Hacrosiimee n3o0peTenne OTHOCUTCS K HECTe-
POMIIHBIM COEIWHEHUSM, OOJaJaroIUM BBICOKOM
recTareHHOM aKTHUBHOCTBIO.

Hapsiy ¢ OOJBIIMM YHCIIOM CTEPOUIHBIX CO-
€IMHEHUM C TIeCTareHHBIM JIEHCTBHEM W3BECTHBI
TaK)Ke€ TeCTareHbl, He SBISIOIIUECS CTEePOUIaMHU
(manpumep, u3 EP 0253500 B1 1 WO 94/01412, cp.
J. Med. Chem. 38 (1995), 4878).

B yactHOCTH, HacTOsIIee H300PETEHUE OTHO-
CHUTCA K COeTUMHEHUAM 0o0mieit hopmysl [

R1 HQO R3

H
2
. 1
B KOTOPOit

R' u R? SBISIOTCS OXMHAKOBBIMH HIIM Pas-
JUYHBIMH W 0003Ha4yaloT artoM Bomopoxaa, Ci-
CsaKWIbHYIO TPYTITY FITH aTOM TaJIOTeHa, a TakxkKe
BMecte ¢ C-aromMoM 1iemd 00pa3yroT KOJIbIIO,
UMEIoIIEe B OOIIEH CI0XKHOCTH 3-7 YJIEHOB,

R’ 0603Hauaer C,-CsalKHIbHYIO TPYIITy HIIX
YaCTUYHO JMOO MOJNHOCTHIO (TopupoBaHHyl Ci-
CsalKuIbHYIO IpyImy,

A o0003HauaeT MOHO- JIMOO OWIIUKIHMYECKOE
KapOOIMKINIECKOe WIH TETEPOUUKINIECKOE apo-
MaTHYECKOE KOIBI0, KOTOPOE HEeoOs3aTeIhbHO 3a-
MEIIEHO OJHUM WJIM HECKOJIBKUMHU OCTaTKaMH, BEI-
OpaHHbIMH M3 aToMOB rajoreHa, C;-CsaJIKWIbHBIX
rpymm, C,-CsaTKkeHMIBHBIX  TPYIIT -CR>=CR°R’,
rae R5, R® u R’ susrores OJMHAKOBBIMU WJIU pa3-
JIUYHBIMU M HE3aBHCHUMO JPYT OT Jpyra o0o3Haua-
10T aTtoMbl Bogopoaa uin C;-CsalkuibHble Tpyn-
Ibl, THUIPOKCUTPYIII, THAPOKCUIPYII, KOTOPBIE
HecyT C;-Cjpammibnyto rpymiy, C;-CokapOankox-
cHaiKwibHy0o  rpynny, C,-CsunaHalKuIbHYIO
TpymIly, He3aMeUleHHy0 0o 3amerieHHyr C;-
CoaUTMIIBHYIO TPYIITy, HEe3aMEMICHHYI0 JHO0 3a-
MemeHHyl0 C;-CgnpomapruneHyro rpymay, C,-
CsaJIKOKCHANKWIBHYIO TPYMILy, YacTHYHO JHOO
MOJHOCThIO 3aMellleHHylo artomamu ¢ropa Ci-
CsaJKUIbHYIO TPYIINY, @ TaKKe BbIOPaHHBIMU M3
nuaHo- yubo Hurtporpymmsl, C;-Csankokcurpyrm,
C,-CsanKunTuorpyI, MOHO- MO0 JU3aMEIIeHHBIX
Ci-CjpaMHHOTPYIIII WIA YaCTUYHO JHOO TIOJIHO-
cTbto (propupoBaHHbIX C;-CsalKHIBHBIX IPYII,

B oOo3nauaer kapOonwisHyto wiun CH,-
rpymmny,

Ar o0003HauaeT KOJNBIEBYIO CHCTEMY, BBI-
OpaHHYIO W3 clexyromeil Tpynnsl o0mmx cyodop-
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rae ocratku X%, X*, X6, X (8 cy6dopmymne 2), X*,
X%, X7 (8 cybdopmynax 3 u 4), X**, X, X* X°, X’
(B cybdopmynax 5, 6 u 7) mm Y, Y°, Y, Y (8
cybdopmynax 8, 9, 10 u 11) sBisAroTCS OMHAKO-
BBIMH WJIM DPa3IMYHBIMH W BBIOpaHbI M3 aTOMOB
Bogopona, C;-CsalKWIbHBIX TPYII, KOTOPBIE HO-
MTOJTHUTEIHHO MOTYT COAEP)KATh eIle U THIPOKCH-
rpymiry, HeoOs3aTeNnpHO ATepuduurpoBanuyo Ci-
CsankuiipHO# rpymnmnoi 1o mpocroro 3¢upa wiu Ci-
CsanKaHOWIBHON TPYIIOH A0 CIOXKHOTO 3dwupa,
YaCTUYHO JIMOO MOJIHOCTHIO (ropupoBaHHbIX Ci-
CsankunbHbIX Tpymn, C,-CsalKeHWIBHBIX TPy
-CR5=CR6R7, rae R, R® u R” umeror BBILIEYKa3aH-
HBI€ 3HAYEHUS, ANKHHWIBHBIX TPYII -C=CR’, rze
R’ uMeer BhIIEYKA3aHHbIE 3HAYCHHS, OCTATKH X
u X" nanee BMecte ¢ C-aTOMOM CKOHJIGHCHPOBAH-
HOU ¢ OEH30JILHBIM SIIPOM KOJIBIIEBOM CUCTEMBI 5, 6
i 7 MOTYT 00pa30BBIBATH KOJBIIO, MMEIOIICE B
o0mieil CIoKHOCTH 3-7 WICHOB, W, KpOME TOTO,
3nauenns ocratkos X', X°, X’ (B cy6hopmynax 2,
3,4,5,6 u7) win Y4, Y3, Y, 'S (B cybhopmymax
8,9, 10 u 11) BeIOpaHbl U3 aTOMOB TaJOTeHA, THII-
poxcurpymm, — C;-Csamkokcurpynn  wm  Ci-
CsaKkaHOMJIBHBIX TPYIII, a TaKXkKe B cliydyae, Korjua
B o3nauaer CH,-rpymnmy, pu3uonoruuecku npuem-
JIeMble COJIM coeluHeHni odmel Gopmynsr I ¢ ku-
CIIOTaMH.

CoenuHeHHsI 10 W300PETEHUIO OTINYAIOTCS
OT M3BECTHBIX HECTEPOMIHBIX COEIMHEHUH C recTa-
TCHHBIM JEUCTBHEM OO0pa3loM 3aMelIeHUs II0
apUIbHOMY OCTaTKy, PacCIIOJIOKEHHOMY CIIpaBa B
obmeit popmyne 1. B nmpencTaBneHHBIX B 3TOM CITy-
yae COCOUHEHUSAX Ar 00O3Ha4aeT CKOHICHCHPO-
BaHHYI0O C OEH3OJIBHBIM SIIPOM OHIHUKIMYECKYIO
KOJIBLIEBYIO CHCTEMY, TOTAa KaK B CTPYKTypax amu-
JIAHWJINJHBIX COEAMHEHUH, NpEeNCTaBICHHBIX B 3a-
sske EP 0253500 B1 u paccmarpuBaeMbIX Kak OT-
HocsiMecss K OivpkaiiieMy YpOBHIO TEXHHMKH, B
YKa3aHHOM IIOJIOKCHUHM HAaXOAWTCS OJHO-, JIBY-



MO0 TPEXKPAaTHO 3aMENICHHbIN (DEHUIIBHBIA OCTa-
TOK.

Omnucannsie B EP 02523503 A2, EP 0002892
u EP 0040932 anunamuaHbie coeMHEHUs Bce 00-
JIaJal0T aHTHAHAPOT€HHOM aKTUBHOCThIO, a B EP
0253503 A2 mnpeanoyTUTENbHO OTOIHUTEIHHO
THCTOT€HHON aKTUBHOCTBIO. ANWIAHWIMIBI, OIH-
canubie B EP 0173516 A2, kotopblie He umeroT OH-
IPYNN M CpaBHHMBIE ¢ R’ 3aMecTHTENH, MMEIOT
COBEPIICHHO JPYTYI0 AaKTHBHOCTHh (QHTAarOHHCTHI
JMEHKOTPHEHA).

[Ipenmaraempie B M300pETCHUN COCIMHEHUS
o6ieit popmynsl 1 6naronapst HanM4M0O acUMMET-
PUUYECKUX IICHTPOB MOTYT OBITH IIPEICTABICHHI B
¢dopme pasnuuHbIX crepeon3omMepoB. Kak panema-
TBI, TaK U IPEJICTABICHHbIE 0000 CTEPEOH30MEPHI
SIBJISIFOTCS] 0OBEKTOM HACTOSIIET0 N300pETEeHHS.

3aMecTuTeNH B COEAMHEHUIX o0mei (Gopmy-
76l [, yKa3aHHBIE B BUJIE TPYII, MOTYT UMETh COOT-
BETCTBEHHO CJIC/IYIOIIE 3HAYCHUSI.

C,-CsankuipHBIe TPYNIIBI MOTYT MpPEICTaB-
IATh  co00M  MPEeMMYIIECTBEHHO  METWIBHYIO,
STUIBHYIO, H-TIPOMWIBHYI0, HW3OMNPONWIBHYIO, H-,
H30-, TPET-OyTUIIBHYIO TPYIILY WIH H-IICHTHIBHYIO,
2,2-AUMETUIINPONWIBHY0 MO0  3-MeTHJIOYTHIIb-
Hyto rpynmy. IIpeamnouTuTensHbl U3 HUX METHIIb-
Hasg WK 3TWIbHAasA rpymnra.

ATOM TrajioreHa MOJXKET MPEICTaBIATh COOOH
atoM (Qropa, xyopa, obpoma 6o noxa. IIpemmnou-
TUTEIBHBIMH B JaHHOM Clly4ae SIBJISIOTCS (TOp,
XJIOp WK OpoMm.

B ciyuae, koraa R' u R Bmecte ¢ C-atoMom
enu o0pa3yroT 3-7-4IeHHOEe KOJBIO, HMPEAIIOYTH-
TEJNBHO TaKOBBIM SIBIISIETCS, HAIIPUMED, HUKIIONPO-
MHJIBHOE, -OyTHIBHOE, -IIEHTWJIbHOE 100
-TeKCHJIBHOE KOJIbLO. [IpeanodrurensHO W3 HUX
UKJIONPOHIBHOE KOJIBIIO.

B kauecTBe 4acTUYHO JHOO MOJHOCTHIO (TO-
pupoBanHOi C;-CsalKUIbHON I'pyMIbl MOTYT pac-
CMaTpUBaThCsl yKa3aHHbIE BbIlIE MEpHTOPUPOBAH-
Hbl€ AJKWJIbHBIE TPYNIBI, @ U3 HUX, B CBOIO OYe-
pensb, mpesie Bcero TpuTopMeTHIbHas JIMOO TeH-
TaTOPAITUIIbHAS TPYIIA; B KAYECTBE XK€ YACTHYHO
(hTOPHPOBAHHBIX ANKWIBHBIX TPYII IMPHEMIICMEL,
Hampumep, 5,5,5,4,4-neaTadToprieHTHIBHAS JTHOO
5,5,5,4,4,3,3-rentad TOpIIEHTHIBHAS TPYTITIA.

C,-CsankeHuIpHAS TPYIIa MOXKET MpPEeIcTaB-
JATh cOOOM, HampUMep, BUHWIBHYIO, AJUTHMIBHYIO
win 2,3-1uMeTHII-2-IPOTIEHWIIBHYTO TPYIITY; B TOM
cilyd4ae, KOIJIa apoMaTW4ecKui pajgukail A 3ame-
HIEH AJIKEHWIBHON TIPYIIOW, NPEAIOYTUTEIbHOM
SIBIISICTCS. BUHUIIbHAS TPYIIIIA.

C,-CskapOaiKOKCHATIKMIIBHASL TPYIIa MOXKET
NPE/ACTaBISTE COOOHM, HampuMep, KapOoKchMe-
TUIBHYI0, TPET-OYTOKCUMETWIBHYIO JINOO STOKCH-
METHIIBHYIO TPYIITY; IPEAMOYTHTEIBHEI H3 HUX JBE
Ha3BaHHBIX MIEPBHIMH.

B kauectBe mpencraButeneir C,-Csiuan-
ANKWIFHON TPYIIEI MOXKHO Ha3BaTh HAHMETHI, a
TaKxke |- W 2-IIMaHITWI, MPEIIOYTUTENICH U3 HUX
[HaHMETHII.

004306

C;-CpaummmpHasg Tpynmna HpeAcTaBisieT Co-
001 IPeANOYTUTENHHO HE3aMEICHHYIO AJUIHIIBHYIO
Ipyliy; B Ciydae >€ 3aMEIICHHON aJUIMJIbHOMI
IpynIbel MOKHO Ha3BaTh B KauyecTBE MpPUMEPOB 1-
Metwiamuii, 1,1-quMeTunamimi, 2-MeTHITaJLIuI, 3-
METHJIAJUTWIL, 2,3-TUMETHIIAJUTIL, 3,3-IUMEeTHIIal-
JIWIT, IMHHAMIJ B 3-IUKI0T €KCHIAUTAI.

B xauectBe mpencrasuteneit C;-C,gnponap-
THJIBHON TPYIIBI MOXHO Ha3BaTh CPEIU IPOUYUX
HEe3aMEIIEHHYI0 MPOMAPTIIBHYI0, METHIIIpOoIap-
THIBHYIO, 3-METHIIIPONAPTHIIbHYI0, 3-(heHumpo-
MaprIIbHYI0 WIH 3-IUKIOTeKCHIIPONAPTIIIBHYTO
TpyMITy; IPEANOYTHTEIBHON SBISETCS HE3aMeIleH-
Hasl IPOTNapruiibHast TPYTIIa.

C,-CsankoKCHaKUII ~ MOXKET —TMPEeJCTaBIATD
co0OM, Hampumep, METOKCUMETWJI, STOKCHMETHII
WJTH 2-METOKCUITHIL.

IIpencraBurenn C;-CsanKOKCUTPyNIbI BBI-
OpaHbl W3 TaKUX TPYMI, KaK METOKCH, STOKCH, H-
IIPOTIOKCH, HM30MPOIIOKCH, H-, W30-, TPET-OyTOKCH
WIA H-TICHTOKCH, 2,2-TUMETWIIPONOKCH JHbo 3-
MeTHIOyTOKCH. [IpenqnodYTUTEeNbHBI 13 HUX METOK-
CH- WIH YTOKCUTPYIIIIA.

C,-CsmeppTopanKoKCUTPYIIIBI IPEACTABISIOT
c000if COOTBETCTBYIOIINE TEPPTOPUPOBAHHBIE OC-
TaTKH BhIeyKa3aHHBIX Ci-C;aIKOKCHTPYTIIL.

