W), 6,52 (1H, brd J=5,5 'u), 2,90-3,00
(1H, m), 1,61-1,82 (211, m), 1,01 (3H, t .1=7,7 | u), 0,90-1,02 (1 H, m), 0,51-0,70 (2H, m), 0,21-0,34 (2H, m).

YactmHa C. Cymiw 2-xnopo-4-(1-umknonponin)nponinamiHo-3-Hitponipuandy (730mr, 2,85 mmonb), 2,4-
anxnopodeinbopoHoBoi kucnotn (544mr, 2,85 mmonb), auxnopobic (TpudeHindgocdid)nanagio (1) (114mr, 0,17
MMonb) Ta Oapin rigpokcug oktarigpaty (899mr, 2,85 mmornb) HarpiBanu y cyxin konbi B atmocdepi asoty i3
06epHeHUM XonoaunbHUKOM y aumMeTokcueTani (8,6mm) Ta Bogi (8,6mn) npotarom 1,5 roguHu. Micnst oXonogKeHHst
cymiw posnoginanu mixx EtOAc (100mn) Ta Bogoto (20mn), i dinbTpyBanu yepes uenit. BogHuii wap ekctparysanu
EtOAc (2x50mn). [MoegHaHi opraHiyHi Wapu npoMuBanM pO3COSNOM, OCylyBanuM Haf CcynbdaToM MarHito,
GinbTpyBanu Ta BMMNapioBany y BakyyMi. 3anuwiok xpomartorpadyBanu Ha cunikareni (40mr) Ta entotoBanu 30%
EtOAc/rekcaHn 3 ogepaHHsaM xoBToro Macna; 1,00r, Buxig 90%. YH amp (300 Mru, CDCls): 8,24 (1H, d J=6,2 '),
7,87 (1H, brd J=7,3 T'u), 7,43 (1H, s), 7,34 (211, s), 6,71 (i 11, d J=6,2 I'u), 3,00-3,10 (1H, m), 1,70-1,85 (2H, m),
0,95-1,15 (4H, m), 0,50-0,71 (211, m), 0,25-0,40 (2H, m).

YactuHa D. MNpu posunHeHHi npoaykTy i3 YactmHm C (0,94r, 2,57 mmonb) y giokcani (26mn), Boai (26mn) Ta
konucinposanomy NH,OH (1,0mn) gogaBann NaxS;0s i nepemiyBany npu KiMHaTHIN TemnepaTypi NpoTsrom 2
roguH. Jogasann CHCl, Ta ekctparysanu. BogHun wap ekctparysanmu CH2Cl, (2x). OpraHivHi wapu noegHysanu,
NPOMMBanM po3cOfioM, OCyllyBanuM Hag CcynbdaToM MarHilo, @inbTpyBanu Ta KOHUEHTpyBanuM Yy BaKyyMmi 3
YTBOPEHHAM TBEPAOI PEYOBMHM XOBTOK KOMbOpy Y KinbkocTi 1,01r. OgepxaHuWi NpoaykT BUKOPUCTOBYBann y
HaCTYMHiN peakuii 6e3 4oAaTKOBOT OYNCTKM.

YactnHa E. AmiH 1 Yaninni 1) (1,01r, 3,00 mMonb) niggaBanu LMKMi3auii LIASXOM HarpiBaHHs i3 ob6epHeHUm
XONOAUINBHUKOM Y MPOMioiHOBIN kncnoTi (27mn, 365,45 mMMonb) Ha npoTtasi 8 rogwH. [licns oxonogXeHHs [0
KiMHaTHOI Temnepatypw nignyrosysann 1M NaOH ta 50% NaOH. EkctparyBanu EtOAc (2x60mn) Ta CH2Cl, (60mn).
OpraHiky noegHyBanu Ta NpoMuBanyM BOAOK, PO3COMOM, OCyLlyBanu Hag cynbdartoM MarHito, dinbTpysanu Ta
KOHUEHTpyBanu y Bakyymi. HeouuweHe macno xpomartorpadysBanu Ha cunikareni (40r.) Ta emtotoBann 30%
EtOAc/rekcaHamu 3 ogepXaHHAM 6nigo-KOBTOI TBepAOI Ppe4oBUHM (NICNs pO3TUPaHHA 3 rekcaHoM) Y KinbkocTi 520mr
3 BMXxoaom 46%. H avp (300 Mru, CDCls): 8,43 (1H, d J=5,8 T'u), 7,63 (111. d J=8,1 I'u), 7,55 (1H, d J=1,8 I'y),
7,46 (1H, d J=5,8 I'y), 7,36 (1H, dd J=8,1, 1,8 I'u), 3,40-3,50 (1H, m), 2,80-2,90 (2H, q J=7,7 l'y), 2,10-2,30 (2H, T.),
1,50-1,64 (1H, m), 1,37 (311, t J=7,3 I'y), 0,87 (3H, t J=7,3 I'y), 0,81-0,91 (1H, m), 0,48-0,58 (2H, m), 0,18-0,26 (1H,
m). EnemeHTHUA aHani3, po3dpax. ana CxoH21NsCly: C, 64,18; H, 5,665; N, 11,23; 3HangeHo: C, 64,37; H, 5,66; N.
11,15.

Mpuknapg 831

OpepxaHHsa 6-(2-xnopo-4-MeTokcudeHin)-9-aMuuknonponinMeTmn-8-eTUnnypuHy

YacTtnHa A. [Jo po3dmHy Avumknonponin keToHy (50r) B abcontoTHoMmy meTaHoni (150mn) B aBToknasi AoAaBanu
W4 Hikenb PeHes (12r, 3HeBOOHEHWW, Yy cycneHsii 3 meTaHorom) i notim 6e3BogHui amiak (17r). daHy cymiw
nignasanu Tucky 120atm BogHo npu 150-160°C npotarom 5 roguH, NOTIM OXONMOMKyBanw, i HaAnWLIKOBI rasu
BUNyckanu. YTBOpeHy B pesynbTaTi CyCrneHsilo ginbTpyBanu yepes LUeniT, i ginbTpaT niggaBanu avctunsauii
nNpubnM3HO A0 TPETMHWN NepBUHHOIO 06’eMy (aTMocdepHUI TUCK, KOMOHKa Birpo). PosunH, Wwo nigaasaBcs neperoHui,
oxonogxysanu go 0°C, possognmm 3 ob'emamu gietmunosoro edipy Ta 06pobnsanv 4N po34yMHOM CONSHOI KUCMOT Y
6e3BOOHOMY AJOKCaHi, AOMOKM He MPUMMHANOCH YTBOPEHHS ocagy. TBepavn npoaykT (QuuuknonponinMervnamiy
rigpoxnopua) 36upanu wnaxom inbTpawii, npoMvBany HagnNUWKoOM AieTnoBoro edipy Ta ocyllyBanu y BakyyMi
(45,22r, 306 mmonb, 67%). 'H avP (300 Mru, metaHon-dg): d 1,94 (1H, t, J=9,3 'y), 1,11-0,99 (2H, m),0,75-0,59
(4H, m), 0,48-0,37 (411, m). Mac-cnektpockonisi (NHs-DCI): m/e 114(5), 113(100).

YacrTiwa B. Po3unH 5-amiHo-4,6-guxnoponipumignHy (5,00r, 30,5 mmornb) Ta auvisonponinetunamidy (12,0mn,
68,9 Mmmonb) y etaHoni (100mn) o6pobnanu amiHom i3 YactnHu A (3,891r, 25.8 Mmonb) Ta HarpiBanu i3 06epHeHUM
XOIoAWUINBbHUKOM NPOTSAroM 72 rogvH. YTBOPEHY B pesynbTaTi CyMill OXOnomKyBanu Ta Bunueanu y sogy (300mn), i
noTiM ekcTparyBanu etunauetatom (2x300mn). EkcTpakt npoMuBanu po3COfioM, MOEAHyBanuv, ocyllyBanv Hag
cynbdatoMm Hatpito, inbTpyBanM Ta BuMapioBanu. 3anuwkoBe Macno BigdinanM  MeToAOM  KOFNIOHKOBOI
Xpomatorpadii (30:70 eTunaueTaTt-rekcaH), i noTpiGHNIA nNpoayKT, 5-amiHo-4-xnopo-6-
AvumknonponinMeTunamiHonipuMignH, po3Tnpany 3 nigirpitol cymilwio edip-rekcan, 36mpanu wnaxom dinsTpawii
Ta ocywyBanu y Bakyymi (3,15r, 13,2 MMonb, 43%). Tnn=137-138°C. TLC R 0,17 (30:70 eTunaueTaT-rekcaH). “H
AMP (300 MI'u, CDCls): d 8,01 (1H, s), 4,95 (1H, hrd, .1=7,3 I'w), 3,45 (1H, q, J=7,0 I'y), 3,37 (2H, brs), 1,06-0,94
(2H, m), 0,59-0,32 (811, m). Mac-cnekTtpockonisi (NHs-Cl): m/e 243 (1), 242 (5), 241 (36), 240 (16), 239 (100).

YactuHa C. Po3uuH giaminy i3 YactnHaum B (1,80r, 7,54 mMonb) Ta 1 kpanmto KOHLEHTPOBAHOI COMNSAHOI KUCMNOT Y
TpuetunopTonponioHarti (12mn) HarpiBanm go 100°C npotarom 6 roguH. Hagnuwok opToedipy BumyYanu LUASXOM



avcTunauii (4acTKOBMI BakyyM, MOSeEKyrsipHa NeperoHka), i 3anviiok MOpPeroHK nepeBoauny y TBepaui cTaH 3
ofepxaHHam npoaykty, N-(4-xnopo-6-avuuknonponinMeTnnamiHonipumMianH-5-in)-0-eTun-nponioHimiaary. 'H avp
(300 MI'y, CDCl3): d 8,08 (1H. s), 4,84 (1H, brd, J=8,0 I'y), 4,35 (2H, br), 3,45 (1H, q, J=7,7 '), 2,14 (211, q, J=7,3
Mu). 1,41 (311, 1. J=7,1 '), 1,08 (3H, t, J=7,7 'y), 1,03-0,93 (2H, m), 0,58-0,27 (8H, m). Mac-cnekrpockonisi (NHs-
ClI): m/e 327 (1), 326 (7), 325 (36), 324 (21), 323 (100).

YactnHa D. PosuumH imigainoi cnonyku, ogepxaHoi y YactuHi C Buwe, Ta MOHorigpaTty p-TonyorncynbdOoHOBOI
kmcnoT (50mr) y audbeHinosomy edipi (10mn) HarpiBanu go 170°C Ha NpoTasi 2 i oanH. YTBOPEHY B pe3ynbTaTi CyMmiLll
OXONoXyBanu Ta po3[insny MEeTOOAOM KOJIOHKOBOI XpoMa 1oi padii (cunikarenb, rekcaH Ans BUIYyYEHHS
andoeHinosoro egipy, notiMm 30:70 eTunaueTaT-rekcaH) i ogepxaHHsIM NpoaykKTy, 6-xrnopo-9-guumknonponinmMmeTun-8-
eTUNNypuHy y BUmMsAi TBepaoi pevosuHu (1,42r, 5,13 mmonb, 68% ana asox ctagin C ta D). Tnn=99-100°C TLC R¢
0.26 (10:70 eTunaueTaTt-rekcaH). "H AMP (300 MI'y, CDCls): d 8,63 (1H, s), 2,99 (2H. br), 1.92 (1H. br), 1,50 (3H, t,
J=7,3 'y), 0,87-0,78 (2H, m), 0,50-0,39 (4H, m), 0,20-0,10 (4H, m). Mac-cnektpockonis (NHs-CI): m/e 280 (6), 279
(36), 278 (19), 277 (100).

YactuHa E. Po3unH 4-amiHo-3-xnopodpeHon rigpoxnopugy (18,6r, 103 mmonk) Ta auetaty Hatpito (18,6 i, 227
MMOIb) Y NMbOASHIA ouTOBIA KucnoTi (200mn) obepexHo HarpiBanu i3 o6epHEeHUM XONMOAWMbHUKOM MpoTarom 12
roAuH, MOTiM oxonogXyBanu Ta BunmBanu y 4 ob'ema Bogu. Cymiw HeWTpanisyBanu, Aofalouy MO Kpanmism
bikapboHaT HaTpito, i ekcTparyBanu eTtunauetratoMm (2x500mn). EkcTpaktv npomuBanu pos3cofioM, MoedHyBamnw,
oCyllyBanu Hag cynbdgaToM MarHito. inbTpyBanu Ta BunaptoBanu. YTBOpeHy B pesynbTaTti TBEp4y PeyvOBUHY
po3Tuvpanu 3 nigirpitum edipoM; (iNnbTpyBaHHA Ta BaKyyMHa Cyllka Npu3BenyM OO YTBOPeHHs 4-aueTamigo-3-
xnopodeHony (16,1r, 86,7 MMorb, 84%). Trn= 128-129°C. TLC R 0,14 (50:50 etunaueTaT-rekcaH). "H AMP (300
Mru, 4:1 CDCIs-CD3OD): d 7,66 (1H, d, J=8,8 I'u), 6,88 (1H, d. J=1,7 l'y), 6,74 (1H. dd, J=8,8, 1,7 I'y), 2,19 (3H, s),
Mac-cnektpockonisi (H.O-GC/MS): m/e 186(100).

YactnHa F. PosumH cpeHony i3 Yactuum E (14,6r, 78,8 mmonb), Metunnogamgy (10,0mn, 160 mmonb) Ta
kapboHaTy HaTtpito (10,0r, 94,3 Mmmonb) B aueToHiTpuni (200mn) HarpiBanu i3 06epHEHMM XONOAWUMbHUKOM Na NpoTA3i
48 rofuvH, OXONnomKyBanu Ta Bunueanu y sogy (800mn). MNoTim cymiw ekcTtparyBanu etunauderatom (2x800mn), i
€KCTPaKTu NpoMMBanun po3conom, NOEAHYBanM, ocyllyBanu Hag cynbdaTomM MarHiio, dinbTpysany Ta BMnaptosanm.
YTBOpeHy B pe3ynbTaTi TBEpAY PEYOBUHY MepekpucTanizoByBanm i3 edip-eTunaueTaty 3 OAepXaHHAM 4YMCTO
npoaykTy, 2-xnopo-4-meTtokcuaueTadinigy (13,2r, 66,3 mmonb, 84%). Tnn=118-11°C. TLC R; 0,30 (50:50
eTunauerart-rekcaH). YH ampP (300 Mru, CDCls): d 8,15 (1H, d, J=9,2 '), 7,39 (1H, brs), 6,92 (1H. d. J=3,0 'u), 6,82
(1H, dd, J=9,2, 3,0 "'y), 3,78 (3H, s), 2,22 (3H, s). Mac-enekTpockonis (NHs-Cl): m/e 219 (19), 217 (60), 202 (40), 201
(14), 200 (100).

YacTtnHa G. PosuunH amigy i3 Yactunm F (10,1r, 50,7 mmonb) Ta rigpokcugy Hatpito (10mn, 5N, 50 mmornb) y 95%
etaHoni (200mn) HarpiBanu go 50°C npotarom 24 roguH. MNMoTim gogaTkoBo BBOAWMM 5MI pO34MHY Tigpokcuay
HaTpito, i cymMill HarpiBanu i3 06epHEHMM XONOAMMbHUKOM LUe Ha NpoTA3i 48 rognH. [JaHWH po34MH OXONodXKyBanu Ta
BUMaptoBany, i 3anuuoK po3noAdinsany nomik edipom | a Bogoto. BoaHy dasy ekctparysanu gpyrui pas edipom, i
€KCTPaKT NpOMMBAnu pPo3corioM, MOEeSHYBanu, OCyLlyBanu Hag cynbdaTtom Hatpito, inbTpyBanu ia BuMnaproBanm.
OpepxxaHunii B pe3ynbTaTi NPOAYKT, 2-XIT0p0-4-METOKCUaHINiH, O4YMLLani entoioBaHHAM Yepe3 KOpPOTKY curikareneBy
KornoHky 3 30:70 eTunaueTaTt-rekcaHom, i entoaHT sunaptosanu (7,98r, 100%).

YactnHa H. Po3uuH aHiniHy i3 YactmHn G (7,98r, 50 MMOnb) Yy KOHLEHTPOBaHi COMsHIA kucnoti (25mn)
oxonoaxyeanu o -5°C i 06pobnsanm no Kpannsx KOHUEHTPOBaHUM BOAHMM PO34YMHOM HiTpuTy HaTtpito (3,80r, 55.1
MMornb). Yepes 30 XxBMNUH 40 cyMilli fjoaasany 15mn umknorekcaHy Ta 15mMn guxnopomeTaHy, i noTim o6pobnsnu no
Kpannsix KOHLIEHTPOBaHMM BOAHMM pPO34YMHOM Koaudy kanito (16,6r, 100 mMmonb). [aHy cymill nepemiwlysanu
NpoTArom 4 roguH, NoTiM eKkcTparyBanu guxrnopomMetaHom (2x100mn). EkcTpakT npommBanu nocnigosHo 1N BogHUM
bicynbdatom Hatpito (100mn) Ta posconom (60mn), MOTIM MOegHyBanw, OCYLUYBanu Hag CynbdaTom MarHito.
GinbTpyBanu Ta BMNaploBanu 3 oAepXaHHsAM [OCTaTHbO YMCTOro MpoaykTy, 3-xrnopo-4-nogoaizony (7,00r, 26,1
MMorb, 52%). TLC Rf 0,39 (5:95 eTnnauetaTt-rekcaH). H avpP (300 Ml'u. CDCls): d 7,69 (1H, d, J=8,8 '), 7,03 (1H,
brs), 6,92 (1H, d, J=3,0 'y), 6,57 (111, dd, .1=8,8, 3,0 I'y), 3,78 (3H, s). Mac-cnekrpockonia (H,O-GC/MS): m/e 269
(100).

YacTtnHa |. Po3unH moguaHoi cnonyku i3 YactmHm H (7,00r, 26,1 mmonb) y 6e3BogHoMy TeTparigpodypaHi
(50mn) oxonomkyBanu go -90°C ta obpobnsanu posynHom n-Oytunnitito (16.5mn. 1,6M. 26,4 MMoOnb) y rekcaHi.
Uepes 15 XBUNWH AaHWn po34mH 06pobnsnm

YactnHa F. PosumH cbeHony i3 Yactuum E (14,6r, 78,8 mmonb), metunnogmgy (10,0mn, 160 mmorb) Ta
kapboHaTy HaTpito (10,0r, 94,3 Mmmonb) B aueToHiTpuni (200Mn) HarpiBanu i3 06epHEHUM XONOAUIBbHMKOM Na npoTasi
48 rogvH, oxonomkyBanu Ta Bunueanu y sogy (800mn). NoTiM cymiw ekcTtparyBanu etunaueratom (2x800mn), i
EKCTPaKT! NpoMMBany po3coriom, NoeaHyYBanu, ocyLlyBanu Hag CynbdaTtom MarHito, dinbTpyBanu Ta BunaploBanu.
YTBOpeHy B pesynbTaTi TBepdy PeYOBMHY MnepeKkpucTanizoByBanu i3 edip-etvnaueraty 3 ogepXaHHSM 4MCTOro
npoaykTy, 2-xmnopo-4-meTokcuaueTadinigy (13,2r, 66,3 mmonb, 84%). Tnn. 118-119°C. TLC R; 0,30 (50:50
eTunauyeTaT-rekcaH). H amp (300 MrI'y, CDClI3): d 8,15 (1H, d, J=9,2 I'w), 7,39 (1H. brs), 6,92 (1H. d. .1=3,0 I'y),
6,82 (1H, dd, J=9,2, 3,0 I'u), 3,78 (3H, s), 2,22 (3H, s). Mac-cnektpockonia (NHs-C1): m/e 219 (19), 217 (60), 202
(40), 201 (14), 200 (100).

YacrTiwa G. Po3umH amigy i3 Yactunu F (10,1r, 50,7 mMonb) Ta rigpokeuay Hatpito (10mn, 5N, 50 mmonb) y 95%
eTtaHoni (200mn) HarpiBanum go 50°C npoTsrom 24 roauvH. lMoTiMm gogaTkoBO BBOAUNM S5MIT pO34MHY Fapokcuay
HaTpito, i Cymil HarpiBanu i3 06epHEeHM XONoANMbHMKOM Le Ha NpoTs3i 48 rogHW. [JaHnm po34rH OXorogyBanu 1a
BUNapioBany, i 3anuLIoK po3nodinanu nomik edipom Ta Bogow. BogHy dasy ekcTparysanu apyrui pas edipom, i
€KCTPaKT\ NpoOMMBAnu po3conoM, NMOEAHYBanM, OCyLlyBanu Hag cynbdaTom HaTpilo, inbTpyBanu Ta BUNaploBanm.
OpepxaHuin B pesynbTaTi NPOAYyKT, 2-XIOpo-4-MeTOKCUaHiniH, ouMLLany entoloBaHHAM Yepe3 KOPOTKY cunikareneBy
KOMOHKy 3 30:70 eTunaueTaTt-rekcaHoM, i entoanHT sunaptosanu (7,98 i, 100%).

YactnHa H. Po3uuH aHiniHy i3 Yactmim G (7,98r, 50 MMOnb) y KOHLEHTPOBaHi COnsHi KncnoTi (25mn)
oxonogxyesanu go -5°C i 06pobnsanm no kpannsix KOHLEHTPOBAaHUM BOOHWM PO34YMHOM HITpUTy HaTpito (3.80r, 55.1
MMorb). Yepes 30 xBUMWH 80 cyMilwi gogasany 15mn umknorekcaHy t1a 15mn guxnopomeTaHny, i noTiM o6pobnsinu no



Kpanmnsix KOHLEHTPOBaHWM BOOHWM pO34MHOM Koauay Kanito (16,6r, 100 mmonb). OaHy cymiw nepemillyBanu
NpoTAroM 4 roguH, NoTiM eKcTparyBanu gnxnopometaHom (2x100mn). EkcTpaktv npommBanu nocnigosHo 1N BogHUM
Gicynbhitom na rpito (100mn) Ta poscorom (60mrn), NOTiM MOEQHYBanu, OCYyLIyBanu Hag CynbgaTom MarHito,
GinbTpyBanu Ta BUMapioBanu 3 oAepXXaHHsIM AOCTaTHbO YMCTOro npoaykTy, 3-xmnopo-4-nogoaxizony (7,00r, 26,1
MMorb, 52%). TLC R; 0,39 (5:95 eTunaverar-rekcaH). 'H ampP (300 MrI'u. CDClIs): d 7,69 (1H, d, J=8,8 I'y), 7,03 (1H,
brs), 6,92 (1H, d, J=3,0 l'y), 6,57 (1H, dd, J=8.S, 3.0 I'y), 3,78 (3H, s). Mac-cnektpockonis (H.0-GC/MS): m/e 269
(100).

YacTtuHa I. Po3uuH riopgaHoi cnonykm i3 Yactnau H (7,00 r, 26,1 mmonb) y 6e3BogHomMy TeTparigpodypaHi (50mn)
oxonogxysanu go -90°C ta obpobnsnu posdmHom n-6ytunnitito (16.5mn. 1,6M. 26.4 mmonb) y rekcaHi. Yepes 15
XBUIWH [aHWA po34mMH 00pobnsnu Tpuisonponinbopatom (6,10mn, 26,4 mMmonb) Ta nigirpiBany OO0 KiMHaTHOI
TemnepaTtypu Ha NpoTa3i 6 roanH. YTBOpeHy B pe3ynbTati cymil 06pobnsanm 6N BOAHUM pO34MHOM COMSIHOT KUCTOTH
(5Mn) Ta Bogoto (5Mn) 3 NepemillyBaHHAM Ha npoTAsi 1 roguHy, noTtim Bunuesanu y Bogy (100mn) Hi ckatku ysani
etunauetatom (2x100mn). ExkcTpaktu npomuBanu nocnigoBHO 1N BOAHUM po3dvMHOM GicynbdpiTy HaTpito Ta
po3cornom (koxxeH 80mI), NOEAHYBaNM, OCyLLYyBanu Hag cynbgaTtom HaTpito, inbTpyBanu Ta BunaptoBany. Y TBOPEHY
B pe3ynbTaTi TBepAy peqoBuHy po3tupanu 3 1:1 edip-rekcaHoM, 36upanu wnsxoM cinbTpauii Ta BUCyLWyBanu y
Bakyymi. Opepxanu u4nCTUA NpPOJYyKT, 2-X1opo-4-meTokcnbeHdonbopoHoBy kucrnoty (3,05r, 16.4 MMoOrb.
63%).Tnn.=191-195°C.

YacTtuHa J. PosuuH xnopwuay i3 YactnHu D (770mr, 2.78 mmonb), 6opoHoBY kucnoty i3 Yactunum | (770wmr, 4,13
MMorb), 2N BOOHMI pO34MH KapOoHaTy HaTpito (4mn, 8 MMonb) Ta TpudeHindgocdH (164mr. 0,625 mmonb) y DME
(20Mn1) 3HeraxyBanu LUMSAXOM psifly MOBTOPHUX UMKINIB BigkavyBaHHS - NPOMMBaHHA as3oToMm. [loTim goaaeanu
nanagin () auetatr (35mr, 0,156 MMoOmb), i BKasaHy CyMill 3HOB 3HEraxyBanu Ta HarpiBanu i3 obepHeHUm
XONnoAaunbHWKOM Ha npoTasi 14 rogHu. loTim i oxonomkysanu, Bunueanu y Bogy (100mn). 3a3HayeHy cymiw
ekcTparyBanu etunaueratom (2x100mn), i ekcTpakTu nNpoMuBany MOCNiAOBHO po3coriom (60mMrm), noeaHysanw.
ocyllyBanu Hag cynbdatom HaTtpito, dinbTpyBanu Ta BunaptoBanu. 3anuvLLKOBHIN MaTepian pos3ginsanu MeTtogomM
KONMOHKOBOI xpomaTorpadii (cvnikarene, 15:85 eTunauerar-rekcaH) 3 ogepXXaHHAM TUTYNbHOIrO MPOAYKTY Yy BUrNSAi
TBEPOOI PEYOBUHM, KOTPY AN OYMLLEHHS NiggaBanu pekpuctanisauii i3 rekcany (791mr, 2,07 mmonb, 74%).
Tnn=139-140°C (rekcaH). TLC R 0,18 (30:70 eTunauetat-rekcaH). ‘HAMP (300 Mru, CDCls): d 8,93 (1H,s), 7,74
(1H, d J=8,4 Tu), 7,10 (1H, d .1=2,6 '), 6,96 (1H, dd J=8,4, 2,6 T'u), 4,20 (1H, v br), 3,87 (3H, s), 2.97 (2H. v br),
2.00 (211, v br), 1,44 (3H, br t J=7 T'u), 0,89-0,79 (2H, m), 0,62-0,52 (2H, m), 0,51-0,40 (211, m), 0,26-0,16 (2H, m).
Mac-cnextpockonist (NHs-Cl): m/e 387 (1), 386 (9), 385 (41), 384 (30), 383 (100). AHani3, po3pax. ans C21H,3CIN4O:
C, 65,87; H, 6,05; N, 14,63; sHangeHo: C. 65,77; H, 6,03; N, 14,57.

Y Tabnuui 1, Tabnuui 1A i Tabnuuyi 1B gaHi no TemnepaTypax MNMaBMeHHs, SIKWO OKPEMO He 3a3HauveHo,
BignosigaTb cnonykam CTpykTypu A.
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Kntou:

(a) Ons cnonyk, Nno3HaYeHWX K "Macno", AaHi HaBedeHi HKYe:

Mpviknap 3, cnekTpanbHi gaHi: TLC Ry 0,27 (30:70 etunauetaTt-rekcaH). “H AMP (300 MIu, CDCls): 5 8,90 (1H,
s), 6,95 (211, s), 4,45 (1H, br), 4,27-4,17 (2H, m), 3,85 (1H, dd, J=9,5, 4,8 W), 3,27 (3H, s), 2,94 (2H, q, J=7,5 I'L),
2,56-2,46 (1H, m), 2,32 (3H, s), 2,06 (3H, s), 2,03 (3H, s), 1,37 (3H, t, .1=7,5 l'y), 0,85 (311, t, J=7,5 u). Mac-
cnektpockonis (NHs-Cl): m/e 355 (3), 354 (25), 353 (100). AHanis, po3pax. ans Cr1HzsN4O 5H,0: C, 66,46; H, 8,23;
N, 14,76; sHanpeHo: C, 67,00; H, 8,10; N, 14,38.

Mpvknap 8, cnekTpanbHi gaHi: TLC Ry 0,34 (50:50 etunauetaTt-rekcaH). “H AMP (300 MIu, CDCls): & 8,89 (1H,
s), 6,95 (2H, s), 4,46 (1H, br), 3,41-3,33 (1H, m), 3,22 (3H, s), 2,94 (2H, q, J=7,3 Tu), 2,93-2,85 (1H, m), 2,84-2,69
(2H, m), 2,51 (1H, br), 2,32 (3H, s), 2,30-2,20 (1H, m), 2,04 (6H, s), 1,37 (3H, t, J=7,7 T'u), 0,84 (3H, t, J=7,3 I'w).
Mac-cnektpockonisi (NHs-Cl): m/e, po3pax. onst CzoHszoN4O: 366,2420, 3HangeHo 366,2400; 369 (3), 368 (27), 367
(100). Mpuknap 10, cnekTpanbHi gaHi: TLC Ry 0,13 (etunauetat). “H AMP (300 Mru, CDCls): & 8,93 (1H, s), 8,10
(1H, s), 7,96 (1H, s), 6,96 (2H, s), 4,39 (1H, br), 4,24-4,14 (1H, m), 4,12-4,00 (1H, m), 3,20 (1H, br), 2,80 (2H, q,
J=7,0 '), 2,78-2,68 (1H, m), 2,42 (1H, br), 2,33 (3H, s), 2,13-2,04 (1H, m), 2,06 (3H, s), 2,03 (3H, s), 1,33 (3H, t,
J=7,5 l'y), 0,80 (3H, t, J=7,3 T'u). Mac-cnektpockonisi (NHs-Cl): m/e, pospax. onsa CzsHsoN7: 404,2563, 3HanaeHo
404,2556; 406 (4), 405 (28), 404 (100).

Mpviknag 11, cnekTpanbHi AaHi: TLC Ry 0,60 ( etunavetat). “H AMP (300 My, CDCls): 8 8,92 (1H, s), 8.51 (1H,
s), 6,96 (2H, s), 4,78-4,68 (1H, m), 4,57-4,47 (1H, m), 4,32-4,22 (1H, m), 3,43 (1H, br), 2,81 (2H, g, J=6,9 L), 2,78
(1R br), 2,43 (1H, br), 2,33 (3H, s), 2,10-2,00 (1H, m), 2,07 (3H, s), 2,03 (3H, s), 1,32 (3H, t, .1=7,0 'u), 0,78 (3H, t,
J=7,5 'y). Mac-cnektpockonis (NHs-Cl): m/e. po3pax. ans CaHagNg: 405,2515, 3HangeHo 405,2509; 407 (4), 406
(27), 405 (100).

Mpuknap 18, cnektpanbHi AaHi: TLC Ry 0,20 ( 30:70 etunauetaT-rekcan). *H SIMP (300 My, CDCls): & 9,00 (111,
s), 7,26 (1 H, HeuiTka), 6,96 (2H, s), 6,86-6,76 (3H, m), 5,46 (2H, s), 3,76 (3H, s), 2,85 (2H, q, J=7,7 T'u), 2,33 (3H, s),
2,06 (6H, s), 1,28 (3H, t, J=7,7 'u). Mac-cnekrpockonisi (NH3-Cl): m/e 389 (4), 388 (28), 387 (100). AHani3, po3pax.
ansa Ca4H24N4O: C, 74,58; H, 6,78; N, 14,50; snangeHo: C, 74,36; H, 6,73; N, 13,83.