MoHO- WM OMIMKINYECKOE apOMaTHYeCKOe
KOJIBIIO A, KOTOPOE MOXET OBITh 3aMEIICHHbBIM,
NpeAcTaBiIsieT Cco00i  KapOOLUMKIMYECKHd JHOo
reTepOLMKINYECKUNA apuiIbHBIA OCTaTOK. B nmepBom
clly4ae pedb HJIET, Hampumep, 0 (eHWIbHOM WiH
HAQTHIFHOM OCTaTKe, TPEeNNOYTHTEIRHO O (he-
HUJIBHOM OcTaTKe. B kadecTBe ke reTeponnKinye-
CKOTO OCTaTKa MOXET pPacCMaTpPHUBATHCS, HaIpH-
Mep, MOHOLIMKJIMYECKUI TeTepOIUKINYECKHUIl ocTa-
TOK, B YaCTHOCTH THEHWI, QypwII, MAPAHWI, THp-
PO, IMHUIA30IIII, TTHPA30IIII, THPHIWI, THpa-
SUHWJI, TUPUMHUIUHWII, TUPUIA3UHWII, THUA30JIUII,
OKca30Ju, (pypazaHwi, MUPPOTUHII, UMHIA30JIH-
HWJI, MUAPA30JUHWI, THA30JUHWI, TPUA30JIWI, TET-
pa30aWiI, a UMEHHO, BCE BO3MOXKHBIC M30MEPHI Ka-
CaTeNpHO IOJIOKEHUs TeTepoaroMoB. [Ipenmouru-
TEIBHBIM B KaUeCTBE T'€TEPOAPHIBLHOIO OCTaTKa A
SIBIIICTCS] THCHWJIBHBIA OCTATOK.

B xauectBe C-CsaNKuIbHOW TPYMIIBL, CIY-
Kamed s STepUPHUKAIMA THAPOKCHTPYIIT 10
MIPOCTOro 3Hpa, MOTYT PacCMATPUBATHCS Ha3BaH-
HBI€ BBIIIE AJIKWIBHBIC TPYIIEI, B IIEPBYIO OYEPEb,
MeTHIIbHAS 00 STHIIBHAS TPYTIA.

B kauectBe C;-CsankaHOWJIBHON TPYIIIBL,
CIyKale IS dSTepUPHUKAIMUA THAPOKCUTPYIIIT 10
CIOXHOTO 3(upa, MOTYT paccMaTpuBarbes (Gop-
MWIbHAs, aleTHiIbHAs, TNPONUOHWIbHAS, OyTH-
pWIbHAs, W300YTUPWIBHAS, BAJICPHIbHAS JHOO
M30BANICpUIbHAS WJIM TIHBAJOWIBHAS TPYIIa;
MPEIIOYTHUTENFHA U3 HUX alleTHIbHAS TPYIIA.

B kauectBe C;-CipallMIBHONW TPYIIIBI, CIy-
Kamed s 3TepupHUKALUM  THIPOKCHIPYI JI0
CIIOKHOTO 3(Hpa, MOXKHO Ha3BaTh, HANPHMEp, BHI-
IieyKa3aHHbIE aJKaHOWJIBHBIEC TPYIIIBI, MPEIIOYTH-
TEJIBHO, B CBOIO OY€pE/lb, aLETUIILHYIO IPYIIILY, WU
OCH30MWIbHYI0, TOJYOWIbHYIO, (hCHHIAETUIBLHYIO,



AKPWIOWJIbHYIO, IIMHHAMOMIBHYIO WM LUKJIOTEK-
CHIIKapOOHMIIBHYIO TPYIILY.

B ciyuae, xorma X°* u X" Bmecre ¢ C-
aTOMOM CKOHJICHCUPOBaHHO ¢ OEH30JIbHBIM SIPOM
KOJIBLICBOM CHUCTEMbI 00pa3yroT 3-7-4IEHHOE KOJIb-
10, TMOCJEJHee MpeICTaBisieT co0oi, Hampumep,
IUKJIOIIPOITMIIbHOE, -0y THIIEHOE, -TIEHTHIBHOE JIH00
-TeKCHJIbHOE KOJIbLO. IIpennodTuTensHO W3 HHUX
IIUKJIOTIPOITMIIEHOE KOJIBLIO.

B xauectBe C;-CsaNKaHOMIOKCHTPYIIITBI IS
X4, Xé, X7, Y4, Y5, Y’ unu Y® moxer paccmarpu-
BaTbCsl (POPMHIIOKCH-, aLETOKCH-, MPOIHOHUIIOK-
CH-, OyTHPMIIOKCH-, N300yTHPHUIOKCH-, BaJICPHIIOK-
CH- WM H30BAJIEPHIOKCUTPYIIIA; MPEANOYTHTENb-
Ha U3 HUX alleTOKCUTPYIIIa.

C,-Csankun B C,-Csankuntuo-, C;-Csankui-
cynbunniabHod uian  C;-CsaiakuincynbhOHUIBHOM
rpynmne MOXeT BKIIOYaTh yka3aHHble Bbime Ci-
CsaJKUIbHBIE TPYIIIIBL.

B ciyuae, xorga coennHenus obmeit Gopmy-
me1 1 (B obo3nawaer -CH,-) mpencTaBieHs! B BUIC
COJICH, STH COJHM MOTYT OBITH 00pa30BaHBI B opMe
THAPOXJIOpHIA, CynbhaTa, HATpaTa, TapTpaTa WIN
6eHzoara.

Ecin coenuHeHUst 1Mo HM300pETEHHIO Ipen-
CTaBJIEHBI B BHJE PAIllEMHUYECKHX CMECEH, TO crie-
oUaJIuCT B IlaHHOﬁ 06.]'[8.CTI/I TEXHUKHU C IIOMOUIBIO
M3BECTHBIX €MY METOJIOB Da3JeJICHUs] paleMaroB
MOXCT pa3fcyiATh UX, IoJjiydasd B pE3yJIbTaTe 4YHnC-
TBI€, ONITUYECKH aKTHBHBIE PopMbl. Tak, HarpuMmep,
paueMHuecKue cMecu MOKHO pa3/esisiTh HOCPEICT-
BOM XpoMaTorpaduyl Ha SBISFOLIEMCS YK€ CAMHUM
o cebe akrmBHOM Hocurerne (CHIRALPAK AD®)
Ha YHUCTblE HM30Mepbl. Bo3MOXkeH M Apyroil Bapu-
aHT, a HMMCEHHO: CBOOOJHYIO THAPOKCUTPYINIy B
paneMuyeckoM coequHeHun oOIeit dopmynbr 1
ITEPUPHUIUPOBATH ONTHUYESCKH AKTUBHOW KHCIOTOM
JI0 CIIOXHBIX 3(HPOB ¥ MOJyYEHHbIE AUACTEPEO-
MepHble APUPBI pazensaTh IyTeM (QPaKLUOHHOM
KPHCTaJUTU3alUU JIMOO MMOCPEJCTBOM XpOMarorpa-
¢un n pazgeneHHble 3(QUPH OMBUISTH COOTBETCT-
BEHHO C TIIOJ[yYEeHHEM B pe3yJbTaTe ONTHYECKH
YHCTBIX M30MEpOB. B KauecTBe ONTHYECKH aKTHB-
HON KHCIIOTBI MOJKET HCIIOJIb30BaThCS, HAIpUMeEp,
MUHIAIBbHAs KHCJIO0Ta, KaMmdopcyms(hoHOBas Ku-
CJIOTA WJIM BUHHAS KHCIIOTA.

IIpeAnoYTUTENBHBIMU COTJIACHO HACTOSILEMY
M300pETEHUIO SBJISIOTCS TaKUE COSTUHEHUsS OOIIeH
tdhopmymsl I, B KOTOPBIX R' u R? sBstroTest oauHa-
KOBBIMU WJIM pPa3JIMYHBIMHU U O603Ha‘iaIOT aToM
BOJIOPO/Ia, METWIIBHYIO JHOO OSTHJIBHYIO TPYHILY
W ke BMecte ¢ C-aroMoM Lenu o0pasyroT LUK-
JIONPONHIBHOE KOJIbIO /i R’ oGo3nauaer C;-
CsnepdTopaikuiabHy0 TPYIILY H/WIN

A mpencraBisier co0oit GeH30MBbHOE, Ha(Ta-
JUHOBOE MO0 THO(EHOBOE KOJBIO, KOTOpPOE He-
00513aTENBbHO 3aMEIIEHO OIHWUM WJIN HECKOIBKHMH
OCTAaTKaM¥, BHIOPAaHHBIMH W3 aTOMOB ()TOpa, aTo-
MOB XJIOpa, aTOMOB OpoMa, METWIBHBIX TpyIII,
STUJIBHBIX TPYMII, BUHWIOBBIX TPYMI, THIPOKCH-
IPYIII, METOKCUTPYIIIT U STOKCUTPYIII, U/HIH 100
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X** 06o3HauaeT aTom Bomopona wunu Ci-
CsaKHIBHYIO TPYIILY, JTHO0

X** i X*° SBIAIOTCS ONXMHAKOBBIMU HIIA paz-
JIMYHBIMA ¥ 0003HAUYarT atoM Bomopona wiu Ci-
CsalKWIBHYIO TPYTIY W/ WA

X4, X® u X’ SBAAIOTCS OAMHAKOBBIMH HIIM
Pa3IMYHBIMH M HE3aBHCUMO JIPYT OT Jpyra 0003Ha-
YAIOT ATOM BOJOPOJA WM aTOM rajoresa u/wm Y*
obo3nauaer C;-CsankmnpHyto rpymmny wmm Ci-Cs
nepTOpaNKIIBFHYIO TPYIITY W/IITH

Y5, Y’ u Y® seusmorcs OJIMHAKOBBIMU HIJIH
Pa3INYHBIMH U HE3aBUCUMO JAPYT OT Ipyra 0003Ha-
Yal0T aTOM BOJIOPOJA WIIM aTOM TajioreHa, a Apyrue
3aMECTHUTENIN UMEIOT BCe yKa3aHHBIE IS (OPMYJIBI
I 3Hayenus.

Kpome Toro, mpearnoyTHTENbHBI T€ COEIHUHE-
Hust o01ielt Gpopmysl I, B KOTOphIX Ar mpencrasiis-
eT co0oif KoJbIEeBYIO cucTeMy cyodopmyn 6, 7, 10
nmm 11.

Oco00 MpeInouTHTENFHBIMA COTJIACHO H30-
OpEeTEeHHIO SABJISIOTCS CIEIYIONINe KOHKPETHBIE CO-
eIMHEHUSL:

4-6pom-5-(2-ruapokrcu-4-mMeTiin-4-peHnn-2-
TPUPTOPMETHIBAICPOMIAMHUHO )P TATIHI,

6-6poM-5-(2-runpokcu-4-meTuin-4-heHun-2-
TPUPTOPMETHIBAICPOMITAMHUHO )P TAIIHI,
5-(2-ruapokcu-4-meTni-2-neHTadTopITHI-4-
(eHnnBaneporIaMuHo ))pranui,
5-[2-runpokcu-4-(3-merokcudenun)-4-
METWI-2-TpU(TOPMETHIBATIEPOUIIAMHUHO | (hTAIH,
5-[2-runpokcu-4-(4-merokcudenun)-4-
METHII-2-TPUPTOPMETHIBATEPOMITAMIHO | pTaIH I,
5-[2-runpoxcu-4-(2-ruapoxcudenun)-4-
METHII-2-TPUPTOPMETHIIBATEPOMITAMIHO | pTAITH I,
5-[4-(2-propdenmn)-2-ruapokcu-4-MeTrII-2-
TPUPTOPMETHIBAICPOMIAMHUHO |PTaIH I,
5-[4-(4-propdenmn)-2-ruapokcu-4-MeThII-2-
TpU(TOPMETHIBAIEPOMIIAMUHO |Tanua,
5-[4-(4-xnopdenmnn)-2-ruapokcu-4-MeTHI-2-
TpU(TOPMETHIBAIEPOMIIAMUHO |Tanua,
5-[4-(4-6pomdennn)-2-runporcu-4-MeTHi-2-
TpU(TOPMETHIBAIEPOMIIAMHUHO |Tanua,
5-[2-runpoxkcu-4-metnin-4-(4-roamin)-2-
TpU(TOPMETHIIBAIEPOMIIAMHUHO |Tanum,
5-[2-runpoxcu-4-meTun-4-(3-romu)-2-
TPUPTOPMETIITBAICPOMIAMHUHO | TaIwI,
5-[4-(4-unandernn)-2-TuapOoKCH-4-MeTHI-2-
TPUPTOPMETHIBAICPOMITIAMHUHO |PTaIHI,
5-[4-(3,4-numeTnnderun)-2-TuapoKkcu-4-
METHII-2-TpU(TOPMETHIIBATIEPOMIIAMHIHO |(pTAITN ],
5-[4-(3,5-mumerrndenun)-2-ruapokcu-4-
METWI-2-TpU(TOPMETHIBATIEPOUIIAMHHO |(hTaTH],
5-[2-runpokcu-4-(2-merokcu-5S-mernnde-
HUI )-4-MeTHII-2-TpU(TOPMETUIIBAIEPOUIAMHUHO |
¢dramu,
5-[4-(5-xnop-2-rugpoxcueHn)-2-rugpoK-
cu-4-MeTmI-2-Tpru(TOPMETHIIBATICPOMIAMUHO |
¢bramum,
5-[4-(5-dpTop-2-runporcudeHn)-2-TuapoK-
ch-4-MeTHIT-2-TpUPTOPMETHIIBATIEPOMUITAMHHO |
¢bramum,