Mpuknag 27, cnekTpanbHi AaHi: TLC Ry 0,20 ( 30:70 etunauetat-rekcaH). “"H AMP (300 MIy, CDCls): 8 8,96 (1H,
s), 6,95 (2H, s), 4.25 (211, t, J=7,5Tw), 2,93 (2H, q, I=7,7 '), 2,32 (3H, s), 2,04 (6H,s), 1,91-1,86 (2H,m), 1,50-1,38
(2H, m), 1,39 (3H, t, J=7,7 '), 1,01 (3H, t, J=7,5 'y). Mac-cnektpockonia (NHs-Cl): m/e 325 (3), 324 (23), 323 (100).

Mpwvknag 28, cnekTpanbHi AaHi: TLC R 0,28 ( 30:70 eTunauetat-rekcaH). “"H AMP (300 MIy, CDCls): 8 8,96 (1H.
s), 6,95 (2H, s), 4.24 (211, t, J=7,9 T'u), 2,93 (2H, q, J=7,6 '), 2,32 (3H, s), 2,04 (6H, s), 1.90 (211, m), 1,44-1,36
(711, m), 0,93 (3H, t, J=7,I 'y). Mac-cnekTpockonis (NH3-Cl): m/e 339 (3), 338 (25), 337 (100). AHani3, po3pax. Ans
C21H28N4: C, 74,96; H, 8,40; N, 16,56; sHangeHo: C, 74,24; 11, 8,22; N, 16,25.

Mpuknag 34, cnekTpanbHi AaHi: Mac-cnckrpockonis (ESI): m/e 365 (M+2), 363 (M+H’ 100%). Mpuknag 35,
cnekTpanbHi aaHi: TLC Ry 0,31 (20:80 eTunaveraT-rekcaH). H amp (300 MI'y, CDCl3): 8 8,94 (1H, s), 7,71 (111, d,
J-8,4 T'u), 7,58 (1H, d, J=1,8 T'u), 7,41 (1H, dd, J=8,4, 1,8 TL), 4,27 (1H, br), 2,95 (2H, q, .1=7,3 '), 2,41 (2H, br),
2,11-1,98 (2H, br), 1,42 (3H, t, J=7,3 T'y), 1,37-1,20 (3H, m), 1,09-0,99 (1H, m), 0,84 (3H, t, J=7,7 '), 0,82 (3H, t,
J=7,7 T'u). Mac-cnektpockonis (NHs-Cl): m/e, pospax. ansa C20H25N4CI2: 391,456; 3HangeHo 391,1458; 394 (14),
393(71), 392(29), 391 (100).

Mpuknag 38, cnekTpanbHi gaHi: Mac-cnektpockonist (NHs-Cl): m/e 375 (M+H' 100%). Mpuknag 40, cnekTpanbHi
naHi: Mac-cnektpockonia (NHs-Cl): m/e 377 (M+H', 100%). Mpuknag, 48, cnektpaneHi aaHi: Mac-cncktpockonis (NHs-
CI): m/e 423 (M+H', 100%). Mpuknag 50, cnektpanbHi aaHi: TLC Ry 0,27 (30:70 eTunaueTaTt-rekcaH). "H AMP (300
Mrlu, CDClg): 6 9,03 (1H, s), 7,70 (1H, d, J=8,0 '), 7,59 (1H, d, J=1,8 l'y), 7,41 (1H, dd, J=8,0,1,8 '), 7,36-7,30 (2H,
m), 7,24-7,19 (3H, m), 5,50 (2H, s), 2,87 (2H, q, J=7,5 '), 1,31 (3H, t, J=7,5 'y). Mac-cnckrpockonis (NHs-Cl): m/e,
pospax. ans CxoH1sN4Clo: 382,0752; 3HamaeHo 382,0746; 388 (3), 387 (12), 386 (16), 385 {66), 384(26), 383 (100).
Mpuknapg 51, cnekTpanbHi gaHi: Mac-cncktpockonist (NHs-Cl): m/e 413 (M+H', 100%). MNpwuknag 54, cnekTpanbHi AaHi:
Mac-cncktpockonis (NHs-Cl): m/e 459 (M+H', 100%). lNMpuknag 68, cnektpanbHi Aani: TLC Rz 0,28 (30:70
eTunaueTaT-rekcaH). YH amP (300 Mr'u, CDClIg): 8 8.91 (1H, s), 6,69 (2H, s), 4,30-4,19 (1H, m), 3,82 (3H, s), 2,92
(2H, q, J=7,6 Tu), 2,41 (1H, br), 2,08 (3H, s), 2,07 (3H, s), 2,06 (1H, br), 1,38 (3H, t, J=7,6 '), 1,36-1,22 (4H, m),
1,10-0,98 (1H. m), 0,96-0,87 (1H, m), 0,84 (3H, t, J=7,0 '), 0,81 (3H, t, J=6,7 I'y). Mac-cnekTpockonis (NHs-Cl): m/e



383 (4), 3X2 (27), 381 (100).

Mpuknag 122, cnektpanbHi aaxi: TLC Ry 0,10 (20:80 etunauetat-rekcan). “H SIMP (300 My, CDCls): & 8,97
(111, s), 6,94 (211, s), 4,14 (2H, d, J=7,7 Tu), 3,48 (1H, g, J=7,0 ['w), 2,63 (3H, s), 2,31 (311, s), 2,01 (6H, S), 1,43-
1,19 (811, m), 0,94 (3H, t, J=7,3 'y), 0,84 (3H, t, J=7,0 'u). Mac-cnektpockonisi (NHs-Cl): m/e 367 (3), 366 (25), 365
(100).

Mpvknap 123, cnekTpanbHi AaHi: TLC Ry 0,24 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): & 8,97
(1H, s), 6,94 (2H. s), 4.25 (211, t, J=8,I T'w), 3,48 (1H, q, J=7,l '), 2,63 (3H, s), 2,31 (3H, s), 2,01 (6H, s), 1,81 (2H,
m), 1,47-1,19 (8H, m), 0,91 (6H, m). Mac-cnektpockonisi (NHs-Cl): m/e 381 (4), 380 (27), 379 (100). AHani3, po3pax.
ans Co4HsaNg: C, 76,15; H, 9,05; N, 14,80; sHanaeHo: C, 76,29; H, 9,09; N, 14,75.

Mpuknag 202, cnektpanbHi aaHi: TLC Ry 0,20 (10:90 etunauetat-rekcaH). ' H AMP (300 My, CDCls): 6 8,82 (1H,
s), 6,96 (2H, s), 4.46-4,38 (1H, m), 4,13 (3H, s), 2,34 (3H, s), 2,28-2,11 (2H, m), 2,07 (6H, s), 1,95-1,81 (2H, m), 1,38-
1,17 (3H, m), 1,14-0,99 (1H, m), 0,83 (3H, t, J=7,7 '), 0,80 (3H, I, J-7,7 'y). Mac-cnekipockouisa (NHs-Cl): m/e,
po3pax. ans Cz2HzoN4O: 366,2420; 3HangeHo 366.2408; 369 (4), 368 (26), 367 (100).

Mpvknapn 404, cnekTpanbHi AaHi: TLC Ry 0,20 (20:80 etunauetat-rekcaH). “H AMP (300 My, CDCls): 5 6,93
(2H, s), 4,20 (2H, t, J=7,7 l'y), 2,90 (2H, q, J=7,6 T'y), 2,83 (3H, s), 2,30 (3H, s), 2,03 (6H, s), 1.88 (211, m), 1,42-1.34
(711, m), 0,93 (3H, t, J=6 I'u). Mac-cnektpockpnis (NHs-Cl): m/e 353 (3), 352 (27), 351 (100).

Mpwvknan 414, cnekTpanbHi AaHi: TLC Ry 0,36 (20:80 etunauetat-rekcaH). “H SMP (300 My, CDCls): 5 8,92
(1H, s), 7,66 (1H, d, .1=8,1 W), 7,32-7,26 (2H, m), 4,54 (1H, m), 2,95( 2H, q, J=7,4 L), 2,43 (3H, s), 2,39 (111, m),
2,03 (1H, m), 1,74 (3H, d, J=7,0 T'w), 1,41 (3H, t, J=7,5 '), 1,31 (1H. m), 1, 16 (1H, m), 0,92 (3H, t, J=7,3 T'L). Mac-
cnektpockonis (NHs-Cl): m/e, po3pax. ans CigH24N4Cl: 343,1690; 3HangeHo 343,1704; 346 (7), 345 (34), 344 (23),
343 (100).

Mpuvknap 415, cnekTpanbHi AaHi: TLC Ry 0,25 (10:90 etunauetat-rekcaH). “H SMP (300 My, CDCls): 5 8,91
(1H,s), 7,71 (HI, d, J=8,I TW), 7,34-7,30 (2H, m), 4,30-4,20 (1H, m), 2,94 ( 2H, q, J=7,5 W), 2,50-2,35 (2H, m), 2,44
(311, s), 2,08-1,95 (2H, m), 1,43 (3H, t, J=7,5 '), 1,29 (3H, m), 1,08-0,98 (1H, m), 0,84 (3H, t, J=7,0 'u), 0,81 (3H, t,
J=7,3 I'u). Mac-cnektpockonis (NHs-Cl): m/e 374 (7), 373 (33), 372 (25), 371 (100). AHani3, po3pax. ansa Cz1H27CIN4:
C, 68,00; H, 7,35; N, 15,10; snangeHo: C, 68,25; H, 7,30, N, 14,85.

Mpuknag 424, cnekTpanbHi gani: TLC Ry 0,28 (5:95 etunauetaT-auxnopometaH). “H AMP (300 Mru, CDCls): &
8,95 (1H, s), 7,60 (1H, d, J=7,7 ['w), 7,37 (1H, d, J=0,8 W), 7,21 (1H, dd, J=7,7, 0,8 ['L), 4,58-4,50 (1H, m), 2,96 (2H,
dq, J=7,5, 2,0 l'y), 2,46-2,33 (1H, m), 2,40 (3H, s), 2,08-1,96 (1H, m), 1,74 (3H, d, J-6,6 'u), 1,40 (3H, t, J=7,5 L),
1,39-1,22 (IH, m), 1,20-1,08 (1H, m), 0,92 (3H, t, J=7,3 Ty). Mac-cnektpockonia (NHs-Cl): m/e, pospax. ans
C19H24CIN4: 343,1690; 3HarigeHo 343,1697; 346 (8), 345 (38), 344 (25), 343 (100).

Mpuknag 434, cnekTpanbHi AaHi: TLC Ry 0,78 (50:50 etunauetat-rekcat). “"H AMP (300 My, CDCls): & 8,90
(1H, s), 6,95 (2H, s), 2,97 (2H, J=7,3 '), 2,60-2,50 (1H, m), 2,41-2,33 (1H, m), 2,32 (3H, s), 2,20-2,10 (1H, m), 2,05
(3H, s), 2,02 (3H, s), 1,85-1,80 (1H, m), 1,39 (3H, t, J=7,5 'y), 0,85 (3H, t, J=7,5 '), 0,50-0,35 (2H, m), 0,25-0,15
(1H, m), 0,10-0,00 (1H, m). Mac-cnektpockouis (NHs-Cl): m/e, po3dpax. ansa CasHsoNa: 362,2470; 3HangeHo 362,2458;
365 (4), 364 (27), 363 (100).

Mpvknag 436, cnekTpanbHi AaHi: TLC Ry 0,31 (30:70 etunauetat-rekca). “H AMP (300 My, CDCls): & 8,88
(1H, s), 7,77 (1H, d, J=9,2 '), 6,87 (2H, m), 4,40-4,25 (1H, m), 3,86 (3H, s), 2,99 (2H, q, J=7,5 l'y), 2,60-2,35 (2H,
m), 2,47 (3H, s), 2,15-2,00 (1H, m), 1,80-1,70 (1H, m), 1,45 (3H, t, J=7,5 I'u), 0,84 (3H, t, J=7,5 I'y), 0,50-0,35 (2H,
m), 0,30-0,20 (1H, m), 0,10-0,00 (1H, m), -0,85 - -0,95 (1H, m).

Mpwvknap 437, cnekTpanbHi AaHi: TLC Ry 0,25 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): & 8,90
(1H, s), 7,73 (1H, d, J=9,2 l'y), 6,89-6,86 (2H, m), 4,58-4,51 (1H, m), 3,86 (3H, s), 2,95 (2H, dq, J=7,6, 1,8 L), 2,47
(3H, s), 2,45-2,34 (1H, m), 2,07-1,97 (1H, m), 1,73 (3H, d, J=7,0 W), 1,42 (3H, t, J=7,6 Tu), 1,40-1,27 (1H, m), 1,20-
1,07 (1H, m), 0,92 (3H, t, J=7,4 Tu). Mac-cnektpockonis (NHs-Cl): m/e, pospax. ans CzoH27N4O: 339,2185,
3HavgeHo: 339,2187; 341(3), 340(22), 339 (100). AHani3, po3spax. ana CaoH2N4O: C, 70,98; H, 7,74; N, 16,55;
3HanpgeHo: C, 69,97; H, 7,48; N, 15,84.

Mpvknap 438, cnekTpanbHi AaHi: TLC Ry 0,42 (40:60 eTunaueTaT-rekcaH). 'H SAMP (300 My, CDCls): & 8,98
(1H, s), 7,77 (1H, d, J=9,1 "), 7,17 (2H, d, J=8,8 I'y), 6,90-6,83 (4H, m), 5,42 (2H, s), 3,86 (3H, s), 3,78 (3H, s), 2,86
(2H, q, J=7,5Tu), 2,49 (3H, s), 1,33 (3H, t, J=7,5 'u). Mac-cnektpockonis (NHs-Cl): m/e 391(4), 390 (26), 389 (100).
AHanis, pospax. ans CasH2aN4O2: C, 71,11; H, 6,24; N, 14,42; sHangeHo: C, 71,14; H, 5,97; N, 14,03.

Mpuknap 439, cnekTpanbHi Aawi: TLC Ry 0,41 (30:70 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCls): & 8,89
(1H, s), 7,77 (1H, d, J=3,1 Tw), 6,89 (2H, m), 3,86 (3H, s), 3,53 (1H, m), 2,91 (2H, q, J=7,5 T'W), 2,49 (3H, s), 2,28 (1H,
m), 2,21 (1H, m), 1,43 (3H, t, J=7,3 'y), 0,86 (3H, t, J=7,3 '), 0,78 (2H, m), 0,46 (2H, m), 0,20 (1H, m).

Mpvknap 440, cnekTpanbHi AaHi: TLC Ry 0,28 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): 5 8,89
(1H, s), 7,73 (1H, d, J=9,1 'y), 6,90-6,86 (2H, m), 4,60-4,40 (1H, m), 3,86 (3H, s), 2,95 (2H, dq, J=7,7, 2,2 Tu), 2,47
(3H, s), 2,44-2,36 (1H, m), 2,05-1,98 (1H, m), 1,74 (3H, d, J=7,0 W), 1,42 (3H, t, J=7,5 L), 1,40-1,20 (5H, m), 1,13-
1,05 (1H, m), 0,830 (3H, t, J=6,6 'L).

Mpvknap 502, cnekTpanbHi Aawi: TLC Ry 0,63 (50:50 etunaveTaT-rekcaH). ‘H SIMP (300 My, CDCla): & 8,92
(1H, s), 6,95 (2H, s), 4,60-4,47 (1H, m), 2,93 (2H, q, J=7,7 l'y), 2,43-2,33 (1H, m), 2,32 (3H, s), 2,16-2,06 (1H, m),
2,05 (3H, s), 2,03 (3H, s), 1,76 (3H, d, J=7,0 T'y), 1,36 (3H, t, J=7,7 163 'y), 1,36-1,20 (4H, m), 0,86 (3H, t, I=7,2 I'wy).
Mac-cnektpockoniss (NHs-Cl): m/e, po3spax. Ana Cz2HsoNa: 350,2470, 3HanpeHo: 350,2480; 353(3), 352(28), 351
(100).

Mpuknag 503, cnektpanbHi Aaxi: 1'H AMP (300 MI'y, CDCls): 6 8,92 (1H, s), 6,94 (2H, s), 4,58-4,48 (1H, m), 2,93
(2H, q, J=7,3 T'y), 2,32 (3H, s), 2,05 (3H, s), 2,02 (3H, s), 1,76 (3H, d, J=6,6 'u), 1,36 (3H, t, I=7,3 I'y), 1,34-1,05
(8H, m), 0,88 (3H, t, J=7 T'y). Mac-cnektpockonisi (NHs-Cl): m/e, po3spax. ons CasHsN4: 365,2705, 3HamaeHo:
365,2685; 367(3), 366(27), 365 (100).

Mpuvknaa 506, cnekTpanbHi AaHi: TLC Ry 0,28 (20:80 eTunaueTaT-rekcaH). ‘H SIMP (300 My, CDCla): & 8,95
(1H, s), 7,67 (1H, d, J=8,4 T'u), 7,57 (1H, d, J=1,8 I'w), 7,42-7,37 (1H, m), 4,56 (1H, cekcTeT, J=7,1 'y), 2,99 (2H, q,
J=7,5Tu), 2,43-2,33 (1H, m), 2,09-1,97 (1H, m), 1,74 (3H, d, J=7,0 Tw), 1,41 (3H, t, J=7,35 'y), 1,35-1,07 (2H, m),
0,92 (3H, t, J=7,3 'u). Mac-cnektpockonis (NHs-Cl): m/e 367(12), 366(14), 365 (67), 364 (24), 363 (100).



Mpuknapg 507, cnekTpanbHi AaHi: Mac-cnekrpockonis (NHs-Cl): m/e 377 (M+H' 100%).

Mpvknap 511, cnekTpanbHi AaHi: TLC Ry 0,51 (30:70 eTunauetat-rekcat). “H AMP (300 My, CDCls): & 8,97
(1H, s), 7,87 (1H, d, J=8,1 'u), 7,83 (1H, d, J=1,1 'y), 7,68 (1H, dd, J=8,1, 1,1 '), 3,60-3,51 (1H, m), 2,94 (2H, q,
J=7,5Tu), 2,53-2,39 (1H, m), 2,36-2,20 (1H, m), 1,96 (1H, br), 1,42 (3H, t, J=7,5 'u), 0,88 (3H, t, I=7,3 'u), 0,88-0,78
(1H, m), 0,52-0,44 (2H, m), 0,24-0,16 (1H, m). Mac-cnektpockonisa (NHs-Cl): m/e 412(7), 411(33), 410 (23), 409
(100).

Mpvknaa 513, cnekTpanbHi Aawi: TLC Ry 0,62 (30:70 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCla): & 8,97
(1H, s), 7,87 (1H, d, J=8,0 '), 7,83 (1H, d, J=0,7 I'y), 7,68 (1H, dd, J=8,0, 0,7 I'w), 4,21 (1H, br), 2,96 (2H, q, J=7,5
M), 2,42 (2H, br), 2,12-1,97 (2H, m), 1,43 (3H, t, J=7,5 I'u), 1,40-1,20 (4H, m), 0,85 (3H, t, J=7,3 I'u), 0,83 (3H, t, J-
7,6 I'u). Mac-cnektpockonisi (NHsz-Cl): m/e 428 (8), 427(38), 426 (29), 425 (100).

Mpvknap 514, cnekTpanbHi AaHi: TLC Ry 0,51 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): 5 8,96
(1H, s), 7,86 (1H, d, J=8,1 I'w), 7,83 (1H, d, J=0,8 I'y), 7,68 (1H, dd, J=8,1, 0,8 I'L), 4,20 (1H, br), 2,97 (2H, q, J=7,7
My, 2,54-2,39 (2H, m), 2,15-2,01 (2H, m), 1,43 (3H, t, J=7,7 'u), 0,84 (6H, t, J=7,5 'u). Mac-cnekTpockonis (NHs-Cl):
m/e 400 (7), 399(37), 398 (26), 397 (100).

Mpvknan 524, cnekTpanbHi Aawi: TLC Ry 0,50 (30:70 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCla): & 8,89
(1H, s), 7,76 (1H, d, J=9,| I'y), 6,90-6,87 (2H, m), 4,35 (1H, v br), 3,86 (3H, s), 2,93 (2H, q, J=7,6 T'u), 2,48 (3H, s),
2,39 (2H, br), 2,00-1,90 (2H, m), 1,43 (3H, t, J=7,6 'u), 1,38-1,22 (2H, m), 1,18-1,02 (2H, m), 0,90 (6H, t, J=7,3 I'Ly).
Mac-cnektpockonia (NHs-Cl): m/e, pospax. anst Co2Hsz1N4O: 367,2498, 3HangeHo: 367,2506; 369 (3), 368(25), 367
(100).

Mpvknan 526, cnekTpanbHi AaHi: TLC Ry 0,28 (10:90 etunauetat-rekcaH). “H SMP (300 My, CDCls): 5 8,91
(1H, s), 7,69 (1H, d, J=8,1 I'y), 7,34-7,30 (2H, m), 4,40-4,35 (1H, m), 2,93 (2H, q, J=7,4 Tu), 2,44 (3H, s), 2,38 (2H,
m), 1,96 (2H, m), 1,43 (3H, t, J=7,5 lu), 1,35-1,22 (2H, m), 1,15-1,05 (2H, m), 0,90 (6H, t, J=7,1 l'y). Mac-
cnektpockonisa (NHs-Cl): m/e 374 (8), 373(35), 372 (25), 371 (100). AHani3, po3pax. anst Co1H27N4Cl: C, 68,00; H,
7,35; N, 15,10; sHangeHo: C, 67,89; H, 7,38; N, 14,94.

Mpuknag 528, cnekTpanbHi AaHi: TLC Ry 0,65 (30:70 etunauetat-rekcan). “H AMP (300 My, CDCls): & 8,97
(1H, s), 7,86 (1H, d, J-8,0 T'w), 7,82 (1H, d, J=1,1 I'w), 7,67 (1H, dd, J=8,0, 1,1 I'u), 4,38 (1H, br), 2,95 (2H, q, J=7,5
y), 2,39 (2H, br), 2,04-1,92 (2H, br), 1,42 (3H, t, J=7,5 'y), 1,40-1,21 (3H, m), 1,19-1,03 (1H, m), 0,91 (6H, t, J=7,3
'u). Mac-cnektpockonis (NHs-Cl): m/e 428 (8), 427(37), 426 (27), 425 (100).

Mpuknag 538, cnekTpanbHi AaHi: TLC Ry 0,56 (30:70 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCls): & 8,96
(1H, s), 7,88 (1H, d, J=8,0 I'w), 7,83 (1H, d, J=0,8 I'y), 7,68 (1H, dd, J=8,0, 0,8 ['L), 3,77 (1H, br), 2,95 (2H, q, J=7,5
u), 2,61 (1H, br), 2,08 (1H, br), 1,45 (3H, t, J=7,5 'u), 1,36-1,25 (1H, m), 1,17 (3H, d, J=6,6 '), 0,71 (3H, t, J=7,3
lu), 0,69 (3H, d, J=7,0 'u). Mac-cnektpockonis (NHs-Cl): m/e 414 (7), 413(33), 412 (24), 411 (100).

Mpuknag 534, cnektpanbHi AaHi: Mac-cnektpockonis (ESI): m/e 363 (M+2), 361 (M, 100%).

Mpuknan 544, cnekTpanbHi aaHi: TLC Ry 0,63 (50:50 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCls): & 8,90
(1H, s), 7,74 (1H, d, J=9,1 I'u), 6,89-6,86 (2H, m), 3,86 (3H, s), 3,79-3,73 (1H, m), 2,93 (3H, dq, J=7,7,2,6 T'L), 2,49
(3H, s), 2,03-1,99 (1H, m), 1,81 (3H, d, J=6,9 I'u), 1,41 (3H, t, J=7,3 '), 0,84-0,74 (2H, m), 0,53-0,41 (2H, m), 0,28-
0,21 (1H, m).

Mpuknan 548, cnekTpanbHi AaHi: TLC Ry 0,42 (30:70 etunauetat-rekcat). “H AMP (300 My, CDCls): & 8,99
(1H, s), 7,84 (1H, d, J=7,7 T'w), 7,82 (1H, d, J=0,9 I'y), 7,68 (1H, dd, J=7,7, 0,9 'y), 3,83-3,70 (1H, m), 3,00-2,90 (2H,
m), 2,09-1,98 (1H, m), 1,83 (3H, d, J=7,0 I'u), 1,40 (3H, t, J=7,3 I'y), 0,88-0,78 (1H, m), 0,57-0,41 (2H, m), 0,30-0,20
(1H, m). Mac-cnektpockonisi (NHs-Cl): m/e 398 (6), 397 (31), 396 (22), 395 (100).

Mpuknag 551, cnekTpanbHi AaHi: TLC Ry 0,56 (50:50 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCls): & 8,93
(1H, s), 6,94 (2H, s), 4,75 (1H, renteT, J=7,0 'y), 2,95 (2H, q, J=7,7 l'y), 2,32 (3H, s), 2,04 (6H, s), 1,80 (6H, d, J=7,0
lu), 1,36 (3H, t, J=7,7 Iu). Mac-cnektpockonis (NHs-Cl): m/e 311 (4), 310 (34), 309 (100). AHani3, po3pax. Ans
C19H24N4-0,5H,0: C, 71,89; H, 7,94; N, 17,65; 3HanpeHo: C, 71,59; H, 7,83; N, 17,41.

Mpvknap 558, cnekTpanbHi Aawi: TLC Ry 0,53 (30:70 etunaueTaT-rekcaH). ‘H SMP (300 My, CDCls): & 8,98
(1H, s), 7,86-7,81 (2H, m), 7,67 (1H, dd, J=8,4, 1,1 Twu), 4,60-4,48 (1H, m), 3,01-2,93 (2H, m), 2,49-2,35 (1H, m),
2,13-2,00 (1H, m), 1,76 (3H, d, J=7,0 Twy), 1,41 (3H, t, J=7,5 I'y), 1,40-1,20 (4H, m), 0,87 (3H, t, J=7,3 IL). Mac-
cnektpockonis (NHs-Cl): m/e 414 (8), 413 (38), 412 (27), 411 (100).

165 Mpwknag 564, cnekTpanbHi Aaxi: TLC Ry 0,34 (30:70 etunaueTat-rekcaH). "H AMP (300 My, CDCl3): & 8,89
(1H, s), 7,77 (1H, d, J=9,2 T'y), 6,89 (2H, m), 4,30-4,20 (1H, m), 3,86 (3H, s), 2,93 (2H, g, J=7,5 '), 2,48 (3H, s),
2,45-2,35 (2H, m), 2,10-1,95 (2H, m), 1,44 (3H, t, J=7,5 'u), 1,40-1,20 (3H, m), 1,10-0,95 (1H, m), 0,84 (3H, t, J=7,3
My, 0,81 (3H, t, J=7,3'L).

Mpvknap 571, cnekTpanbHi Aawi: TLC Ry 0,40 (50:50 etunauetat-rekcaH). ‘*H SIMP (300 My, CDCls): & 8,89
(1H, s), 6,95 (2H, s), 4,51 (1H, br), 3,44-3,24 (4H, m), 2,96 (2H, g, J=7,3 L), 2,95-2,87 (1H, m), 2,85-2,75 (1H, m),
2,59-2,49 (1H, m), 2,32 (3H, s), 2,27-2,18 (1H, m), 2,04 (3H, s), 2,04 (3H, s), 1,38 (3H, t, J=7,7 l'y), 1,12 (3H, t, J=7,0
M), 0,84 (3H, t, J=7,3 T'u). Mac-cnektpockoniss (NHs-Cl): m/e, pospax. ana CisHsz2N4O: 380,2576, 3HamgeHo:
380,2554; 383 (4), 382 (28), 381 (100).

Mpvknap 581, cnekTpanbHi Aawi: TLC Ry 0,33 (30:70 etunauetat-rekcaH). ‘H SIMP (300 My, CDCls): & 8,89
(1H, s), 6,95 (2H, ), 4,49-4,39 (1H, m), 4,23-4,13 (1H, m), 3,91 (1H, dd, J=9,9, 4,8 I'u), 3,48 (1H, dqg, J=9,1, 7,0 '),
3,30 (1H, dq, J=9,1, 7,0 I'y), 2,95 (2H, q, J=7,7 l'y), 2,60-2,47 (1H, m), 2,32 (3H, s), 2,15-2,01 (1H, m), 2,04 (3H, s),
2,03 (3H, s), 1,37 (3H, t, J=7,5 '), 1,00 (3H, t, J=7,0 'y), 0,86 (3H, t, J=7,3 I'u). Mac-cnektpockonia (NHs-Cl): m/e,
po3spax. ans Cz2Hz1N4O: 367,2498, 3HangeHo: 367,2497; 369 (4), 368 (27), 367 (100).

Mpvknap 591, cnekTpanbHi AaHi: TLC Ry 0,42 (50:50 eTunauetat-rekca). “H AMP (300 My, CDCls): & 8,91
(1H, s), 6,95 (2H, s), 3,76 (1H, br), 3,47-3,40 (1H, m), 3,21 (3H, s), 2,99-2,90 (1H, m), 2,88 (2H, q, J=7,3 W), 2,76
(1H, br), 2,51-2,41 (1H, m), 2,32 (3H, s), 2,09 (1H, br), 2,08 (3H, s), 2,04 (3H, s), 1,35 (3H, t, J-7,3 I'y), 0,56-0,44 (2H,
m), 0,30-0,21 (1H, m). Mac-cnektpockonisi (NHs-Cl): m/e, po3pax. ana CasHziN4O: 379,2498, 3HangeHo: 379,2514;
381 (4), 380 (27), 379 (100).

Mpvknaa 690, cnekTpanbHi AaHi: TLC Ry 0,12 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): & 9,01
(1H, s), 7,38-7,22 (5H, m), 6,75 (1H, s), 6,69 (1H, s), 5,48 (2H, s), 3,70 (3H, s), 2,84 (2H, q, J=7,7 Tw), 2,37 (3H, s),



2,05 (3H, s), 1,26 (3H, t, J=7,7 'u). Mac-cnektpockonis (NHs-Cl): m/e 375 (4), 374 (28), 373 (100).

Mpvknap 692, cnekTpanbHi AaHi: TLC Ry 0,32 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): 5 8,98
(1H, s), 7,48 (1H, s), 7,37-7,18 (5H, m), 7,11 (1H, s), 5,49 (2H, s), 2,84 (2H, q, J=7,3 TL), 2,38 (3H, s), 2,29 (6H, S),
1,31 (3H, t, J=7,3 'u). Mac-cnekrpockonis (NHs-Cl): m/e, po3pax. ans CasH24Na: 356,2001, 3HangeHo: 356,1978; 359
(4), 358 (28), 357 (100).

Mpvknap 693, cnekTpanbHi AaHi: TLC Ry 0,22 (20:80 eTunauetat-rekca). “H AMP (300 My, CDCls): & 8,90
(1H, s), 7,78 (1H, d, J=9,5 I'u), 6,90-6,87 (2H, m), 3,86 (3H, s), 3,62 (1H, br), 2,91 (2H, g, J=7,5 'y), 2,50 (3H, s),
2,40 (1H, br), 2,26-2,13 (1H, m), 1,92 (1H, br), 1,58 (1H, br), 1,43 (3H, t, J=7,5 I'y), 1,35-1,25 (1H, m), 1,13-1,03 (1H,
m), 0,95-0,75 (2H, m), 0,85 (3H, t, J=7,I I'u), 0,54-0,42 (2H, m), 0,22-0,17 (1H, m). Mac-cnekTtpockonis (NHs-Cl): m/e
381 (4), 380 (25), 379 (100).

Mpvknap 697, cnekTpanbHi AaHi: TLC Ry 0,28 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): 5 8,89
(1H, s), 7,74 (1H, d, J=9,5 'u), 6,90-6,86 (2H, m), 4,58-4,45 (1H, m), 2,95 (2H, dq, J=7,7, 2,2 T'W), 2,48 (3H, s), 2,45-
2,35 (1H, m), 2,09-1,99 (1H, m), 1,74 (3H, d, J=7,0 I'w), 1,42 (3H, t, J=7,5 I'w), 1,37-1,23 (3H, m), 1,11-1,03 (1H, m),
0,86 (3H, t, J=7,0 'w).

Mpvknap 724, cnekTpanbHi AaHi: TLC Ry 0,45 (30:70 etunauetat-rekcaH). “H AMP (300 My, CDCls): & 8,92
(1H,s), 7,75 (1H, d, J-8,4 T'w), 7,09 (1H, d, J=2,6 T'y), 6,96 (1H, dd, J=8,4, 2,6 '), 3,87 (3H, s), 3,76 (1H, br), 2,94
(2H, q, J=7,3 Tw), 2,61 (1H, br), 2,09 (1H, br), 1,45 (3H, t, J=7,3 I'u), 1,36-1,26 (1H, m), 1,15 (3H, d, J=6,6 I'y), 0,71
(3H, t, J=7,3 T'w), 0,68 (3H, d, J=6,6 'y). Mac-cnekTpockonis (NHs-Cl): m/e 377 (1), 376 (8), 375 (38), 374 (25), 373
(100).

Mpvknan 725, cnekTpanbHi AaHi: TLC Ry 0,31 (30:70 etunauetat-rekcaH). “H SMP (300 My, CDCls): 5 8,88
(1H, s), 7,80 (1H, d, J=9,2 T'y), 6,89 (2H, m), 3,86 (3H, s), 3,75 (1H, m), 2,92 (2H, q, J=7,4 Ty), 2,60 (1H, m), 2,48
(3H, s), 2,05 (1H, m), 1,46 (3H, t, J=7,4 T'u), 1,16 (3H, d, J=7,0 ['w), 0,70 (3H, t, J=7,3 T'w), 0,67 (3H, d, J=6,6 'Ll).

Mpuknan 727, cnekTpanbHi AaHi: TLC Ry 0,44 (30:70 etunauetat-rekcaH). “H SMP (300 My, CDCls): 5 8,90
(1H, s), 7,84 (1H, d, J=2,2 Tw), 7,74 (1H, d, J=8,4 I'y), 7,65 (1H, dd, J=8,4, 2,2 T'u), 3,76 (1H, br), 2,93 (1H, q, J=7,3
Iu), 2,60 (1H, br), 2,08 (1H, br), 1,42 (3H, t, J=7,3 T'w), 1,37-1,27 (1H, m), 1,16 (3H, d, J=7,0 T'w), 0,69 (3H, t, J=7,3
l'u), 0,67 (3H, d, J=7,0 'u). Mac-cnektpockonis (NHs-Cl): m/e 414 (7), 413 (33), 412 (27), 411 (100).

Mpuknag 750, cnekTpanbHi aaHi: TLC Ry 0,42 (30:70 etunauetaT-rekcaH). ‘*H SMP (300 My, CDCls): & 8,94
(1H, s), 7,73 (1H, d, J=8,4 T'y), 7,10 (1H, d, J=2,6 T'y), 6,96 (1H, dd, J=8,4, 2,6 I'y), 3,87 (3H, s), 3,63 (1H, v br), 2,92
(2H, q, J=7,3Tw), 2,38 (1H, br), 2,22-2,10 (1H, m), 1,94 (1H, br), 1,42 (3H, t, J=7,3 I'y), 1,41-1,29 (1H, ra), 1,23-1,08
(1H, m), 0,91 (3H, t, J=7,3 T'y), 0,89-0,79 (1H, m), 0,51-0,41 (2H, m), 025-0,15 (1H, m). Mac-cnekTtpockonis (NHs-Cl):
m/e 388 (8), 387 (34), 386 (25), 385 (100).

Mpuknag 751, cnekTpanbHi AaHi: TLC Ry 0,36 (40:60 etunauetat-rekcan). “H AMP (300 My, CDCls): & 8,89
(1H, s), 7,77 (1H, d, J=9,1 T'y), 6,90 (2H, m), 3,86 (3H, s), 3,62 (1H, m), 2,84 (2H, q, J=7,5 T'L), 2,49 (3H, s), 2,40 (1H,
m), 2,19 (1H, m), 1,90 (1H, m), 1,43 (3H, t, J=7,5 I'w), 1,38 (1H, m), 1,19 (1H, m), 0,91 (3H, t, J=7,3 ['L), 0,80 (1H, m),
0,49 (2H, m), 021 (1H, m).

Mpuknag 753, cnekTpanbHi aaHi: TLC Ry 0,44 (30:70 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCls): & 8,92
(1H, s), 7,84 (1H, d, J=1,8 Tw), 7,73 (1H, d, J=8,5 I'y), 7,65 (1H, dd, J=8,5, 1,8 ['L), 3,65 (1H, br), 2,92 (2H, q, J=7,5
), 2,38 (1H, br), 2,25-2,14 (1H, m), 1,94 (1H, br), 1,43-1,26 (1H, m), 1,40 (3H, t, J=7,5 I'y), 1,21-1,06 (1H, m), 0,92
(3H, t, J=7,3 '), 0,91-0,79 (1H, m), 0,52-0,44 (2H, m), 0,22-0,16 (1H, m). Mac-cnektpockonis (NHs-Cl): m/e 426 (9),
425 (42), 424 (31), 423 (100).

Mpuknag 767, cnektpanbHi AaHi: (NHs-Cl): m/e 379 (M+H' 100%). 167 Mpwuknag 776, cnektpanbHi AaHi: TLC Ry
0,41 (30:70 eTunaueTaT-rekcaH). IH amp (300 Mru, CDClg): & 8,93 (1H, s), 7,73 (1H, d, J=8,4 I'u), 7,09 (1H, d,
J=2,6 'u), 6,96 (1H, dd, J=8,4, 2,6 I'u), 4,28 (1H, br), 3,87 (3H, s), 2,95 (2H, q, J=7,3 '), 2,41 (2H, br), 2,10-1,93
(2H, m), 1,43 (3H, t, J=7,3 T'u), 1,40-1,23 (1H, m), 1,18-1,03 (1H, m), 0,91 (3H, t, J=7,3 L), 0,82 (3H, t, J=7,5 I'u).
Mac-cnektpockonist (NHs-Cl): m/e, po3dpax. ansi CooH2sCIN4O: 373,1795, 3HanaeHo: 373,1815; 376 (8), 375 (35), 374
(24), 373 (100).

Mpvknap 777, cnekTpanbHi AaHi: TLC Ry 0,46 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): & 8,89
(1H, s), 7,76 (1H, d, J=9,0 I'y), 6,90-6,87 (2H, m), 4,29 (1H, br), 3,86 (3H, s), 2,94 (2H, q, J=7,4 T'u), 2,48 (3H, s),
2,40 (2H, br), 2,10-1,92 (2H, m), 1,44 (3H, t, J-7,4 I'y), 1,37-1,22 (1H, m), 1,18-1,02 (1H, m), 0,90 (3H, t, I=7,3 I'L),
0,81 (3H, t, J=7,3 'u). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. ans C,1Hx9N4O: 353,2341, 3HarigeHo: 353,2328;
355 (3), 354 (23), 353 (100).

Mpvknap 778, cnekTpanbHi aai: TLC Ry 0,58 (30:70 etunauetat-rekcaH). ‘H SMP (300 My, CDCls): & 8,97
(1H, s), 7,86 (1H, d, J=8,0 I'u), 7,83 (1H, d, J=0,8 I'y), 7,68 (1H, dd, J=8,0, 0,8 '), 4.30 (1H, br), 2,96 (2H, q, J=7,5
M), 2,41 (2H, br), 2,11-1,95 (2H, m), 1,43 (3H, t, J=7,5 'u), 1,42-1,22 (2H, m), 0,92 (3H, t, J=7,3 I'y), 0,83 (3H, t,
J=7,3Tu). Mac-cnektpockonia (NHs-Cl): m/e 414 (8), 413 (39), 412 (28), 411 (100).

Mpuknag 779, cnektpanbHi AaHi: TLC Rt 0,44 (30:70 etunauertar-rekcaH). “"H AMP (300 MI'u, CDCls): 6 8,91
(1H, s), 7,84 (1H, d, J=1,8 TW), 7,72 (1H, d, J=8,0 '), 7,65 (1H, dd, J=8,0, 1,8 I'w), 4.31 (1H, br), 2,94 (2H, q, I=7.5
), 2,40 (2H, br), 2,10-1,93 (2H, m), 1,40 (3H, t, J=7,5 'u), 1,37-1,21 (1H, m), 1,19-1,02 (1H, m), 0,91 (3H, t, J-7,3
lu), 0,81 (3H, t, J=7,3 'u). Mac-cnektpockonis (NHs-Cl): m/e 414 (9), 413 (43), 412 (31), 411 (100).

Mpuknag 793, cnektpanbHi gadi: Mac-cnektpockoniss (NHs-Cl): m/e 367 (M+H', 100%). [Mpuknag 799,
cnekTpanbHi gaHi: TLC Ry 0,61 (30:70 etunauetat-rekcan). “H AMP (300 MIu, CDCls): 8 8,90 (1H, s), 7,47 (1H, s),
7,10 (1H, s), 4,28 (1H, br), 2,93 (2H, q, J=7,3 T'w), 2,41 (1H, br), 2,36 (3H, s), 2,28 (6H, s), 2,07-1,91 (3H, m), 1,42
(3H, t, J=7,3 T'u), 1,35-1,21 (1H, m), 1,19-1,03 (1H, m), 0,90 (3H, t, J=7,2 Tu), 0,81 (3H, t, J=7,3 I'y). Mac-
cnektpockonist (NHs-Cl): m/e, po3pax. ans Ca:HsoN4: 350,2470, 3HangeHo: 350,2476; 353 (3), 352 (24), 351 (100).

Mpviknap 802, cnekTpanbHi AaHi: TLC Ry 0,38 (30:70 etunaveTat-rekcan). “H SMP (300 My, CDCls: 8 8,92 (1H,
s), 7,84 (1H, d, J=1,8 T'w), 7,73 (1H, d, J=8,4 T'y), 7,65 (1H, dd, J=8,4, 1,8 I'w), 3,53 (1H, br), 2,91 (1H, q, J=7,4 L),
2,52-2,35 (1H, m), 2,34-2,20 (1H, m), 1,95 (1H, br), 1,40 (3H, t, J=7,4 I'u), 0,89-0,79 (1H, m), 0,87 (3H, t, J=7,3 '),
0,55-0,42 (2H, m), 0,25-0,15 (1H, m). Mac-cnektpockonia (NHs-Cl): m/e 412 (8), 411 (41), 410 (29), 409 (100).

Mpvknap 803, cnekTpanbHi Aawi: TLC Ry 0,33 (30:70 etunaueTat-rekcaH). ‘H SIMP (300 My, CDCl): & 8,93
(1H, s), 7,85 (1H, d, J=2,2 Tw), 7,71 (1H, d, J=8,4 I'w), 7,64 (1H, dd, J=8,4, 2,2 Ty), 3,77 (1H, dg, J=9,9, 7,0 T'L), 2,93



(1H, dq, J=7,5, 2,0 I'y),), 2,09-1,98 (1H, m), 1,82 (3H, d, J=7,0 I'y), 168 1,39 (3H, t, J=7,5 ly), 0,86-0,78 (1H, m),
0,59-0,50 (1H, m), 0,49-0,40 (1H, m), 0,29-0,20 (1H, m). Mac-cnekrpockonisa (NHs-Cl): m/e 399 (2), 398 (8), 397 (39),
396 (24), 395 (100).

Mpviknap 804, cnekTpanbHi AaHi: TLC Ry 0,31 (20:80 eTunauetat-rekcat). “H AMP (300 My, CDCls): & 8,92
(1H, s), 7,84 (1H, d, J=1,8 W), 7,71-7,62 (2H, m), 4,55 (1H, m), 2,95 (2H, q, J=7,5 W), 2,43-2,32 (1H, m), 2,10-1,98
(1H, m), 1,75 (3H, d, J=7,0 ), 1,39 (3H, t, J=7,5 I'y), 1,38-1,27 (1H, m), 1,19-1,09 (1H, m), 0,93 (3H, t, J=7,I I'w).
Mac-cnektpockonisi (NHs-Cl): m/e 400 (7), 399 (32), 398 (22), 397 (100). AHani3, po3pax. ans CigH2oCIFsN4: C,
57,51; H, 5,08; N, 14,12; sHangeHo: C, 57,55; H, 5,06; N, 13,95.

Mpvknap 805, cnekTpanbHi AaHi: TLC Ry 0,41 (30:70 eTunauetat-rekca). “H AMP (300 My, CDCls): & 8,92
(1H, s), 7,84 (1H, d, J=1,8 Tw), 7,70 (1H, d, J-8,0 '), 7,64 (1H, dd, J=8,0, 1,8 '), 4,58-4,49 (1H, m), 2,95 (1H, q,
J=7,5Tu), 2,45-2,33 (1H, m), 2,11-2,00 (1H, m), 1,75 (3H, d, J=6,6 L), 1,39 (3H, t, J=7,5 I'y), 1,38-1,21 (4H, m),
0,86 (3H, t, J=7,0 'u). Mac-cnektpockonis (NHs-Cl): m/e 414 (8), 413 (40), 412 (29), 411 (100).

Mpvknan 807, cnekTpanbHi Aawi: TLC Ry 0,49 (30:70 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCla): & 8,91
(1H, s), 7,84 (1H, d, J=1,8 T'w), 7,73 (1H, d, J=8,4 T'y), 7,65 (1H, dd, J=8,4, 1,8 I'L), 4,38-4,19 (1H, m), 2,94 (1H, q,
J=7,5Tu), 2,40 (2H, br), 2,10-1,98 (2H, m), 1,41 (3H, t, J=7,5 '), 1,38-1,20 (3H, m), 1,09-0,99 (1H, m), 0,84 (3H, t,
J=7,0Tw), 0,81 (3H, t, J=7,5 'y). Mac-cnektpockonisa (NHs-Cl): m/e 428 (7), 427 (32), 426(25), 425 (100).

Mpvknaa 808, cnekTpanbHi AaHi: TLC Ry 0,51 (30:70 eTunauetat-rekcaH). “H SMP (300 My, CDCls): 5 8,91
(1H, s), 7,84 (1H, d, J=1,8 Tw), 7,72 (1H, d, J=8,4 I'y), 7,64 (1H, dd, J=8,4, 1,8 T'u), 4,37 (1H, br), 2,93 (1H, q, J=7,5
My, 2,38 (2H, br), 2,02-1,90 (2H, m), 1,40 (3H, t, J=7,5 I'u), 1,38-1,20 (2H, m), 1,18-1,01 (2H, m), 0,90 (6H, t, J=7,3
'u). Mac-cnektpockonisi (NHs-Cl): m/e 428 (8), 427 (39), 426(30), 425 (100).

Mpuvknaa 809, cnekTpanbHi AaHi: TLC Ry 0,40 (30:70 eTunauetat-rekcaH). “H SMP (300 My, CDCls): 5 8,90
(1H, s), 7,84 (1H, d, J=2,2 Ty), 7,72 (1H, d, J=8,1 Tw), 7,65 (1H, dd, J=8,l, 2,2 T'W), 4,20 (1H, br), 2,94 (1H, q, J=7.5
My, 2,51-2,38 (2H, m), 2,13-2,00 (2H, m), 1,41 (3H, t, J=7,5w), 0,82 (6H, t, J=7,3 'u). Mac-cnektpockonisi (NHs-Cl):
m/e 400 (7), 399 (36), 398(25), 397 (100).

Mpuknag 824, cnekTpanbHi AaHi: TLC Ry 0,27 (20:80 etunauetat-rekcad). “H AMP (300 My, CDCls): & 8,94
(1H, s), 8,10 (1H, s), 7,94 (1H, d, J=8,8 ), 7,87 (1H, d, J=8,1 I'y), 4,56 (1H, m), 2,96 (2H, q, J=7,5 '), 2,40 (1H,
m), 2,10-2,00 (1H, m), 1,76 (3H, d, J=7,0 I'u), 1,39 (3H, t, J=7,5 Iy), 1,33-1,10 (2H, m), 0,93 (3H, t, J=7,1 I'u). *°F
AMP (300 Mru, CDCls): & -58,2, -63,4. Mac-cnektpockonisa (NHs-Cl): m/e 433 (3), 432 (24), 431 (100).

Mpuknag 832, cnekTpanbHi AaHi: TLC Ry 0,34 (30:70 etunauetat-rekcan). “H AMP (300 My, CDCls): & 8,94
(1H, s), 7,73 (1H, d, J=8,5 I'u), 7,10 (1H, d, J=2,6 T'u), 6,96 (1H, dd, J=8,5, 2,6 'u), 3,87 (3H, s), 3,55 (1H, br), 2,92
(2H, q, J-7,3 Tw), 2,53-2,35 (1H, m), 2,31-2,18 (1H, m), 1,96 (1H, br), 1,42 (3H, t, J=7,3 W), 0,87 (3H, t, J=7,5 '),
0,87-0,79 (1H, m), 0,53-0,43 (2H, m), 0,25-0,15 (1H, m). Mac-cnektpockonia (NHs-Cl): m/e 374 (8), 373 (34), 372
(24), 371 (100).

Mpuknag 833, cnekTpanbHi AaHi: TLC Ry 0,20 (30:70 etunauetat-rekca). “H AMP (300 My, CDCls): & 8,96
(1H, s), 7,70 (1H, d, J=8,4 I'w), 7,10 (1H, d, J=2,5 I'y), 6,96 (1H, dd, J=8,4, 2,5 I'y), 4,16 (2H, d, J=7,0 I'y), 3,87 (3H,
s), 3,01 (2H, q, J=7,3 '), 1,46 (3H, t, J=7,3 '), 1,37-1,27 (1H, m), 0,66-0,52 (4H, m). Mac-cnektpockonisa (NHs-Cl):
m/e 346 (6), 345 (32), 344 (23), 343 (100).

Mpvknag 834, cnekTpanbHi AaHi: TLC Ry 0,18 (30:70 etunauetat-rekca). “H AMP (300 My, CDCls): & 8,94
(1H, s), 7,69 (1H, d, J-8,4 W), 7,09 (1H, d, J=1 Tw), 6,96 (1H, dd, J=8,4, 1 '), 4,60-4,50 (1H, m), 3,87 (3H, s), 2,97
(2H, g, J=7,3Tw), 2,49-2,33 (1H, m), 2,09-1,97 (1H, m), 1,74 (3H, d, J=7,0 '), 1,41 (3H, t, J=7,5 T'w), 1,40-1,22 (1H,
m), 1,21-1,09 (1H, m), 0,92 (3H, t, J=7,| 'u). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. ans CigH24CIN4O: 359,1639,
3HavaeHo 359,1623; 362 (7), 361 (33), 360 (23), 359 (100). AHanis, po3pax. ana CigH23CIN4O-0,5H,0: ¢, 62,20; H,
6,32; N, 15,27; sHangeHo: C, 62,33; H, 6,36; N, 14,86.

Mpvknap 835, cnekTpanbHi AaHi: TLC Ry 0,39 (30:70 etunaueTat-rekcaH). ‘H SMP (300 My, CDCls): & 8,94
(1H, s), 7,69 (1H, d, J=8,4 Tw), 7,09 (1H, d, J=2,5u), 6,95 (1H, dd, J=8,4, 2,5 I'L), 4,53-4,47 (1H, m), 3,87 (3H, s),
3,01-2,92 (2H, m), 2,48-2,35 (1H, m), 2,11-1,99 (1H, m), 1,74 (3H, d, J=6,9 l'y), 1,41 (3H, t, J=7,5Tw), 1,38-1,22 (3H,
m), 1,14-1,00 (1 H, m), 0,86 (3H, t, J=7,1 "y). Mac-cnekTtpockonis (NHs-Cl): m/e 376 (7), 375 (33), 374 (23), 373
(200).

Mpvknap 836, cnekTpanbHi Aawi: TLC Ry 0,42 (30:70 eTunaueTat-rekcaH). 'H SMP (300 My, CDCls): & 8,94
(1H, s), 7,79 (1H, d, J=8,8 '), 7,09 (1H, d, J=2,5 I'y), 6,95 (1H, dd, J=8,8, 2,5 '), 4,55-4,47 (1H, m), 3,87 (3H, s),
3,01-2,92 (2H, m), 2,48-2,35 (1H, m), 2,10-1,97 (1H, m), 1,74 (3H, d, J=7,0 ), 1,41 (3H, t, J=7,5 I'y), 1,35-1,20 (5H,
m), 1,18-1,02 (1H, m), 0,84 (3H, t, J=7,0 Tu). Mac-cnektpockonia (NHs-Cl): m/e, pospax. ansa Cz1H29CIN4O:
387,1952, 3HangeHo 387,1944; 391 (1), 390 (8), 389 (35), 388 (25), 387 (100).

Mpvknap 837, cnekTpanbHi Aawi: TLC Ry 0,45 (30:70 etunauetaT-rekcaH). ‘H SIMP (300 My, CDCla): & 8,93
(1H, s), 7,73 (1H, d, J=8,8 'y), 7,09 (1H, d, J=2,6 T'y), 6,96 (1H, dd, J=8,8, 2,6 'y), 4,25 (1H, br), 3,87 (3H, s), 2,95
(2H, g, J=7,3 T'u), 2,41 (2H, br), 2,10-2,00 (2H, m), 1,43 (3H, t, J=7,3 'u), 1,37-1,20 (3H, m), 1,12-0,98 (1H, m), 0,84
(3H, t, J=7,3 T'u), 0,82 (3H, t, J=7,4 I'u). Mac-cnektpockonist (NHs-Cl): m/e 390 (8), 389 (34), 388 (25), 387 (100).

Mpvknap 838, cnekTpanbHi AaHi: TLC Ry 0,48 (30:70 eTunaueTaTt-rekcaH). "H SMP (300 My, CDCls): & 8,94
(1H, s), 7,72 (1H, d, J=8,5T'u), 7,09 (1H, d, J=2,2 T'y), 6,96 (1H, dd, J=8,5, 2,2 I'y), 4,36 (1H, v br), 3,87 (3H, s), 2,94
(2H, g, J=7,3 T'y), 2,39 (2H, br), 2,02-1,90 (2H, m), 1,42 (3H, t, J=7,3 T'y), 1,39-1,21 (2H, m), 1,18-1,03 (2H, m), 0,90
(6H, t, J-7,3 I'y). Mac-cnektpockonisi (NHs-Cl): m/e, pospax. ana Cz1H29CIN4O: 387,1952, 3HangeHo 387,1958; 391
(1), 390 (8), 389 (34), 388 (26), 387 (100).

Mpvknap 839, cnekTpanbHi AaHi: TLC Ry 0,36 (30:70 eTunavuetat-rekcat). *H AMP (300 My, CDCla): 8,92 (LU,
s), 7,73 (1H, d, J=8,5 '), 7,09 (1H, d, J=2,6 'u), 6,96 (1H, dd, J=8,8, 2,6 I'u), 4,19 (1H, br s), 3,87 (3H, s), 2,96 (2H,
q, J=7,5u), 2,52-2,38 (2H, m), 2,13-1,99 (2H, m), 1,43 (3H, t, J=7,5 'u), 0,83 (6H, t, J=7,3 'u). Mac-cnekTpockonisi
(NH3-Cl): m/e, pospax. anst C,gH24CIN4O: 359,1639, 3HangeHo 359,1632; 362 (7), 361 (34), 360 (23), 359 (100).

Mpuknag 870, cnekTpanbHi AaHi: Mac-cnektpockonis (NHs-Cl): m/e 423 (M + H', 100%).

Mpuvknaa 900, cnekTpanbHi Aawi: TLC Ry 0,38 (50:50 etunaueTaT-rekcaH). ‘H SIMP (300 My, CDCls): & 8,93
(1H, s), 7,75 (1H, d, J=9,2 I'y), 6,90-6,86 (2H, m), 4,23 (2H, t, J=7,7 l'y), 3,86 (3H, s), 2,95 (2H, q, J=7,7 T'u), 2,48
(3H, s), 1,93-1,83 (2H, m), 1,15 (3H, t, J=7,6 T'u), 1,43-1,36 (4H, m), 0,92 (3H, t, J=7,0 I'wy).



Mpvknap 902, cnekTpanbHi gaHi: TLC Ry 0,28 (5:95 etunauetat-auxnopometaH)."H AMP (300 Mry, CDC1s): &
8,94 (1H, s), 7,63 (1H, d, J=8,1 I'y), 7,37 (1H, d, J=1,0 M), 7,21 (1H, dd, J=8,, 1,0 I'y), 4,38 (1H, br), 2,94 (2H, q,
J=7,5Tu), 2,41 (3H, s), 2,40 (2H, br), 2,00-1,90 (2H, m), 1,42 (3H, t, J=7,5 I'y), 1,35-1,22 (2H, m), 1,17-1,03 (2H, m),
0,90 (6H, t, J=7,3 I'u). Mac-cnektpockonisa (NHs-Cl): m/e, pospax. ans Cz1H2sCIN4O: 371,2002, 3HangeHo 371,1993;
374 (8), 373 (34), 372 (25), 371 (100).

Mpuknapg 944, cnektpanbHi AaHi: Mac-cnektpockonis (NHs-Cl): m/e 377 (M + H', 100%).

Mpuknapg, 945, cnektpanbHi AaHi: Mac-cnektpockonis (NHs-Cl): m/e 365 (M + H', 100%).

Mpuknapg 947, cnektpanbHi AaHi: Mac-cnektpockonis (NHs-Cl): m/e 353 (M + H', 100%).

Mpuknag 951, cnektpanbHi AaHi: Mac-cnektpockonis (NHs-Cl): m/e 381 (M + H', 100%).

Mpuknag 952, cnektpanbHi AaHi: Mac-cnektpockonlsa (NHs-Cl): m/e 353 (M + H 100%).

Mpvknaa 1003, cnekTpanbHi AaHi: TLC Ry 0,10 (30:70 etunauetat-rekcan). "H AMP (300 My, CDCls): & 8,99
(1H, s), 7,43 (1H, s), 7,19 (2H, d, J=8,8 '), 6,86 (2H, d, J=8,8 I'u), 6,84 (1H, s), 5,42 (2H, s), 3,94 (3H, s), 3,91 (3H,
s), 3,78 (3H, s), 2,86 (2H, q, J=7,7 l'w), 2,45 (3H, s), 1,35 (3H, t, J=7,7 'y). Mac-cnektpockonist (NHs-Cl): m/e 421 (4),
420 (27), 419 (100). AHani3, po3pax. ns C24H26N4O3: C, 68,88; H, 6,26; N, 13,39; 3HangeHo: C, 68,53; H, 6,30; N,
12,96.

Mpvknaa 1012, cnekTpanbHi Aawi: Tnn=147-148°C. TLC R 0,18 (30:70 etunauetat-rekcaH). “H AMP (300 My,
CDCl3): 6 8,88 (1H, s), 7,60 (1H, s), 6,77 (1H, s), 4,61 (2H, t, J=8,6 'u), 3,44 (1H, v br), 3,24 (2H, t, J=8,6 I'u), 2,94
(2H, br), 2,44 (3H, s), 2,03 (2H, v br), 1,45 (3H, br t, J=6 I'u), 0,89-0,79 (2H, m), 0,58 (2H, br), 0,50-0,40 (2H,m), 0,27-
0,17 (2H, m). Mac-cnektpockonia (NHs-Cl): m/e 377 (4), 376 (27), 375 (100). AHani3, po3pax. ona CzsH2sN4O: C,
73,77, H, 7,01; N, 14,96; sHangeHo: C, 73,69; H, 7,08; N, 14,40.

Mpuknaa 1023, cnekTpanbHi AaHi: TLC Ry 0,22 (30:70 etunaueTat-rekcaH). *H AMP (300 MIu, CDCls): & 9,04
(1H, s), 7,78 (1H, d, J=8,4 Tu), 7,44 (1H, d, J=1,1 ), 7,30 (1H, dd, J=8,4,1,1 T'u), 171 7,20 (2H, d, J=8,5 L), 6,87
(2H, d, J=8,5 T'u), 5,44 (2H, s), 3,79 (3H, s), 2,90 (2H, q, J=7,5Tu), 1,32 (3H, t, J=7,5 'u). Mac-cnekrpockonist (NHs-
Cl): m/e 467 (1), 466 (8), 465 (35), 464 (27), 463 (100).

Mpuknag 1027, cnekTpanbHi AaHi: TLC Ry 0,41 (25:75 etunauetaTt-rekcaH). "H AMP (300 My, CDCls): & 8,96
(1H, s), 7,76 (1H, d, J=8,4 T'W), 7,45-7,44 (1H, m), 7,27 (1H, dm, J=8 I'y), 4,61-4,51 (1H, m), 2,98 (2H, dq, J=7,5, 1,6
), 2,48-2,35 (1H, m), 2,10-1,98 (1H, m), 1,75 (3H, d, J=7,0 'w), 1,41 (3H, t, J=7,5 ), 1,35-1,22 (2H, m), 0,93 (3H,
t, J=7,2 I'u). Mac-cnektpockonis (NHs-Cl): m/e, pospax. anst C19H21CIF3N4O: 413,1349, 3HavigeHo 413,1344; 416 (8),
415 (35), 414 (24), 413 (100).

Mpvknag 1028, cnekTpanbHi AaHi: TLC Ry 0,45 (25:75 eTunauetaTt-rekcaH). "H SIMP (300 My, CDCls): & 8,96
(1H, s), 7,77 (1H, d, J=8,4 Tu), 7,44 (1H, m), 7,27 (1H, dm, J=8 T'u), 4,57-4,49 (1H, m), 2,97 (2H, dq, J=7,7, 1,7 T'w),
2,47-2,36 (1H, m), 2,12-2,02 (1H, m), 1,75 (3H, d, J=7,0 Tw), 1,41 (3H, t, J=7,7 Tw), 1,33-1,21 (4H, m), 0,86 (3H, t,
J=7,3 I'u). Mac-cnektpockonisi (NH,-Cl): m/e, po3pax. anst CaoH23CIFsN40: 427,1509, 3HavigeHo 427,1507; 430 (8),
429 (35), 428 (25), 427 (100).

Mpwvknan 1032, cnekTpanbHi Aawi: TLC Ry 0,44 (25:75 etunauetaT-rekcan). “H AMP (300 My, CDCla): & 8,95(1
H, s), 7,80 (1H, d, J=8,4 Tu), 7,45-7,44 (1H, m), 7,30 (1H, dm, J=8 I'u), 4,23-4,17 (1H, m), 2,97 (2H, q, J=7,6 '),
2,54-2,39 (2H, m), 2,14-2,00 (2H, m), 1,43 (3H, t, J=7,6 T'y), 0,84 (6H, t, J=7,3 I'y). Mac-cnektpockonis (NH,-Cl): m/e,
pospax. ans Ci9H21CIFsN4O: 413,1368, 3HanaeHo 413,1373; 416 (8), 415 (34), 414 (24), 413 (100).