5-[2-ruapokcu-4-(2-ruapoKcu-S-MeTuiade-
HU)-4-MeTHI-2-TprU(HTOPMETHITBAIEPOUITIAMIHO |
(drammn,
5-[4-(5-drop-2-meTokcupenm)-2-ruIpoKcu-
4-metni-2-Tpud ropMeTHIBaIEPOUIIAMUHO | Tanua,
5-[4-(2-prop-4-meTokcudeHm)-2-ruIpoKcu-
4-metni-2-Tpud TropMeTHIBaIEPOMNIIAMUHO | Tanua,
5-[4-(3-¢prop-4-meTokcuenn)-2-ruIpoKcu-
4-metnn-2-Tpud TropMeTHIBaICPOMIIAMUHO | Tanua,
5-(2-rugpoxcu-4-heHnn-2-TpuPpTOPMETHII-
BaJICPOMIIAMUHO ) (D TATTH]I,
5-[2-ruapokcu-4-(2-meTorcudeHn)-4-
METHJI-2-TPUPTOPMETHIBAICPOMIAMHUHO | TaIH I,
5-[4-(5-x510p-2-METOKCU(DCHIT )-2 -THAPOKCH-
4-metni-2-TpudTopMeTHIBAIEPOUIIAMUHO |pTanua,
5-(2-rugpoxcu-4-deHun-2-tpupTopmeTnII-
MEeHTHJIAMUHO ) pranu,
5-(2-rugpoxcu-4-mMetnin-4-penun-2-rpudTop-
METWJINEeHTHIIAMUHO ) Tanui,
5-[4-(4-propdennn)-2-ruapokcu-4-meTnin-2-
TpUPTOPMETHITICHTIIIAMHIHO |pTanm,
5-[4-(5-¢rop-2-Tunpoxcudeni)-2-THAPOK-
CU-4-MeTHI-2-TPpU(PTOPMETHIITCHTHIAMHHO |
drammm,
6-aneTrin-5-(2-ruapoxcu-4-meTrn-4-heHun-
2-TpuTOpMETHIIBAICPOMIAMIHO )(pTau,
5-[4-(3-prop-4-ruaporcupeHn)-2-rugpoK-
cu-4-MeTnII-2-Tpu(TOPMETHIIBAJIEPOUIIAMHHO |
dranu,
5-[4-(3-propdennn)-2-ruapokcu-4-meTnn-2-
Tpru(TOPMETUIBATIEPOMIIAMUHO |pranua,
6-(3-runpoxcu-3-meTwi- 1-0yTuHmI)-5-(2-
TUIPOKCU-4-MeTHIT-4-(heHIIT-2-TPUPTOPMETHII-
BaJICPOMIIAMUHO ) TAITHI,
6-(2-ruapokcu-4-metui-4-penun-2-tpudTop-
METHIIBAIEPOUIIAMHHO )-4-MeTHII-2,3-0eH30KCa3HH-
1-oH,
6-(2-runpoxcu-4-metnin-4-penun-2-rpudrop-
METWIIBAIEPOHIaMUHO )-4-TprdTopmeTri-2,3-
OeH30KCca3HH-1-0H,
4-31nn-6-(2-ruapokcu-4-penni-2-tpudrop-
METHIITICHTHIIAMUHO )-2,3-0eH30KCa3uH- | -0H,
4-311n-6-[ 2-runpokcu-4-(2-MeToKCUEeHMII )-
4-meTmi-2-TpruTOPMETHIIBATICPOMIAMUHO |-2,3-
OeH30Kca3uH-1-0H,
6-[2-Tunpoxcu-4-(2-meTokcu(eHn)-4-
METHJI-2-TPHUPTOPMETHIBAICPOUIAMHUHO |-4-METHII-
2,3-0eH30Kca3nH-1-0H,
4-51un-6-[2-ruapokcu-4-mMetun-4-(4-mMeTui-
(ennn)-2-rpudTopMeTHIBATEPOMIAMUHO |-2,3-
OeH30KCa3HH-1-0H,
6-[4-(4-6pomdennn)-2-ruapokcu-4-meTui-2-
TprTOpPMETHIBATIEPOMIIAMUHO |-4-3TNI-2,3-
OeH30Kca3uH-1-0H,
4-3tn-6-[4-(5-prop-2-meroxcueHmn)-2-
THUIPOKCH-4-MeTII-2-TprU(TOPMETHIIBATICPOHII-
aMuHO]-2,3-0eH30Kca3uH-1-0H,
6-[4-(5-dprop-2-MeToKCH(EHNMIT)-2-THAPOKCH-
4-meTrn-2-TpuTOpMETUIBATIEPOMIIAMUHO |-4-
MeTHUI-2,3-0eH30Kca3uH-1-0H,
1-(4-HnTpO-3-TpUTOPMETHIAHMITHHO)-4-
(eHm-2-TpudTopMETHII-2-TIEHTAHOII,
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5-(2-ruppokcu-4,4-quMeTri-2-tpudTop-
METHII-5-TeKCeHOMIIAMUHO ) hTasi I,

5-[2-ruapoxcu-3-(1-heHMIIUKIOTPOTIHII)-2-
TpU(TOPMETHIITPOITMOHUIAMHHO |pTaTIH],

5-[2-runpokcu-3-(1-peHunmuxnooyTui)-2-
TpU(TOPMETHIITPOTTMOHUIAMHHO |hTaIH,
5-[2-runpoxcen-3-(1-peHmmuknorekcun)-2-
TpUGTOPMETHIITPOITMOHNIIAMHUHO | hTaIH,
6-(2-runpoxcu-2,4-mumeTri-4-heHusnsaie-
pounamuHo)-4-MeTni-2,3-0eH30Kca3uH- | -0H,
5-[4-(3-xs0op-4-MeTOKCU(PEHIIT)-2-TUAPOKCH-
4-meTri1-2-TpUTOPMETHIBATICPOMITAMUHO | TATHI.

K mpenmouTuTenbHbIM OTHOCSTCS JlAJliee CO-
eMHEHUS, TIpeICTaBIeHHbIE B Ta0md. 7-15.

Bce ykazaHHbIE cOeMHEHUSI OCOOCHHO Ipe[-
IIOYTUTCIIbHbBI B (bopMe OIITHYCCKUX aHTHUIIOAOB
WJIN pa3/ieIeHHbIX IMacTepeOMEPOB.

B TecTe 1o CBSI3BIBAHUIO C T'€CTar€HHBIM pe-
LIENITOPOM, NPOBOJIMBILEMCSI Ha BBISBICHHE TecTa-
TeHHOH 3(Q(EKTUBHOCTH C HMCIOJIB30BAHUEM IIUTO-
301a M3 TOMOreHaTra MaTKH Kponuka u ~H-
MPOrecTepOHa B KAueCTBE ITANIOHHON CyOCTaHIIMH,
HOBBIC COCJMHEHHUS MPOSIBUIM BBICOKYIO IO OY€Hb
BBICOKOH CTeleHb CPOJCTBA K TeCTareHHOMY pe-
nentopy (cM. Tabmn. 1). B qonmonHeHue k cBoeii rec-
TareHHOW 3()()EKTUBHOCTH, CTENCHb IPOSBICHHUSI
KOTOpOM, OCTaBasiCh BO BCEX CIIydyasiX Ha BHICOKOM
YPOBHE, OblIa pa3IMuHON B 3aBUCHMOCTH OT COOT-
BETCTBEHHO TECTHPYEMOI0 COEAMHEHHUs oO1ei
(dopmyib I, HOBBIE COEMHEHNS OTIHMYAIOTCS TAKXKE
OoJiee MM MEHEe SIPKO BBIPAKEHHBIM CPOJICTBOM H
K aHApOreHHOMy peuentopy. TecT Ha CBsI3bIBAHHE
C aHJPOr€HHBIM PEIENTOPOM C LENbI0 BBISBUTH
aHJIPOreHHOE JIEMCTBHE MPOBOAMIN C HCIIOJB30Ba-
HHUEM LIMTO30J1a U3 TOMOI€HaTa MPOCTaThl KPbICHI U
’H-MeTH/ITPHEHOIOHA B KAYeCTBE JTAIOHHOM cy6-
CTaHIHH.

Takum 00pa3om, HOBBIE COEAMHEHUS IO
CpaBHCHHIO C TCCTAarCHHbBIMU COCAWMHCHUSAMU U3
sasBku EP 0253500 B1 mpexacrarnstor coboii co-
€IMHEHUs] COBEPIIEHHOTO WHOTO0 KOMOWHUPOBaH-
HOTO THIIA, TIOCKOJIbKY 00JIa/IaloT CMEIIaHHBIM T'ec-
TareHHbIM W aHAPOTE€HHBIM NeHcTBHEM (CM. Tall
1).

Ilpu stom g mpeniaraéMblX COEOUHEHUN
obmei popmyier I paccMaTpuBaroTCst BCce TpH IpH-
BEJICHHBIX HIKE BO3MOXKHBIX Citydas, Kiaccudu-
LUpYyeMble B KOHTEKCTE HACTOSIIEro M300peTeHust
Ha OCHOBE KOHKYPEHTHBIX (DakTOpOB IO mporecre-
ponnomy peuenrtopy (KFp) u anaporennomy pe-
1entopy (KF andrn) Clieayrommm oopa3om:

1) coenunenust ¢ Gonee BBIpaXKEHHBIM recTa-
TeHHBIM M MEHEE BBIPR)KCHHBIM aHJIPOTCHHBIM JIeH-
ctBUeM (KFprog<1 1 KF pndro™5);

2) coeamHEHUs ¢ 00Jee BBIPa)KEHHBIM aHAPO-
TeHHBIM U MEHEE BBIPAKEHHBIM T€CTAICHHBIM JICH-
ctBUEM (KF angro<5 ¥ KFpog>1);

3) coeauHEHHS C SPKO BBIPAKEHHBIM TI'eCTa-
TeHHBIM U SIPKO BBIPAXKCHHBIM aHJPOTEHHBIM JICH-
cTBUEM (KFpyoe<l ¥ KFpparo<5).



Tabnuna 1
Tpumep No Crpyxrypa KoHKypeRTHRI
¢axrop (aranmorBas
cy6crarnms “H-
TpOTeCcTEPOH)
™) 17
o CF,
(t, 141-142°C) ’n

g,

) H 2,0
t,, 161°C)

65

2z
_9_

104 0,1

106 0,55

.HOCFan' L,
SaaNee

[pumeuanwue: (*) EP 0253500 B1, mpumep 2.

B 3aBHCHMMOCTH OT MX KJIacCH(UKALUH CO-
rmacHo 1), 2) wim 3) HOBBIE COCOMHEHUS MOTYT
MPUMEHSTHCS COTIIACHO M300PETEHUIO ISl Pa3iind-
HBIX MEIUIMHCKUX WK (apMaleBTUYECKHX LIeNei.

VYkazanuele B 1) coemuHeHus ¢ Goyee SApKo
BBIPKCHHBIM T'€CTArCHHBIM U MEHEE BBIPAKCHHBIM
AHJIPOTCHHBIM JIEUCTBHEM TPEICTABISIIOT CO0OM
BbICOKOO(D(heKTHBHBIE T€CTareHbl, KOTOPbIE 110100~
HO YK€ HU3BECTHBIM MHOTI'OYHMCJIICHHBIM I'€CTarcH-
HBIM COCJMHCHUSIM MPUTOIHBI JJI NPUMEHEHUs C
LEJIbI0 COXpaHEHHsT OEPEMEHHOCTH KakK IpH X Ta-
PEHTEpANIBbHOM, TaK U MPH OpPaJbHOM BBeACHHU. B
COYETAaHUHU C ICTPOTCHOM U3 HUX MOXKHO H3TrOTaB-
JMBaTh KOMOWHHMPOBAHHBIC IPEMapaThl, KOTOPBIE
MOTYT MPUMEHSThCS B KAuecTBE MPOTHBO3a4aTouy-
HBIX CPEJCTB U JUIsl JIeYeHUsI OOJIE3HEHHBIX COCTOSI-
HUWA BO BpeMs KimMakca. biaromapsi ux BbICOKOM
recrareHHOW 3()()eKTMBHOCTH HOBBIC, YKa3aHHbIC B
1) coenuHenust obuier popmyisl I MOryT HCTOINB-
30BaTbCs, HAIpUMEp, WHAUBUAYAJIbHO HJIK XKE B
COYETaHMWU C ICTPOrCHAMHM B IIperaparax, MpeaHa-
3HAUYCHHBIX JUIS KOHTpaUeniuu. B To xe Bpems mis
9THX HOBBIX COCJMHEHHMH HE HMCKIIOYAIOTCS M BCE
JIPyTHe BO3MOXHOCTH TPHUMEHEHUSI, H3BECTHBIC HA
CerOJHSAIHUI JIeHb MPH KCIOJIb30BAHUM TecTare-
HOB (cM., Hampumep, "Kontrazeption mit Hor-
monen", aBropsl Hans-Dieter Taubert u Herbert
Kuhl, u3n-Bo Georg Thieme Verlag, Stuttgart-New
York, 1995).

COOTBETCTBYIOILYIO IO3UPOBKY MOXKHO OIpe-
JIeNSTh OOBIYHBIM 00pa3oM, BBISIBIISSL, HalpHMeE,
OMO9KBHBAJIEHTHOCTh, B YaCTHOCTH B TECTE Ha CO-
XpaHeHHe OepeMEHHOCTH, B CPaBHEHUH C KaKHM-
1100 W3BECTHBIM TEeCTarCHOM IPH Ha3HAYCHHU C
KOHKPETHOH LeNIbl0, HalmpuMep, B KOJHMYECTBE,

004306

10

ounoskBuBasieHTHOM 30-150 MKT IeBOHOpTecTpena B
cinydae xoHTparenuuu. CyTo4dHas JO3UPOBKa yKa-
3aHHBIX B 1) coemMHEHUN MO M300PETEHNUI0 B KOH-
TPaLENTUBHBIX Npernaparax I0JDKHA COCTaBISTh
npeanoururenbHo 0,01-2 mr. ['ecrareHHble U ACT-
POTrCHHBIC AKTUBHBIC KOMIIOHCHTBI, BXOAAIIWE B
COCTaB KOHTPAIICTITUBHBIX IPEIapaToB, MPEAIoy-
TUTEJBHO Ha3HA4aTh JJII COBMECTHOI'O OpPaJbHOTO
npuema. CyTOUHYIO 1103y NpPEIIIOYTHTENBHO IIpe-
IyCMaTpUBaTh UL OJHOPA30BOTO IIpHEMa.

B xadecTBe 3CTPOT€HOB IPHUEMIIEMBI BCE TIPH-
pPOIHBIE ¥ CHHTETUYECKHE COSAMHEHHS, N3BECTHHIE
Kak oOJamaromue CTPOreHHON 3(PPEeKTHBHOCTHIO.
B xadecTBe MPUPOIHBIX 3CTPOTCHOB IMPUTOIHBI IS
UCIIOJIb30BaHUSI MIPEXE BCETO 3CTPAIUOI, a TaKkKe
€ro CIJI0XHBIE AHUPBI C IPOJOHTUPOBAHHBIM JISHCT-
BUCM, TaKHWE€ KaK BaJiepaT U MYy HO}IO6HI)IC, 501040
sctpuoi. [IpeanodTuTeNnsHbl, OQHAKO, CHHTETHYE-
CKHE OCTPOTCHBI, TaKWe KaK STHHWIICTPAIMOI,
140,17a-3Tano-1,3,5(10)-3ctpatpuen-3,17p-auon
(WO 88/01275), 14a,l7a-3tano-1,3,5(10)-3ctpa-
tpueH-3,160,17B-tpuon (WO  91/08219) wnnm
15,15-quankunbHele IPOU3BOAHBIE ICTPaUOA U, B
MEPBYIO OYepenb, clenyeT Ha3BaTh U3 HHUX 15,15-
muMerriaerpaanon (WO 95/04070). B kauectse
CHHTETHYECKOTO ICTPOTCHA INPEAMIOYTHTEICH JTH-
HUJIDCTPAANOI. B KadecTBe 3CTPOTreHOB sl COBMe-
CTHOTO HCIIOJIF30BaHMA C YKa3aHHBIMU B 1) coenu-
HeHMsIMH o01miel dopmynsl | mpuemiems! U cras-
IIM€ CPAaBHUTEIHFHO HENAaBHO W3BECTHBIMH 3CTpaT-
pueHn-3-amunocyibdonarsl (WO 96/05216 u WO
96/05217), sBisromUecss TPOU3BOJHBIMH 3ICTpa-
JMOJIa WIIM STUHWIACTPAIMOJIa U OTJIHYArOIIHecs
HU3KOM TamaTH4YecKol 3CTPOreHHOCThI0. B 3aBep-
IIeHWe MOJKHO Ha3Bath eme u 14a,150-
METWIEHCTEPOHUB U3 psifa 3CTPAHOB U TIPEXKIe
Bcero l4a,150-metunen-17o-3cTpaanon, a Takxke
COOTBETCTBYIOIIME IIPOU3BOJHBIE  3-aMHIOCYJIb-
¢onara. DCTporeH peKOMEHIyeTcs Ha3HadaTh B
konmyectBe, cooTBercTByromeM 0,01-0,05 mr s1H-
HUJIACTPAHONIA.