Mpvknap 1150, cnekTpanbHi AaHi: TLC Ry 0,23 (30:70 etunauetat-rekcaH). "H AMP (300 M, CDCls): & 8,90
(1H, s), 7,73 (1H, d, J=8,8 T'u), 7,36 (1H, d, J=2,6 I'y), 7,17 (1H, dd, J=8,8, 2,6 I'y), 3,92 (3H, s), 3,70-3,55 (1H, m),
2,91 (2H, q, J=7,4 Tu), 2,45-2,35 (1H, m), 2,25-2,15 (1H, m), 2,00-1,90 (1H, m), 1,40 (3H, t, J=7,4 I'y), 1,40-1,30 (1H,
m), 1,20-1,10 (1H, m), 0,91 (3H, t, J=7,2 'u), 0,87-0,77 (1H, m), 0,54-0,44 (2H, m), 0,25-0,15 (1H, m). Mac-
cnektpockonis (NHs-Cl): m/e, pospax. ana CaoHzsFsN4O: 419,2057, 3HangeHo 419,2058; 421 (3), 420 (25), 419
(100).

Mpvknap 1153, cnekTpanbHi aaHi: TLC Ry 0,48 (30:70 etunauetat-rekcaH). "H AMP (300 M, CDCls): & 9,00
(1H, s), 7,89 (1H, d, J=8,0 '), 7,84 (1H, s), 7,69 (1H, d, J=8,0 I'y), 7,40-7,30 (5H, m), 5,14 (1H, d, J=10,2 I'y), 2,82
(1H, dg, J=15,5, 7,7 I'w), 2,68 (1H, dg, J=15,5, 7,7 I'w), 2,15 (1H, br), 1,23 (3H, t, J=7,7 'y), 1,13-1,03 (1H, m), 0,78-
0,62 (2H, m), 0,53-0,43 (1H, m). Mac-cnektpockonisi (NHs-Cl): m/e, po3pax. ana Cz4H21CIFsN4: 457,1407, 3HangeHo
457,1389; 460 (9), 459 (35), 458 (29), 457 (100).

Mpwvknap 1155, cnekTpanbHi AaHi: TLC Ry 0,46 (25:75 etunauetat-rekcat). "H AMP (300 My, CDCls): & 8,98
(1H, s), 7,83 (1H, d, J=8,4 T'w), 7,46-7,27 (7H, m), 5,13 (1H, d, J=10,7 I'y), 2,88-2,62 (2H, m), 2,15 (1H, br), 1,26 (3H,
t, J=7,5u), 1,12-1,02 (1H, m), 0,78-0,62 (2H, m), 0,54-0,44 (1H, m). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. gns
CaaHa1CIFsN4O: 473,1361, 3HaiineHo 473,1365; 476 (9), 475 (36), 474 (29), 473 (100).

Mpvknaa 1157, cnekTpanbHi aaHi: TLC Ry 0,19 (30:70 etunauetat-rekcat). "H AMP (300 My, CDCls): & 8,93
(1H, s), 7,77 (1H, d, J=8,8 '), 7,40-7,30 (6H, m), 7,19 (1H, dd, J=8,8, 2,2 I'y), 5,13 (1H, d, J=10,6 T'y), 3,92 (3H, s),
2,79 (1H, dq, J=15, 7,7 T'w), 2,64 (1H, dq, J=15, 7,7 ['w), 2,12 (1H, br), 1,21 (3H, t, J=7,7 I'y), 1,10-1,00 (1H, m), 0,77-
0,62 (2H, m), 0,55-0,45 (1H, m). Mac-cnektpockonist (NHs-Cl): m/e, po3dpax. ans CasHosF3N4O: 453,1902, 3HanaeHo
453,1903; 455 (4), 454 (28), 453 (100).

Mpuvknap 1158, cnekTpanbHi AaHi: TLC Ry 0,16 (20:80 etunauetaTt-rekcaH). "H AMP (300 My, CDCls): & 8,98
(1H, s), 7,46-7,25 (7H, m), 5,12 (1H, br d, J=9 'u), 2,85-2,62 (2H, m), 2,14 (1H, br), 2,13 (3H, d, J=0,7 '), 1,18 (3H,
dg, J=7,7,4,1 Tu), 0,75-0,35 (4H, m). Mac-cnektpockonia (NHs-Cl): m/e, po3spax. ana CzsH23CloN4: 437,1300,
3HargeHo 437,1294; 440 (19), 439 (67), 438 (32), 437 (100).

Mpuknag 1161, cnektpaneHi AaHi: Mac-cnektpockonia (NHs-Cl): m/e 441 (M+H 100%).

Mpuknag 1163, cnektpaneHi aaHi: TLC Ry 0,44 (30:70 eTmnaueTaT-reKcaH) "H AMP (300 My, CDCls): & 9,00
(1H, s), 7,89 (1H, d, J=8,4 I'u), 7,84 (1H, s), 7,69 (1H, d, J=8,4 'u), 7,38 (2H, d, J=9 I'w), 7,05 (2H, d, J=9 T), 5,08
(1H, d, J=10,2 ), 2,82 (1H, dq, J-15,5, 7.7 Tw), 2.68 (1H, dq, J=15,5, 7,7 M), 2,14 (1H, m), 1,25 (3H, t, J=7.7 '),
1,10-1,01 (1H, m), 0,74-0,62 (2H, m), 0,51-0,41 (1H, m). Mac-cnektpockonisa (NHs-Cl): m/e, pospax. Ans
Ca4H20CIFsN4: 475,1313, 3HaiigeHo 475,1307; 479 (1), 478 (9), 477 (35), 476 (30), 475 (100).

Mpuknag 1222, cnektpankeHi AaHi: Mac-cnektpockonist (NHs-Cl): m/e 363 (M+H 100%).

Mpuknaa 1252, cnekTpanbHi AaHi: TLC Ry 0,24 (20:80 etunauetat-rekca). *H AMP (300 My, CDCls): & 8,72



(1H, s), 7,87 (1H, dd, J=8,8, 5,5 'L), 7,46 (1H, dd, J=8,8, 2,5 L), 7,35-7,26 (1H, m), 7,24-7,18 (6H, m), 7,08-7,01
(4H, m), 4,89-4,79 (1H, m), 4,49 (2H, d, J=12,1 T'w), 4,37 (2H, d, J=12,1 T'w), 4,27 (2H, t, J=9,3 T'u), 4,01 (2H, dd,
J=9,9, 5,2 Iy, 2,98 (2H, q, J=7,7 Tw), 1,39 (3H, t, J=7,7 Tu). Mac-cnektpockonia (NHs-Cl): m/e, pospax. ans
C21H29F4N4O2: 565,2227, 3HamaeHo 565,2226; 567 (7), 566 (36), 565 (100).

Mpvknap 1255, cnekTpanbHi AaHi: TLC Ry 0,50 (25:75 etunauetaTt-rekcaH). "H SMP (300 My, CDCls): & 8,96
(1H, s), 7,80 (1H, d, J-8,4 T'w), 7,45-7,43 (1H, m), 7,31-7,27 (1H, dm, J=8 '), 3,80-3,73 (1H, m), 2,93 (2H, q, J=7,3
ru), 2,40 (1H, br), 2,25-2,14 (1H, m), 1,95 (1H, br), 1,42 (3H, t, J=7,5 Iy), 1,35-1,10 (2H, m), 0,92 (3H, t, J=7,3 '),
0,91-0,80 (1H, m), 0,53-0,44 (2H, m), 0,24-0,14 (1H, m). Mac-cnektpockonis (NHs-Cl): m/e, pospax. ans
C21H23C1F3N40: 439,1519, 3HanigeHo 439,1524; 442 (8), 441 (34), 440 (26), 439 (100).

Mpvknap 1256, cnekTpanbHi AaHi: TLC Ry 0,48 (25:75 etunauetaTt-rekcaH). "H AMP (300 My, CDCls): & 8,95
(1H, s), 7,79 (1H, d, J=8,4 I'u), 7,45-7,43 (1H, m), 7,27 (1H, dm, J=8 I'u), 4,35-4,25 (1H, m), 2,96 (2H, q, J=7,4 '),
2,42 (2H, br), 2,12-1,93 (2H, m), 1,43 (3H, t, J=7,4 T'u), 1,37-1,22 173 (2H, m), 0,91 (3H, t, J=7,2 I'y), 0,83 (3H, t,
J=7,5 "'y). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. ana CaoH23CIFsN4O: 427,1514, 3HangeHo 427,1515; 430 (8),
429 (34), 428 (25), 427 (100).

Mpvknaa 1295, cnekTpanbHi AaHi: TLC Ry 0,37 (50:50 etunauetaTt-rekcaH). "H AMP (300 My, CDCls): & 8,91
(1H, s), 7,38 (1H, s), 6,83 (1H, s), 4,46 (1H, m, J=7,3 W), 3,94 (3H, s), 3,91 (3H, s), 2,96 (2H, q, J-7,6 '), 2,49-2,39
(1H, m), 2,43 (3H, s), 2,12-2,02 (1H, m), 1,75 (3H, d, J-6,5 '), 1,44 (3H, t, J=7,5 I'y), 0,86 (3H, t, J=7,5 'L). Mac-
cnektpockonis (NHs-Cl): m/e, po3pax. Ana CaoH27N4O2: 355,2134, 3HangeHo 355,2139; 357(3), 356 (23), 355 (100).

Mpuknaa 1296, cnekTpanbHi AaHi: TLC R, 0,37 (30:70 etunauetat-rekcaH). “H SIMP (300 My, CDCls): 8 9,00
(1H, s), 7,68 (1H, d, J=8,4 I'w), 7,57 (1H, d, J=2,2 I'y), 7,39 (1H, dd, J=8,4, 2,2 W), 7,27 (2H, d, J=8,4 I'L), 6,89 (2H,
d, J=8,4 Tu), 5,56 (1H, dd, J=9,7, 7,4 T'u), 3,79 (3H, s), 2,92-2,75 (3H, m), 2,65-2,55 (1H, m), 1,31 (3H, t, I=7,5 L),
0,92 (3H, t, J=6,6 'u). Mac-cnektpockonis (NHs-Cl): m/e, pospax. ans CasHz3CloN4O: 441,1249, 3HangeHo 441,1247,
445 (12), 444 (18), 443 (67), 442 (30), 441 (100).

Mpuknag 1319, cnekTpanbHi gaHi: Mac-cnektpockonisi (NHs-Cl): m/e 459 (M+H' 100%).

Mpuknag 1320, cnekTpanbHi AaHi: YH amp (300 Mr'u, CDCls): 6 8,99 (1H, s), 7,68 (1H, d, J=8,4 '), 7,58 (1H, d,
J=1,9 Tw), 7,42-7,30 (M, 6H), 6,04 (q, 1H), 2,82 (M, 2H), 2,16 (d, 3H, .N7,4 ), 1,27(t,3H,J=7.3,7,7ra).

Mpuknag 1321 7906-5 cnekTpanbHi aaxi: : “"H AMP (300 My, CDCls): 8 9,02 (1H, s), 7,98 (d, 1H), 7,71 (d, 1H),
7,57 (d, 1H), 7,42-7,26 (m, 3H), 7,15 (m, 1H), 5,38 (d, 1H), 2,65 (m, 1H), 2,4 (m, 1H), 1,85 (m, 1H), 1,82 (s, 3H), 0,97
(t, 3H), 0,8 (m, 2H), 0,6 (m, 2H).

Mpuknag 1322, cnektpanbHi gaHi: Mac-cnektpockonis (NHs-Cl): m/e 437 (M+H' 100%).

Mpuknag 1323, cnekTpanbHi gaHi: Mac-cnektpockonist (NHs-Cl): m/e 455 (M+H', 100%).

Mpuknag 1324, cnekTpanbHi gaHi: Mac-cnektpockonis (ESI): m/e 425 (M+H"), 381 (M+H' -CO2, 100%).

Mpuknag 1325, cnekTpanbHi gaHi:-Mac-cnektpockonisi (NHs-Cl): m/e 413 (M+H’, 100%).

Mpuknag 1326 cnektpanbHi Aani: Mac-cnektpockonis (NHs-Cl): m/e 427 (M+H', 100%).

Mpuknag 1327, cnekTpankbHi AaHi:
Mpuknag 1328, cnekTpankbHi AaHi:
Mpuknag 1329, cnekTpankeHi AaHi:
Mpuknag 1330, cnekTpankeHi AaHi:
Mpuknag 1331, cnekTpankeHi AaHi:
Mpuknag 1332, cnekTpankbHi AaHi:

Mac-cnektpockonist (NHs-Cl): m/e 427 (M+H', 100%).
Mac-cnektpockonis (NHs-Cl): m/e 427 (M+H', 100%).
Mac-cnektpockonis (NHs-Cl): m/e 423 (M+H', 100%).
Mac-cnektpockonist (NHs-Cl): m/e 418 (M+H', 100%).
Mac-cnektpockonist (NHs-Cl): m/e 418 (M+H', 100%).
Mac-cnekTpockonisi (NHs-Cl): m/e 499 (M+H', 100%).

Mpuknag 1333 cnekTpanbHi AaHi: Mac-cnektpockonis (NHs-Cl): m/e 453 (M+H', 100%).

Mpuknag 1334, cnekTpanbHi AaHi:
Mpuknag 1335, cnekTpankbHi AaHi:
Mpuknag 1337, cnekTpanbHi AaHi:
Mpuknag 1338, cnekTpankbHi AaHi:
Mpuknag 1339, cnekTpankbHi AaHi:
Mpuknag 1341, cnekTpanbHi AaHi:
Mpuknag 1342, cnekTpanbHi AaHi:
Mpuknag 1343, cnekTpanbHi AaHi:
Mpuknapg 1344, cnekTpanbHi AaHi:.
Mpuknapg 1346, cnekTpanbHi AaHi:

Mac-cnektpockonist (NHs-Cl): m/e 423 (M+H', 100%).
Mac-cnektpockonist (NHs-Cl): m/e 372 (M+H', 100%).
Mac-cnektpockonist (NHs-Cl): m/e 443 (M+H', 100%).
Mac-cnekrtpockonisi (NHs-Cl): m/e 427 (M+H', 100%).
Mac-cnektpockonisi (NHs-Cl): m/e 379 (M+H', 100%).
Mac-cnektpockonisi (NHs-Cl): m/e 393 (M+H', 100%).
Mac-cnekTtpockonisi (NHs-Cl): m/e 378 (M+H', 100%).
Mac-cnekTtpockonisi (NHs-Cl): m/e 346 (M+H', 100%).
Mac-cnekrpockonist (NHs-Cl): m/e 363 (M+H', 100%).
Mac-cnektpockonist (NHs-Cl): m/e 416 (M+H', 100%).

Mpwvknap 1370, cnekTpanbHi AaHi: TLC Ry 0,23 (30:70 etunauetaTt-rekcaH). "H SMP (300 My, CDCls): & 8,89
(1H, s), 7,72 (1H, d, J=8,4 Tw), 7,35 (1H, d, J=2,5 T'y), 7,17 (1H, dd, J-8,4, 2,5 '), 4,27 (1H, br), 3,91 (3H, s), 2,93
(2H, q, J=7,7 Tu), 2,40 (2H, br), 2,10-1,95 (2H, m), 1,41 (3H, t, J=7,7 I'u), 1,39-1,27 (1H, m), 1,20-1,07 (1H, m), 0,91
(3H, t, J=7,3 '), 0,81 (3H, t, J=7,5 y). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. ans CziHzsF3N4O: 407,2058,
3HanaeHo 407,2052; 409 (3), 408 (24), 407 (100).

Mpuknapg 1371, cnekTpaneHi gaxi: Mac-cnektpockonis (ESI): m/e 377 (M+2), 375 (M’ 100%).

(b) Q1=2-teTpaszonin

(c) Q2=1,2,4-Tpuaszon-2-in
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Kritou:

(a) Ans cnonyk, Nno3HaYyeHWX K "Macno", AaHi HaBeOEeHi HKYeE:

175 Mpwvknag 1043, cnektpanbHi gai: TLC Ry 0,40 (30:70 eTunauetat-rekcat). ‘H AMP (300 Mru, CDCls): d
8,91 (1H, s), 7,43 (1H, s), 7,10 (1H, s), 4,60-4,50 (1H, m), 2,94 (2H, dq, J=7,5, 2,0 I'y), 2,45-2,35 (1H, m), 2,35 (3H,
s), 2,28 (6H, s), 2,07-1,97 (1H, m), 1,73 (3H, d, J=6,9 l'u), 1,41 (3H, t, J=7,5 u), 1,40-1,27 (1H, m), 1,20-1,07 (1H,
m), 0,92 (3H, t, J=7,3 'u). Mac-cnektpockonisi (NHs-Cl): m/e, po3pax. ans CaiHzgNa4: 337,2392, 3HavigeHo 337,2396;
339 (3), 338 (23), 337 (100). AHanis, po3pax. ans CziHzsNa: C, 74,96; H, 8,40; N, 16, 65; 3HangeHo: C, 74,28; H,
8,02; N, 16,37.
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1515 CH, C¥y OCH, H STy, C,HOCH, -
1516 CH, Cl  50,CH, H o=CH, C,H,0CH, -
1517 CH, g1 CocH, H e~ H, CyH,O0H, -
1518 CH, CHy OCH, CH, 0«0 H, C;H,0CH, -
1539 CH, cl CH, F c-C,H, C,H, 0K, -



1520 CH, CH, OCH, 3 e-CyH, C:H,O0H, -
1521 CH, CH, CHy CHy &-Cyby C4H,QCH, -
1522 ch, 1 N H CyHyg CHOCH, MACHO
k523 CH; - Cl €1 H ity CH;0CH, -
1324 TH; <l GCH, H CyH, CH,GCH, -
1525 i, cP,  OCH, H CaHe CHyQCH; =
1526 CH, cl 80,CH, H CaHy CHOCH, =
1527 €H; 1 COCH, H o, CH,0TH, -
1528 CH; CH, OCH, CHy CyH, CHCCH, -
1529 CH, cl CH, P CHs CH,OTH, =
1530 CH; CH, OCH, F Caty CH,0CH, -
1531 CH, CH, CH, CHy My CHOCH, -
1532 CH, o | CF, B €-TyH, CR,0CH,

1533 CH; ¢l el H € -CyHs CH,0CH, .
1534 CHy cl OCH, H @ -CyH, CH3OCH, -
1535 CH, CF; OCH, H c-CyH, CH,OCH, -
1534 CH, ol S0.0H, H G-yl CHLOCH, .
1537 CH; ci COCH, H c-C3H, CH,0CH, B
153 CH, CE, acH, CH, ©-CyHy CH,OCH, -

—t339 CH, cL__ CH, E c-CyHy CH;OCH, -

_15% ci, CH, OCH, P el Hy CHOCH, -
1541 cH, CH, CH, CH, c~Q;Hy CH,OTH, .
1542 0 cl CF, H C:H, CyH,OCH, MACHO
1543 0 cl Cl H CyHy CyH(OCK, e
1544 0 cl CCH, H oMy .H,0CK, -
1545 o CF, OCH, H CaHs €aH,OCH, v
1348 v} o) 80,CH, H C3H, C,4,0CH, -
1547 0 1 COCH; H C,H, CyH,OCH, =
1548 0 CH;,  OCH,  GH, C,Hs CH, OCK; -
1549 o ¢l CH, ? CyHy C.H,OCH, -
15350 v CH, OCH; F Ty CyH,OCH, -
1331 0 CH, CH, CH, oty £ R OCH, .
1542 Q cl CF) H €-C;Hy C,K,0CH, -
15583 o €l €l H ©-CyH, C,H,DCH, -
1554 o cl OCH, H &-CyHly C H,0CH,; -
1355 9 CFy CH, H =-CyH, CH,OCH, =
1556 ¢ <l SO;CH, e -G, CH,OCH, -



1557 2 ci COGH, H £-CyH, C,HOCH, 5
1558 o] CHy OCH, CH, orCyH, 2 H,0CH, -
1559 s} cl TH, F -0y €,;H,0CH, -
1560 o . CH; OCH, F C~CyH, C4H,O0H, =
158) o) CH, CH, H, o-CyH, ¢,H,CCH, -
1562 0 cl CFy H CIH!‘ CH,OCH, Macno
1563 o (1 OCH, H CH, CHLDCH, -
1364 o CF, OTH, H oyn, CH,OCH, -
13465 D cl SC;CH, H Cylly CIHOCH, -
1566 o Cl COCH, H CaH, CH,OCH, -
1567 o CH, DCH, CH, CqHs CH,0CH, -
1S68 0 cl cH, ¥ CaH, CHOCH, -
1568 s oH,  OCH, F CoH, CHyOC Hy .
1570 o CH, CH, CH, {3 H, CH,OCH, -
1571 0 c1 CF, ¥ C~CyH, CH,OCH, .
15713 o <l ol H o-CyH, CH,OCH, -
1573 D cl OCH, B o-CyH, CH,0CH, -
1574 O CFy GCH, H c-CyHs CH,QCH, =
1575 o ©1  S0,CH, K c—C)l, CH,0CH, -
1576 0 cl COCH, i =T, H, CH,OCH, -
1577 o CHy OCH,  CH, € -CqHy CH,OCH, .
137 o & cH, P £ -0 H, CHOCH, -
A3 o) CHy OCH, F @~CH, CH.0CH, -
1580 o CH, CH, CH, c~Cyl; CH,0CH, -
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ijldm. X % r n"‘ . Rl R*® c
+601 CH, CHy cl H CH, G-C5H, 109-111
1602 CH, ol (af ] H 8, CHOCH, -
1603 CH, [} OGH, H CaHy 3,008, -
1604 CH, CF,  GCH, H CyHy €M, OCH, -
1605 CH, C SO,CH, H Cyliy R, 0CH, s
1605 CH,y cl COCH, | CaH, C3H,DCH, -
1807 CH, CH, OCH, CH, (% CoH O, -
1608 CH; cL CH, F C3H, CoH,00H, -
1608 CH, CH, OCH, F CyH, ¢ R,OCH,

1610 CH, CH, CH, CH, cH, CH,0CH, ~
1611 CRy @l CF, H < C,H, i o0H, -
1612 CHy &1 cl H e-CH, H,QCH, -
1613 CH, cl OCH, H C~CyHy C3H,0CH, -
1614 CH, CF, QCH, H ¢-CyH, CaH,0CH, -
1515 CH, CL  S5O,CH, H C-CyHy C:H,0CH, -
1616 CH, ¢l <COCH, K e-C,1, 3 HO0CH, -
1617 CH, CH,  OCH,  CH, GnCyH, CaHOCH, -
1613 CH; <1 CH, F ©-CyH, CiH DCH, -
L619 CH, CH,  OCH, F o-GyHg £44,0CH, -
L1620 CH, CH, CH, CH, & ~CyHy CoH,DCHy -
1621 CH, cl CF, H CH CH,OCH, Macho
117k CH, el gl H GaHy CHyGCH, -
1623 CH, Cl OCH, H Cyis CH,QCH, -
1624 Ci CF, OCH, H C,H, CHOCH, -
1635 CH, €1 S&CH, H C,H, CH,0CH, -
1526 CH; ad COCH, 1] C3H, CHLOCH, -
1521 cit, CH, OCH, CHy C,H, CH,0CH; -
162% CH; ci CHy ¥ C,Hy CR,DCH, -
1529 CH, CH, oL,y ¥ CyH, CHOCH, -
1630 CH,y oA, CH, CH, tsH, CHOCH, -
1531 CH, ¢l CF,y & o~y H, CH,0CH, .
1632 CH; 1 o | R -y H, CHOCH, -
633 CH, ¢l OoR, oy ¢-CH,  CHOCH, ]
1634 CH, (o] 2N SEH, ¥ e-CK, CHOCH, -



1635 Cliy €1  SO,CH, H £ ~CyH, CH,OCH, -
1636 CE; 1  COCH; H c-CaH, CHACH, -
1637 CH, CH, OCH, CH, a=0,H, CH,OCH, -
1638 CH, (o) | CH, P c-CyH, CHyOCH, =
1819 CH, CH, OCH, F c-C3H, CHLOCH, -
1640 CHy CH, CH, CH, c-CH, CH,0CH, -
1541 o cl CF, R C,H, 34, 0CH, MACHo
1642 ! c1 c1 ]—I C,H, CHOCH, -
1643 o o OCH, H C4H, C3HOCH, -
1644 o CFy CCR, H CaH, CHOCH, =
164% o C1  BO,CH, H ;H, Cy 1, 0CH, s
1646 ¢ Cl COCH, H C:H, C;H,CCH, -
1647 o CH, OCH, CH; CaH, C,H,OCH, -
1648 o cl K, F CyH,y C,H,OCH, -
1649 0 CH; DCHy F C,yH, CyHICH, -
1650 o CHy CH, CH, C,H, C,H,0CH, -
1651 o Cl CF, H c-CyH, C.H,CCH, -
1652 o €1 c1 H £ -yl CaH, OCH, .
1633 4] cl CCH, H c-CaHy C,H,0CH,) "
1654 4] CF, CCH, H o Y CsH,0CH, =
1653 o gl SocH, L H a-C.H, C;H0CH, -
1656 s ] COCH, H £ =C.He L H,0CH, -
1657 0 CH, CH, CH, -Gyt C;H OCH, =
15658 4] £1 CH, F 2 -CHy 4, OCH, -
1639 [+] CHy _m:}t, F o~y He C.H,O0CH, ~
1660 Q CH, €, CH, g -Gk CHOCH, 2
14661 0 (a1 CFy H £.H, CH.OCH, MACIO
J642 4] cl OCH, H C.Hy CH,0CK, -
1663 0 CF, OCH, B CyH. CHOCH, =
1564 o cL__SocH, ® C,Hy CHOCH, -
1465 g i COCH, K C,H, CH,GCH, -
1666 0 CH, OCH, CH, . H, CHO0CH, -
1657 0 o] CH, F C,H, CROCH, -
1663 a CH,  OCK, P C,H, CH,0CK, -
1669 o CH, CHy cH, C4H,y CH,OCH, -
1570 Q Cl CF, H c-Cally CH.OCH, —




1571 4] L1 H C -0 . CH,OCH, -
1672 4] cl OCH, H €~ CyHa CH,OCH, -
1673 0 CF, DCH, H c~CyB, CHOCH, -
1674 g - £3 _S50.CH, H g~ H, CHOCH, =
_16718 0 21 COCH, H ©-Cyila CH,OCH, -
1676 0 CH, OCH,  CH, c-CyHy CH,OCH, -
1677 o c1 CH, F - M CH,OCH, -
5 0 CH,y OCHy 14 e-C)H, CH,OCH, -
1879 Q CHy CH, CH, c-CyH, CH,OCH, -

PosrnsHyTi Hwk4ye crnocobu opepxaHHs 1-6eH3unn-6-metun-4-(2,4,6-TpumetundeHin)imigaso [4,5-clnipyguHy
(Mpvknag 2001, Tabnuua 2, Ctpyktypa A) MOXyTb OyTM 3acTOCOBaHi ANs OAep)KaHHs BCiX CMONyK NpuKnagis
Ctpyktypn A y Tabnuui 2 i3 He3Ha4YHUMKU npouenypHUMKU Moaudikauismn, e ue noTpibHO, Ta BMKOPUCTaHHAM
peareHTiB i3 MPUAHATHOIO CTPYKTYPOLO.

Cnocobwu, 3asHayeHi Ha Cxemax 13 Ta 14, moxyTb OyTm 3acTocoBaHi Ons ogepxaHHA 6araTbox Cronyk
npuknagis Ctpyktyp B ta C y Tabnuui 2 i3 He3Ha4yHMMK MpouenypHuMM Moaudikauismu, e ue noTpibHo, Ta
BMKOPWUCTaHHAM peareHTiB i3 NPUNHATHOIO CTPYKTYPOIO.

Mpuknag 2001

OpepxaHHsa 1-6eH3nn-6-metun-4-(2,4,6-tpumetundeHrin)imigaso [4,5-clnipugnHy

YactuHa A. Po3suuH 4-xmnopo-6-meTtwb3-HiTpowpugoHy (5,0r, 26,5 MMonb) B aueToHiTpuni (93mn) obpobnsnu
6eH3unamiHom (2,89mn, 26,5 mmonb) Ta AiisonpowneTtunamiom (5,54mn, 31,8 mmonb). JaHy cymilwl HarpiBanm i3
06epHeHUM XONoANMbHUKOM MPOTArom 4 rogvH, NoTiM OXONoAXKyBanv Ao KiIMHaTHOI TeMnepaTtypuy Ta nepemilysanu
npotarom 12 roguH. 3asHaveHy CyMill po3noginsany NoMixk AMXIOpoOMeTaHOM Ta Bogok (200Mi KOXKHOTO peakTuBy), i
BOAHWW Lwap ekcTparyBanu guxrnopomeTaHoM (200mn). EkcTpakTv npomuBanu nocnigoBHo Bopgot (200mm) Ta
noeaHyBanu, i yTBOpeHuii B pe3ynbTaTti ocag 30upanu wnsxoM ginbTpadji. PinbTpaTt ocylwyBanu Hag cynbdaTom
HaTpilo, NOBTOPHO iNbTPyBanM Ta BUMaploBanM 3 OgepXaHHAM BTOPUHHOTO KPUCTamiyHOro npoaykTy, 4-
6eH3unamiHo-6-meTLWi-3-HiTpoLwpuaoHy (3aranom 6,74r, 26,0 mmonb, 98%). Tnn=246-247°C. TLC R; 0,35 (10:90
i3onponaHon-eTHNaveTar). H amp (300 Mr'u, CDCls): d 10,48 (1H, br s), 9,69 (1H, br s), 7,41-7,26 (5H, m), 5,66
(1H, s), 4,57 (2H, d, J=5,5Tu), 2,26 (3H, s). Mac-cnektpockonis (NHs-Cl): m/e 261 (10), 260 (70), 226 (100).

YactuHa B. Po3uuH nipnaoHy i3 Yactuum A (6,72r, 25,9 mMonb) B okcuxnopugi doccopy (52mn, 25,5 mmorb)
nepemillyBany npu KiMHaTHIn TemnepaTypi Ha NpoTasi 3 gHiB. PeakuiiHy cymiw Bunueanu y cymiw nsogy (150r) ta
anxnopomeTaHy (200mn). MMicna posTonneHHss neody pofasany we 100mn guxnopoMeTaHy, i 3a O0MOoMOrow
TBepaoro NaHCO3; pH gaHoi cymilli BcTaHoBRoBanu Ha piBHi 7. [JaHy cymill po3ginanu, i BoaHy asy ekctparysanu
AnxrnopomeTaHoM. EkcTpakTv noegHyBanum, ocyllyBanu Hag cynbdaToM Hatpilo, inbTpyBanu Ta BunaptoBany 3
ofEepPXaHHAM MpoaykTy, (4-6eH3nnamiHo-2-xnopo-6-MeTun-3-HiTponipuauHy), y BUMMSAI SICKPaBO-XOBTOI TBEPAOI
peyoBuHM (6,45r, 23,2 mMonb, 90%). TLC R; 0,76 (eTunauerar). H aup (300 Mrl'u, CDCls): d 7,43-7,26 (5H, m),
7,04 (1H, br), 6,47 (1H, s), 4,48 (2H, d, J=5,5 I'y), 2,40 (3H, s). Mac-cnektpockonis (NHs-Cl): m/e 281 (5), 280 (35),
279 (17), 278 (100).