Hosrie coequaenus oomeit popmynsr I, yka-
3aHHBIC B 1), MOTYT HCIIOJIB30BATHCS TAKXKE B TIpe-
maparax, npeIHa3HaueHHBIX JJIS JICUEHUs] THHEKO-
JIOTHYECKUX PACCTPONCTB M MJi 3aMECTUTEIbHOMN
Tepanuu. braromapss CBOMM  MOJIOKUTEIBHBIM
CBOWCTBaM 3TH COEJWHEHUs COTJIacCHO H300peTe-
HUIO JIAlOT OCOOEHHO XOpOUIME pe3yJbTaThl HpHU
JiedyeHnH OOJIe3HEHHBIX COCTOSHHUI B MPEAMEHCTPY-
QIBHBIA TIEPHOJ, TAKMX KaK TOJOBHBIC OOJH, Je-
mpeccuBHas AUCHOPHS, 3allepKKa BOIBI U MacTO-
muana. CyTo4HAs 03a MpU JICYCHUH TaKHX IIpen-
MEHCTPYaIbHBIX OOJIE3HEHHBIX COCTOSHHUI COCTaB-
nseT mpuMepHo 1-20 Mr.

AHaNOTUYHO APYTHUM H3BECTHBIM I'eCTareHaM
HOBBIE COEJIMHEHUsI MOTYT CIYXUTh Tarxke 3ddek-
TUBHBIM CPEJICTBOM JUISl JISUCHHS SHAOMETPHO3a.

U, HakoHel, 3T HOBBIE COEAWHEHUS MOTYT
HaWTH IPUMEHEHHE TaK)Ke B KAYECTBE reCTareHHbIX
KOMITOHEHTOB B pa3pabOTaHHBEIX B ITOCIIETHEE Bpe-
MsI COCTaBax JUIsI KOHTPOJIS JKEHCKOro Oecrioans,
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OTIIMYAIOMINXCS TEM, YTO B HUX HCHOJIB3YETCs I0-
MOJTHUTEIBHO KOHKYPEHTOCHOCOOHBIH aHTAaroHHCT
nporectepona (cm. H.B. Croxatto u A.M. Salva-
tierra "Female Contraception and Male Fertility
Regulation", nox penakimeii Runnebaum, Rabe &
Kiesel, 1. 2, Advances in Gynecological and Ob-
stetric Research Series, u3a-po Parthenon Publish-
ing Group, 1991, crp. 245; 3asBku WO 93/17686,
WO 93/21927, matent CILIA 5521166). [103upoBKY
ClIeZlyeT BHIOMpATh B YKa3aHHBIX BHIIIE IMpeeliax;
COCTaB MOJKHO TPUTOTABIUBATh aHAJOTHYHO Tpa-
nmuimonHbIM OC-mipenapatam. Ha3BaHHBIN momoni-
HUTEJBHBIII KOHKYPEHTHBI aHTaroHUCT IIpOrecTe-
pOHAa MOXXHO BBOIUTH HEOOS3aTEIBHO OJHOBpE-
MEHHO, a IIOCJIEIOBATEIILHO.

Te coenuuenus odmiei Gopmyist I, KoTopbie
MO>XHO OTHECTH K YKa3aHHBIM BbIIIe B 2) u 3), T.€.,
CJIEJIOBATEIILHO, COCIMHEHUS, 00JaJarolue B JIO-
0OM ciyyae CHJIBHBIM aHAPOTCHHBIM JICHCTBHEM
(aHImporeHHBIE TeCTareHbl), MOTYT UCIIOJIE30BATHCS
JUTS M3TOTOBIICHUS (hapMaIleBTHYECKIX MPErapaToB
U KOHTPOJISI MY>KCKO# (pepTHIBHOCTH.

B Hacrosiiee Bpemss no uHunuatuse Bce-
MHUPHOM OpraHM3allif 3APABOOXPAHEHHS IIPOBO-
JIATCSI MHOTOYHCIICHHBIE HCCIIEOBaHUS KOHTpa-
HENTUBHOW 3((EeKTUBHOCTH Ha MYXXYHHAX IIPH
KOM6I/IHI/IpOBaHHOM HCIIOJIb30BAaHUN BBOJHUMOI'O
OpPaJIbHO TecTareHa (MeIPOKCHIIPOrecTepoHa alle-
TaT B Jemno-popme, JIEBOHOpPrecTpeaa CIOXKHBIN
3(¢up, IUIIPOTEPOHA areTaT) ¥ BBOAMMOTrO MapeH-
TEepaJbHO aHApOreHa (TecTecTepoHa JHAHTAT). B
OTIIMYME OT ATOTO KOHTPOIb (PEPTHIHHOCTH Y MYXK-
YUH MOXXHO OCYIIECTBISATH C TIOMOIIBIO OTHOH,
collepKamieil mpeiaraeMble COSIUHEHUS B COOT-
BETCTBYIOUICH JTO3MPOBKE JIEKAPCTBEHHOH (HOpMBI,
a IMEHHO, Ha3Ha4aeMOH JJIs1 OpajbHOTO JHOO Upe-
CKO’KHOTO BBEJICHHSI.

Kpome TOro, coenuHeHHs MO0 U300PETEHHUIO C
AHJAPOTrCHHBIM ﬂeﬂCTBHeM MOXHO NPUMCHATH IJIid
MY)KYHMH CTapIIero BO3pacTa B KaueCTBE CPEICTBa
ropMoH-3amectuTensHoi Tepanun (I'37T).

Te coenunenust obuier dpopmynsl I, koTopsle
MOJNAIAI0T CKOpee oA Kiaccu(UKAIUi, YKa3aH-
HYIO B 2), T.. COSIWHEHHUA C TPEUMYIIECCTBEHHO
aH/IPOTCHHBIM U 0oJiee CTa0BIM TeCTareHHBIM JIeH-
CTBHEM, MOTYT HCIIOJIE30BaThCA UISI TOPMOHOTEpa-
i My)49uH. C TOMOIIBIO 3THX COCTUHEHUN MOXK-
HO BBIITyCKaTh IpeNapaTsl, MpeIHa3HAuYCeHHBIE I
JIEYeHUs THIeproHagu3Ma (THIEpreHUTaIN3Ma)
WA [JJI JICUCHUS MY>KCKOT'O GGCHHOZLI/UI " Hapy1ie-
HUM TTOTEHIINH.

[pu ucmonp30BaHUY COCTUHEHUH O U300pe-
TEHUIO B IIENIAX KOHTPOJIS MYXKCKOU (epTHILHOCTH
W JICYCHUS BBIICYKA3aHHBIX OOJEC3HEHHBIX COCTOS-
HUM U PacCTPOWCTB, CBA3AHHBIX C JECUCTBUEM aH-
POTEHOB, MpenIaracMple COCIUHEHUS IPUMEHSIOT B
JTIO3MPOBKAX, SKBUBAJICHTHBIX 0 UX JEHCTBUIO KO-
JMYECTBAM TECTEPOHA DJHAHTAaTa COTJIACHO PEKo-
MeHgamusiM BO3, COOTBETCTBEHHO B JO3UPOBKE,
YK€ MPAaKTHKyeMON MpPU HCHOIH30BAHUHU COEIHHE-
HUHW B aHIIpOreHHOW Tepanuu. [1o]] S5KBUBaIEHTHBI-
MU TI0 UX JICHCTBHIO KOJHYECTBAMH IOJIpa3yMeBa-
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IOTCSI TAaKHUE KOJIMYECTBA, KOTOPBIE OOECIEUNBAIOT
3¢ QeKT, CpaBHUMBI C JOCTHUTHYTHIM B TECTE Ha
aHJPOTCHHOE JIEHCTBHE, NPOBOIMBIIEMCS Ha Ce-
MEHHBIX MY3bIpbKax W/WIM NPOCTaTe KPbICHI (TECT
o ['epiibeprepy).

Jna I'3T Myx4uH 3aMecTUTEeNbHas 103a Tec-
TOCTEpOHA HHAHTATa COCTABILSIET HA CErOMHSIIHUNA
JIeHb TpuMepHO 10 MT/cyTKH.

B cootBerctBuM ¢ ganaeiMu BO3, nmomyden-
HBIMH IIPU MCCIIEA0BAaHUH MYXCKOH (pepTHiipHOCTH,
PEKOMEHIYeTCs NPUMEHSTH Pa3iYHbIE CIIOXKHBIC
3¢upHI TECTOCTEPOHA (IHAHTAT, OYIMKJIAT, YHIEKa-
HOAT) B 103UpoBKax mnopsiaka 10-30 mMr/cyTku.

Cremyer ykasaThb W Ha TO, YTO KiIaccHU(HKa-
LU TI0 TPEM TPYIIIaM COTJIACHO M300PETEeHHI0, KaKk
9TO MpejCTaBieHO Bhile B 1), 2) u 3),B cuiy pas-
JINYHBIX TOKa3aHUN HE SBISETCS CTPOTO OIpee-
JICHHOH M BO3MOXXHBI IIO3TOMY COOTBETCTBYIOLIHE
BapuaHThl. KOHKpPETHO, COEAMHEHUs, KOTOPhIE II0
cBoMM KFp, 1/umu KF spgr, pacronoxkeHsl 67mxe K
TpaHMIAM KaKAOM M3 yKa3aHHBIX TPYII, MOTYT
ObITh 1O CBOMM IIOKa3aHWSIM B PaBHOM CTENEHH
OTHECEHBI M K CMEXHOH TpyTIIE.

Coenunenns obmen hopmynsl I mposBisaioT
YaCTHYHO CBOE JEHWCTBHE M 10 OTHOIIEHHIO K IJIFO-
KOKOPTHKOWAHOMY H/WIM MHHEPaJIOKOPTHKOHIHO-
MY pelenTopy.

dapmaneBTHUecKie TpenapaTsl Ha OCHOBE
HOBBIX COEAMHEHUN HM3rOTABJIMBAIOT MO M3BECTHOM
TEXHOJIOTUH, a UMEHHO, CHayaja akTHBHOE Belle-
CTBO, HEOOs3aTEIbHO COBMECTHO C 3CTPOTCHOM, C
OOBIYHO MCTIONIB3YEMBIMH B TaJICHUKE HOCHUTEISIMHU,
pa3baBuTeNIMH, HEOOS3aTENFHO C BKYCOBBEIMH JO-
0aBKaMH W T.II. MTOJBEPTalOT IepepaboTKe M 3aTeM
MEepeBOAAT B TpeOyeMyro JIeKapCTBEHHYIO (Gopmy.
JUIi  TpennoYTUTENBHOTO OpPalIbHOTO  BBEICHUS
Ipenaparsel LI€JI€CO00pa3HO BBITYyCKaTh, IPEXKIE
BCEro, B BHJE TadJETOK, Jpaxke, Karcyll, MIIIOJIb,
CyCHeH3ui Wi pacTBopoB. [l mapeHTepalbHOTO
BBCJACHHA TMPHUIOAHBI, IPEKIAC BCETO, MACISAHBIC
pacTBOpBI, KaK, HAIPpUMEpP, PacTBOPHI B KYH)KyTHOM
MacJjie, KaCTOPOBOM Maclle M XJIOIIKOBOM Maciie. B
LENSIX MOBBIIICHUS] PaCTBOPUMOCTH MOTYT H00aB-
JSATHCSL BEIIECTBA, CIIOCOOCTBYIOIIME TakKOH pac-
TBOPHUMOCTH, TaKHe, Hal[puMep, Kak OCH3MIOCH30aT
Wi OCH3WIIOBEIA CITUPT.

Coenunenus o6ueit Gopmynsl I MOXHO Tak-
K€ HENPEPBIBHO, B TE€UYEHHE OINPEIEICHHOIO Ipo-
ME)XyTKa BPEMEHH BBOJWTH C ITIOMOIIBIO TaK Ha3bl-
BaeMoOil CHCTeMbl BHYTPUMAaTOYHOTO BBICBOOOXK/Ie-
HUs akTUBHBIX BemlecTB (BMC; nampumep, cucre-
Mbl MIRENA®™); cKOpOCTb BBICBOGOYXK/ICHHS aKTHB-
HOro(bIX) COEAMHEHWs(MH) BHIOMPAIOT TPH 3TOM
TakuM 00pa3oM, 4ToObl 00ecreunTh BBICBOOOXKIE-
HUE IPEIyCMOTPEHHOM CYTOYHOH 103bl B yKa3aH-
HBIX BBIIIE TIpenenax. Jpyras BO3MOKHOCTb COCTO-
UT B TOM, YTO CYOCTaHIIMHU 10 U300PETEHHUIO BKITIO-
YalOT B CHCTEMY, INPEIHA3HAYCHHYIO I TpaHC-
JIepMaIbHOTO BBEICHUS, ¥ TAKUM ITyTE€M BBOIST UX
B OPTaHU3M.
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[pemiaraemple B M300pPETEHUH COETUHEHUS
o0mmert popmyitel I MOTYT OBITH MTOJTYYEHBI IO OITH-
CaHHOM HMYKE TEXHOJIOTHH:

Cnoco6 nosryyeHus

1. KapOonuibHoe coemuHeHue oomeit dop-

Myibl 11

1 2 9

R, R

H
A 5
II
B KOTOpO#i A, B, Ar, R' n R’ NMeI0T 3HAYCHHS, yKa-
3aHHBIE B (opMmyne I, momBepraroT B3aUMOZCHCT-
BHIO C COeAMHEHHeM obuieil hopmyisr R*-SiMe;,
rae R® mveer 3Hauenus, ykasaHHble B 06mieii pop-
MyJsie I, B mpucyTcTBMM Karaau3aTropa WU C aj-
KWIMETAINTMYECKUM COeIMHEHUEM, HallpUMep, pea-
reHToM ['puHbsipa MO0 JTUTHHAIKIIOM, C MOJTyYe-
HUEM B pe3ysibTaTte coeauHeHus Gopmyisl 1. B ka-
YecTBE KaTaln3aTopa MpHeMJIeMbl (TOPHIHBIE CO-
T WIA OCHOBHBIC COCIWHEHHs, TaKhe Kak KapoOo-
HaThl IIEJOYHBIX MeTamuioB (cM. Journ. Amer.
Chem. Soc. 111, ctp. 393 (1989)).

2. Coenunenne obueit popmysr I11
R1 R2HO R3

/FG

A B

B KOTOpOil A, B, Rl, R? u R® umeror 3HAYEHUs, yKa-
3anHble B hopmyie I, a FG obo3Havaer yxoasuiyto
TPYyMILy, MTOJIBEPTaroT B3aMMOJIEHCTBHIO C COEAHHE-
HHEM Ar-NH-R“, rae R!! o6osnauaer atom BoO-
pona win C;-CsauuiabHy0 Tpynmy, a Ar HMeeT
3HaYeHHe, ykazaHHoe B obOuiedd ¢opmyne I, npu
9TOM 3aTeM Heo0s3aTeIbHO OTILEIUISIOT OCTaTOK
R', monyuas B pesynsrare coenunenne popmyisi 1.
B xope 3To¥ peaknuu coenuHeHHE 0O0IIeH Gopmy-
el III mMoxeT OBITH HeOoOs3aTeIbHO 00Pa30BaHO
TONBKO B KAaueCTBE IPOMEXKYTOYHOTO IPOIYKTA,
OHO MOJKET IIPEJCTABIATh COOOH, HampuMmep, oopa-
3YIOIIMKCA Ha IPOMEXYTOUYHOM CTaguu U3 COOT-
BETCTBYIOIIEH KapOOHOBOW KHCIIOTHI XJIOPAaHTHI-
PHUI KACIOTHI. B KauecTBe yXOIAIMIMX TPYII MOKHO
Ha3BaTh, HAaIpUMeEp, aToM XJiopa JIMbo Opoma HiIH
TO3WIATHBINA OCTATOK.

3. Coenunenue obueit popmyisr [V
R1 R2 R3
o}

B KOTOpOH A, Rl, R? u R® umeror 3HA4YECHUS, yKa-
3aHHBIE B (opmyse I, momBepraroT B3aUMOICHCT-
BHIO ¢ coenHerneM Gopmynsl Ar-NH-R'', roe R
¥ Ar UMEIOT BBIIICYKa3aHHbBIC 3HAYCHUS, TIPH ITOM
3aTeM HeoGA3aTebHO OTIIEIUIAIT OocTaToK R'',
HoJly4asi B pe3yibTare coequHeHue Gpopmyisl I, rae
B npencrasaser coboit CH,-rpymmy.

4. Coemunenue (opmyinsl I, comepkariee B
ocTaTKe A WU B ocTaTke Ar IpyNIUpPOBKY apmi-X,

004306

14

IJie apwl TPeacTaBIseT COO0OW H3OIUKIUIECKHUI
MO0 TETePOLMKINYECKUH apOMaTHYSCKHHA paau-
KaJl B COOTBETCTBUHU CO 3HAYCHHUSMH, YKa3aHHBIMH
npu pacummdpoBke dopmynsl I, a X obo3Hagaer
atoM 6poma 160 noxa wiu rpymy -O-SO,R'% rae
R'? o603Hauaer C;-CsnepdTOpaIkuibHYIO FPyIILY,
10 M3BECTHBIM METOJaM IIOJBEPraloT B3aMMO/ICH-
CTBUIO C COCIWHCHHEM (DOPMYIIBI R"-Y, rme R"
o0o03HavaeT HeoOsA3aTEeIbHO 3aMEUICHHBIH apuilb-
HBIA, DTEHUIBHBINA TH00 3THHUIBHBEIA OCTATOK, a Y
ob6o3HaugaeT atroMm Bogopoxaa (Journ. Org. Chem. 43,
ctp. 2947 (1978)), mnu obo3nawaer rpymmy B(O-
R'"™), (Journ. Org. Chem. 58, ctp. 2201 (1993)) nim
rpymy Sn(R"); (Journ. Org. Chem. 52, ctp. 422
(1987)) mpu R'* u R", npencrapnsomumu co6oii
¢denmwpHbIN octaTok Wik C;-Csamku, a R' moxer
TaKXke MpeACTaBsTh co0OH Bonopoa, Mg-ranorexn
WIN aTroM IIEJIOYHOTO METajlla, B IPHUCYTCTBUHU
KaTaju3aTropa Ha OCHOBE MeTajlla C IOJy4YEHHEM B
pesynbrate coeauHenus apui-R .

5. B coenmuaenun dopmynsl I, comeprxarieM B
A 100 Ar anKOKCWIBHBIA WIHA alUIOKCHIBHBIA
3aMeCTHTEeNb, BBICBOOOXKTaroT OH-rpynmy u He-
0053aTebHO MPOBEACHUEM TTOCIIEAYIOIIEH PeaKIiu
3TepUGUIHUPYIOT 0 MPOCTOTO JHOO CI0KHOTO
adupa, a 3arem, 1ocie NPeBpaleHus B IPOCTOoi 1-
(eHnII-5-TeTpa3oauIoBId duUp, MyTeM THUIPUPO-
BaHMs OCYIIECTBISIFOT IPOLIECC IMOJHOTO BbIEINe-
Hust (Journ. Amer. Chem. Soc. 88, crp. 4271
(1966)).

W3 onmcaHHBIX BBINIE BapuUaHTOB criocoba
MPUTOTHBIMU U TIONYYEHUS BCEX COCTUHECHUH,
MOIMaIAI0MINX 1o o0IIyto Gopmyny I, mpuromHsr
BapuaHTH | 1 2. C IOMOIIBIO K€ BapHaHTa 3 CIo-
co0a MOXKHO MOJIydaTh COeAMHEeHHUs 001ei Gopmy-
nel I, B xotopoii B mpeacraBnsier coboit -CH,-
rpymmy. C momomipio BapuantoB 4 u 5 cmocoba
MOXKHO OCYIIECTBIIATh (PYHKIIMOHAIM3AIUIO TPYIII
B YK€ UMCIOIIUXCS COCIUHECHUAX 00IIel GopMyJibl
L.

[Ipn HEOOXOIMMOCTH COEAMHEHUs, KOTOpHIE
MOJTY4alOT 110 OJJHOMY M3 OIMCAHHBIX BBIIIE CIOCO-
00B 1 B KOTOPBIX A mpeacTasisieT coboil HeoOs3a-
TETHHO 3aMEIIEHHOE apOMAaTHIEeCKOE KOJIbIO, MO-
TYT CEJIEKTUBHO 3aMeIaThCs 110 STOMY apoMaTHue-
CKOMY KOJIBITY C TIOMOIIBIO M3BECTHBIX METOAOB. B
KayecTBe NpHUMepa MOXHO Ha3BaTh KaTalWTHUe-
CKO€ THAPHPOBAHHWE MHOTOKPATHBIX CBS3EH, HHT-
pOBaHHWE U TaJIONINPOBAHUE.

Hcnonb3yeMble B IpUMEPAaxX UCXOAHBIE MaTe-
PpHaJIBI TOJYYaIOT CIEAYIOIUM 00pa3oM.

IosyyeHue HCXOHBIX COeTNHEHMIT

4-Metui-4-deHnn-2-okcoBajiepHaHoBasi K-
ciora.

PactBop ['puHbspa, momydeHHBIH U3 26,4 T
Maraus W 162w 2-mertmn-2-¢eHmnt-1-xmop-
mponara B 150 M1 AMATHIOBOTO 3Hpa, IO KAIUIIM
nobapisitot mpH -30°C x 600 M1 IUATHIIOBOTO du-
pa maseneBoi KUCIOTHL. [lo ncreuennu 2 4 peak-
LIHUOHHYIO CMECh IOOABIIOT K PacTBOpPY XJIOpUAA
AMMOHHUSI, SKCTParupyrT JUITHIOBBIM 3(PHUPOM,
cymat (Na,SO4) u (QpakHMOHHPYIOT MEPETOHKOM,
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nmony4dast 84 r oaTmioBoro sdupa  (ty, 115-
120°C/0,03 rlla), xOTOpbIi pacTBOPSIOT B 1 M
MeTtaHoja, cMmemuBaioT ¢ 500 Mma 1M ruapokcuaa
HaTpusl U IepeMelINBaioT B TedeHue 1,5 4 mpu
KOMHaTHOW Ttemmneparype. llocne BeimapuBanus
METaHOJIa B BaKyyMe OCTAaTOK PacIpelelisioT MexX-
Iy BOJOW W AWATWIIOBBIM 3(HUpPOM, BOJHYIO (azy
MOJKHUCIISIOT COJSTHOW KHCIIOTOW W 3KCTPAarupyloT
JdTHIOBEIM 3dupom. [locne ynapusanust moiy-
qaroT 57 T 4-meTni-4-¢eHmn-2-0KcoBalepuaHOBOH
KHCIIOTHI B BHJIE TYCTOTO Maca.
4,4-]IluMeTHII-2-0KCO-5-TreKCEHOBAs KMCIIOTA.

N3 50 t merunosoro 3¢dupa 3,3-mumernin-4-
MEHTCHOBOM KHUCIOTHI IyTeM oMblIeHus 10%-HbIM
€KUM Kamu mnoiy4yaroT 36 r  3,3-numermin-4-
MIEHTEHOBOM KHCJIOTHI B BHJE Maciia. 3aTeM IyTeM
nepeMelInBanus ¢ THOHWIXJopuaoM (20 4, xom-
HaTHas TEMIIepaTypa) IOIyYaloT XJIOPaHTHIPUL
3TOU KUCIOTHI, ty 59°C/30 rlla. 16 T moxy4eHHOTO
MPOAYKTa INepEeMEIINBAIOT B TeueHue 4 qHei ¢ 15 r
tpumeTwicwmimannga 1 0,16 r woanma nuHKA.
IMocne meperonku mony4aroT 13 T HuUTpmia 4,4-
IIMMETHII-2-0KCO-5-TEKCEHOBOM KHCIIOTHI, tyy 75-
85°C/30 rlla. 2 r storo mpoaykra ¢ 0,6 MiI MeTaHO-
7ma B 13 MJI TekcaHa HaCHIIAIOT XJIOPUCTHIM BOJO-
POAOM HPH OXJIAXKICHUH JIBJOM H MO HCTCUCHUH 2
9 CMEIIMBAIOT ¢ BOAOH. V3 rekcanoBoi (ha3sl moce
cymku (Na,SOy4) u ynapusanus nosrydarot 0,558 T
MeTiioBoro 3¢upa 4,4-m1uMeTHII-2-0KCo-5-rexce-
HOBOM KHCJOTEHI, t, 48°C/0,003 rIla. 0,535 r sToro
3¢upa oMeuIAOT 1,3 M 3H. HATPOBOTO INENIOKA,
nomydvast 0,32 r 4,4-1uMeTHII-2-0KCO-5-TeKCEHOBOH
KHCJIOTBI B BHJIE ’KEITOBATON JKHIKOCTH.

3-(1-OeHUIIIKIOOY THIT )-2-0KCOMPOITHOHO-
Basi KHCIIOTA.

10 r 1-dpenHunumkioOyTaHKapOOHUTpUIIA,
pactBOpeHHOT0 B 70 M TONIyONa, CMELIMBAIOT PU
TeMmIepaType B npenenax ot -72 g0 -69°C ¢ 56 ma
qunzo0yTunamomoruapuia B - tomyone  (1,2-
MOJIIpHBINA pacTBop). Ilocne BBIAEPKKH CMEcH B
TeueHue 4 1 npu -75°C K Hel 1o KarisM 100aBis-
ot 30 mu ostunauerara. Ilocne HarpeBaHust 1o
KOMHATHOW TEMIIepaTyphbl K CMECH elle pa3 100aB-
JSTIOT 3TWIALIETAT, a TakXkKe BOLY. 3aTeM (UIbTpPY-
10T 4epe3 KHU3eIbryp, OpraHuuecKyto ¢a3y oTnens-
fot, cymar (Na,SO,) u ynapusatot. [locne xpoma-
torpadun Ha cunukarene (rekcan ¢ 0-10% atun-
arierara) nosy4daror 7,6 T 1-peHHIMKI00yTaH-
KapOanpernaa. 3 r 3TOro NpoIyKTa PacTBOPSIOT B
10 ma rerparunpodypana u npu 0°C no xarism
JO0aBISIFOT K PacTBOPY, KOTOPBIN MPEABAPUTEIBLHO
6611 omyueH cmentenueM npu 0°C 5 r tpusTmin-2-
stokcudocdonoanerara B 70 mi Terparuapodypa-
Ha ¢ 10,3 My 2-MOIsIpHOrO pacTBOpa AUU3ONPOIU-
JaMuga  JIMTHS B TeTparuapodypaHe/rentaHe/
stunoensone. [locie Beimepkku B TedeHne 20 d
IIpY KOMHATHOW TeMIIEpaType K peaKLIMOHHOM cMme-
cH JOOABIAIOT BOLY, SKCTPArUPYIOT ATUIALETATOM,
cymar (Na,SO,) u ymapuBaioT. 2 T 3TOTO CHIPOTO
MPOAYKTa OMBULAIOT 28 MII 1H. HATPOBOTO IIENOKA.
Takum myTem noiy4aroT 1,32 T KUCIOTHI, KOTOPYIO
IpU MHTEHCUBHOM IlepeMelInBaHuu ¢ 25 M 1-
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MOJISIDHOW CEpHOM KHCIOTHI BBIIEPKUBAIOT C Ha-
rpeBarueM B Teuenue 20 4 mpu 90°C. [Tocne akcT-
parupoBaHuss  AMITWIOBBIM ~ 3(QHUPOM,  CYIIKH
(Na,SO,) u ynapuBanus nonydarotr 0,89 r 3-(1-
GeHWIIMKIO0 Y THIT )-2-OKCOMPOITMOHOBOW KHCIIOTHI
B BUJIE JKEJITOBATOrO Macia.
3-[1-(2-MeTokcudeHIIT ) TUKIIOTTPOTTHIL |-2-

OKCOTIPOITOHOBAsI KUCJIOTA.

B cooTBeTcTBHM C METOIUKOH, ONMMCAHHOW B
J. Org. Chem. 40, (1975), 3497, nogBeprarot B3au-
Mozeiicteuro 16,7 T  2-MmeTokcupeHMIaneTo-
HUTpWia, 158 M TpumsonponwiamMuaa autus (2-
MOJISIpHBIA pacTBop) U 46,7 M 1,2-guxjopaTana B
96 ma teTparuapodypana ¢ 58,6 M TpuamMmIa rex-
cametipochopHOr KUCIOTHL. B pesysbrare momy-
qaloT 5,6 T 1-(2-MeTOKCH(EHIIT ) IUKIIONPOIHIKAP-
OOHUTPHUIIA, tg, 104-115°C/0,1 mbap, mociemyro-
e TPEeBpaIleHNs] KOTOPOTO MPOBOJISAT aHAIOTHY-
HO Meroamke, onucanHod g 3-(1-¢eHmi-
LUKJIOOYTHII)-2-OKCOIIPOIIMOHOBOM  KUCHOTHL. Ta-
KHM TyTeM Tnoiy4aT 3-[1-(2-meTokcudeHw)
LIUKJIOTPOTIHII |-2-OKCOIIPOIIMOHOBYIO ~ KHCJIOTY B
BHJIE Macla.

AHaJOTUYHO METOAMKE, onrcanHou amst 3-(1-
(beHUITIUKIO0Y THIT)-2-0KCOTIPOIIMOHOBOH KHUCIIOTHI
u  3-[1-(2-meTokcu(EeHNI) IUKIOIPOIHII]-2-0KCO-
HpOHHOHOBOﬂ KHCJIOTBI, IOJYYaroT KUCIOTHI, IMPCI-
CTaBJICHHBIC B TA0JI. 2.

Tabnuua 2

y4

ITpumep n Z" (#H) b, °C
1 3-F MacJo
1 2-Cl 60-63
1 4-C1 MacJo
1 2-Br 49-54
1 3-Br MacJjo
1 2,4-Cl, 185-190
1 3-OCH; MacJo
1 3-CF; MacJjio
3 MacJo
3 4-CH; 50-61
4 4-OCH; MacJjo

3-(1-OeHNIIUKIONPOIHI )-2-0KCOMPOITHOHO-
Bas KHCJIOTA.

[TomyyatoT aHAJIOTHYHO METOAMKE, OIMUCAH-
Hoit muia 3-(1-heHMMIMKIOOYTHII)-2-0KCOMPOIHO-
HOBOU KHMCIIOTBI.

3-(1-DeHUTIHUKIOTEKCHIT)-2-0KCOMPOITHOHO-
Basi KMCJIOTA.

[TonyyatoT aHaJIOTMYHO METOJWKE, OIHMCaH-
HoW st 3-(1-peHmnuKIo0yTHI)-2-0KCONPOITHO-
HOBOM KHCIIOTBI.