YactuHa C. Po3uuH HiTpocnonyku i3 Yactunm B, Buwe, (6,42r, 23.1 MMonb) Yy MeTaHori 06pobnsiny nopoLUKom
3anisa (13,61r) Ta NboasHOK OLUTOBOK kucnoTor (13,6mn). YTBOpeHy B pe3yrnbTarTi CyMill HarpiBanu i3 obepHeHum
XONOAMINBHUKOM MPOTAroM 2 roAWH, MOTIM OXONomKyBanu, inbTpyBanu Yepes Lenit (3 NpOMMBAHHAM METaHOMIOM)
Ta BuNaproBanu. 3anukoBU martepian po3unHanu y amxnopomeTadi (231mn) Ta 1IN Bogii HCI (162mn), i 3a
aonomoroto TBepaoro NaHCO3; BcTaHoBMoBanu HeltpaneHy BenuumHy pH. [JaHy cymiw oginbTpyBanu vyepes uenit
Ta po3ainsanu, i BogHy a3y ekcTparyBanu avxiiopoMeTraHoMm. EkcTpaktn noegHyBanw, ocyllyBanu Hag cyrbdaTom
HaTpito, iNbTpyBanu Ta BUNapoBanu 3 ogepXXaHHsM NpoaykTy, 3-amiHo-4-6eH3nnamiHo-2-xnopo-o-MeTunnipuanny
y BUrMsAi TBepAoi peyosuHm (5,59r, 22,6 MMorb, 98%). Tn=177-178°C. TLC R; 0,60 (etunauetat). "H AMP (300
Mrlu, CDCls): d 7,41-7,32 (5H, m), 6,33 (1H, s), 4,54 (1H, br), 4,36 (2H, d, 3=5,1 'y), 3,30 (2H, br s), 2,35 (3H, s).
Mac-cnekTtpockonis (NHs-Cl): m/e 251 (6), 250 (37), 249 (19), 248 (100).

YactnHa D. CycneHnsito giamiHy i3 Yactuum C, Buwie, (2,15r, 8,68 mmonb) y Tpuetun optonponioHaTi (5mn)
06pobnanu koHueHTpoBaHoto HCI (3 kpanni) i HarpiBanu i3 06epHeHNM X0NoannbHMKOM Ha NpoTA3i 1 roanHu, nNoTiM
OXONOMAXyBanu, i HagnNMWoK opToedipy BUITyYanu LUMASXOM BaKyyMHOI AUCTMRSAUii. 3anuwok nicrns neperoHku
po34MHAnM B eTunaverati (120mn) Ta npomMuBany Bogoto i po3conioM (no 100mn koxHoro). BoaHi ¢a3un nocnigoBHo
nigaasanu 3BOPOTHIN eKCTpaKuii eTunaueTatoM, i eKCTpakTy noegHysanu, ocyllysanu Hap cynbdartom HaTpilo,
GinbTpyBanu Ta BunaptoBanu 3 ogepxkaHHsam N-(4-6eH3nnamiHo-2-xnopo-6-meTtunicpmaunt-3-in)nponioHamia O-eTun
imigaty (2,62r, 91%). TLC R 0,40 (30:70 eTunaveraT-rekcaH). H amp (300 MI'y, CDClg): d 7,39-7,29 (5H, m), 6,29
(1H, s), 4,64 (1H, br t, 3-5,8 T'u), 4,37 (2H, d, J=5,8 I'y), 4,25 (2H, br), 2,35 (3H, s), 2,18-2,11 (2H, ra), 1,36 (3H, t,
J=7,0Tw), 1,06 (3H, t, J=7,7 'y). Mac-cnekTpockonist (NHs-Cl): m/e 335 (7), 334 (34), 333 (22), 332 (100).

YacTtuHa E. Po3uunH cnonyku i3 Yactunm D (2,62r, 7,90 Mmmornb) y deHinosomy edpipi (10 mn) Harpisanu go 170°C
npoTdArom 6 rogwH, MOTIM OXONofKyBanu Ta BunuBanu B eTwnauetart (150mm). MNoTiMm npommBanu Bogol Ta
poscornom (no 100mMn KOXHOro), ocyllyBanu Hag cynbcaToM HaTtpilo, inbTpyBanu Ta BunaptoBanu. 3arnuiiKoBy
PioVHY pO34iNsnM MEeToooM KOFIOHKOBOI Xpomatorpadii (rekcaH, noTiM eTunaueTaTt) 3 ofepXaHHAM npoaykty, 1-
6eH3un-4-xnopo-2-eTun-6-metunimigasol4,5-ipuavHy, y Burnsaai macna (2,16r, 96%). Tnn=140-141°C. TLC R 0,06
(30:70 eTunaveTar-rekcaH). H ampP (300 My, CDClIs): d 7,36-7,32 (3H, m), 7,02-6,98 (2H, m), 6,93 (1H, s), 5,31
(2H, s), 2,89 (2H, q, J=7,3 T'y), 2,58 (3H, s), 1,39 (3H, t, J=7,3 'y). Mac-cnektpockonis (NHs-Cl): m/e 289 (6), 288



(35), 287 (20), 286 (100).

YactnHa F. PosuvH xnopugy umHky (538mr) y TetparigpodypaHi (7mn) obpobnsnu TetparigpodypaHoBum
PO34YMHOM 2-Me3uTunmarHin 6pomigy (3,95mn, 1,0M) i nepemiwyBanu npoTsarom 1 roavHW. Y iHWIA KonGi po3yuH
Gic(Tpnderindgocdgin)nanagin xnopuay (93wmr, 0,132 mmonb) y TetparigpodypaHi (5mMn) obpobnsnm po3vnHoMm
giizobyTunantomidin rigpmay (0,263mn, 1,0M) B rekcaHi, i Lel po3unH nepemiwyBany npotsarom 20 xBumnuH. MoTim
apUnUMHKOBUIA PO34YMH MepeHoCUnyM 3a AOMOMOro KaHwoni y konby, Wo MicTuna nanagieBui katanisaTtop, 3
HaCTYMHUM oAaBaHHSAM XJopuyay, ogepkaHoro y Yactuui E. [laHy cymiw HarpiBanu i3 o6epHEHMM XONOAUITbHUKOM
npotsrom 12 roguH, MoTiM oxonogKyBanu Ta Bunuanu y Bogy (100 mn). MoTim ekcTparyBanu eTunaueratom
(2x150Mmn), i eKkcTpakTM NPOMMBAnu Po3CofioM, MOEAHYBAnNW, OCYLUIYBanu Hag CynbdartoM HaTpito, dinbTpyBanu Ta
BMMNaptoBanu. 3anuLKoBWIN MaTepian po3Ainsnu MeTOAOM KOMOHKOBOI xpomatorpaddii (1:1 eTunauerar-rekcaH) 3
ofepXKaHHSAM TUTYMbHOro NPOAYKTY Y BUMMSAI TBEPAO! PEYOBMHU, KOTPY AN OYMLLEHHS nigdaBany pekpuctanisadii 3
edipy (187wmr, 29%). Tnn=177-180°C (ecip). TLC R 0,27 (50:50 eTunauetat-rekcaH). “H AMP (300 MIu, CDCl): d
7,38-7,32 (3H, m), 7,10-7,05 (2H, m), 6,96 (1H, s), 6,93 (2H, s), 5,32 (2H, s), 2,84 (2H, q, J-7,3 L), 2,64 (3H, s), 2,30
(3H, s), 2,02 (6H, s), 1,26 (3H, t, J=7,3 'y). Mac-cnekTtpockonis (NHs-Cl): m/e 372 (4), 371 (29), 370 (100). AHanis,
pospax. ana CasHz7Ns: C, 81,26; H, 7,38; N, 11,37; aHangeHo: C, 80,70; H. 7,26; N, 11,20.
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2023 cH, €I cF, ] H 2-CH,-¢-C,H, 98-99
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9- dryopenin
1~ TeTparigpoHadTH
L ~iHAAHIN
4~ XpOMaHDT
2-0KCO-a~CHy
5- AHOEHIOCYDEpI
S~ JTHOsHI0CYOepeHUT
a-CH,
C-Cyy
c-CH,,
&-C3Hy
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2-CHy-a-CyH,
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2- {CHy ) (CR=5=CHy 0 =C M,
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L-irpanin
4- XpomManin
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tH,

CH,
cH,
cH,
CH,
Y,
CH,
CHy
CH,
cH,
THy
cH,
CH,
CH,
CRy
CHy
CH,
H,
CH,
cH,
CH,
H,y

2-CHy-o-C.Hy
I-CH,~c-CeHy
2-LCH—C-CHy
2 5= 108 e -0,
1-{CH,) ;CH-5-CHy~a-C B,
9. gryopexin
1- TeTparigpoHad TN
1~ IHFAHLT
4- APOMAHUT
2-oreerc-Cel,
5- qnbersocybepin
5 - grbersocybepeHin
c-C,H,
2-C. K,
O Hy,y
c-Cethy
& -C )y,
2-CHy-o- Ty
3-CHy-e~CyH,
2 -0CH,~e-C,H,
2,57 [0y ) e ~CyH,
2- (CH,) ;CH-5 =CH, -c-C,H,
9~ ¢nyopeHLT
1-terparigporadren
k-ixpanin
4- EpOMAEIn
2-0rcoo=-U H,
5-prBermocybepun
5 - Mvbena0cySepeut
o-0.H,
o -CyHy
c-CyH;,
©-CyHy;
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2-CHy~o-CyHy
3-CHy-c-Cyly
2-0CH,-c-C,H,
2,5~ {CHy) 3-c~Csk,



2214 CH, €l ci i CHy 2~ ICH,) ,CH-5-CH,-c~CiHy :
2215 CH, €1 €1 H  CHy 9- quryopeHin -
2216 CH; €} ol H CH, 1 - TeTpariApoHadTHI MACno
2217 1 PR o | €1 H ci, 1-{HAAaHN -
221e cH, €1 ¢l H CH, 4 - XPOMAHIN -
2219 CH, ) | Cl H CH, 2-0KC0-1-C.H, -
2220 oH; @1 ¢l B CH 5 - NUOeHzCCY Bepin -
2221 @8, € @ H o CHy 5- gubeHaOCYGepetin -
2222 CHy, CH, OCH, OCH, ¥ c-C, -
2223  CH, CH, OCH, ©¢H, H e-CeHy MRCITO
2224 CH, CH, OCH, oCH, & e-CeHy, -
2225 CH, CH, OCH, OCH, H e-CyH;, -
2276  TH, CH, OCH, OCR, H -0, -
2227 CH; CH, OCH, oOCH, H 2 -CH,- ¢-CyH, Macio
2228 CH; CH, OCH, OCH, H 3-CHy-c-CyH, -
2229 CH;  CH, OCH, oOCH, H 2 -0CH, - ~CyH, -
2230 CHy CH, OCH, OCH, H 2,5+ (CH,y) p-o-Cylly -
2231 CH, CH, ©OCH, ocM, H 2- [CH:} ;CH-5 -CHy-C-C Hy -
2232  CH; CH, OCH, OCH, M - dmyopeHin S
2233 CH, CH, OCH, OCH, H 1 - TeTparigpoHaMTHIT -
224 CH, CH, OCH, OCH, H 1-igmarnin -
2235 CH, CH, OCH, OCH, H £- XpoMaHin -
2236 €H, B, o0H, peH, H 2 -QHCO-C~Cek, -
22137 CH, CHy oCH, OCH, H 5- nbersocy Sepuin -
2238 CH, CH, OCH, ¢CH, R 5~ BHSeH300y CepeHin -
2213 a £l ol B K € -CyH, =
2240 o LY CF H H c-C,H, -
2241 o €1 OCH, H H c~CyHy -
2242 o €1 ¥, B H £, -
2243 v €1 CH, B H e ~CgH, -
2244 e cF, €I H H & Oyl -
2245 c CF, UOCH, H H c-CyHy .
2246 0 CH, OCH, CH, H ~CoH, -
2247 0 o ooy cl H c-C,H, -
2248 o CH, OCH, H ©-CyH, -
2249 0 CH,  CH, oH, c~CyHy -
2250 0 €l Cl H CH, c-CuH, -
Kritou:

a) [ins cnonyk, No3Ha4YeHux sk "Macro”, crekTparbHi AaHi HaBegeLw HUKYe:

Mpuknag 2003, cnekTpanbHi AaHi: Mac-cnektpockoniss (NHs-Cl): m/e 374 (M+H' 100%). Mpuknag 2006,
cnekTpanbHi gaHi: TLC Ry 0,20 (20:80 eTtunaueTart-rekcaH). H amp (300 Mru, CDCls): 6 8,94 (1H, s), 7,67 (1H, d,
J=8,1Tu), 7,57 (1H, d, J-1,8 I'u), 7,40 (1H, dd, J-8,1, 1,8 I'y), 4,83 (1H, q, J=8,0 I'y), 3,20-3,04 (1H, m), 2,98 (2H, q,
J=7,3 '), 2,50-2,38 (1H, m), 2,30-2,15 (2H, m), (2H, br), 2,03-1,93 (2H, m), 1,75-1,60 (1H, m), 1,42 (3H, t, J=7,3 TL),
0,68 (3H, d, J-6,9 'uy). Mac-cnektpockonisi (NHs-Cl): m/e, po3pax. anst CigH21CloN4: 375,1143, 3HangeHo 375,1149;



380 (2), 379 (12), 378 (15), 377 (66), 376 (27), 375 (100).

Mpuknag 2011, cnekTpanbHi aaHi: Mac-cnektpockonis (NHz-Cl): m/e 457 (M+H", 100%).

Mpvknap 2012, cnekTpanbHi AaHi: TLC Ry 0,38 (30:70 etunauetat-rekcad). *H AMP (300 My, CDCls): & 8,94
(1H, s), 7,72 (1H, d, J=8,5 '), 7,58 (1H, d, J=1,8 '), 7,47-7,40 (2H, m), 7,24-7,18 (1H, ra), 6,56 (1H, d, J=7,7 'y),
6,18-6,10 (1H, m), 4,82-4,76 (1H, m), 3,15-2,30 (5H, m), 2,10-1,77 (3H, m), 1,27 (3H, t, J=7,5 Tu). Mac-
cnektpockonist (NHz-Cl): m/e, po3pax. ansa CasH21ClaNg: 423,1143, 3HangeHo 423,1142; 427 (13), 426 (18), 425 (67),
424 (31), 423 (100).

Mpvknap 2013, cnekTpanbHi AaHi: TLC Ry 0,28 (30:70 etunauetaTt-rekcaH). "H AMP (300 My, CDCls): & 8,91
(1H, s), 7,68 (1H, d, J-8,5 I'u), 7,58 (1H, d, J-1,8 I"u), 7,46-7,38 (2H, m), 7,22-7,15 (1H, m), 6,91 (1H, d, J=7,7 T'w),
6,42 (1H, br t, J=7 I'y), 5,30-5,22 (1H, m), 3,43-3,33 (1H, m), 3,20-3,03 (1H, m), 2,89-2,76 (2H, m), 2,56-2,43 (1H,
m), 2,01-1,90 (1H, m), 1,31 (3H, t, J-7,5 'u). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. ana CzH19CloN4: 409,0987,
3HangeHo 409,0987; 413 (12), 412 (17), 411 (67), 410 (29), 409 (100).

Mpuvknan 2014, cnekTpanbHi AaHi: TLC Ry 0,38 (30:70 etunauetaTt-rekcaH). *H AMP (300 My, CDCls): & 8,95
(1H, s), 7,71 (1H, d, J=8,4 Tw), 7,59 (1H, d, J-2,2 T'y), 7,42 (1H, dd, J=8,4, 2,2 l'y), 7,26-7,19 (1H, m), 6,98-6,90 (1H,
m), 6,58 (1H, d, J=7,7 '), 6,30-6,22 (1H, m), 4,60-4,53 (L, m), 4,43-4,33 (1H, m), 4,20 (1H, br), 2,82-2,72 (1H, m),
2,69-2,58 (1H, m), 2,46-2,36 (1H, m), 2,18-2,08 (1H, m), 1,29 (3H, t, J=7,5 'y). Mac-cnekTpockonis (NHs-Cl): m/e,
po3pax. Ansa CooH19ClaN4O: 425,0936, 3HangeHo 425,0926; 429 (12), 428 (17), 427 (67), 426 (30), 425 (100).

Mpuknaa 2020 cnekTpanbHi AaHi: TLC Ry 0,43 (30:70 etunauetat-rekca). "H SMP (300 MIy, CDCls): & 8,98
(1H, s), 7,81 (2H, d, J=8,4 T'u), 7,67 (1H, dd, J-8,0, 0,7 'y), 4,26 (1H, m), 3,00 (2H, q, J=7,6 T'u), 2,75-2,66 (2H, m),
2,06-1,90 (4H, m), 1,50-1,36 (4H, m), 1,40 (3H, t, J=7,5 'u). Mac-cnektpockonis (NHs-Cl): m/e 412(7), 411(34), 410
(25), 409 (100).

Mpuvknaa 2053, cnekTpanbHi AaHi: TLC Ry 0,36 (25:75 etunauetat-rekcaH). "H AMP (300 My, CDCls): & 8,96
(1H, s), 7,73 (1H, d, J-8,4 T'u), 7,44 (1H, d, J=1,1 T'u), 7,28 (1H, dd, J=8,4, 1,1 'y), 4,79 (1H, neHtert, J=8,4 L), 3,01
(2H, g, J=7,7 '), 2,62-2,50 (2H, m), 2,23-2,07 (2H, m), 1,89-1,77 (2H, m), 1,66-1,49 (2H, m), 1,41 (3H, t, J-7,7 I'w).
Mac-cnektpockonisi (NHs-Cl): m/e, pospax. ansa CigHigCIF3N4O: 411,1205, 3HangeHo 411,1208; 414(7), 413 (34),
412 (24), 411 (100).

Mpuknag 2223, cniekTpanbHi AaHi: TLC Ry 0,36 (50:50 etunauetat-rekcaH). “H SIMP (300 My, CDCls): & 8,91
(1H, s), 7,33 (1H, s), 6,83 (1H, s), 4,78 (1H, neHTeT, J=8,5 I'y), 3,94 (3H, s), 3,90 (3H, s), 2,98 (2H, q, J=7,6 L),
2,58-2,48 (2H, m), 2,42 (3H, s), 2,19-2,07 (2H, m), 1,84-1,56 (4H, m), 1,43 (3H, t, J=7,5 'u). Mac-cnekTpockonisi
(NH3-Cl): m/e, po3pax. anst C21H27N4O2: 367,2134, 3HangeHo 367,2120; 369 (3), 368 (24), 367 (100).

Mpuknag 2227, cnekTpanbHi AaHi: TLC Ry 0,45 (50:50 etunauetaTt-rekcan). "H AMP (300 My, CDCls): & 8,90
(1H, s), 7,37 (1H, s), 6,83 (1H, s), 4,85 (1H, q, J=8,4 T'u), 3,94 (3H, s), 3,91 (3H, s), 3,19-3,11 (1H, m), 2,96 (2H, dq,
J=7,9, 1,5Tw), 2,41 (3H, s), 2,24-2,16 (2H, m), 2,04-1,94 (2H, m), 1,71-1,62 (2H, m), 1,44 (3H, t, J=7,4 '), 0,69 (3H,
d, J=6,9 'y). Mac-cnektpockonisa (NHs-Cl): m/e, po3pax. ans CaH2gN4O2: 381,2290, 3HanaeHo 381,2294; 383 (4),
382 (25), 381 (100).

Po3rnsHyTi Hwk4e cnocobu opepxaHHs 3-6eH3unn-5-metun-7-(2,4,6-TpumetundeHin)-imigaso [4,5-b]nipuguny
(Mpuknag 3001, Tabnuusa 3) moxyTb ByTu 3acTocoBaHi ANS ogepXaHHsA BCix cnomyk npuknagis CTpyktypu Ay
Tabnuui 3 i3 He3HayHMMM npouedypHUMU MoaudpikauismMu, Oe ue MoTpibHO, Ta BUKOPUCTAHHSAM peareHTiB i3
NMPUAHSTHOI CTPYKTYPOIO.

Cnocobun, 3a3HayeHi Ha Cxemax 13 Ta 14, moxyTb OyTu 3actocoBaHi ANns opepXaHHs 6araTbox Cronyk
npuknagis Ctpyktyp B 1a C y Tabnuui 2 i3 He3HayHMMK npouegypHuMy Moguddikauismu, ge ue notpibHo, Ta
BMKOPWCTaHHSAM peareHTiB i3 NPUIHSATHOI CTPYKTYPOLO.

Mpuknag 3001

OpepxaHHsa 3-6eH3un-5-metun-7-(2,4,6-TpumeTnndeHin)imigaso[4,5-bjnipuanny

YactnHa A. Po3unH 2,4,6-TpumeTunteH3ondopoHoBoi kucrnotn y 6exsoni (0,5M) obpobnsitoTb HagnULLIKOM M-
OyTaHony, i 4aHWI PO34UH HarpiBalTb i3 06EPHEHUM XOMNOAMITBHUKOM 3 AMCTUNALINHOK Hacagkow [iHa-Cipca ans
a3e0TPOrNHOro BUMyYeHHs1 BoAW. PO34YMHHMK BUNyYaloTb LUMAXOM BUMapOBaHHS, i ogepXXaHui B pe3ynbTtaTi AubyTun
2,4,6-TpumeTun6eH30n6opoHaT BUKOPUCTOBYIOTL GeanocepeaHbo y YacTuHi B.

YactuHa B. Y gaHomy Bunagky moxe 3actocoByBaTuce MeTod CHikyca (Snieckus) Ta iHw. (Fu, J.M.; Zhao, B.P.;
Sharp, M.J.; Snieckus, V., Can. J. Chem. 1994, 72, 227-236). 3rigHO 3 UMM METOAOM, PO34MH 4-X1opo-6-meTun-3-
HiTpO-2-nipugony y aumetundopmamigi (0,1M) ob6pobnsote 6GopoHa Tom i3 Yactunm A (1,2 ekBiBan.),
TPbOXOCHOBHUM dhocdaTom Kanito (2,4 eksiBan.) Ta [1,1’-Gic(audenindocdiHo)-deppoueH]anxnoponanagiem (0,1
eksiBan.). [laHy cymiw nepemiwyoTb Npu KiMHaTHIA Temnepatypi npoTsaroMm 30 roguH, NoTiM BUnMBalTb y 4 06'emu
eTunauetaty. [lani npomusaioTb 3 piBHUMKU 06'emamy Bogm i NOTiIM po3conom. EkcTpakT ocylwytoTe Hag cynbdaTom
HaTpito, PiNbTPYIOTE Ta BMNapoTb. XpomaTtorpadiyHe po3aineHHs Npu3BoAWMTbL 40 ofepXXaHHA YUCToro 6-meTun-3-
HiTPO-4-(2,4,6-TpUMeTUNdEHIN)-2-NipUOOHY.

YactmnHa C lMipmaoH i3 YactuHimn B cycnenaytotsb y 6 eksiBan. okcuxnopugy docdopy i NoTiM nepemillyoTs npm
cnabkoMy HarpiBaHHi [0 PO34MHEHHSI [aHOi cnonyku. [laHy cymill OXOMO[XylTb Ta BunusawTb Ha nig. [Micns
PO3TOMMEHHS CyMiLl eKCTparyioTb ABa pasv AUXITIOPOMETaHOM, i eKCTPaKT! MOEAHY0Tb, OCYLUYIOTb Haj CynbdaTom
HaTpito, PiNbTPYyOTH Ta BUMapOOTh. OpepxaHuii NpOAyKT, 2-xnopo-6-meTun-3-HiTpo-4-(2,4,6-
TPUMETUNEHIN)NIPUAMH, OUMLLAIOTL LUMAXOM nepekpucTanisadii abo xpomatorpadiyHum METOAOM.

YactuHa D. Xnopug i3 Yactuii C po3umHsaloTe B eTaHoni Ta 06pobnsioTe 6eH3nnamiHom (1,2 eksiBan.). OaHy
CyMilLl HarpiBatoTb i3 06epHEHNM XONOAMIbHUKOM, AOMNOKU BUXIAHUIA MaTepian He NorfMHaeTbes, WO KOHTPOMMOETLCS
TOHKOLLIAPOBOIO Xpomarorpadieto. [laHy cymill BUNapoOTh, i 3anuLWKOBMI MaTepian po3nodinsaoTb NOMK BOAOK Ta
etnnauetatoM. OpraHiyHuiA Wwap BiAdINATb, NPOMMBAOTbL  PO3CONIOM, OCYLYHTb Hag cynbcatoM HaTpito,
GinbTpytoTb Ta BUNapkoTh. MpoaykT, 2-6eH3nnamiHo-6-meTun-3-HiTpo-4-(2,4,6-TpumeTundeHin)nipuavH, ounwaTs
LUNSAXOM nepekpuctanisawii abo xpomaTtorpadiyHum MeTogoMm.

YactnHa E. Hitpocnonyky i3 YactuHm D posumHsAloTe y 1:1 BoAHOMY AioKcaHi Ta oOpobnstoTb KOHL,. BOAH.
PO34YMHOM rigpokcuay amoHito. [1o uboro po3unHy gofatTb KiflbkoMa NopUigMM Ha NPOTA3i 2 roavH TBepAUnA AUTIOHIT
HaTpito. [aHy cymill [o4aTKoBO MepeMillyloTb MpoTaroM 4 roauH, MnoTiM  po3noAdinsalnTs MOMDK BOAOK Ta



eTnnauetataom. OpraHiyHui LWap BiAAINATb, MPOMMBAKOTL PO3COSIOM, OCYLWYHTb Hag cynbgatom HaTpito,
GinbTpytoTb  Ta  BunaptotloTb.  [MpoaykT,  3-amiHo-2-6eH3unamiHo-6-meTun-4-(2,4,6-TpruMeTundeHin)nipuavH,
ouMLAThL LWNAXOM nepekpuctanisauii abo xpomaTtorpadiyHum MeETOA0M.

YactuHa F. CycneHnsito giamiHy i3 Yactunn E, Buie, y Tpuetnn optonponioHaTi 06pobnsioTb KOHLEHTPOBAHO
COMNSAHOI0 KUCIIOTOI Ta HarpiBaloTb i3 0OEpHEHUM XOMOAMIIbHWMKOM NPOTAroM 1 roguHW, MOTIM OXONMOMKYHOTh, i
HaanuMLoK opToedipy BUMyYaroThb LUMSAXOM BakyyMHOI AUCTUNALLIT.

3anuwok nicrns  NeperoHkn MICTUTb AOCTaTHbO yncTuii  N-[2-6eH3unamiHo-4-(2,4,6-TpumMeTundeHis)-6-
MeTunnipnamH-3-winponioHamia O-etun imigar.

YactnHa G. Po3uuH crionyku i3 YactmHu F y dheHinoBomy edipi 06pobnstoTb KaTaniTUYHOW KinbKicTo p-
TonyoncynbpoHOBOI KMCNOTK | HarpiBatloTb Ao 170°C npoTarom 6 rogwH, MOTiIM OXOMNOMAKYOTb. 3anuLKOBY PiavHY
pO34iNsTb METOAOM KOMOHKOBOI XpoMaTorpadii (rekcaH, NoTiM eTunaueTaTt) 3 o4epXXaHHAM TUTYITbHOrO NPoayKTY.
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Cnocobw, BukopuctaHi ons ogepxaHHs cnonyk Ctpyktypu Ay Tabnuui 1, moxyTb 6yTW 3acTOCOBaHi 4O CMONyK
Ctpyktypn A y Tabnuui 4. Hanpuknag, 3amiHa 6eH30n60pOHOBMX KWCIOT y KkaTanisyemMomy nanagiem crocooi
apunbHoro 3wmBaHHsa (aue. Mpuknagu 35 abo 831) Ha 3aMmilleHi pi3HMM YMHOM MipUAMH- Ta NipUMiaMHGOPOHOBM
KMCNOTU NpU3Beae A0 OAEPXKAHHA NOTPIGHNX 6-Nipuaun- abo 6-NipMMiannnypuHOBUX CMONYK.

Cnocobwu, 3asHayeHi Ha Cxemax 13 Ta 14, moxyTb OyTm 3acTocoBaHi Ons ogepxaHHA 6araTbox Crnonyk
npuknagis Ctpyktyp B 1a C y Tabnuui 4 i3 He3Ha4yHMMM npoueaypHuMy moaudikauismu, ge ue noTtpibHo, Ta
BMKOPWUCTaHHAM peareHTiB i3 NPUNHATHOIO CTPYKTYPOIO.
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4213 O N{CH}, H OCH, €M K C:H, e ~CsHy

4214 0 NiCH), N ocH,; CH & CyHs <-C,H, -
4215 ¢ N{CHy, N OCH, CH B &, Hy € ~CyHs -
4216 0  N{TH), N oCB, CH H CH, C,H, -
4217 O B(ECHY, B ocH, CR R CH, cH, -
4218 0 N(CH), N DCH, CH H CyHy CsH, -
4219 0 N(CHy), N OCH, CH H CqHy €My -
42320 6 N(CH), N OCH, CK H H 4-CHy0-C(By -
4271  CH, CCH, N OCH, CHh H CHs  2- dypaHin B
4222 CH; OCH, N OCH, CH H T, 2- dypaHin -
4223 CH, OCH, N ocH, CH H C;H, b -
4224 CHy OCH, W oc; CH  H  CH, b -
4225 CH, OCH, N ocH, €M K CeHy b .
4226  CH,  OCH, ] OCH, CH H  c-GH, b -
4227 CTH, OCH, N ocH, CH H  CH,  CH-CHCH, -
az28 CH, OCH, W oCH, CH R CyHy CH=CH, -
4229 £H, OCH, N OCH, CH H CH, GeHy -
4230  CH, OCH, N QeH, ' CH  H CH, c-CyHy -

Kntou:

a) [Ina cnonyk, No3Ha4yeHuX siK "Macno”, cnekTpanbHi AaHi HaBegeHi HK4e:

Mpuknag 4166, enemeHTHWUIA aHani3: po3pax. ans CigHasNsO, C 64,20, H 7,10, N 19,70; 3HangeHo C 64,13, H
6,67, N 19,30.

Mpuknag 4171, enemeHTHWIA aHani3: po3pax. ans CooH2sNsO3 C 62,98, H 6,09, N 18,36; 3HangeHo C 62,80, H
6,10, N 18,19.

b) C=C-CH,

Cnocobw, BukopucTaHi Ana ogepXaHHs crnonyk Tabnuui 1, MoxyTb OyTW 3acTOCOBaHi ANA CUHTE3y Cronyk
Ctpyktypn A y Tabnuui 5 Ta Tabnuui 5A. Crnocobu, o 3acTocoBaHi ANs OOEepXKaHHS aHaroriB, KOTpi HecyTb
6eH3o0dypaHoBY rpyny, MPOINOCTPOBaHI Y HACTYMHUX NpUKNagax.

Cnocobwu, 3asHayeHi Ha Cxemax 13 Ta 14, moxyTb OyTu 3acTocoBaHi ONns ogepxaHHA 6araTbox Cronyk
npuknagis Ctpyktyp B ta C y Tabnuui 5 Ta Tabnuui 5A i3 He3HauyHMMK npoueaypHuMn moaudikadismu, e ue
noTpibHO, Ta BUKOPUCTAHHSIM PEAreHTiB i3 NPUAHATHOK CTPYKTYPOLO.

Mpuknag 5001

OpepxaHHsa 9-guumknonponinmeTun-8-etun-6-(6-metun-2,3-auriapobeH3odypan-5-in)nypuHy

YactuHa A. Oucnepcito rigpuay Hatpito y MiHepanbHomy macni (5,05r, 50 Bar.%, 105mn) npoMyBany rekcaHom
Ta ocywyBanu nig BakyymoM. Jonasanu DMF (100mn), i cycneHsito oxonomgpkysanu o 0°C ta o6pobnsinm po3ynHom
m-kpe3ony (10mn, 95,6 mmonb) y DMF (20mn). YTBOpeHy B pe3ynbTaTi CyMmill nepeMillyBanu Ha npoTsAsi 1 roguHu,
noTiM 3a JOMoMoroto LWnpuus obpobnsnu xnopomeTnn metunosum edipom (8,00mn, 105 mmonb). [aHy cymil
nepemillyBanu nNpoTsAroMm Hodi i noTiM Bunueanu B etunadertat (200mn). MNoTtim npomuanu Bogot (3x200mn) Ta
poscoriom (100mn), i BogHi (basu nigoaBanu MOCMIZOBHO 3BOPOTHIM  eKcTpakuii eTtunauetatoM. Ekctpaktu
noegHyBanu, ocyLlyBanu Hag cynbdaToM marito, dinbTpyBany Ta BunaptoBanu. MacnsgHUCTMA NpoayKT ouvnLanm
€nioBaHHAM 4Yepe3 npobky i3 cunikarento 10:90 eTtunaueTtaT-rekcaHoM. B pesynbTaTi BMNapioBaHHS ogepXanm
YNCTMI NpoaykT, 3-(MeTokcumeTokcu)Tonyon, y Burnagi macna (13,3r, 91,5 mmonb, 96%). TLC Rf 0,46 (10:90
eTunaueraTt-rekcaH). H amp (300 My, CDCls): d 7,17 (1H, t, J-7,7 Tu), 6,86-6,81 (3H, m), 5,17 (2H, s), 3,48 (3H,
s), 2,33 (3H, s). Mac-cnekTtpockonis (H-0-GC/MS): m/e 153 (60), 121 (100).

YactmHa B. Po3uuH 3-(meTokcumetokcu)tonyony (5,00r, 32,9 mmonb) Ta TMEDA (N, N, N, N-
TeTpameTuneTuneH giamiHy) y THF (50mn) oxonomkyBanu o 0°C Ta obpobnsinu rekcaHoBMM PO3YMHOM N-
oytunniTito (22,0mn, 1,6M, 35,2 mMonb). Yepes 4 roanHu faHuii po34uH oxornogysanu o -78°C ta o6pobnsnu no
Kpannsix eTuneHokcmaom (2,00mn, 40 MMornb, LLO KOHOEHCYBaBCS i3 6anoHy 4yepes XonogHui BiaBig y rpagyioBaHy
KpannuHHy nirky). JaHy cymiw nepemilyBanu Ta nigirpiBanu 4O KiMHATHOI TemnepaTtypu NpOTAroM Hodi, MOTiM
BUMMBANM y HaCU4eHWIn BOOHWUI PO34MH xropudy amoHito (120mn). MoTiM niggaBanu ekcTparyBaHHIO eTunaleTaTom
(2x120mn), i ekcTpakTy NpoMMBanM MOCNIJOBHO PO3COSNIOM, NOEAHYBanuW, OCyllyBanu Haf cynbdaToM MarHito,
GinbTpyBanu Ta BunapioBanu. 3anuikoBe Macro po3finsny MeToAOM KOJOHKOBOI XpoMaTorpadii 3 ofepKaHHAM
noTpibHOro NpoaykTy, 2-[2-(METOKCUMETOKCHU)-4-MeTurndeHinjeTaHony, %/ BUMMSAi B'A3k01 piamHn (2,25r, 11,5 MMornb,
35%) Ta 2,50r pereHepoBaHoro BuxigHoro martepiany. Cnektp "H £AMP BusiBUB periocenekTuBHICTb, LU0
nepeauwlyBana 10:1. TLC Ry 0,09 (10:90 etunauetaT-rekcaH). ‘H AMP (300 Mru, CDCls): d 7,06 (1H, t, J=7,7 '),
6,92 (1H, br s), 6,78 (1H, br d, J=7,7 I'y), 5,20 (2H, s), 3,83 (2H, q, J=6,4 T'u), 3,49 (3H, s), 2,89 (2H, t, J=6,6 '), 214



2,32 (3H, s), 1,61 (1H, t, J=5,9 'u). Mac-cnekrtpockonis (NHs-DCI): m/e 214 (76), 212 (100), 197 (9), 182(30), 165
(38).

Yactura C. Po3unH MOM cnonyku i3 YactuhHu B (1,84r, 9,38 mmonb) po3unHanm y 1:1 THF-isonponaHoni (20mr)
Ta 0bpobnsnu HCl y giokcani (2,5mn, 4N, 10,0 mmonb). PeakuiiHy cymill nepemillyBanu npu KiMHaTHI TemMnepaTypi
npotsarom Houi. B pesynbTaTi BOAgHOI 00poOkM opepkanuM [oCTaTHbO YMCTUWA  NpPOAyKT, 2-(2-rigpokcu-4-
MeTundeHin)etaHon.

YacTtnHa D. Po3uuH giony i3 Yactunn C (npnbnmaHo 9 mmonk) Ta TpudeHindgocdiny (2,83r, 10,8 mmonb) y THF
(20mn) oxonomkysanu go 0°C Ta obpobnanm 3a JONOMOrow Lwnpuusa dietun asogukapbokcunatom (1,70mn, 10,8
MMOrb). [aHuin po3yYnH NepemillyBanu Ha NpoTA3i Hodi, NOTiIM BMNaproBanu, i 3anviok Bia4iNsnm 3a A0NOMOrow
BUMNaploBarnbHOi KOMOHKN 3 O,El,ep)KaHHﬂM npoaykrty, 6-metun-2,3-gurigpobeHsodypary (780mr, 5,81 mmonb, 65%).
TLC Ry 0,29 (2:98 etunauetat-rekcaH). “H SAMP (300 MIy, CDCls): d 7,07 (1H, t, J=7,4 W), 6,66 (1H, d, J=7,4 Tw),
6,62 (1H, s), 4,54 (2H, t, J=8,6 Ty), 3,16 (2H, t, J=8,6 ), 2,30 (3H, s). Mac-cnektpockonisa (D.O-GC/MS):m/e
135(100).

YacTtuHa E. Po3unH BuweBkasaHoi cnonyku (780mr) Ta N-6pomocykuumHimMiagy (1,24r, 6,97 MMOnb) y OUXIOpETaHi
(10mMn) HarpiBanu i3 0OOEpHEHVMM XOMOAMIIBHUKOM MpoTAram Hodi, MOTIM OXONomKyBanu, inbTpyBanu Ta
BunaptoBanu. Metoa KonoHKoBOI xpoMaTorpadii (rekcaH, notim 2:98 eTunaueTart-rekcaH) Aas cnodatky 5-6pomo-6-
MeTunbeH3odypaH (270mr, 1,27 mMmonb, 22%), noTim 5-6pomo-6-meTun-2,3-avrigpobensodypar (923wmr, 4.33 morb,
75%) obuasi cnonyku y Burnsaai Teepaoi pedosuHun. Ons gurigponpoaykty: TLC Ry 0,35 (2:98 eTunaueTart-rekcaH).

“H AMP (300 MIy, CDCls): d 7,31 (1H, s), 6,68 (1H, s), 4,56 (2H, t, J=8,8 '), 3,17 (2H, t, J=8,8 W), 2,33 (3H, s).
Mac-cnektpockonisi (H.0-GC/MS): m/e 215(76), 213 (100).

YacTtuHa F. Po3uuH 6pomigy i3 HYactunu E (923wmr, 4,33 mmonb) y TeTparigpodypaHi (20mr) oxonompKysanu 4o -
78°C i 0O6pobnanu rekcaHoBMM po34nHOM N-6yTunniTito (3,0mn, 1,6M, 4,8 mmonb). Yepes 1 roguHy peakuiiiHy cyMiLu
06pobnanu TpuisonponinbopaTtom (1,00mn, 4,33 MMonb) | NpoTArom 6 roguH nigirpisany 4o KiMHaTHOT TeMnepaTypu.
Motim pmogasanu 1mn 6N BogHoi HCI Ta 3mn BoAW, i YyTBOPEHY B pesynbTaTi Cymill nepemilyBanu Ha npoTasi 1
roavHu. MoTim BunuBanu y Bogy (100Mn) Ta ekcTparyBanm eTunauetratom (2x100mn). EkcTpaktv npomuBanu
po3cornom (60mn), moegHyBanu, ocyllyBanu Hag CynbdatoM HaTpito, pinbTpyBanu Ta BuNaptoBanu 3 oAepKaHHAM
TBEPOOI PEYOBUHM, KOTPY OYMLLANK LUMSXOM po3TUpaHHS 3 rekcaHom. Opepxanu 6-metun-2,3-aurigpobeH3odypan-
5-60poHoBy kucnoty (718wmr, 4,03 mmornb. 93%).

YactnHa G. Cywmiw 6opoHoBOI kucrotu i3 Yactuum F (298wmr, 1,67 mmonb), 6-xmopo-9-guumknonponinMeTumn-8-
etunnypuHy (309mr, 1,12 mmonb), 2N BOOHOro po34uHy kapboHaty HaTpito (1,7mn, 3.4 Mmornb) Ta TpudeHindgocdiHy
(61mr, 0,233 mmonb) y DME (20mn) 3HeraxyBanu LUMSIXOM MOBTOPHUX LMKNIB BaKyyMHOro BiKayyBaHHA Ta
npomMuBaHHa as3oToM. [MoTim go Hei gopasanu nanagin (1) auetat (13wmr, 0,058 mmonb), i AaHy cymill 3HOBY
3HeraxyBanwu, i noTiM HarpiBanu 3 obepHeHWM XonoaurbHUKOM MpoTArom 14 rogwH. [oTim oxonompkyBanu Ta
BunuBanu y Body (100mnm). [aHy cymiw ekcTparyBanu eTunauetratom (2x100mn), i eKkcTpakTy npomMuBanu
nocnigoBHo posconom (60mn), noegHyBanu, ocyllyBanu Hag cynbgaTom HaTpito, (inbTpyBanu Ta BunaproBanu.
3anuvwkoBuii MaTepian nigaaBany po3gineHHI0 MeETOA0M KOMOHKOBOI XpoMaTorpadii (cunikarens, 20:80 eTunauerar-
rekcaH) 3 ofgepXaHHAM TUTYNMbHOrO MpPOAYKTY Yy BWrMsgi TBepgoi  pevoBuHW. [loTiM  gaHy  peyvoBUHY
I'IeperMCTaJ'II3OByBaJ'IVI Onst ounweHHst i3 edipy (253wmr, 0,77 mmonb, 69%). Tnn=147-148°C. TLC R 0,18 (30:70
eTunauetaT-rekcaH). "H AMP (300 My, CDCls): d 8,88 (1H, s), 7,60 (1H, s), 6,77 (1H, s), 4,61 (2H, t, J=8,6 I'L), 3,44
(1H, v br), 3,24 (2H, t, J=8,6 L), 2,94 (2H, br), 2,44 (3H, s), 2,03 (2H, v br), 1,45 (3H, br t, J=6 I'y), 0,89-0,79 (2H,
m), 0,58 (2H, br), 0,50-0,40 (2H, m), 0,27-0,17 (2H, m). Mac-cnektpockonis (NH3-Cl): m/e 377(4), 376(27), 375 (100).
AHanis, pospax. gnsa CasHasN4O: C, 73,77; H, 7,01; N, 14,96; 3HangeHo: C, 73,69; H, 7,08; N, 14,40.

Mpuknagun 5201, 5231 Ta 5232

OpepxaHHs 9-amuuknonponinMeTun-8-eTun-6-(6-meTunbeH3odypaH-5-in)nypuHy, 6-(2-6pomo-6-
meTunbeH3odypaH-5-in)-9-guumknonponinMeTmn-8-eTunnypuHyTaé-(7-6pomo-6-metun-2,3-gurigpobeHsodypaH-5-
in)-9-AMUMKNONponiNMeTUnI-8-eTUNNYpUHY

Po3unH cnonyku i3 Mpuknagy 5001 (250mr, 0,668 mmorb) Ta N-6pomocykumHimigy (119mr, 0,669 mmonb) y 1,2-
aunxnopoeTaHi (10mn) HarpiBanu i3 06epHEHUM XONMOAWMBHUKOM NpPOTAroM 12 rofuH, MOTIM OXOMOMKyBanu Ta
BUnNaptoBanu. YTBOPeHy B pesynbTaTi CyMmill po3dvHANM B edipi, ¢inbTpyBanu Ta BunapoBanu, i 3anuvLiKoBUn
maTtepian po3ginanu metogom dnew-xpoMmaTorpadii  (cunikarenb, 20:80 eTunaueTaTt-rekcaH) 3 OOEepKaHHSAM,
NOCniAOBHO, HACTYMHUX TPbOX NPOAYKTIB:

6-(2-6pomMo-6-meTnnbeHsodypaH-5-in)-9-amumknonponinmeTnn-8-etunnypuH:  Tnn=177-178°C. TLC R; 0,23
(20:80 eTunaveraT-rekcaH). H amp (300 MI'uy, CDCls): d 8,92 (1H, s), 7,85 (1H, s), 7,42 (1H, s), 6,74 (1H, s), 4,15
(1H, v br), 2,97 (2H, v br), 2,54 (3H, s), 2,00 (2H, v br), 1,44 (3H, br t, J=7 'uy), 0,90-0,80 (2H, m), 0,63-0,53 (2H, m),
0,50-0,40 (2H, m), 0,26-0,16 (2H, m). Mac-cnektpockonia (NHs-Cl): m/e, po3spax. ans CasH24BrN4O: 451,1133,
3HangeHo 451,1132; 455(3), 454(25), 453(99), 452(31), 451(100).

9-anumknonponinmeTnn-8-eTmn-6- (6 meTunbeHsodypaH-5-in)nypuH: Tnn=139-141°C. TLC Rs

0,16 (20:80 etunauetat-rekcat). “H AMP (300 My, CDCls): d 8,92 (1H, s), 7,95 (1H, s), 7,60 (1H, d, J=2,2 '),
7,48 (1H, d, J=0,7 'y), 6,78 (1H, dd, J=2,2, 0,7 l'u), 4,40 (1H, v br), 2,97 (2H, v br), 2,56 (3H, s), 2,04 (2H, v br), 1,44
(3H, br t, J=7 Iy, 0,90-0,80 (2H, m), 0,62-0,52 (2H, m), 0,51-0,41 (2H, m), 0,29-0,18 (2H, m). Mac-cnekTpockonis
(NH3-Cl): m/e, pospax. ans Ca3H2sN4O: 373,2028, 3HarnigeHo 373,2033; 375(3), 374(26), 373(100).

6-(7-6pomMo-6-meTun-2 3-/:|,V|r|,qpo6eH3ocbypaH -5-in)-9-guupmknonpownmeTun-8-etunnypuH: Tnn=179-180°C. TLC
Rr 0,04 (20:80 eTunaueTaT-rekcaH). “H AMP (300 MIu, CDCls): d 8,89 (1H, s), 7,47 (1H, s), 4,73 (2H, t, J=8,6 L),
3,80 (1H, v br), 3,37 (2H, t, J=8,6 '), 2,95 (2H, v br), 2,44 (3H, s), 1,44 (3H, br t, J=7 I'y), 0,89-0,79 (2H, m), 0,61-
0,52 (2H, m), 0,51-0,41 (2H, m), 0,28-0,18 (2H, m). Mac-cnektpockonis (NHs-Cl): m/e, pospax. ana Caz3H26BrN4O:
453,1290, 3HangeHo 453,1285; 455(98), 453(100).
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Cnocobw, BukopucTaHi ona ogepXaHHs crnonyk Tabnuui 1, MoxyTb OyTW 3acTOCOBaHi AN CUHTE3y Cronyk
Ctpyktypn A y Tabnuui 6. Hanpwknag, 3amiHa 6eH30M0OpPOHOBMX KMCMOT Yy KaTanisyemomy nanagiem
crnocobi.apunbHoro 3wmBaHHa (guB. [lpuknagn 35 abo 831) Ha 3aMmiweHi pPi3HMUM YMHOM MEHTaaTOMHi
reTepoapunbopoHOBI KUCNOTK Npu3Beae A0 OAePXKaHHA NOTPIOHMX 6-reTepoapunnyprHOBMX CMOMYK.

Cnocobwu, 3asHayeHi Ha Cxemax 13 Ta 14, moxyTb OyTu 3actocoBaHi Ons ogepxaHHA 6araTbox Cronyk
npuknagis Ctpyktyp B ta C y Tabnuui 6 i3 He3Ha4yHMMK MpouenypHuMM Moaudikauismu, e ue noTpibHo, Ta
BMKOPWUCTaHHAM peareHTiB i3 NPUNHATHOI CTPYKTYPOIO.
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Kntou:

a) [ns cnonyk, no3HaveHux sk "Macno”, cnekTpanbHi AaHi HaBedeHi Hkye: Mpuknag 6001, cnekTpanbHi gaHi:
Mac-cniextpockonist (NHs-Cl): m/e 338 (M+H", 100%).

Cnocobw, BukopucTaHi ona ogepXaHHs crnonyk Tabnuui 1, MoxyTb OyTW 3acTOCOBaHi AN CUHTE3y Cronyk
Ctpyktypn Ay Tabnuui 7. MNpuroTyBaHHa TUX CMOMNYK, WO Oynu ogepxaHi LMKNoNpueaHaHHAM CNomyK 3 ankiHin-
Hecyuumu R* rpynamu, inlocTpyeThest HACTYMHUMM NPUKIaaaMu.

Cnocobwu, 3asHayeHi Ha Cxemax 13 Ta 14, moxyTb OyTm 3acTocoBaHi ONns ogepxaHHA 6araTbox Crnonyk
npuknagis Ctpyktyp B 1a C y Tabnuui 7 i3 HesHa4yHMMK npoueaypHumy moaudikauismu, e ue noTtpibHo, Ta
BMKOPWUCTaHHAM peareHTiB i3 NPUNHATHOIO CTPYKTYPOIO.

Mpuknag 7409

OpepxaHHsa 9-[1-umknonponin-1-(3-meTun-idokcason-5-in)metun]-6-(2,4-gnxnopodeHin)-8-etnn-9H-nypuHy

[o po3unHy, Wwo nepemiwyBaBcs, cnonyku i3 Mpuknagy 7241 (90 mr, 0,24 mmonb, wo 6yna ogepxaHia y cnocio,
nodibHMn po BkasaHoro y [Mpuknagi 2, 3 BUKOpUCTaHHAM 6-(2,4-guxnopodyeHin)-8-etun-9H-nypuHy Tta 3-
uuknonponin-1-nponiH-3-ony) y meTtuneHxnopugi (2mn) gogaBanu xnopoauetanbaokeum (25mr, 0,27 mmornb) Ta
Tpuetunamin (0,038mn, 0,27 mmonb). (XnopoauetanbAoKeuMm, Lo BUKOPUCTOBYBABCS, OyB nNonepenHb0 odepXaHui
3a peakuieto eKBIMOMAPHUX KinbKocTen auetanbaokeumy Ta  N-xnopocykuuHimigy y DMF 3 HacTynHum
eKCTparyBaHHsIM [aHOro NpPOAYKTY AieTunoBMM edipoM Ta MNpoMMBaHHAM BOZOK.) Peakuiio uuknonpuegHaHHS
KOHTpomoBanu metogom TLC (TOHKOLIAPOBOI xpomartorpadii), i xnopoaueTanbAokcum Ta TpUeTUnamiH yBoaumm
[00aTKOBO, JOMOKM BeCb BUXIOHWA MaTepian He nornvHaBcs. PeakuiiHy cymill ouvwiany npsiMuM yBedeHHSM [0
KOJTOHKM, Wo Oyna HanoBHeHa cunikareriem, Ta eniolBaHHAM 3 BUKOPUCTaHHAM rpagieHTa Big 100% rekcaHy oo 25%
eTunauetaty B rekcaHi. Byno 3i6paHo 72wmr 6inmoi niHn. Mac-cnektpockonia (NHz-Cl) 428 (M+H'). HRMS
(BucokoposginsHa mac-cnektpockonis): m/e=428,1037 (M+H", Cz1H20CloNs0O). Yuctota >97% (BMCOKOEdEKTMBHA
piovHHa xpomMaTorpadist 3 06epHeHo hasoto).

Mpuknagwn 7396 Ta 7398

OpepxaHHs 6-(2,4-guxnopodeHin)-9-[1-(3-eTokcukapboHin-isokcason-5-in)oyTun]-8-etun-9H nypuHy 1a 9-[1-(4-
LliaHo-3-eToKcMKapOoHin-idokcason-5-in)oyTun]-6-(2,4-guxnopodeHin)-8-eTun-9H-nypuHy

PosunH cnonyku i3 MNpuknagy 7259 (120mr, 0,321 mMonk, wo 6yna ogepxaHa y cnocid, nogibHun 0o BKazaHoro
y Mpuknagi 2, 3 BukopuUCTaHHSM  6-(2,4-guxnopodoeHin)-8-etun-9H-nypuHy Ta  1-rekcuH-3-omy), eTtun
xrnopookcimigoauetaty (146mr, 0,963 Mmonb) Ta giizonponinetunaminy (170mkn, 0,976 mmonb) y Tonyoni (2mr)
HarpiBanu i3 obepHeHUM XonoaunbHWKoM npotaroMm 20 roguH, MOTIM OXOnomKyBanu Ta pos3soaunu 20Mn
etunauetaty. MoTim cymiw npommBanu Bogow (2x20Mn) Ta HacuU4eHMM BOOHWM po3coriom (20mr), i BogHi casu
nigaasanu NOCifoBHO 3BOPOTHIN eKCTpakLii eTunaueTatoM (20mn). OpraHivHi ekcTpakTi NoegHyBanu, ocyLlyBanu
Hag Ges3BogHMM cynbdaTom HaTpito, hinbTpyBanu Ta BunaptoBanv. 3anuqlLIKOBWIW MaTepian po3finsnvM MeToaom
KONMOHKOBOI xpomarorpadii (cunikarens, 1:4 eTunaueTtart-rekcaH) 3 ogepXXaHHsM, NocnigoBHO, BUXIOHOrO MaTepiany,
Lo He npopearyBaB (npunbnuaHo 50mr), noTim crnonyku i3 Mpuknagy 7396 (58,7mr, 0,120 mmonb, 37%) i, HapeLwuTi,
crnonyku i3 Mpuknagy 7398 (23,8wmr, 0,046 mmonb, 149%); ocTaHHi ABi CMOMyKW Yy BUrMsgi TBepaux amopdHux
PEeYOBUH.

Mpuknag 7396, cnekTpanbHi aaHi: TLC Ry 0,27 (20:80 etunauetaT-rekcaH). *H AMP (300 My, CDCls): & 8,96
(1H, s), 7,67 (1H, d, J=8,1 'y), 7,58 (1H, d, J=1,8 I'y), 7,41 (1H, dd, J=8,1, 1,8 'y), 6,86 (1H, s), 5,83 (1H, dd, J=9,9,
6,2 l'y), 4,43 (2H, q, I=7,3 T'u), 2,98 (2H, q, J=7,7 ly), 2,91-2,78 (1H, m), 2,63-2,49 (1H, m), 1,42 (3H, t, J=7,7 lw),
1,40 (3H, t, J=7,3 T'u), 1,39-1,19 (2H, m), 1,00 (3H, t, J=7,3 'y). Mac-cnektpockoniss (NHs-Cl): m/e, po3pax. gns
C23H24ClIoNsO: 488,1256, 3HavigeHo 488,1252; 493(3), 492(13), 491(18), 490(68), 489(28), 488(100).

Mpuknag 7398, cnekTpanbHi AaHi: TLC Ry 0,11 (20:80 etunauetat-rekcaH). *H AMP (300 Mru, CDCls): & 8,99
(1H, s), 7,72 (1H, d, J=8,1 T'y), 7,59 (1H, d, J=1,8 l'y), 7,42 (1H, dd, J=8,1, 1,8 I'u), 5,40 (1H, dd, J=10,4, 5,0 '),
4,42 (2H, q, J=7,4 Tu), 3,00-2,90 (2H, m), 2,66-2,52 (1H, m), 2,51-2,38 (1H, m), 1,46 (3H, t, J=7,4 T'u), 1,41 (3H, t,
J=7,3 'y), 1,40-1,10 (2H, m), 0,98 (3H, t, J=7,2 I'y). Mac-cnektpockonis (NHs-Cl): m/e, pospax. anst C24H25CI12NeOa:
531,1315, 3HangeHo 531,1315; 531(100).
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CH,
CHy
CH,
CH,
CH,
CH,
CH;
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
cH,
CH,

Cl
Cl

cl
Cl
cl

1
¢l
cl

¢l
Cl
cl
cl
Cl
Cl
1

cl -

¢l
c1
cl
<l
cl
€1
cF,
CFy

CEy
cr,
cF,
CPy
CF,
cF,
CF,
CF,
CF,
cP,

CF,
cr,
CF,
CF,
CF,
CF,
CPy
CF,
CF,
CF,
CFy
CF,
crFy,
CF,
CF,
CF,
cP,
CF,
CF,
er,
CF,
cF,
<P,
CF,
CF,
C]
c1
Gl
cl
Cl
Cl
cl
<1
Cl
oy |
cl
€1
cl
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CyH,
CH,
c-0H,
CH,
Caity
CiH;
e~CyH,
CH,
C,H,
CyR:
c-CyH,
CH,
et
C,H,
€—CyHy
CK,
C;H,
CyH,
¢~ CyH,
CH;=CH

C,H,
CiH,
T H,
X
TR,
CaH,
¢yt
+ha=t:
CH,
C.R,
CyHy
e-CH,
CH;
CqH,
CaH,
e~CyHy
CH;

3p'F30K
3B'a30K
38'9301C
BB'I301K
5E'I30K
3B'580K
3B'9501
CH,
CH,
CH,
cH;
CH,
CH,
CH,
CH,
13B'9301C
58'2301C
3B'A30K
359301
8B'9301¢
3E'9301C
CH,
CH,
CH,
CH;
88'TI0K
3B'9301C
BE'4301C
3B'S30K
3B'3301C
3B'A301C
3B'A301C
nB'I50IC
3B'$301C
3E'2301KC
3B'930KC
8B'930K
CH,



7164
7165
7186
7167
7168
T169
7170
717
4172
7173
7174
7175
7176
1177
7178
7175
7180
7181
7182
7163
7164
7185
7186
717
7188
7189
7190
7191
7192
2193
7194
7195
7196
Ti97
7198
7199
7200
7201

cH,
cH,
CHsy
CH,
o1,
CH,
CHy
CH,
CH,
CH,
CH,

CH,
OH,
CH,
CH;
CH,
CH,
Gy
CHy
CH,
CHy
CH,
CH,
CH,
CH,
CH,
CH,y
CH,
CH;
cH,
oH,
CH,
o,
CH;
CH,
CR,
CH,

CP;
CF,
CF,
CF,
CF,
CF,
CcF,
CF,
tF,
CF,
cr,
CF,
CcF,
CF,
CF,
CF,
CF,
cH,
CH,
CH,
CH,
ety
CH,
e,
CH,
CH,
CH,
CH,
cn,

CH,y
CHy
CH,
on,
CH;

CK,
CH,
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o
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3
F

CH,
CH,
CR,
CH,
CH,
CH,
cH,
CH;
Ch,
on,
cH,
CH,
CHy
CH,
CH,
CH,
CH,
CH,
CHy
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CaHs
CyHy
z-CH,
CH,
.M,
CiH,
c-CyHy
CH;
4H,
C,H,
&-CyHly
CHyaCH
CH,
CyHy
C,H,
T8,
C,H,
CH,
C,H,
¢ H,
-Gy,
CH,
CHy
CyH,
c-TyHy

CaHy
TyH,
e-Cfl,
CH,
CHh
C,H,
e CyHy
CcH,
CaHy
B,
a-C,H;
CH,

CH, ©d
CH, G4
CH, G4
CH, G5
CH, fe)d
CH, G5
CH, G5

3B'I30K  G6

3E'ss0K @6

sR'I30K; 56

3B'I30IC  G6

aB'aoK G

ap'gioe  GR
CH, @1
cH, @1
CH, Gz
oH, G2

osB'azoe Gl

sm'toi 61

3B'g30K 61

sB'gsoK 61

3p'gsok G2

ap'daor G2
sg'weoK G2
3B'TIOK G2
3B'AzoK  §3

SB'I90K 3

SB'I0K 63

splmor B3
CH, G4
CH, G4
cH, G4
CH, G4
CH, €5
CH; (e13
cH, C5
CH, @S

3BI30K  Gé



72702
7293
T204
7265
7206
7207
7208
7209
7210
7211
1212
7213
7214
7215
7216
1217
7218
?259
7220
7221
T222
2233
7224
7225
7226
7227
71228
7229
7230
7231
7233
7233
7234
T235
(i
7237
7238
Ti38

a & 0 Cc o

CH,
CH,
CH,
CH,
CHy
CH,

CR,

CH,
CH,

CHy
CHy
CH,
CH,
CH,
CH,
CH,
CH,
e,
cl
ci
¢
c1
cl
cl
¢l
cL
c1
cl
CF,
CFy
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CFy
cH,

c1
1
cl
c1
ci
Ry
el

o0,
OCH,
OCH,
oCH,

OCH,
OCH,
OCH,
OCH,
CF,
CF,
CF,
cF,
cF,
CF,
CF,
CF,
P
CF,
€1
a
cl
el
c1
¢l
cl
cl
1
€l
cH,
€1
1
¢cr,
CF,

OCF,
OCH,
cl

CH,
CH,
CH,
CHy
CH,
CH,
CH,
CH,
CH,

m

= m R % M @B ¥ I T X nm omIo®¥m @ mnon om Dn X W & X r @XM

Cl

m & m &L om®m m &I R

T T £ @D & X &It &L T T T =

3
=

T X =2 DN oo X

CH,

CiH,
CJH‘!
C"C;H;

5B G90IC
SR'EB0IC
B3B3350

CH,=CH 3B'330IK

CH,
.1,
¢ H,
3,
Ty,
CHs
C,Hs
CsHy
C,H,
C,H,
C;H,
CyHy
CyH,
CyHy
CaHy
CyHy
C,\Hy
CaHs
G,H,
CiH,
C,H,
CSHT
Catly
C,H-
C:H,
Ciky
o-CyH,
c-CyH,
e~CHR,
c-Ci,
c-CyH,
©-CiHe
oLy,
£=CyH,

IB'¢30IC
cH,
CH,
CH,
CHi,
CHy
CHy

ng'soie
5BY30IC
C‘Hl
CH,4
CH,
BB 9501
38 T301C
CH,
CH,
cH,
5B'a901K
a'aE0ic
CH,
CH,
CH,
18 T30

9B 1301

CH,
CH,0
38" 9301C
38930k
9B'9401C
3B'950K
38'9301C
3B'EOK

BE'TI0K
3BE'A30IKC

GE
G6
G6
c7
Gt
Gl
Gl
G2
G2
Gl
&1
G2
G2

Gl
Gl
G2
G2
G4
Gt
Gl
G2
G2
G4
al
Gl
G2
G2
ad
6l
Gy
Ge
G2
a3
GY
G9
G9
Go



7240
7241
7242
7243
7244
7245
1246
7247
72448
1249
7250
7251
7252
7253
7254
7255
7256
7257
7258
7259
7260
72861
7282
7261
1269
265
7266
1267
T268
T26%
270
271
272
1273
1274
1275
1278
37

CH,
K,

Cry

CH,
CH,
CH,
CH,
CK;

CH,
CH,
CH,
CH,
CH,

CH;

CH,
CH,
CH,
CHs
CH,
CH,

CH,

CR,
CH;
CH;
CH,
CH,
CH,

€F;
<1
Cl
€l
el
Cl
cl
cH,
¢l
cr,
Gl
Ccl
¢l
cl
cl
Cl
CH,
el
CF,
Cl
Cl
Cl
€l
Tl
cl
CHy
cl
CF,
(od }
Cl
£l
Cl
|
cl
CH,
Cl
CF,
€l