4-(3-Metokcudenmn)-4-MeTHI-2-0KCoBaJe-
pHaHOBAs KUCIIOTA.
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4,2 mn 0,6-MOJIIPHOTO pacTBOpa 3-METOKCH-
(enmnmmarnuitbpomuga B TeTparuapodypane cme-
muBaioT npu -70°C ¢ 257 mMr komiiekca opomuaa
Meau C JII/IMCTI/IJ'ICyHb(l)I/IZIOM, a 3aTeM IMepeMeuIn-
BatoT B TeueHune 20 muH mpu -40°C. PeakiinoHHy10
CcMech CHOBa oxJaxaanT 10 -70°C u MeIyIeHHO
nmobasistror 0,33 mut 1,3-mumernnrerparuapo-2-1H-
NUPUMHUIMHOHA M CMeCh, cocTosiyro u3 400 mr
METHJIOBOTO 3upa 4-MeTHI-2-0KCO-3-IIEHTEHOBOM
kucinoTel (Liebigs Annalen 1974, 477) u 0,71 mn
TPUMETHIIXJIOPCIIIaHA B 3,5 MII TeTparuapodypaHa.
[Tocne sToro mepeMemmBalOT B TeueHHE | 9 mpH
-70°C u 3aTeM HarpeBaroT 10 KOMHATHOW TeMIiepa-
Typsl. [amee mo0aBiArOT 2H. CONSHYIO KHCIOTY H
STHJIALETAT W dTHJaLeTaTHylo (a3zy oTaensor, a
3aTeM ee YIapHBalOT U OCTATOK PAaCTBOPSIOT B 5 M
nuxsopmerana. Ilocne nobasnenus 200 mr terpa-
OyTHIaMMOHMH(TOPHAA PEaKIMOHHYIO CMECh OC-
TaBJIIIOT CTOATH Ha 1 4 mpM KOMHATHOH Temrepa-
Type, a 3aTeM IPOMBIBAIOT BOJOH M AMXJIOpMETa-
HOBYIO (pazy cymar (Na,SO,4) u ynmapusatot. [Tocie
Xpomarorpaduu Ha CHIIMKAarelie ¢ UCTOIh30BaHUEM
rexcana/stmnanerata (97:3) momywaror 63 Mr Me-
THI0BOrO 3¢upa 4-(3-meToxcubeHmn)-4-MeTHI-2-
OKCOBAJIEPUAHOBON KHCIIOTBI, KOTOPBIM CMEIIHBa-
10T ¢ 1 mu1 pactBopa (10%-HOTO0) rHIAPOKCHAA KaTHA
B MetaHoue. [lo nucredennn 45 MUH pEaKIMOHHYIO
CMECh yNapuBalOT, OCTATOK PAacTBOPSIOT B BOJE U
JKCTParupyoT IUITHIOBBIM ddupom. Bonuyto da-
3y 3aTeM MOJKUCISIOT OH. COJIIHOM KHUCIOTOH M
9KCTParupyoT AMATWIOBBIM 3¢dupoM. JndTmi-
a¢upHyro ¢a3zy cymar (Na,SO,) u ymapuBaroT.
Takum  myrem  momydator 50 wmr  4-(3-
METOKCH(EHILT )-4-MeTHII-2-0KCOBAJICPUAHOBOM
KHCJOTHL.

2-T'napoxcu-4-metmin-4-penun-2-tpudrop-
METHJIBAJIEPHAHOBAS KHCIIOTA.

U3 1,5 r marama u 10 1 2-merwmi-2-
¢enmnmmporxsiopuna B 100 My AMATUIIOBOTO
a¢upa mnoyydaroT pearcHT [ puHbspa, KOTOPBIHA
BBOJAT B peakuuio ¢ 10 r sTminoBoro a¢upa tpud-
TOPHUPOBUHOTPAJHON KHUCIOTBI, momydas 9,5 T
STHIIOBOTO 3(upa 2-THIPOKCU-4-MeTHI-4-(heHn-2-
Tpu(TOpMETHIIBAIIEPHAHOBOK KHCJIOTHI, tu
90°C/0,045 rlla. 7,5 r aToro 3THIOBOTO >(Upa B
TeueHHe 18 9 KHUIATAT ¢ 0OpaTHBIM XOJIOIMIEHU-
koM ¢ 100 mu pactBopa (10%-HOro) rHIpOKCHAA
Kagus B MeraHoje. [locne KOHLIEHTPHUpPOBAHHS B
BaKyyMe OCTaTOK pacTBOPSAIOT B BOJE M IKCTparu-
PYIOT OUATHIOBBIM 3¢hupoM. Boanyro ¢asy mox-
KHUCIISIIOT 2H. COJISHOM KUCJIOTOM M DKCTParupyroT
JaTHIOBEIM 3dupom. Ilocie BeImapuBaHus pac-
TBOPUTENS NOIYy4aroT 3,2 T 2-TuApOKCcH-4-MeTHI-4-
(ermn-2-TpudropMeTHIBAIEPUAHOBOM KUCIIOTHI B
BUze OECIBETHBIX KPUCTAJIOB, t,; 124-126°C.

4-(5-@t1op-2-MeTOKCUPEHHNT )-2-THAPOKCH-4-
METHII-2-TPU(PTOPMETHIIBAIICPHAHOBAS KUCIIOTA.

1,3 r 6e3BomHOrO XJopuaa muHKa U 13,2 T
3€pHICTOT0 MapraHIla HarpeBalOT A0 KUICHHS B
100 M Terparuapodypana u KUIATAT B TeueHue 30
MuH ¢ 0,2 M MeTaUTWIOpOMHUIA. 3aT€M B TCUCHHE
2 9 IpU KUAMICHUH MO KaIUIIM TOOABJISIOT PacTBOP
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25 v mertaumnopomuaa u 17 r aTrioBoro 3dupa
TpUGTOPITUPOBUHOTPAAHON KUCIOTHI B 80 MIT TeT-
parunpodypaHa M KHUIATAT €LIe B TEUEHHE daca.
3ateMm npu OXJIAXKIACHUU JIbJIOM JIO68.BJ'ISHOT HacCbI-
LIEHHBIA pacTBOp xyopuaa ammoHus u 300 mn
STUJIalleTaTa, MepeMenmBaoT B TeueHue 30 MuH
nmpu 0°C W OTHENCHHYIO OJTHIALIETATHYIO a3y
IIPOMBIBAIOT HACBHIMIEHHBIM PAacTBOPOM  XJIOpHJA
aMMOHMSI M TPIKIbl BOAOH. 3aTeM CYLIKOM
(NaySO,4) u ymapuBaHHeM YIANSIOT PAaCTBOPHUTENb
M OCTaTOK IEPETOHSIOT B BakyyMme. Takum myTem
nojiy4aroT 17,6 T aTrinoBoro 3¢upa 2-ruapoxkcu-4-
MEeTHJIeH-2-TpU()TOPMETHIIBATIEPUAHOBOW KUCIIOTEL,
tn 48°C/1 rlla.

K 5 mn 4-dropannzona u 0,9 r stunoBoro
spupa  2-ruapoKcU-4-MeTnIeH-2-TpUPTOPMETHII-
BaJIepuaHoOBON KHCIIOTHI JobaBisior 0,8 T O6e3Bon-
HOTO XJiopuaa amomunus. [locne 3Toro peakunos-
HYI0 CMECh NepeMelnBaloT B TeueHue 40 u mpu
KOMHATHOM TemIlepaType, a 3aTeM JI00aBISIOT K
JIEASTHOW 2H. COJISIHOM KHUCIIOTE M 3KCTParupyroT
STHJIAIIETATOM. DTHJIALETATHYIO (pa3y IPOMBIBAIOT
1H. consHON KHCIOTON U Bomoi, cymar (Na,SOy) u
ymapusatoT. [Tocne xpomaTtorpadun Ha cuInKaresne
C HCIIOJB30BaHWEM rekcana/stmianerara (1:1) mo-
ay4qatlor 1 r© oatunoBoro 3dwupa 4-(5-drop-2-
MeTOKCH(EHHIT)-2-THIPOKCH-4-MeTHI-2-TpUdTOp-
METUJIBAIEPUAHOBOM KUCIOTHI, t,; 38-39°C.

1,9 r aroro atunoBoro 3dupa 4-(5-dprop-2-
METOKCH(EHHIT)-2-THIPOKCH-4-METHII-2-TpU(TOP-
METHWIBAIEPHAHOBON KUCIIOTHI B TEUEHUE 2 U KHIIS-
TAT C OOpaTHBIM XOJMOAMIEHUKOM ¢ 40 MIT pacTBOpa
(10%-noT0) THApOKCHAA Kanus B MeTaHome. [locie
BBINTAPUBAHUS PACTBOPHUTEINS B BaKyyMe HOOABIISIOT
BOJly, OSKCTParupyroT TEKCAHOM M OTAEJICHHYIO
BOJIHYIO (Da3y MOJAKUCISIOT OH. COJITHON KHUCIIOTOM.
ITocne skcTpakIMU 3TUIALETATOM ITHUIALECTATHYIO
a3y npombiBaroT Bozol, cymar (Na,SO4) u yna-
puBatoT. OCTaTOK KPUCTAJUIU3YIOT U3 rekcaHa. Ta-
KuM myteM moiy4aroT 1,55 r©  4-(5-drop-2-
METOKCH()EHMIT)-2-THIPOKCH-4-METHII-2-TpUTOP-
METUJIBAJIEPUAHOBOM KUCIOTHL, t,,; 102-104°C.

2-I'mppokcu-4-metnn-4-(2-TueHun)-2-Tpu-
(TOpMeTHIIBaTIepHAHOBAsT KHUCIIOTA W 2-THAPOKCH-
4-metun-4-(3-tueHmn)-2-Tpud TopMeTHIBaNICpUa-
HOBas KHCJIOTA.

AHaNOTUYHBIM IIyTeM MOJIydJaloT cMmech (9:1)
2-ruapoKcu-4-metuin-4-(2-tuenun)-2-rpudropme-
THJIBAJICPUAHOBOM  KHUCIOTHI W 2-THAPOKCHU-4-
MeTI-4-(3-THeHu )-2-TpUPTOpMETHIIBAJIEpHAHO-
BOM KHUCJOTHI, t; 150-151°C.

VYka3zaHHBIC B cleayromed Tadia. 3 KHCIOTHI
MOJTY4alOT 110 aHATOTUYHON METOANKE.
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Tab6muma 3

7" (#H) tyy, °C
7" CH, 136-138
7°=7" CH, 115-117

7°=7’: CH, 118

7" Br 131-132
Z" Cl 133-135

74 F 140-141

7% OCH; 98-99
7" OCH; 129-130
7°=7°: OCH, 136-137
7% OCHs, Z°: CH, 106-107
7% OCHs, Z* F 103-106
7% OCHs, Z°: F 102-104
7' OCHs, Z*: F 122-124
7 OCHs, Z*: F 108-109
7% OCHs, Z°: Cl 103-105
7°/7": (CH,), 118-119

7°/Z* -CH=CH-CH=CH- 137

7% OCHs, Z*: Br 115-116
7% Br, Z*: OCH, 122-124
7" C¢Hs 162-163
7°: OCH,, Z*: CH(CH3), 137-138

Hcnone3ys Ui COOTBETCTBYIOLIMX MpeBpa-
IIEHUH CTaHAApTHBIE METOMBI, M3 BBIIICIIPEICTAB-
JICHHBIX KHCJIOT WJIN UX MNPCAIICCTBEHHHUKOB IOJIY-
YaIOT TAKXKEe CIJIEYIONINE KHUCIOTHI.

2-I'mapokcu-4-metnn-2-rpudropmerui-4-(4-
BUHWJI(EHMIT)BajlepraHoBast KUCIIOTa.

HarpeBanuem  srtunmoBoro  adupa  4-(4-
O6pombenn)-2-ruapokcu-4-metmi-2-rpudropme-
THJIBAJIEPUAHOBOI KHCIIOTHI, TPHOY THIIBUHIIIOJNOBA,
Tpu-o-TommipochuHa ©  XJIopuma OwC-TPH-O-
tomuiochuanamnanus (1) B numerundopmamue
1o 120°C mosrydaroT 3THIOBBINA 3GHUp 2-THIPOKCH-
4-metmit-2-tpudTopMeTiII-4-(4-BUHUIPCHIT )BajIe-
PHAaHOBOW KHCJIOTHI, U3 KOTOPOT'O IIEIOYHBIM OMBI-
JICHUEM TOJIy4YalOT yKa3aHHOE B 3aroJIOBKE COEIH-
HeHue, t,, 73-74°C.

4-(4-Auetnndennn)-2-ruipokcu-4-MeTHiI-2-
Tpu(TOPMETUIBATIEPHAHOBAS KUCIIOTA.

[Momy4aroT aHaNOTMYHO MpEIBIAYLIEMY CO-
eIMHEHNIO HATrpPeBaHHWEM STHIOBOTO d¢upa 4-(4-
opomdenmn)-2-ruapokcu-4-meTi-2-Tpudropme-
TUJIBAJICPUAHOBOW KHCIIOTHI, TPHOYTHII-|-3TOKCH-
BUHUJIONOBa, Tpu-o-Towindochuna u xjaopuaa
ouc-tpu-o-rommwipochunnamiaaus (II) B aume-
tunpopmamune 10 120°C ¢ mocienyooummM Kuc-
JIBIM TUAPOJIHU30OM CHOJIBHOI'O 3(1)1/1pa 1 mCJI0OYHBIM
OMBLIEHHEM, t,,; 158-162°C.

4-(4-Auetnn-3-MeToKCU(EHUI)-2-TUAPOKCH-
4-metnin-2-TpudTopMeTHIBaIEpHAHOBAs KHCIIOTA.

[Mony4aroT aHANIOTMYHO MpEIBIAYLIEMY CO-
€/IMHEHUIO HarpeBaHueM STHioBoro 3¢upa 4-(4-
OpoM-3-MeTOKCH(EHIN )-2-THAPOKCH-4-METHII-2-
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TPUPTOPMETHIIBAIIEPHAHOBOI KHCIIOTHI, TPUOYTHII-
1-3TOKCHBHUHHUIIONOBA,  TPU-O-TONMWIPOChHUHA W
xyopuaa ouc-rpu-o-tonwidochunnamiaaus (1) B
mumetrindopmamuie ao 120°C, macio.
4-(4-Unandenun)-2-rugpokcu-4-mMeTuin-2-
Tpu(TOPMETHIIBAJICPHAHOBAs KHCIIOTA.

[onmywator w3 atminoBoro sdupa 4-(4-
O6pomdenm)-2-ruapokcu-4-metui-2-rpudropme-
TUJIBAJIEPUAHOBON KUCIIOTHI, IIMAHU/A [IMHKA U TET-
pakuctpudpermIpochUHIAIIIAANI B AUMETHIHOP-
Mamuze npu 140°C. Yka3aHHYIO B 3aroJOBKE KH-
CJIOTYy MOJY4YaroT MOCJIEAYIOIM OMBUICHHEM B
BUJIE TICHBI.

4-(4-KapoamounsdeHunn)-2-TuApoKcu-4-
METWI-2-TpU(TOPMETHIIBAIEPHAHOBAs KHCIIOTA.

[Monyyaror 00pabOTKOW STHIOBOrO 3dupa
NpeAbIIyleld KHCIOThl NEePEeKHChI0 BOAOpPOJa M
OMBUICHHEM, t,, 244-245°C.

4-(4-Ilnan-2-meToxkcupeHn)-2-ruJpoKcu-4-
MeTWI-2-Tpr(TOpMETHIBAICPHAHOBAs KHCIIOTA.

[MomyuatoT u3 sTIIIOBOTO YdHpa 4-(4-6pom-2-
MeTOKCH(DEHMI)-2-THAPOKCH-4-MeTHIT-2-TpUPTOP-
METWIBAIEPHAHOBON KHCIIOTHI, IMAaHWAA LWHKA U
terpakucTpudeHmwibhochuHIAIIAINS B AUMETHII-
¢dopmamune mpu 140°C. YkazaHHYIO B 3arojioBKe
KHCJIOTY IOJYYaroT MOCIEOYIOIIUM OMBUICHHEM B
BHUie aMOP(HHOTO MOPOILKa.

4-(3-Bpom-4-meTokcudenun )-2-ruipokcu-4-
METWI-2-TpU(TOPMETHIIBAIEPHAHOBAsT KHCIIOTA.

[MomyuatoT U3 THIIOBOTO 3(Upa 2-THIPOKCH-
4-(4-metokcudenmn)-4-MeTi-2-TpuTOPMETHII-
BaJICpUAHOBOW KHCIOTHI IyTeM OpoMupoBaHus N-
OpOMCYKITMHAMHUIOM B IUMETHI(POPMAMUAC MPH
0°C ¢ mocneyomuM OMBIICHHEM, t;; 94-96°C.

2-T'mapokcu-4-metuin-4-(3-HuTpo-4-MeTOKCH-
(benmn)-2-TpudTopMeTHIIBAICPUAHOBAS KUCIIOTA.

OTO cOeIMHEHHE MOIy4YaroT NPOBOJAVMBIM B
teyeHue vaca npu 0°C B3aumoneiictBuem 2,5 1
sTwioBoro 3dupa  2-ruapokcu-4-(4-meroxcude-
HUI)-4-MeTHII-2-TpU(TOPMETUIIBATIEPUAHOBON  KH-
cnotbl ¢ 4 Ma 100%-HoM a30THOM KUCIOTHL B 12 M1
TpUPTOPYKCYCHOM KUCIIOTHI, t,,; 79-80°C.

4-(4-Non-2-metokcudenmn )-4-MeTui-2-
OKCOBaJICPHAHOBAs KHCIIOTA.

K 24,2 mmomsam metmwiMaraniiOpomuna B 23
MJI IUATHIIOBOTO 3(dupa n10o0aBisroT 3,2 T METHIIO-
Boro 3¢upa 4-noma-2-MeTOKCUOCH30MHON KHUCIOTHI
B 10 Mt auaTHIoBOTO 3dupa. Yepes 20 u go6aBis-
0T pacTBOp XJopuaa aMMoHHs, 3GupHY ¢azy
OTHETSIOT, CyIIaT U ynapusaroT. 2,4 T ocTaTka pac-
TBOpsAOT B 10 M1 AuxyiopMeTaHa, CMEIIMBAIOT C
714 Mr stmiioBoro 3¢upa 2-TpUMETHICHIMIOKCH-
aKpHJIOBOM KHUCIIOTHI, oxJlaxaatoT 10 -70°C u cme-
mmBarT ¢ 0,27 mu xnopuna onosa (IV). Yepes 15
MHH 3TOT PacTBOp IOOABISIOT K pacTBOpy KapOo-
Hata Kanus. Ilocie skcTpanuu ITU3THIOBBIM 3(du-
pOM OpraHudecKkyio a3y NPOMBIBAIOT BOJOH, Cy-
matr u ymnapuBaoT. 500 MI MOIyYEeHHOTO TaKHM
myTeM J3TWwioBoro »¢upa 4-(4-moa-2-MeToKcu-
(benwmn)-4-MeTHII-2-0KCOBAJIEPUAHOBOM  KHCJIOTBI
NepeMennBalT B TedeHue 3 4 ¢ 8,6 ma 1-
MOJISIPHOTO pacTBOpa I'MAPOKCHAA HATPHsI B CMECH
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JTaHojia ¢ BojaoH (00bemMHOe cooTHomeHue 2:1).
[Tocne no6aBneHUS BOABI SKCTPArHPYIOT TUITHIIO-
BbIM 3¢upoM, BoaHyI0 (azy nojaxucisor 1M co-
JITHOM KHUCJIOTOM U 3KCTParupyrT JIUITUIOBBIM
a¢upom. [locne cymiku ¥ ynapuBaHHs IOJY4alOT
410 mr 4-(4-nogmerokcudenu)-4-MeTuII-2-0KCo-
BAJIEPUAHOBOM KHCJIOTHI B BHJE JKEITOBATOIO Mac-
na.

4-(3-Xnophenni)-4-mMeTri-2-okcoBajepua-
HOBas KHCJIOTA.

[Momy4yaroT aHANOTHYHO TMPENBIAYIIEMY MpPH-
Mepy B BHIE aMOP(HOT0 TOPOIIIKA.

4-(3-bpombenni)-4-mMeTni-2-okcoBanepua-
HOBas KHCJIOTA.

ITony4aroT aHaJOrMYHO IPEAbIAYILEMY IpU-
Mepy B BHIE aMOP(HOT0 MMOPOIIKA.

4-(2-Nondennn)-4-meTni-2-okcoBanepuaHo-
Basi KMCIIOTA.

[Momy4aroT aHaNOTMYHO TpEABIAYIIEMY HpH-
Mepy B BHJE aMOP(HOT0 IOPOIIKA.

4-(3-Nondennn)-4-MeTHII-2-0KCOBaJICpPHAHO-
Basi KUCIIOTA.

[Momy4yaroT aHANOTHYHO TMPENBIAYIIEMY MpPH-
Mepy B BHIE aMOP(HOTO TOPOIIIKA.

4-(4-Nondenmn)-4-MeTHII-2-0KCOBaIEPHUAHO-
Basi KUCJIOTA.

ITony4aroT aHaJOrMYHO IPEAbIAYILEMY IPH-
Mepy B BHJE Macia.

4-(5-Drop-2-meTokcudenmn )-4-MeTui-2-
OKCOBaJIEpHAaHOBas KHCIIOTA.

[Momy4aroT aHaNOTMYHO NpeABIIYIIEMY HpH-
Mepy, t.,; 58-60°C.

4-(4-bpom-2-meToxcudeHm)-4-MeTHII-2-
OKCOBaJIepHaHOBasl KHCIIOTA.

[TomyyaroT aHAJOTHMYHO MPENBIAYLIEMY MpHU-
Mepy B BHJE Macla.

3-(1-OeHMIIUKIOTCHTHI ) TUPOBUHOTPATHAS
KHUCIIOTA.

ITony4aroT aHaJOrMYHO IPEAbIAYILEMY IIPH-
Mepy B Buae Maciia u3 1-peHHIIMKIONeHTaHoIa
IpU  B3aUMOJICHCTBUM C OSTWIOBBIM 3(upoM 2-
TPUMETWIICHIIMIIOKCHAKPHIIOBOM KUCIIOTHI U XJIOPH-
na onoBa (IV).

(2-T'mppokcu-4-peHnn-2-Tpud TopMeTHIITICH-
THUJIOBBINA)3(pup 4-TOITyoNncyns()OHOBON KUCIOTHI.

U3 2,6 T marHueBod cTpyxkku u 15 mm 2-
(hennn-1-xmopnponana B AMAITUIOBOM ddupe mpu-
TOTaBJIMBAIOT PAacTBOp I'pHHBApA, K KOTOPOMY IpH
-30°C pmoOasistroT B Teuenne 30 MuH 15 M1 gudTH-
soBoro 3¢upa maseneBoil kuciaotTel. [locie 3Toro
nepeMemunBaioT oauH yac npu -20°C u B TedeHue 2
4y npu 0°C, a 3aTeM CMEIIMBAIOT C HACHIIIEHHBIM
pacTtBOopoM Xjopuzaa amMMOHHUs. JIMdTHId(GUpHYIO
tdazy ormensior, cymar (Na,SO,), ymapuBamT u
MIEPETOHAIOT B BaKyyMme. TakuM ITyTeM MOIy4aroT
17,7 t stunoBoro 3¢upa 2-okco-4-peHmnBaiepua-
HOBOM KHCIIOTHI, tqm; 98-100°C/0,03 rlla.

44 r otunoBoro 3dupa 2-okco-4-deHu-
BaJIEPHAHOBOM KHCJIOTHI pacTBOPstOT B 40 MIT TeT-
parunpodypana u cmemusatot mpu -78°C ¢ 3,6 mu
TPUPTOPMETHITPUMETWIICHIIAaHA U 2 MJ 1-Mousip-
HOTO pacTBOpa TeTpadyTHIaMMOHHK(pTOpUAa B
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teTparunpodypane. Ilocne BBIIEP)KKH B TeueHHE
24 g mipu -78°C n00aBAAIOT TONOTHUTENHHO 20 MII
1-MoONIpHOTO pacTBOpa TeTpadyTHIaMMOHHI(TO-
puna B Terparuapodypane. 3aTeM NepeMeIIuBaioT
B Tedenue 1,5 4 npu 0°C, nobaBisroT sTUIALETAT U
HaCBILCHHBIN PacTBOP MOBAPEHHOH COJM U OT/e-
JISIIOT OpraHUYecKyro a3y, KOTOPYIO MPOMBIBAIOT
HaCBIIEHHBIM PAacTBOPOM IOBAapEHHOHW COJM M BO-
nou. ITocne aroro cymar (Na,SOy4), ynapusaioT u
MIEPETOHSIOT Ha TPYOKE C IIapOBBIM PACIINPEHHUEM.
Takum mytem monyvaroT 4,4 T 3TUIIOBOTO 3upa 2-
THIPOKCH-4-PeHNIT-2-TpU(hTOPMETUIIBATICPHAHOBOM
KHUCJIOTEI, ty,; 95-100°C/0,04 rlla.

4,35 1 osTwioBoro 3¢upa 2-THIAPOKCH-4-
(beHmwI-2-TpUPTOPMETHIIBATICPHAHOBON  KHCIIOTBI
pactBopsitot B 100 mut muatuiioBoro 3dupa u nepe-
MemmuBatoT ¢ 1,3 r amoMoruapuaa autus 1 4 mpu
0°C u B Teuenue 16 4 npu KOMHAaTHON TeMIepaTy-
pe. Ilpn oxnaxaeHun N00aBIAIOT HEOOJIBIIOE KO-
JIMYECTBO BOZABI M NEpEeMEIINBAlOT B TedeHue | d.
Hwtnmdupayto gasy otaensroT, cymar (Na,SOy),
YIapHUBalOT M MEPETOHSIOT Ha TPyOKE ¢ IIapOBBIM
pacmupenueM. Takum myteMm monydvaror 4,1 T 4-
Gbermn-2-TpudropMeTII- 1,2-IEHTAaHANO0MA, t;;
20°C/0,04 rlla.

4,25 r 4-pennn-2-rpudropmerni-1,2-neHTan-
nuonia B 30 mu1 nupuauHa cmemmBaroT mpu 0°C ¢
3,8 r xyopaHruapuaa 4-ToayoJCcyab(pOHOBON KH-
cnotsl. [locne Beiaepxkku B Teuenue 16 4 npu 0°C
KOHLIEHTPHUPYIOT B BaKyyMe, CMELIMBAIOT C 3THII-
aretaToM, NpoMbIBatOT BoJoH, cymar (Na,SO4) u
ynapuBatoT. Kpucramnuzauumedn w#3 3sTuianera-
Ta/rekcana noiyvawt 4,9 r (2-rugpoxcu-4-heHu-
2-TpuTOPMETHITICHTIIIOBOTO )3dupa  4-TOIyOII-
CyJb(pOHOBOM KHCIOTHL, ty,; 95-96°C.

AHANOTUYHBIM IyTeM MOIYYarT (2-THIPOK-
cu-4-metrin-4-heHuI-2-TpUPTOPMETHIICHTHIIO-
BBIH)3(Up 4-TOy0JCyIb(OHOBOW KHCIIOTHI,
78°C.

AHaNOrMYHBIM IYTEM IOJIy4aroT TaKxke [4-(4-
¢drophenn)-2-runporcu-4-mMeTHi-2-TpudTopme-
TWJINEHTHIOBHIN [3¢up 4-TonmyoscyinbGoHOBOI Ku-
cnotsl, t,, 80-81°C, u [2-runpokcu-4-(2-meTokcu-
5-tbropdpenmn)-4-meTHi-2-TpuTOPMETHITICHTHITO-
BEIH [3¢up 4-TONMy0ICYNb()OHOBOM KUCIOTHI, t,, 93-
95°C.

2-(2-DeHunmponu)-2-TpuPTOPMETHIOKCH-

tHJ'I

paH.

400 mr (2-rugpokcu-4-denu-2-tpudTopme-
TWINeHTwIoBoro)ddupa  4-toiyoncynbpoHOBOK
KHCJIOTBI B 5 MJI TUMETHI(POpPMaMUIa CMEUIUBAIOT
npu 0°C ¢ 35 mr ruapuna Hatpust (80%-HOro B
MuHepaibHoM Macite). [Tocite Beraepskku npu 0°C B
TedeHHe | 4 pa30aBiAIOT BOJOW M SKCTPArupyroT
JIIXJIOpMETaHOM. [IMXJIOpMETaHOBYIO a3y MPOMBI-
BaroT BoAoH, cymar (Na,SO,4) u ynapusarot. Ocra-
TOK MEPEeroHsroT. TakuMm myTeM moxydaroT 200 mr
2-(2-permnmponin)-2-TpuGTOPMETHIOKCUPAHa,
tam 110°C/1 1la.

4-bpoM-5-aMmuHOpTATHI.

23 1 3-0poM-4-HuTpo-1,2-KCUItoa CyCreHIu-
pytoT B 200 ma nupuauHa u 600 Ma BOABI U TP



23

60°C cmemmBaroT, 100aBisAs moprusMu, ¢ 260 T
MepMaHraHaTa Kajus, IIPH 3TOM TeMIIepaTypa Io-
Bermaercsa 10 90°C. PeaknmoHHyI0 cMech B Tede-
Hue eme 2 4 HarpeBaloT 10 95°C, GMIBTPYIOT,
(uIbTpPaT MOAKUCISIOT COJSIHOW KUCIOTON M 3KCT-
parupyoT AusTWIOBbIM 3dupom. [locie Bwimapu-
BaHMsl pacTBoputessi moaydaioT 27 r 3-Opom-4-
HUTPO(TAIEBOH KUCIOTHL. 12 T 3TOH KHCIOTHI B
TedyeHue 15 mun HarpeBarot no 220°C, a 3arem me-
PETOHSIOT Ha TpyOKE C IIAapOBBIM PaCHINPEHHEM.
IIpu nanenun 0,03 rlla TakuM MyTeEM OTIOHSIOT
10 T anrugpuga 3-6poM-4-HUTPOPTATIEBON KHCIIO-
ThL. IlodTy9eHHBI aHTHAPHI PacTBOPSIOT B 120 M
numetwigopmamuaa u npu 0°C MenneHHO CMeln-
BatoT ¢ 78,8 mu 0,5-MousipHOrO pactBopa 60poru-
puna Hatpus B auMmerwidopmamuze. [locne BbI-
JIEpKKHU B TeueHHe Tpex yacoB mpu 0°C 0CTOPOKHO
JO0ABISIIOT 2H. COJSIHYIO KUCIIOTY M 9KCTParupyror
stunaneratoM. [locie NMpPOMBIBKM pacTBOpoM OH-
kapOoHara kanus, cymku (Na,SO4) ¥ ynapuBaHus
sTHnaneraTHoi (asel momydaroT 6,6 T 4-0pom-5-
Hurpodprammma. 6,6 r  3roro  4-Opom-5-
HUTpo(TaIHIa PacTBOPSIOT B 45 MII dTaHONA H
JI0OABIISAIOT MO KarusiM K Harperort 10 60°C u Tma-
TEJBHO MepPEeMEIIaHHON CMECH, TOTyYeHHOH U3 65 T
cynbdara xeneza (II), 220 mx Boxer u 65 M am-
muaka (33%-noro). Ilocne BbIIepKKH B TeueHHe 2
g npu 60°C cMech 3KCTparupyroT MSATUKPaTHBIM
cmeuienueM ¢ 200 ma audTriioBoro 3¢upa. Austu-
m¢upHble (a3sl ynapuBaloT, Mojaydas B BHIE OC-
tatka 4,1 r 4-Opom-5-ammbHodranuaa, t,, 176-
180°C.