CF,
CF,
OCH,
OCF,
OCH,
clL
OCH,
Cl
1
CE,
CF,
ocH,
oCF,
OCH,
cl
OCH,
cl
c1
CF,
uf 8
OCH,

OCH,
cl
OCH,
el
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C=Chlly
c~CHy
@-CsH,
c~C;Hy
c-CH,
¢~ CyH,
&~CyH,
-Gl
c~CyH,
c-TyHs
C,H,
C,H,
C.H,
CH,
o
C,H,
C:Hy
Gy
K,
CiHy
Lol
e M,
C,H,
C,H,
i,
CyHy
CiH,
C;H,
C!lHll
C,H,,
CyHyy
Coltyy
C!Hll
CqHy,
CoHlyy
C’"ll
CSHSI
CH,

3B'a301C
3E'930K
3B'A30K
BE'T30K
38'9301
9B'1301C
3B 130K
3B'H30K
38 I301C
3B'9301C
3B'TROK
35" 4501C
5B'T301K
35'T301C
9B'EIOK
3E'9301C
3830k
4B'T90IC
B8'3301C
nB'930K
3B'q30K
9E'A301C
5B'9301C
BB'a30IC
5BI30K
3B'a30IK
58'q301C
3E'TI0KC
5B'3301K
3B'930K
38'q920K
389301
ap'amoic
3B'I30K
3B'a301C
3B'se0kK:
3B'930K
CH,;

GY
Gl0
Glo
G110
Gl0
Glo
Gl0
Gl0
G10
G190
Gio
Gl0
G14d
Gl1o
Gle
Gl10
G1¢
Glo
G10
G10
Glo
Gl
Glg
Gl¢
glc
Gl0
G619
G10
Gl0
16
G10
G190
a1lo
410
G10
G1d
GIo
Gio0

Macno

Macno

MaCHo

MaciIo

94-99

MRCI0

Macno

Hacao

MACTIO

Macno



1278 o ci cl B H CH, CH, @lo -
1279 cB, . CF, H 3] cH, CH, Gi0  Macyo
72680 0 <. CF, H H CH, CH, Gl0 -
7281 CH; €.  ©OCK, H H CH, tH, Glo -
7282 CH, <. OCF, 4 W CH, o, G100 -
7283 CH, CH, ©OCH, <€l H CH, CH, 610 -
T284 CHy, 3 Cl CH, CH, CH, @10 -
7285 CH, CF, ©OCH, H H CH, CH, (10 -
7286 CH, cl cl H B e-Ciily  3B'msoK G611 MACIO
‘7287 D ¢l cl H H c-C,H, n9E'mowr Gil -
7288 CH, <l CF, H H c~CyH,  sB'asoxk Gl1 HALIO
7289 Q cl CF, H H c-CH, 3B'ssoic Gil -
7290 CH, Cl  QCH, H H c-CyHy  ss'usorc GIl -
7291 CH, ¢l OCF, H 4 c-CyHy 9p'macke G111l =
7292 CHy €8, OCH, Cl H c~CH, sp'wsor Gl -
7293 CH, cl Cl H CH;  eo-CHy sB'wmok Gl1 ~
7294 CH, CF, ©OCH, H H e¢-CyH, UB'930K §11 -
?29'5 CH; cl c1 H H C;Hy sB'asorK Gl1 KACTIO
7236 ) Cl Cl H H CyHs  sB'wor Gl1 -
7297 CH, ci CF, H H CH, sE'wsox Gll Macno
7298 9 cl CF, H H CH, 3B'wmox gll -
7299 CH, €I ©CH, ¥ H C,H, SB'TI0K 11 -
7300 CH, Cl  oCF, H H C,H, 5B'goK Gll -
7301 CH; CH, OCH, Q1 H C,H, 3B'Is0K Ol ~
7302 CH, ci cl H CH, C;Ky  se'soc Gil -
7303 CH, CF, OCH, B C;H, sB'asox Gil -
7304 CHy, <1 cl [} CM, sP'ascic G1L  BO-B9
73058 0 ci cl H CH,  3B'WsoK Gll -
7306 CH, €I  CF, H CH, 73B'I30K Gll  Macio
7307 o Cl CF, H C,H, sB'IsoK Gl1 -
7308 CH, ¢l OCH, 4 CH; sP'msox Gll -
7309 CH, €1 OCF, # C, sE'msox  GL1 -

7510  CH, €)M, OCH,
311 ¢H, ¢ ¢l
7312 CH, CP, OCH
7313 CH, €1 Cl
7314 N S o
7315 CH,; cl CF,

CH, WK g1} -

1 C,H, B3B'asoie gl1 -
G,  se'msor Gli -
CH; 3B'szoK G611 186-15%7
CHy sR'mor 61l -
CeH, =BWR0KC G11 150-151
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7316
7317
1318
1319
7320
7azi
7322
7323
7324
7325
7326
7327
7328
732¢
7330
7331
7332
7333
7334
FARE
1138
7337
7334
7339
7340
7341
7342
1343
7344
7348
7346
7147
7348
7349
7350
7351
7352
7383

CH,
CH,
CH,
CH,
CH,
CH,

CH,

CH,
CH,
CH,
CHy
CH,
CH,

CH,

CHy
CH,
CH,
CH,
CH,
CH,

CH,

CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,

cl
or|
c1
CH,
C1
CF,
(]
¢l
oy |
cl
cl
cl
CH,
cl
CF,
Ck
c1
cl
€1
¢l
c1
CE,
€1
CF,
1
Cl
el
1
c1
€1

cl
CF,
Cl
c1
cl
¢l
cl

CF,
OCH,

CCH,
C}
OCH,
c)
c1
CF,
cr,
OCH,
acF,

cl
OCH,

c1

¢l

CPy

CF,
OCH,
ac,
OCH,

¢l
ocH,
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CH,

LN -B- - - N -

CH,

/A & & x =

CeH,
CH,
CeHy
CeHy
CHy
CH,
C,H,
CsH,
C,H,
CyHy
CaHy
CyH,
C,H,
CaHy
CH,
CiEy
CyH;
C\H,
C,H,
C.H,
C,Hy
C,H,
CH,
C,H,
2-CyH,
-GN,
C-C,Hy
c-CyH,
c=C,H,
-C,K,
Gyl
©-C,Hy
C=CyH,
c-CyH,
C-CyH,
o~-CyHg
c~CyH,

3B'T301KC
3B'a301C
5B'T301C
3B'T301C
3B'I30K
3B'4301¢
3B'TI0K
3B'301C
5B'T30KC
3B'T30K
3B'I905K
BB'T301C
3E'T30K
3B'T30K
380K
3B'930K
3B'Y30K
3B'130K
3B'T301C
5B'%901C
3B'T30K
8B'930K
3B'T308C
3B'T301C
3B'7301c
3B'9301c
3B'4301¢
8B'A30KC
3B'q305K
25'930K
38'I30K
3E'T305¢
3B'I30K
9B'I30K
sB'uz0Ic
35'1301C
38'9301K
BE5'{90K

Gll
Gl11
@11
Gl1
G11
Glt
G12
G12
Gl2
Gl2
812
G12
¢12
Gi2
aqi2
Gl2
G612
Gl12
G12
G12
012
Gl2
Gl2
Glz
Gl2
Q12
Gl2
Glz
012
Gl2
Q12
cl2
Gl2
G1)
G13
cT
G?
&7

128-130

Hacno

Macio

Macno



7384
7355
7356
13579
73R
7354
T360
7361
7362
7363
7364
T365
7366
7367
J3E8
7369
7370
7371
372
373
73714
7375
7376
7377
7378
7379
TiBG
1381
7382
7383
7384
7385
7386
1387
7368
7385
73%0
7391

cH,
CH,
CH,
CH,
CH;
oH,
CH,
CH;

CH,
CH;
CH,
CH;
CHy

CiHt,
CH,
CH,
CH,
CH,

CH,
CH,
CH,
Cily
CH,

CR,
CH,
CH,
CcH,
CH;
CH,
CH,

cl
CH,y
CH,
CF,
CH,
cl
CF,
CH,
<l
Cl
i
Ci,
cl
CF,

CF,
CH,
cl
cl
cl
CH,
cl
CF,
CH;
cl1
2]

P,
OCF,
OCH,
Cl
OCH,
OCH,
cF,
Ccl

CH,
CR,

CH,

H
OCH,

H

CH
K

H

z =

CH
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3

3

CR,
CH,
CyH,
Csh,y
C4Hy
o=y,

CH,
CH,
CH,
CH,
CH,
cH,
C,H,
Cyls
CaHy
CaHg
CaHs
CaHy
C4H,
Gy
CyE,
CyH,
CyH,
CiH,
i,
CiH,
c~CyH,
©-CyH,
e~ CyHy
a-CyH,
c~CH,
c-CiH,
€-CyH,
C-CyHy
¢-CyH,

8B'A30IC
=i
3B'A30K
3B'I301C
3B'I30IC
BR'T30K
9B'9301KC
sB'a30K
3B'9301C
3B'930K
3B'930KC
3B'930KC
3B I30K
3B'TI0K
8E'990K
38950
8B'T30K
3B'$51301C
36'330K
35’9301

BE'S301
3B'I301C
S8'T30IC
3B'130M

3E'T30K

3B'30IC
3B'1301KC
3B'a901c
SB'I301C
BB'$301C
3B'30K

3B'TI0K
3B'930K

B30I
58'T301C
BB'980K

BB'T306¢
36301

37
G7
&7
Gl
G7
Gl
&8

610

Gl
Gl
Gl
Gl
Gl
Gl
Gl
a1
Gl
G1
Gl
Gl
Gl
Gl
Gl
Gl
Gl
Gl
1243
at
Gl
Gl
Gl
Gl
Gl
Gl
Gl
Gl
G4
Gl4

Macno
MACTO
Macho
MaCcJIO
185-158
Mace
MAaCIC

=



7391 CHy Cl CF, B H c~CH, 9B'asor G1S  Macno
7392 CH, cl cl K H c-G M, 3R'wox 515 -
7393 CH, €1 CF, H H ©-CyH, 3B'DOK G16 339-340
7394 CHy  Cl ct H B c-CHy SE'TOK 616 .
Ti9% CH, ¢l CF, H H c-CyH, BB'EsOK G617 -
7196 CH, C} ¢l H H ¢~CH, 9E'sso €17  Macuo
7397 CH; @1 CF, H H c-CH, 3BY9E0K G148 -
7394 Chy, ¢ C1 H H c~CyH, 5B'Ts0K G118 MECTO
7399 CHy Cl cl H Ci, CH, s=p'wsoxc  GR Macno
7499 CH; Cl CF, H H c-CH, np'asoic G119 -
7401 CH, ¢l cl H H e-C,H, 38'Te0K Gty MECIIO
7402 cH, ¢l C1 H H -0, 4, 3BqEoIc G20 Macno
7403 CH, cl CF, B H c-CH, segsor G20 -
74D4 CH, cl <y H H CH, ozB'gacke 61 MACNO
7405 cH, i 1 H B C,H, Q=0 CeH MACIIo
%
7404 GCH, Cl cl H H CH, c=0 Q21 MaCno
7407 CHy ¢l Ci H Cely Cx0 @22 Maco
7408 ck; Gl cL H 4-F- C=0 CH;  Macio
C;H,Ch,
7409 CH, 1 ] H H ¢-C,K, 5B'TI0K G623  Macio
miou:
{a} G rpyrH:
Gl = {_Co G2 - Hj
O
= {5
Gl = Y 6i = \_/
65 « i—nuw-cm 66 = l—(yj
CH,
ST = Chech, GE =  p-CH-CH-CH,
a9 = i—{l G1os ~—C=CH



4
Gllr -_G‘CCHS Gl2= i_g

HyC ‘
Gl3= z /""z Gl i—@
H©

o =0 3_@_.,8 Glh= 3—@
517+ i—@i‘\ :;13:'2 A

HiG -

G18= §_<] ¢20- \_/
1= 9——@—%3 22 g,

(b) Ansa cnonyk, No3HayYeHUx sk "Macno”, cnekTpanbHi gaHi HaBeaeHi Hk4e: Mpuknag 7056, cnekTpanbHi AaHi:
Mac-criektpockonist (ESI): m/e 363 (M+2), 361 (M*, 100%). Mpuknag 7086, cnekTpanbHi gaHi: TLC Ry 0,25 (30:70
eTunaueTaT-rekcaH). amp (300 Mru, CDCls): 6 8,91 (1H, s), 7,72 (1H, d, J=9,2 I'y), 6,90-6,84 (2H, m), 6,08 (1H,
ddq, J=15,4Ty, 6,6 H, 1,4 I'y), 5,67 (1H, dqd, J=15,4 'y, 6,5 H, 1,5 y), 5,24 (1H, br nentet, J=7,0 '), 3,85 (3H, s),
2,96 (2H, dq, J=7,5, 1,1 T'w), 2,47 (3H, s), 1,81 (3H, d, J=7,0 I'y), 1,73 (3H, dt, J=6,2, 1,3 ), 1,41 (3H, t, J=7,5 I'w).
Mac-cnektpockonisi (NH3-Cl): m/e 339(3), 338(23), 337(100).

Mpvknap 7116, cnekTpanbHi AaHi: TLC Ry 0,15 (30:70 etunauetaTt-rekcan). “SAIMP (300 Mru, CDCls): & 8,96 (1H,
s), 7,68 (1H, d, J=8,4 'u), 7,09 (1H, d, J=2,6 l'y), 6,96 (1H, dd, J=8,4, 2,6 'y), 6,09 (1H, ddq, J=15,4 'y, 6,6H, 1,8
lu), 5,67 (1H, dqd, J=15,4 'y, 6,5H, 1,4 I'y), 5,23 (1H, br nenret, J=6,8 I'y), 3,87 (3H, s), 2,98 (2H, q, J=7,5Tu), 1,82
(3H, d, J=7,0 T'y), 1,73 (3H, dt, J=6,6, 1,3 T'y), 1,40 (3H, t, J=7,5 'u). Mac-cnektpockonis (NHs-Cl): m/e 360(7),
359(33), 358(23), 357(100).

Mpuknag 7145, cnekTpanbHi aaHi: Tnn=78-79°C. TLC Ry 0,52 (30:70 etunauetat-rekcaH). "“AMP (300 Mru,
CDCl3): 6 9,01 (1H, s), 7,86-7,81 (2H, m), 7,68 (1H, d, J=8,0 'u), 6,38 (2H, ddd, J=17,2 'y, 10,6H, 5,8 I'y), 5,90-5,83
(1H, m), 5,40 (2H, dd, J=10,6, 1,3 'y), 5,29 (2H, dt, J=17,2, 0,9 I'y), 2,97 (2H, q, J=7,6 Tu), 1,41 (3H, t, J=7,6 I'w).
Mac-cnektpockonisi (NHs-Cl): m/e 396(8), 395(36), 394(25), 393(100). AHani3, po3pax. anst Ci9H16CIFsN4: C, 58,10;
H, 4,12; N, 14,26; 3HangeHo: C, 58,14; H, 4,28; N, 13,74.

Mpwknap 7146, cnekTpanbHi gaxi: TLC Ry 0,43 (30:70 etunauetaT-rekcan). “sSIMP (300 Mru, CDCls) & 8 99 (1H,
B), 7,84-7,79 (2H. T), 7,67 (1H, dd, J-8,5, 1,1 I'y), 6,10 (1H, ddq, J-15,4 'y, 6,8H, 1,8 '), 5,70 (1H, dqd, J-15,4 I,
6,5H, 1,1 l'u), 5,24 (1H, neHteT, J=7,0 'u), 2,99 (2H, q, J=7,5Ty), 1,83 (3H, d, J=7,0 'y), 1,74 (3H, dt, J=6,6, 1,3 L),
1,40 (3H, t, J-7,5 'u). Mac-cHekTpockonist (NHs-Cl): m/e 398(7), 397(36), 396(25), 395(100).

Mpuknag 7231, cnekTpanbHi gaHi: Tnn=78-88°C. TLC R; 0,55 (50:50 eTunauetat-rekca). “AMP (300 Mru,
CDCls3): OcHoBHui i3omep: & 8,90 (1H, s), 6,95 (2H, s), 4,68-3,05 (6H, m), 3,02-2,92 (2H, m), 2,70-2,55 (2H, m), 2,32
(3H, s), 2,20-2,00 (2H, m), 2,05 (3H, s), 1,96 (3H, s), 1,70-1,45 (4H, m), 1,39 (3H, t, J=7,7 'y), 0,93 (3H, t, J=7,3 'w);
Mo6iyHun isomep: & 8,89 (1H, s), 6,95 (2H, s), 4,68-3,05 (6H, m), 3,02-2,92 (2H, m), 2,70-2,55 (2H, m), 2,32 (3H, s),
2,20-2,00 (2H, m), 2,06 (3H, s), 2,01 (3H, s), 1,70-1,45 (4H, m), 1,38 (3H, t, J=7,7 'u), 0,90 (3H, t, J=7,3 'u). Mac-
cnektpockonia (NHs-Cl): m/e, po3pax. anst CasH3sN4O2: 423,2760, 3HangeHo 423,2748; 425(5), 424(29), 423(100).
AHanis, pospax. gnsa CasHzaN4O2-H20: C, 68,15; H, 8,24; N, 12,72; 3HangeHo: C, 67,80; H, 7,89; N, 12,24.

Mpwvknag 7234, cnekTpanbHi Aani: TLC Ry 0,46 (30:70 etunauetaTt-rekcan). “SAMP (300 Mru, CDCls): & 8,99 (1H,
s),7,87 (1H, d, J=8,0 I'y), 7,83 (1H, s), 7,68 (1H, d, J=8,0 'u), 6,50 (1H, d, J=3,0 'u), 5,99 (1H, d, J=3,0 l'y), 5,10
(1H, d, J=10,6 '), 2,99-2,79 (2H, m), 2,20 (3H, s), 2,10-2,00 (1H, m), 1,30 (3H, t, J=7,5 'y), 1,00-0,90 (1H, m), 0,71-
0,59 (2H, m), 0,56-0,46 (1H, m). Mac-cnektpockonis (NHs-Cl): m/e 463(35), 461(100):

Mpvknan 7241, cnekTpanbHi AawHi: Mac-cnektpockonis (NHz-Cl): m/e 371 (M+H', 100%). Mpuknan 7243,
cnekTpanbHi aaHi: TLC Ry 0,43 (30:70 eTunaveraT-rekcaH). 9mpP (300 Mry, CDC13): 6 9,01 (1H, s), 7,85 (1H, d,
J=8,0Tu), 7,83 (1H, s), 7,69 (1H, d, J=8,0 '), 5,24 (1H, dd, J=8,4, 2,5 I'y), 3,28 (1H, dq, J=15,5, 7,5 '), 3,14 (1H,
dg, J=15,5, 7,5 W), 2,56 (1H, d, J=2,5 I'y), 1,78-1,67 (1H, m), 1,48 (3H, t, J=7,5 L), 0,92-0,81 (2H, m), 0,66-0,49
(2H, m). Mac-cnektpockoniss (NHs-Cl): m/e, pospax. gns CyoHi17CIFsN4: 405,1094, 3HamgeHo 405,1098; 408(8),
407(34), 406(25), 405(100).

Mpvknap 7249, cnekTpanbHi AaHi: TLC Ry 0,19 (30:70 etunauetaT-rekcan). *SAMP (300 Mru, CDCls): 5 8,93 (1H,



s), 7,72 (1H, d, J=8,5 I'y), 7,37 (1H, d, J=2,5 u), 7,18 (1H, dd, J=8,5, 2,5 'u), 5,23 (1H, dd, J=8,I, 2,6 I'u), 3,92 (3H,
s), 3,31-3,04 (2H, m), 2,54 (1H, d, J=2,6 I'y), 1,76-1,64 (1H, m), 1,47 (3H, t, J=7,5 'y), 0,90-0,80 (2H, m), 0,64-0,52
(2H, m). Mac-cnektpockonia (NHs-Cl): m/e, pospax. ana CaiHzoFsN4O: 401,1603, 3HangeHo 401,1602; 403(6),
402(24), 401(100).

Mpuknag 7250, cnektpanbHi aaHi: TLC Ry 0,17 (20:80 etunauetat-rekcaH). “AMP (300 Mru, CDCls): 5 9,01 (1H,
s), 7,67 (1H, d, J=8,5 I'y), 7,58 (1H, d, J=1,8 I'y), 7,41 (1H, dd, J=8,5, 1,8 '), 5,53 (1H, dt, J=8,0, 2,6 I'L), 3,20 (1H,
dq, J=15,8, 7,5 I'u), 3,05 (1H, dq, J=15,8, 7,5 L), 2,55 (1H, d, J=2,6 '), 2,42-2,29 (1H, m), 2,28-2,15 (1H, m), 1,46
(38H, t, J=7,5 Tw), 1,04 (3H, t, J=7,5 u). Mac-cnektpockonisi (NHs3-Cl): m/e, po3pax. ansa CigH17C1:N, 359,0830,
3HageHo 359,0835; 364(2), 363(12), 362(14), 361(67), 360(24), 359(100).

Mpvknap 7259, cnekTpanbHi AaHi: TLC Ry 0,22 (20:80 etunauetaT-rekcan). “SAIMP (300 Mru, CDCls): 5 9,01 (1H,
s), 7,67 (1H, d, J-8,1 T'y), 7,58 (1H, d, J-1,8 '), 7,40 (1H, dd, J-8,1, 1,8 T'w), 5,63 (1H, dt, 1=7,9, 2,5 '), 3,20 (1H,
dq, J=15,7, 7,7 Tw), 3,05 (IH, dq, J-15,7, 7,7 Tw), 2,54 (1H, d, J=2,5 I'y), 2,37-2,24 (1H, m), 2,19-2,06 (1H, m), 1,60-
1,45 (1H, m), 1,46 (3H, t, J=7,7 '), 1,39-1,25 (1H, m), 0,99 (3H, t, J=7,3 'y). Mac-cnekrpockonis (NHs-Cl): m/e,
po3pax. ana CigH19CloN4: 373,0987, 3HaraoeHo 373,0984; 378(3), 377(12), 376(15) 375(66), 374(26), 373(100).

Mpuvknap 7261, cnekTpanbHi aaHi: TLC Ry 0,52 (30:70 etunauetaT-rekcan). “SAMP (300 Mru, CDCls): 5 9,03 (1H,
s), 7,84 (2H, m), 7,68 (1H, dd, J=7,3, 0,7 'u), 5,65 (1H, dt, J=8,l, 2,6 '), 3,24-3,02 (2H, m), 2,55 (1H, d, J=2,6 '),
2,33-2,25 (1H, m), 2,20-2,12 (IH, m), 1,46 (3H, t, J=7,5 'y), 1,00 (3H, t, J=7,3 I'y). Mac-cnektpockonisi (NHs-Cl): m/e,
po3pax. ana CooH19CIFsN4: 407,1250, 3HavaeHo 407,1243; 410(8), 409(36), 408(25) 407(100).

Mpuvknap 7266, cnekTpanbHi aaHi: TLC Ry 0,19 (20:80 etunauetat-rekcan). “AMP (300 Mru, CDCls): 5 9,01 (1H,
d, J=1,5 I'u), 7,38 (1H, d, J=1,8 T'w), 7,24 (1H, d, J=1,8 T'y), 5,70-5,58 (1H, m), 3,24-3,00 (2H, m), 2,55 (1H, d, J=2,5
), 2,40-2,25 (1H, m), 2,20-2,05 (1H, m), 2,10 (3H, d, J-1,8 M), 1,62-1,47 (1H, m), 1,43 (3H, t, J=7,5 L), 1,42-1,27
(1H, m), 1,00 (3H, t, J=7,3 T'u). Mac-cnektpockoniss (NHs-Cl): m/e, po3pax. gna CyoH21CloN4: 387,1143, 3HangeHo
387,1144; 392(3), 391(12), 390(16), 389(66), 388(27), 387(100).

Mpuknag 7268, cnekTpanbHi Aawi: TLC Ry 0,29 (20:80 etunauetat-rekcan). “AMP (300 Mru, CDCls): & 9,01 (1H,
s), 7,67 (1H, d, J=8,5 'w), 7,58 (1H, d, J=2,2 I'u), 7,41 (1H, dd, J=8,5, 2,2 '), 5,60 (1H, dt, J-7,9, 2,6 '), 3,19 (1H,
dq, J=15,3, 7,3 'y), 3,05 (1H, dqg, J=15,3, 7,3 'y), 2,54 (1H, d, J=2,6 'u), 2,38-2,23 (1H, m), 2,20-2,05 (1H, m), 1,58-
1,44 (1H, m), 1,46 (3H, t, J=7,3 'y), 1,40-1,23 (5H, m), 0,87 (3H, t, J=7,0 'y). Mac-cnektpockonis (NHs-Cl): m/e,
pospax. ansa Cz1H23CloN4: 401,1300, 3HargeHo 401,1300; 406(3), 405(13), 404(17) 403(69), 402(28), 401(100).

Mpwuknag 7270, cnekTpanbHi AaHi: TLC R, 0,60 (30:70 etunaueTaT-rekcaH). “AMP (300 Mru, CDCls): & 9,03 (1H,
s), 7,84 (2H, m), 7,68 (1H, dd, J=9,01, 0,7 I'y), 5,62 (1H, dt, J=8,l, 2,6 'u), 3,24-3,02 (2H, m), 2,55 (1H, d, J=2,6 '),
2,34-2,27 (1H, m), 2,19-2,13 (1H, m), 1,46 (3H, t, J=7,3 T'u), 1,40-1,25 (6H, m), 0,88 (3H, t, J=7,0 'y). Mac-
cnektpockonis (NHs-Cl): m/e, po3pax. onst CaxoHo3ClF3Na: 435,1563, 3HavigeHo 435,1566; 438(9), 437(36), 436(27),
435(100).

Mpvknag 7279, cnekTpanbHi Aani: TLC Ry 0,31 (30:70 etunauetaTt-rekcan). “SAMP (300 Mru, CDCls): & 8,97 (1H,
s), 7,84 (2H, m), 7,68 (1H, d, J=7,7 T'w), 4,74-4,67 (1H, m), 3,45-3,36 (1H, m), 3,03 (2H, q, J=7,7 'u), 3,00-2,93 (1H,
m), 1,93 (1H, t, J=2,7 I'y), 1,86 (3H, d, J=7,0 '), 1,43 (3H, t, J=7,5 'y). Mac-cnekrpockonis (NHs-Cl): m/e 396(7),
395(34), 394(24), 393(100).

Mpwvknag 7286, cnekTpanbHi Aani: TLC Ry 0,29 (20:80 etunauetaTt-rekcan). “SAMP (300 Mru, CDCls): & 8,97 (1H,
s), 7,68 (1H, d, J=8,4 'u), 7,58 (1H, d, J=1,8 Tw), 7,41 (1H, dd, J=8/4, 1,8 I'u), 5,19 (1H, dqg, J=8,4, 2,6 I'L), 3,26
(11H, dq, J=15,7, 7,3 Tw), 3,14 (1H, dq, J=15,7, 7,3 '), 1,88 (3H, d, J=2,6 'L), 1,70-1,60 (1H, m), 1,47 (3H, t, J=7,3
lu), 0,89-0,78 (2H, m), 0,60-0,43 (2H, m). Mac-cnektpockonis (NHs-Cl): m/e, pospax. ans CzoH19C1,N4: 385,0986,
3HaiigeHo 385,0992; 390(3), 389(12), 388(15), 387(66), 386(26), 385(100).

Mpuknag 7288, cnekTpanbHi gaHi: Mac-cnektpockonis (NHs-Cl): m/e 419 (M+H 100%).

Mpvknag 7295, cnekTpanbHi AaHi: TLC Ry 0,19 (20:80 etunauetaT-rekcan). “SAMP (300 Mru, CDCls): § 8,99 (1H,
s), 7,67 (1H, d, J=8,4 T'w), 7,57 (1H, d, J=2,2 T'y), 7,40 (1H, dd, J-8,4, 2,2 Tu), 5,49 (1H, tq, J=7,7, 2,2 T'u), 3,19 (1H,
dg, J=15,3, 7,7 ['u), 3,05 (1H, dq, J=15,3, 7,7 W), 2,26 (1H, dg, J-21,3, 7,7 T'u), 2,13 (1H, dqg, J=21,3, 7,7 I'y), 1,87
(3H, d, J=2,2 Tu), 1,45 (3H, t, J=7,7 Ty, 1,01 (3H, t, J=7,7 T'y). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. ans
C19H19Cl2N4: 373,0987, 3HanigeHo 373,0987; 378(3), 377(13), 376(15), 375(68), 374(25) 373(100).

Mpvknap 7297, cnekTpanbHi AaHi: TLC Ry 0,48 (30:70 etunauetaTt-rekcan). “SIMP (300 Mru, CDCls): § 9,01 (1H,
s), 7,83 (2H, m), 7,67 (1H, dd, J=7,4, 0,8 'u), 5,51 (1H, dt, J=8,l, 2,2 I'y), 3,25-3,03 (2H, m), 2,35-2,13 (2H, m), 1,88
(3H, d, J=2,2 Tu), 1,45 (3H, t, J=7,5 y), 1,01 (3H, t, J=7,3 I'y). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. ans
C20H19CIF3N4: 407,1250, 3HarigeHo 407,1267; 410(8), 409(35), 408(25), 407(100).

Mpuknapg 7306, cnekTpaneHi gaHi: Mac-cnektpockonist (NHs-Cl): m/e 429 (M+H 100%).

Mpvknap 7324, cnekTpanbHi AaHi: TLC Ry 0,38 (30:70 etunauetaTt-rekcan). “SIMP (300 Mru, CDCls): & 8,99 (1H,
s), 7,84 (1H, d, J=8,4 T'w), 7,83 (1H, d, J=I,8 T'y), 7,68 (1H, dd, J=8,4, 18 '), 7,36 (1H, d, J=3 T'w), 6,51 (1H, d, J=5
ly), 6,39 (1H, dd, J=5,3 '), 5,78 (1H, dd, J=9, 7 'y), 3,00-2,85 (2H, m), 2,75-2,52 (2H, m), 1,37 (3H, t, J=7,5 L),
0,98 (3H, t, J=7,5 I'u). Mac-cnektpockonis (NHs-Cl): m/e 439(1), 438(8), 437(34), 436(26) 435(100).

Mpvknap 7349, cnekTpanbHi AaHi: TLC Ry 0,20 (30:70 eTunauetaT-rekcan). “sSAIMP (300 Mru, CDCls): & 9,00 (1H,
s), 7,87 (1H, d, J=8,0 T'u), 7,83 (1H, s), 7,69 (1H, d, J=8,0 ['L), 5,01 (1H, d, J=10,6 T'y), 2,93 (1H, dq, J=15,9, 7,5 I'L),
2,75 (1H, dq, J=15,9, 7,5 I'y), 2,58 (3H, s), 2,04-1,94 (1H, m), 1,93 (3H, s), 1,33 (3H, t, J=7,5 1), 1,32-1,22 (1H, m),
1,00-0,87 (1H, m), 0,74-0,60 (3H, m). Mac-cnektpockonis (NHs-Cl): m/e, po3pax. ana CzsH22ClIFsNsO: 476,1465,
3HargeHo 476,1469; 478(35), 476(100).

Mpvknapa 7351 cnekTpanbHi aaHi: TLC Ry 0,44 (30:70 etunauetat-rekcat). “AMP (300 Mru, CDCla): 8 8,99 (1H,
s), 7,88-7,82 (2H, 1), 7,68 (1H, d, J=8,0 'u), 6,35 (1H, ddd, J=17,2, 10,6H, 5,1 I'y), 3 Ty), 5,33 (1H, br d, J=10,6 I'y),
5,26 (1H, br d, J=17,2 I'w), 4,43-4,37 (1H, m), 3,02-2,90 (2H, m), 1,99-1,89 (1H, m), 1,41 (3H, t, J=7,5 '), 0,94-0,84
(1H, m), 0,62-0,52 (2H, m), 0,40-0,30 (1H, m). Mac-cnektpockonis (NHs-Cl): m/e 411(1), 410(7), 409(34), 408(25),
407(100).

246 Mpuknag 7352, cnekTpanbHi Aawi: TLC Ry 0,13 (20:80 etunavetat-rekcaH). “AMP (300 Mru, CDCls): & 8,96
(1H, s), 7,69 (1H, d, J=8,4 I'u), 7,58 (1H, d, J=2,2 Tu), 7,41 (1H, dd, J=8,8, 2,2 '), 6,33 (1H, ddd, J=17,2, 10,6, 5,2
), 5,35-5,20 (2H, m), 4,42-4,35 (1H, m), 3,03-2,88 (2H, m), 2,00-1,89 (1H, m), 1,40 (3H, t, J=7,6 'u), 0,92-0,82 (1H,



m), 0,62-0,52 (2H, ra), 0,40-0,30 (1H, m). Mac-cnektpockonisi (NHs-Cl): m/e, pospax. ans CigH19CloN4: 373,1000,
3HangeHo 373,0995; 378(3), 377(12), 376(15), 375(66), 374(26), 373(100).

Mpuknag 7355, cnekTpanbHi aaHi: Mac-cnektpockonis (NHz-Cl): m/e 337 (M+H", 100%).

Mpuknag 7356, cnekTpanbHi aaHi: Mac-cnektpockonis (NHz-Cl): m/e 365 (M+H", 100%).

Mpvknap 7357, cnekTpanbHi AaHi: TLC Ry 0,19 (30:70 etunauetaT-rekcan). “SIMP (300 Mru, CDCls): & 8,91 (1H,
s), 7,70 (1H, d, J=8,4 T'y), 7,35 (1H, d, J=2,6 I'y), 7,19 (1H, dd, J=8,4, 2,6 'u), 6,42 (1H, ddd, J=16,9, 10,3, 6,6 L),
5,27 (1H, d, J=10,2 I"u), 5,14 (1H, d, J=17,3 l'y), 5,08-4,99 (1H, m), 3,91 (3H, s), 2,99-2,90 (2H, m), 2,42-2,29 (1H,
m), 2,27-2,15 (1H, m), 1,39 (3H, t, J=7,5Tw), 1,38-1,10 (2H, m), 0,95 (3H, t, J=7,1 'u). Mac-cnektpockonisi (NHs-ClI):
m/e, po3pax. anst CoiH2aF3N4O: 405,1915, 3HanpeHo 405,1923; 407(5), 406(24), 405(100). AHani3, po3pax. Ans
Co1H23F3N4O: C, 62,37; H, 5,73; N, 13,85; 3HangeHo: C, 62,42; H, 5,73; N, 13,48.

Mpuknag 7358, cnekTpanbHi AaHi: Mac-cnektpockonis (NHs-Cl): m/e 379 (M+H", 100%).

Mpvknap 7360, cnekTpanbHi AaHi: TLC Ry 0,13 (30:70 etunauetaTt-rekcan). “SAIMP (300 Mru, CDCls): & 8,91 (1H,
s), 7,68 (1H, d, J=8,8 'u), 7,35 (1H, d, J-2,6 I'y), 7,16 (1H, dd, J=8,8, 2,6 'u), 6,15-6,06 (1H, m), 5,73-5,63 (1H, m),
5,28-5,18 (1H, m), 3,91 (3H, s), 2,96 (2H, q, J=7,4 l'y), 1,82 (3H, d, J=7,3 I'y), 1,74 (3H, dt, J=6,6, 1,3 'u), 1,39 (3H,
t, J=7,4 T'y). Mac-cnektpockonisi (NHs-Cl): m/e, po3pax. onst CoH22F3N4O: 391,1733, 3HarigeHo 391,1736; 393 (3),
392(23), 391(100).

Mpuvknap 7361, cnekTpanbHi aaHi: TLC Ry 0,43 (50:50 etunauetaT-rekcan). “AMP (300 Mru, CDCls): & 8,96 (1H,
s), 7,42 (1H, s), 6,84 (1H, s), 5,55 (1H, dt, J=5,5, 2,2 'y), 3,94 (3H, s), 3,92 (3H, s), 3,49-2,98 (2H, m), 2,54 (1H, d,
J=2,6Tu), 2,45 (3H, s), 2,35-2,16 (2H, m), 1,48 (3H, t, J=7,5Tu), 1,03 (3H, t, J=7,5 'u). Mac-cnektpockonis (NHs-Cl):
m/e, po3spax. ansa Cz1H2sN402: 365,1978, 3HavgeHo 365,1966; 367(6), 366(24), 365(100).

Mpwuknag 7390, cnekTpanbHi Aawi: TLC Ry 0,45 (30:70 etunaueTat-rekcaH). “AMP (300 Mru, CDCls): & 8,99 (1H,
s), 7,88 (1H, d, J=8,0 'u), 7,83 (1H, s), 7,69 (1H, d, J=8,0 I'u), 7,30-7,22 (1H, m), 7,07-7,01 (1H, m), 6,99-6,92 (1H,
m), 5,25 (1H, d, J=10,2 I'y), 2,97-2,78 (2H, m), 2,23 (1H, br), 1,32 (3H, t, J=7,3 '), 1,10-1,00 (1H, m), 0,81-0,71 (1H,
m), 0,64-0,54 (1H, m), 0,50-0,40 (1H, m). Mac-cnektpockonisi (NHs-Cl): m/e, pospax. anst C»2H19CIF3N4S: 463,0971,
3HangeHo 463,0960; 467(3), 466(10), 465(99), 464(28), 463(100).

Mpuknag 7392, cnekTpanbHi Aani: TLC Ry 0,44 (30:70 etunauetaT-rekcan). “SAMP (300 Mru, CDCls): & 8,99 (1H,
s), 7,88 (1H, d, J-8,0 '), 7,83 (1H, s), 7,68 (1H, d, J=8,0 I'y), 7,30 (1H, br d, J=4,8 I'y), 7,18 (1H, br d, J=4,8 '),
6,92 (1H, m), 5,12 (1H, d, J=9,9 'u), 2,92-2,67 (2H, m), 2,13 (1H, br), 1,28 (3H, t, I=7,5 'y), 1,08-0,99 (1H, m), 0,79-
0,69 (1H, m), 0,55-0,45 (2H, m). Mac-cnektpockonisa (NHs-Cl): m/e, pospax. gna CaoHi19CIF3N4S: 463,0971,
3HangeHo 463,0953; 467(3), 466(10), 465(39), 464(29), 463(100).

Mpwvknag 7396, cnekTpanbHi Aani: TLC Ry 0,27 (20:80 etunauetat-rekcaH). “AMP (300 Mru, CDCls): & 8,96 (1H,
s), 7,67 (1H, d, J=8, '), 7,58 (1H, d, J=1,8 T'y), 7,41 (1H, dd, J=8,I, 1,8 I'y), 6,86 (1H, s), 5,83 (1H, dd, J=9,9, 6,2
lu), 4,43 (2H, q, J=7,3 Tw), 2,98 (2H, q, J=7,7 l'y), 2,91-2,78 (1H, m), 2,63-2,49 (1H, m), 1,42 (3H, t, I=7,7 l'u), 1,40
(3H, t, J=7,3 Tu), 1,39-1,19 (2H, m), 1,00 (3H, t, J=7,3 T'y). Mac-cnektpockonissi (NHs-Cl): m/e, pospax. ans
C23H24Cl2Ns03: 488,1256, 3HangeHo 488,1252; 493(3), 492(13), 491(18), 490(682, 489(28), 488(100).

Mpuknag 7398, cnektpanbHi gaHi: TLC Ry 0,11 (20:80 etunauetar-rekcaH). “AMP (300 Mru, CDCls): 6 8,99 (1H,
s), 7,72 (1H, d, J=8,1 T'y), 7,59 (1H, d, J=1,8 T'y), 7,42 (1H, dd, J=8,1, 1,8 'y), 5,40 (1H, dd, J=10,4, 5,0 l'y), 4,42
(2H, q, J=7,4 T'y), 3,00-2,90 (2H, m), 2,66-2,52 (1H, m), 2,51-2,38 (1H, m), 1,46 (3H, t, J=7,4 T'y), 1,41 (3H, t, J=7,3
Mu), 1,40-1,10 (2H, m), 0,98 (3H, t, J=7,2 T'u). Mac-cnekrpockonia (NHs-Cl): m/e, po3pax. anst CzsHzsClaNgOa4:
531,1315, 3HangeHo 531,1315; 531(100).

Mpvknag 7399, cnekTpanbHi AaHi: TLC Ry 0,13 (20:80 etunauetaTt-rekcan). “SAMP (300 Mru, CDCls): 5 8,98 (1H,
s), 7,38 (1H, d, J=1,8 I'y), 7,23 (1H, d, J=1,8 T'u), 6,15-6,06 (1H, m), 5,76-5,63 (1H, m), 5,26-5,20 (1H, m), 2,96 (2H,
q, J=7,4 T'y), 2,10 (3H, s), 1,83 (3H, d, J=7,0 Tw), 1,74 (3H, d, J=6,6 I'y), 1,37 (3H, t, J=7,4 'y). Mac-cnekTpockonis
(NH3-CI): m/e, po3spax. ans CigH21CloN4: 375,1117, 3HavgeHo 375,1123; 380(2), 379(12), 378(15), 377(66), 376(26),
375(100).

Mpwvknap 7401, cnekTpanbHi AaHi: TLC Ry 0,20 ( etunauetat). “AMP (300 Mru, CDCls): & 8,99 (1H, s), 7,71 (1H,
d, J3=8,4Tu), 7,58 (1H, d, J=1,8 I'u), 7,41 (1H, dd, J=8,4, 1,8 l'y), 7,11 (1H, d, J=1,1 '), 6,87 (1H, d, J=1,1 'u), 5,41
(1H, d, J=10,3 I'u), 3,34 (3H, s), 3,08 (1H, dq, J=15,8, 7,7 I'y), 2,89 (1H, dq, J=15,8, 7,7 '), 2,39-2,25 (1H, m), 1,14
(3H, t, J=7,7 T'y), 1,07-0,97 (1H, m), 0,70-0,58 (2H, m), 0,52-0,42 (1H, m). Mac-cnekrpockonisi (NHs-Cl): m/e, po3pax.
ans Co1H21ClNg: 427,1205, 3HanaeHo 427,1196; 429(66), 427(100).

Mpuknag 7402, cnekTpanbHi aaHi: Mac-cnektpockonis (NHz-Cl): m/e 424 (M+H", 100%).

Mpuknag 7404, cnekTpanbHi aaHi: Mac-cnextpockonis (NHsz-Cl): m/e 419 (M+H", 100%).

Mpuknag 7405, cnekTpanbHi aaHi: Mac-cnektpockonis (NHsz-Cl): m/e 487 (M+H", 100%).

Mpuknag 7406, cnekTpanbHi aaHi: Mac-cnektpockonis (NHs-Cl): m/e 501 (M+H", 100%).

Mpuknag 7407, cnekTpanbHi aaHi: Mac-cnextpockonis (NHs-Cl): m/e 517 (M+H", 100%).

Mpuknag 7408, cnekTpanbHi AaHi: Mac-cnextpockonis (NHs-Cl): m/e 457 (M+H", 100%).

Mpuknag 7409, cnekTpanbHi AaHi: Mac-cnektpockonis (NHs-Cl): m/e 429 (M+H", 100%).

3acTocyBaHHS

Mpoba Ha 3B'A3yBaHHs CRF-R1 peLenTopiB Ans ouiHkK 6ionoriyHoi akTMBHOCTI

Hwx4ye nogaHo onuc npouenypy BUAINEHHS KMITUHHUX MeMOpaH, o MicTaTb knoHoBaHi CRF-R1 peuentopu
NOAMHN, AN BUKOPUCTAHHA Yy CTaHAapTHIA Npobi Ha 3B'A3yBaHHS | TAaKoX ONUC camoi Npodu.

MatpnyHa PHK 6yna BuaineHa i3 rinokamna nmtognHu. MPHK ©yna nigaaHa 3BOpOTHbOMY TpaHCKpUOYyBaHHKO 3
BUKOpUCTaHHsIM oniro (dt) 12-18, i kogytoda AinsHka 6yna amnnicikoBaHa PCR Big iHiLilOOYOro 40 TEPMiHY0HOoro
kopoHiB. Pesynbtytoumn PCR dparmeHT OyB knoHoBaHui B ECORV cant pGEMV, 3BigkM OaHui iHcepT OyB
pereHepoBaHuii 3 BukopuctaHHaM Xhol+Xbal i knoHoBaHui y Xhol+Xbal cainTv Bektopa pm3ar (KoTpun Mictute CMV
npomoTop, SV40 't' cnnanc- Ta paHHO noni A o3Haku, BipycHuii pennikatop EnwTteliHa-bappa (Epstein-Barr) Ta
CENeKTVBHUIA LWoJ0 rirpoMiumMHy Mapkep). PesynbTytoumii BekTop ekcnpecii nig Haseowo phchCRFR 6yB
TpaHcdekToBaHWM y KNiTuHKM 293 EBNA, i kniTuHKM, Wo yTpumyBanu enicomy, 6ynu Bigibpai y npucytHocti 400MM
rirpoMiumHy. KnitmHu, wo ButpuManu 4 TwkHi cenekuii y rirpomMiumHi, 6ynn o6'egHaHi, agantoBaHi OO poOCTy y
cycneHsii Ta BUKOpUCTaHi Ans reHepauii mem6paH y npobi Ha 3B'A3yBaHHS, O po3rnsHyTa Hwkye. OkpeMmi anikBoTHI



npo6u, Wo MicTUNKM NpuBnmaHo 1x10° cycneHAoBaHWX KMiTWH, NOTIM LIEHTPUdYryBanu 3 yTBOPEHHSIM ocady Ta
3aMopoOXyBanu.

[ns npobu Ha 3B'I3yBaHHsI 3a3Ha4YeHWI BULLIE 3aMOPOXEHUI MiCNsA LEHTPUAYryBaHHA ocaf, Lo MICTUB KIiTUHU
293 EBNA, TtpaHcdektoBaHi hCRFRI peuentopamu, romoreHidyBanu y 10 Mn OXONOMKEHOro NbOAOM TKaHWUHHOIO
6ycdepa (50MM Oydepa HEPES, pH 7,0, wo mictue 10MM MgCl,, 2MM EGTA (eTuneHrnikonbTeTpaoLToBa
kvucnota), 1Mr/n anpoTuHiHy, 1mr/mn nevnentuHy Ta 1mr/mn nencraTtuHy). JaHuii romoreHaT LeHTpudyrysanu npu
40000 x g npoTarom 12 XBUNWH, | ogepXaHWn ocaz 3HOBY romMoreHidyBanu y 10Mn TkaHuHHoro 6ydepa. lMicns we
OfHOrO LeHTpudyryBaHHs npy 40000xg npoTsirom 12 XBWUMWH JaHWIA Ocaj pecycrneHayBanu A0 KOHUeHTpauii Ginka
360 mr/Mn Ans BUKOPUCTaHHS y BKa3aHiv npooi.

Mpobu Ha 3B'A3yBaHHA NpoBOAUNUCL Y 96-KOMIPKOBMX MIIaHLLETaX; KOXHa KOMipka mMana Mictkicte 300mn. [o
KO>XHOI KOMipKku gogasanu no 50mn po3ymHiB BUNpobyemumx nikapcbkux npenaparie (KiHUeBi KOHUeHTpauii npenapaty
BapitoBar Big 10™° go 10°M), 100mn '*°J-CRF-BiB4i (***J-0-CRF) (kiHLUeBa KoHLeHTpauis 150nM) Ta 150mn
KNiTKOBOrO roMoreHary, Lo onucaHui suwe. MoTiM nnaHLWeTy cTaBunm Ha iHKkyOyBaHHsS Mpu KiMHaTHIN TemnepaTypi
NpoTSArom 2 rofuH, i iHkydatun ginbTpyBanu Yepe3 GF/F ginbTpu (nonepeaHbo npocodeHi 0,3% nonietuneHimiHom) 3
BUKOPUCTaHHAM BiAMNOBIAHOMO KMITMHHOTO XapBecTepa. [lepen BUMYYEHHSAM OKpeMux inbTpiB Ans  OUiHKK
pagioakTMBHOCTI 3a JOMOMOroK raMMa NivusibHKMKa iX NPOMUMBANM 2 pasu OXONOAKEHUM NboA0M NpobHMM Bydepom.

KpuBi iHribyBaHHS 3B'si3yBaHHS 123.0-CRF 3 KniTUHHUMM MeMbpaHamMu Npu pisHUX pPo3BEOEHHAX BUMPOBYyeEMOro
nikapcbkoro npenapaTy aHanidyBanu 3a gonomoroto nporpamu JIIFTAHL (LIGAND) nigroHks KpuBMX iTepauiiHm
metogom (P.J. Munson and D. Rodbard, Anal. Biochem., 107:120 (1980), wo gae 3Ha4yeHHsa Ki ons iHribyBaHHs,
KOTPi NOTIM BUKOPUCTOBYIOTLCS ANSA OLHKM Bi0NOoriYHOT aKTUBHOCTI.

Ak anbTepHaTuBa, Yy nNpobax Ha 3B'A3yBaHHs, aHanor4yHMWX OO PO3MMISHYTUX BULLE, MOXYTb 3aCTOCOBYBaTWChb
TKaHWHW Ta KMNiTUHW, WO NpUpOoaHiM YMHOM ekcnpecytoTe CRF peuentopu.

Cnonyka BBaXaeTbCa aKTUBHO, KON Mae 3HadeHHs Ky ans iHridyBaHHs CRF meHwe npnbnnusHo 10000 HM.

IHribyBaHHsA cTumynboBaHoi CRF akTMBHOCTI ageHinaTumknasm

IHribyBaHHA cTMMynboBaHoi CRF akTMBHOCTI ageHinaTumknasu Moxe 34iNCHIOBaTUCh 32 METOAOM, L0 ONUCaHWUIA
G. Battagila et al., Synapse 1:572 (1987). Y kopoTkomy Buknagi, npobu nposogatbcs npu 37°C npotarom 10 xBunuH
y 200mn 6ydbepa, wo mictute 100mMM Tris-HCI (pH 7,4 npu 37°C), 10MM MgCly, 0,4MM EGTA, 0,1% BSA (ansbymiH
6uuayoi cuposatky), 1MM izobyTunmeTunkcaHTuHy (IBMX), 250 ogmHmub/mn docdokpeaThH KiHa3u, 5SMM kpeatuH
doccaTty, 100MM ryaHosuH 5'-tpucpoccaty, 100HM oCRF, aHTaroHicT nentnam (obnactb KOHLEHTpaLin Big, 10”° po
10® M) Ta 0,8Mr nepBicHOi BONIOroi TKaHWHM (MpUBNM3HO 40-60Mr Ginka). Peakuii iHiLitoBann gogaBaHHsM 1MM
ATP/**P]ATP (apeHoauHTpudocdat) (MpnbnmuaHo 2-4 MKi/npoBipky) i 3aBepluysanu aofaBaHHsM 100Mn 50MM Tris-
HCl, 45mMM ATP Ta 2% Hatpiigopeumncynbdaty. [Ons koHTporno  pereHepauii  cAMP  (UukniyHun
afeHo3nHMoHodgocdaTt) 00 KOXHOI n5)06ip|<m poaasany nepen poadineHHsm 1mn [*H] cAMP (npu6nusHo 40000
po3naais/xeunuHy). Binokpemnenns [*P] cAMP sig [*°P] ATP npoBoauny LUNsSiXoM NOCIAOBHOMO eNioloBaHHSA Yepes
KonoHku 3 [loBekcom (Dowex) Ta OKCUAOM aroMiHito.

BionoriyHi TeCTM Ha XXMBOMY OpraHi3mi

In Vivo aKTMBHICTb CMOMyK AaHOr0 BUHAaXOA4Yy MOXHA OUiHATU 3 BUKOPUCTaHHSAM Oydb-AKOro AOCTYMHOro Ta
NPUIHATHOIO y OaHi ranysi GionoriyHoro TecTy. INCTpaTUBHI TECTW BKMOYalOTb TECT HA MepernsiK, BUKIMKAHWNA
3BYKOBMM MOAPA3HMKOM, TECT Ha MigHIMAHHA MO CXiguaX, TECT Ha XPOHIYHE YXKMBaHHs. 3a3HadeHi Ta iHWi mogeni,
KOpUCHI Ans BMNpOOYyBaHHA CMoONyK AaHOro BUHaxody, okpecneHi y poboti C.W. Berridge and AJ. Dunn, Brain
Research Reviews 15:71 (1990). Cnonyku MoXyTb BuNpobyBaTUCb Ha Oyab-SIKMX BuAax rpuU3yHiB abo MIinKknx
ccaBL;iB.

Cronyku 4aHoro BUHaxody MaloTb 3aCTOCYBaHHS Y NiKyBaHHi AucbanaHcis, NOB'A3aHUX 3 aHOMAanbHUMMN PIBHAMMN
dakTopa, Lo Crnpuse BUBINbHEHHIO aApPEHOKOPTMKOTPOMHOrO rOPMOHY, Y NauieHTiB, KOTPi noTepnaroTb Bif Aenpecii,
adpekTBHUX po3nagis Ta/abo posnagis, 3yMOBIIEHVX TPUBOXHO-AENPECUBHUMW CUHOPOMAaMM.

Cronykun 4aHoro BUHaxody MOXyTb NpM3HaYaTUCb Ans MikyBaHHSA 3a3Ha4YeHuUX aHomanin y 6yap-skui cnocib, wo
3abesneyvye KOHTaKT aKTMBHOIO areHTa 3 Micliem Moro fii B opraHiami ccaBus. BoHM MoXyTb npusHadatuck y 6yab-
SKUA 3BUYaAMHUIA cnocib, WO MPUAHSATHWA Ons 3acTOCYBaHHSA CYMICHO 3 bapmaueBTUYHWMK Mpenapatamu, siK y
BUIMSAi OKPEMOro TepaneBTUYHOro areHTa, Tak i y BUrmsadi KoMOiHauii TepaneBTUYHMX areHTiB. BoHu MoxyTb
npu3HayaTnCb OKPeMoO, arne Kpawe i3 dapmaueBTUYHUM HOCiEM, BUBIp SKOro 3anexuTb Big BMOpaHOi cxemu
NpuU3HaYeHHs Ta CTaHAapTHOI chapMaLeBTUYHOI NPAKTUKK.

Bubip pos3yBaHHsi Oyade 3miHIOBATMCb Y 3aneXxHOCTI Bif BiJOMWX YMHHUKIB, Takux sk dapMakoguHamidHi
XapaKTepuUCTMKM JaHOro areHTa, cnocib Ta cxema Moro Npu3HayveHHsi; BiK, 340POB'A Ta Bara nauieHTa; npupoga Ta
CTYyNiHb PO3BWMHYTOCTI CMMMTOMIB; TUM iHLWMX MpU3HaA4YeHUX 3acoObiB NiKyBaHHSA; 4acTiCTb MiKyBaHHs Ta OaxaHui
edekt. [Ina 3acTocyBaHHA Yy fikyBaHHI 3a3HavyeHux XBopob CMoMyku AaHOro BMHAxXody MOXYTb MpU3HaYaTUChb
oparnbHo npu Ao60BOMY A03yBaHHI aKTMBHOTO iHrpegieHTa Big 0,002 go 200Mr Ha kr Baru Tina. 3sBu4anHo, o3a Bif
0,01 go 10wmr/kr y Burnagi 1-4 ogHopasosux Ao3 (Ha Joby) abo y Burnsai npenapaty Tpusanoi gii 6yae edekteHo0
Ans ogepxxaHHsi 6axxaHoro dapmakonoriyHoro edekTy.

®opmun ao3yBaHHSA (KOMMO3WLIT), MPUAHATHI ANs NPU3HAYeEHHSs, MiCTATb Big NpubnuaHo 1mr o npmbnuaHo 100mr
aKTMBHOIO iHrpedieHTa Ha oguHuU. B aaHux dapmaueBTUYHMX KOMMO3ULISIX akTUBHWUIA iHFpedieHT byae, 3BM4anHo,
NPUCYTHIM Yy KiNbKOCTI, WO cknagae npunbnuaHo 0,5-95 Bar.% Bifg 3aranbHoi Barv AaHOI KOMMNO3uLlii.

AKTUBHWUIA iHrpedieHT MOXe Mpu3HayaTUCb OparnbHO Yy BUrNSAi TBepAuX A030BUX (POPM, TakMX SIK Kancymnu,
TabneTku Ta nopoLku, abo y BUMSAAi pigkmx J030BUX POPM, Takmx siK enikeupu, cuponn Ta/abo cycnersii. Cnonyku
[aHOro BYHaxo4y MOXyTb TakoX MpU3Ha4yaTUCh NapeHTeparbHO, Y BUMNAL4i CTEPUITbHNUX PigKUX 4030BMX (DOPM.

KenaTnHOBI kancynu MICTATb aKTUBHWUMA iHrpedieHT Ta MPUNHATHUW HOCIN, Takuid, Hanpuknag, sk nakTosa,
Kpoxmarnb, cTeapaT MarHito, creapuMHoBa kucrota abo noxigHi uentonosun. MogibHi pospimpkyBadi MoxyTb 6yTn
BMKOPWCTaHI ANsi BATOTOBMIEHHS YLiNbHEHNX TabneTok. Ak TabneTku Tak i Kancynm MoXyTb BUTOTOBASTUCE Y BUIIA4
NpoAyKTiB TpuBanoro BugineHHs Ans 3abesneyeHHs Ge3nepepBHOro BUAINEHHS NiKyBanbHOro 3acoby Ha npoTssi
OesIkoro yacy. YLWinbHeHi TabneTkn MOXyTb MOKPUBATUCH LlyKPOM abo NNiBKOK AN MacKyBaHHS HEMPUEMHOrO CMaky
abo 3axucTy aKkTMBHWX iHrpedieHTiB Big4 BNAvMBY aTtMocdepu, abo Ans CenekTMBHOIO PO3knagy Yy LUyHKOBO-



KMLLKOBOMY TPaKTi.

Pioki pos3oBi copMu Onst opanbHOrO MNPU3HAYEHHsT MOXYTb MICTUTU OapBHUKM Ta apomMaTu3aTtopwu, Lo
NonerLyoTb YXXMBAHHSA MiKiB NaLieHTOM.

Bsarani, Ana napeHTepanbHUX PO3YUHIB MPUAHATHUMW HOCIIMM € Bofa, apMaueBTUYHO MPUAHATHI onil,
COnMbOBUIA Pi3ioNOriYHMI PO3YMH, BOAHA OEKCTpo3a (rnoko3a) i NoAibHi LyKpOoBi pO34MHM Ta rikoni, Taki sik NponineH
rnikonb abo nonietuneH rmikonb. Kpalle, Konm po3ynHu 4Nna napeHTepanbHOro NPU3HaYeHHs MiCTSTb BOGOPO3UMHHY
Ciflb aKTMBHOrO iHrpedieHTa, MPUAHATHI cTabinisatopu i, konn € notpeba, OydepHi pevoBuHU. [PUIAHATHUMMK
ctabinizaTtopamu € Taki aHTUOKCMAAHTM K BicynbdiT HaTpito, cynbdiT HaTpito, abo ackopbiHoBa kucroTa, KOTpi
MOXYTb 3aCTOCOBYBaTUCb OKPEMO i CyMicHO. KpiMm Toro, BUKOPUCTOBYIOTb NUMOHHY KUCROTY Ta 1i coni, i EATA. Ha
[0[aToK, NapeHTeparnbHi PO34MHU MOXYTb MICTUTU KOHCEPBaHTK, Taki ik 6eH3anbKoHin xnopua, metun- abo nponin-
napabeH Ta xrnopobyTaHorn.

Mepenik NpuRHATHUX bapmaLeBTUYHMX HOCIIB HaBeageHo Yy "Remington's Pharmaceutical Sciences”, A.Osol, Ha
SIKUA 3BUYANHO NOCUNaTLCA Y AaHin ranysi.

KopucHi dhapmaueBTU4Hi [030Bi (OpMU  ONs MPU3HAYEHHS CMOMyK [aHOro BUHAxXody MOXYTb OyTu
NPOINOCTPOBaHI HACTYNMHUM YMHOM:

Kancynu

3HayHa KiMbKICTb OAMHWYHMX Kamncyn Moxe OyTW BWIOTOBMEHA LUMSXOM HarOBHIOBAHHS CTaHAAPTHUX
OBOKOMIPKOBMX TBEPAMX XenaTuHoBUX kancyn 100Mr nopoLlKyBaToro akTMBHOrO iHrpedieHTa, 150Mr nakroaun, 50mr
LLlentonosun Ta 6Mr cteapaTy MarHito.

M'siki >xenaTUHOBI Kancynu

[oTyl0Tb CyMiLLl aKTMBHOTO iHrpedieHTa 3 Takol Nerko3acBOBaHOK Orieto Sk coeBa, 6aBoBHSAHA abo ONMBKOBA i
iHXXeKTYoTh 11 3@ 4ONOMOrOK HarHiTanbHOT MOPLUHEBOI NOMMN Y XenaTuH 3 YTBOPEHHSIM M'SIKUX XenaTUHOBUX Kancyn,
Lo MicTATb 100Mr akTUBHOTO iHrpegieHTa. [oTiM Kancynn npoMmBaloTb Ta BUCYLLYIOTb.

TabneTku

3HayHy KinbkicTe TabneTok MOXHa BUFOTOBWTU TpaguuinHUMKM MeTodamu, Tak LIO OAMHMYHA [03a cKrhagaTtume
100 Mr aKTUBHOTO iHrpeaieHTa, 0,2Mr KonoigHoro AMOKCUAY KpemHito, SMr cteapaTy marHito, 275Mr MiKpokpucTaniyHol
uentonoau, 11mMr kpoxmarnto Ta 98,8Mr nakto3u. Ha BUrotoBneHi TabneTkm MoXHa HaHeCTU BigMoBiAHI NOKPUTTS ANs
NOKPAaLLEHHS] CMAaKOBUX SIKOCTEN Ta 3axuCTy Big agcopbuii.

Cnonyks paHoro BWHaxo4y MOXYTb TakOX BWKOPUCTOBYBAaTWUCb $IK peareHTW abo eTamoHu y GioxiMivHux
OOCNioKEHHSIX HEBPOOTiYHOT OyHKLT, ANCAYHKLIT Ta XBOpobu.

HesBaxatoum Ha Te, LLO ONMC JAHOro BUHaxXo4y OBMeXeHWIn nuiie pamkammn Aeskux BapiaHTiB, SKMM BigAaeTbCs
nepesara, iHWi BapiaHTV € TakoX 3po3yMinMmMu ans daxisuiB y AaHiv ranysi. ToMy AaHui BUHaxig He obmexyeTbes
nogaHMM ONUCOM Ta MpuKNagamu BapiaHTiB, a Mmoxe OyTn mogmdikoBaHuMm abo 3MiHeHuMm 6e3 BTpaTu CBOEI CyTi.
MoBHWIN 06CAr BUHAXO4y OKPeCcreHWn HaBedeHOo Hukde (dopMynow BUHaxoay.