6-bpom-5-amuHOTANTHT.

Anrunpun 4-6poM-5-HUTPO(TANIEBOH KHUCIIO-
ThI MOJTY4aI0T AHAJIOTHYHO OMICAHHOM BBIIIE METO-
nuke u3 4-0pom-5-autpo-1,2-kcunona. Kumsiaenu-
€M C 3TaHOJIOM M3 3TOT0 AHTMAPHUAA MOIYy4aroT
cMech 2-0poM-6-3TOKCHKapOOHHII-3-HUTPOOEH30M-
HOW U 3-OpoM-2-3TOKCHKapOOHUII-4-HUTPOOCH30M-
HOM KHUCJIOT.

K 7,2 mn 0,66-monsipHOro pacTtsopa AuMe-
tunopmMamuia B quxiopmerane npu 0°C mno xarm-
JSIM OCTPOXKHO JOOABISIIOT 1,2 MIT OKCaIMIXJIOPH-
na. IlonydeHHbI pacTBOp MEPEMEUINBAIOT B TeUe-
aHue 1 1 mpu 0°C u B TeUeHHE 5 MHUH IpHU KOMHAT-
HOHl Temmneparype. [lonmydeHHbI moOcne ynapuBa-
HHS B BaKyyM€ OCTaTOK CyCIICHIUPYIOT B 7 MII are-
TOHUTPUIIA, OXJAKAAOT 10 -35°C W TOo KaruisiM
cMemmBaioT ¢ 1,5 r cmecu cinoxHbIX 3¢upoB. Ilo-
Cclle BBIIEP’KKU B TeueHHe | U mpu ToH ke TeMiepa-
Type PEaKIMOHHYIO0 CMeCh oxJaxaatoT a0 -70°C u
Mo KarwisM J00aBisiioT 2,4 M1 2-MOJIIPHOTO pac-
TBOpa Ooporuapuaa HaTpus B JuMeTHiIhopmaMuie.
[Tonyuennyro cmech nepememuBaoT B TeueHue 20
Y NIpU KOMHATHOW TeMIlepaTrype, JO0OaBISIIOT BOLY,
MOJIIETaYNBAIOT KapOOHATOM Kalusl M 3KCTparu-
PYIOT AMATHIOBEIM 3hupoM. AT gupHyto dazy
cymar (Na,SO,) u ynapuaioT. Takum ImyTeMm mo-
Jy4aroT cMech 5-OpoM-6-HuTpodTanmuaa u 6-6pom-
5-HUTpOodTanKMa, KOTOPYIO pa3delsioT Ha CHIIMKa-
reje C HCIOJIb30BAaHUEM TIeKcaHa/dTHialerara
(95:5). BoccranoBiienue 10 aMuHO(TATIHIA OCYIIIE-
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CTBIISIFOT MO OITMCAHHOH BBIIIE METOIUKE, MOTydast
6-6poMm-S-amuHOBTATH, t;,; 235-241°C.
5-AmuHO-3-(1-iponieHT) hTanuI.

5 1 2-0poM-4-HUTPOOCH30MHON KHUCIOTHI ITy-
TeM 2-4acoBOro KumsueHus ¢ 30 M1 THOHUIXJIOpU-
Jla ¥ OTFOHKU M30BITKA IOCJIEIHEro IEepPEeBOsT B
XJIOPAHTUAPHJ KHCIIOTHI, KOTOPBIH PacTBOPSIOT B
50 ma TerparuapodypaHa U 10 KarsiM 100aBIsioT
K pacTBOpy 3 M ammwiamuHa B 20 M TeTparuj-
podypana. Ilocne Beimepxku B TedeHue 20 9 mpu
KOMHATHOM TeMIlepaType paclpenelsiioT MEXAy
1H. constHOM KMCJIOTOM M 3THJIALIETAaTOM, dTHalle-
TaTHyIO (a3y MPOMBIBAIOT BOJOH, cymaT (Na,SOy)
n ynapuBaioT. OCTaToK KPHCTAJUIU3YIOT C IOMO-
LIBIO rekcaHa. TakuM myTeM mojy4aror 5,6 T ajuiu-
namuga 2-0poM-4-HUTPOOCH30HHON KHCIIOTHI, t;
98-100°C.

OTOT Marepuan pacTBOPSIOT B 35 MI 3TaHONA
U JO00aBISIOT MO KamisaM K Harperoil mo 60°C wu
TIIATEJILHO NEpEeMEIIaHHOW CMECH, MOJyYEeHHOH U3
50 r cymedata xemesa (II), 170 v Bogsr u 50 mu
ammuaka (33%-noro). [locine BEIAEPKKH B TCUCHHE
2 9 mpu 60°C cMech IKCTParupyroT ISTUKPATHBIM
cMererreM ¢ 200 MIT AMA3TUIIOBOTO dhUpa, TUITHII-
s¢upHble (a3bl yIapuBalOT H OCTATOK KPUCTaUIN-
3yIOT C IIOMOIIBIO TeKcaHa. TakuM ITyTeM IOIyda-
1ot 3,1 r anmunamuaa 4-aMUHO-2-OpoMOEH30HHOM
KHUCJIOTHI, t;, 115-117°C.

11 r© osroro ammuiamuga 4-aMHHO-2-
OpOMOCH30MHOW KHCIIOTHI, 5,2 MJI alleTOHIIAIETO-
Ha ¥ 200 Mr 4-Tomyosicyib(OHOBOH KHCIOTHI KH-
IATAT ¢ 0OpaTHBIM XOJOAWIBHUKOM B TedeHne 1,5
9 CO CPEICTBOM /ISl OTAEIEHHs BOJIBI (BOAOOTHAE-
mutenem). [Tocie 3Toro pacTBop pa3z0aBISIOT THI-
areTaToM, MPOMBIBAIOT |H. CONSIHOW KHCIIOTOM, a
3aTeM pacTBOPOM KapOoHaTa Kauus, CymiaTr
(Na,S0Oy) n ymapusaioT. OcTaTOK KpUCTAILUTU3YIOT C
MIOMOIIIBIO TrekcaHa. Takum myTeM nomyvaroT 13,4 T
N-amnun-2-6pom-4-(2,5-iumMe Tiiuppo- 1 -uin)
Gensamua, t,, 136-138°C.

3 r N-ammmn-2-6pom-4-(2,5-AuMeTHIIHIPPOII-
1-mn)0ensamuna B 100 Mi auMeTOKCHITaHa CMe-
muBatoT npu -70°C ¢ 14,2 mn 1,4-MonsipHOrO pac-
TBOpa OyTwiummTHA B rekcade. [locie BeIIEpKKH B
teuenrne 30 muH mpu -70°C mobaBmsror 1,63 i
KPOTOHOBOTO aJIbA€THa. PacTBOpY AalOT HArpeThb-
Cs1 10 KOMHATHON TeMIIEpaTypsl, IOCIE Yero mnepe-
MmemuBaoT B Tedenue 20 u, moOaBisror 50 M
50%-HO#M yKCYCHOH KHCJIOTHI U B TeueHHE 6 4 Ha-
rpesatot 10 60°C. [Tocie 3Toro pa3daBisiOT BOIOH,
OKCTPArkupyloT OSTUIIALIETATOM W ATWIALETATHYIO
(a3y TpPOMBIBAIOT PACTBOPOM KapOOHAaTa KaJlusl.
OrunaneratHyio ¢asy cymar (Na,SO,) n ymapu-
BatoT. OcTaToK XpoMarorpadupyroT Ha CHIIMKarene
C WCIONB30BaHWEM TekcaHa/stuiarerara (98:2),
momyyas 1,1 r kpucrammueckoro  5-(2,5-
TUMETHITHPPOI- 1 -1)-3-(1-porenmn) dpranma,
to 91-95°C.

1,1 r 5-(2,5-mumetmnmuppoit- 1 -um)-3-(1-mpo-
neHwn)prannga, 8,56 T THAPOXIOPHAA THAPOKCHII-
amuHa U 4,58 T rUApOKCUAA Kanud B 75 MII cMecH
3TaHoj/Bojia (B 00BbEMHOM cooTHouieHun 16:6,8)
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HarpeBaroT B TeueHue 24 4 npu 120°C. PactBopu-
TEJlb OTTOHSIOT, OCTATOK CMEIIUBAIOT C BOAOH U
IKCTPArupyloT OSTHIALETATOM. THJIALETATHYIO
¢azy cymar (Na,SO,), ynapuBaroT ¥ XpoMaTorpa-
¢upyloT Ha cuiIMKarelie C MCHOJIb30BaHUEM JIU-
xyopMmeTana/metanona (99:1), nonyuas 640 mr 5-
amuHO-3-(1-nportenmn)pranuna, t,, 125-130°C.

AHAJOTHYHBIM IIyTeM IMONYYarOT (TaHIbI,
yKa3zaHHBIC B Ta0I. 4.

Tabnuma 4
x= x*
HN
/o)
o]
X3/xP t,, °C
CHs/H 152-156
CH;/CH; 94-97
C,Hs/H 137-140
C,Hs/C,Hs5 95-96
CH=CH,/H 89-93
-(CHy)4- 105-110

4-bpoM-5-(4-MeTui-2-0kco-4-heHmnBanepo-
WITaMUHO ) D TaTH I,

412 wmr 4-metnin-4-peHun-2-okcoBajiepra-
HOBOHM KMCJOTHI pacTBOpAOT B 10 M qumerunare-
tamuna u npu -8°C cMeruBaoT B armocdepe ap-
roHa ¢ 261 mr Tuonunxiopuja. Ilociae nepememu-
BaHMs B TedyeHne 20 MHUH NpHU TeMIepaType B HH-
TepBaie ot -3 1o +3°C nobasiusror 228 Mr 4-6pom-
S5-amuHO(TamMAa. 3aTeM IMEepPEeMEIINBAOT B Teue-
Hue 1,5 4 mpu KOMHATHON Temmeparype, Mocie
Yero CMELINBAIOT ¢ BOJOH, SKCTParupyroT 3THIIALe-
TaTOM, OPraHUYecKylo (a3y IPOMBIBAIOT BOJOIA,
cymar (Na,SO,) u mocie BBIIapUBaHUS PACTBOPH-
Telst U 00paboTKU AMATUIOBBIM 3(QUPOM MOTYHatOT
360 w™mr 4-0pom-5-(4-meTni-2-okco-4-¢peHunnBa-
nepousaMuHO)pranuia, t,, 150-152°C.

AHaJIOTMYHO ONMMCAHHON BEIIIE METOOUKE I10-
JTy4eHus 4-6pom-5-(4-meTui-2-okco-4-henni-
BICPOMIIAMHUHO)(pTaiia TOJIydaroT COEANHEHUS,
MpeJICTaBICHHBIC B Ta0MI. 5 U 6.

Tabmuua 5
AN
| °
=
o
Tpumep 7" 7#H t, °C

731 205-207
73 Cl 170-171
73 Br 168-169
731 155-157

5-[3-(1-DeHnIIMKIONPONII )-2 -OKCOIIPOTINO-
HUWJIAMUHO |QTanm.

[lonyyaroT Mo aHaJOrMYHOM METOAMKE, OIU-
CaHHOH 11 monydeHus 4-6pom-5-(4-meTmn-2-
OKCO-4-(eHUIBANICPOMIIAMIHO )pTanmga, W3  5S-
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amuHoptamaa W 3-(1-peHmmukaonponmn)-2-
OKCOTIPOTIMOHOBOM KHUCIIOTHI, t;,; 132-138°C.

5-[3-(1-DernnmKnoOyTHI )-2-0KCOMPOIHO-
HUJIAMUHO |(pTaTHI.

[TonyyaroT MO aHAJIOrMYHON METOJHKE, OIH-
caHHOW Juisi monyueHus 4-6pom-5-(4-metmn-2-
okco-4-ennnBanepomsaMuHo)pranuaa, U3 5-
amuHodrammna u  3-(1-peHmwnmmukno0yTHI)-2-
OKCONPOIMOHOBOM KUCIIOTHI, ty,; 142-146°C.

5-[3-(1-DeHUTIMKIOTeKCHIT)-2 -OKCOTPOITHO-
HUJIaMUHO | pTaIHI.

IlonyyaroT o aHanOrM4YHONM METOAMKE, OIU-
CaHHOM g TonydeHus 4-6pom-5-(4-metmin-2-
OKCO-4-(heHuIBaNICpOMIIaMUHO )bTanuma, ©3  5-
amuHodramuna  u  3-(1-deHmnumkIoreKcui)-2-
OKCOMPOTTMOHOBOM KHCIIOTHI, ty; 120-123°C.

Tak ’xe MONydYarOT COCAUHCHHS, MPEACTaB-
JICHHEIE B Ta0. 6.

Tabnuna 6

ITpumep n Z" (#H) tum, °C
1 3-F 142-146
1 2-Cl 148-151
1 4-Cl 161-170
1 2-Br 172-178
1 3-Br 152-159
1 2,4-Cl, 135-138
1 3-OCH; 140-153
1 3-CF; 166-170
3 140-144
3 4-CH; MacJio
4

4-OCH; 129-130

6-[ 3-(1-DeHUTIIKIOTPOIINIT)-2-OKCOTPOITHO-
HUJIAMHHO |-4-MeTHII-2,3-0eH30KCca3uH- 1 -0H.

ITonyyaroT no aHaJOrMYHOM METOAMKE, OIU-
CaHHOM I TonydeHus 4-6pom-5-(4-metmin-2-
OKCO-4-(heHnIBaNIepOmIaMuHo ) bTanuma, u3  6-
aMuHO-4-meTnin-2,3-6en3okcasun-1-oma u  3-(1-
(hEHMITLUKIIOTIPOTIMIT )-2-OKCOIPOITHOHOBOW  KHCJIO-
Thl, t,; 197-200°C.

6-[3-(1-DeHnnunkiIo0yTHII)-2-0KCOPOIHO-
HWJIaMUHO |-4-MeTui-2,3-0eH30Kca3uH- 1 -0H.

[omyuatotr ananornuno 6-[3-(1-penunumkio-
TIPOTINIT)-2-0KCOTPOITMOHMIAMHUHO |-4-MeTHI-2,3-
OeH3okcasuWH-1-oHy ¢ wucnonp3oBaHueMm  3-(1-
(b eHITIIKIO0 Y THIT ) -2-OKCOMIPOITMOHOBOM KUCIIOTHI,
ton 155-156°C.

6-[3-(1-heHUMIMKIOTeKCHIT )-2-0KCOTIPOTIHO-
HUJIAMUHO |-4-MeTwi-2,3-0eH30Kca3nH- 1 -0H.

[omyuator ananormyHo 6-[3-(1-peHmnmmk-
JIOTIPOTIVII)-2-OKCOTIPOTTMOHMIIAMUHO |-4-MeThII-2,3-
OeH3okcasuH-1-oHy ¢ wucnonb3oBanuem  3-(1-
(hEHMITIUKIIOTEKCHIT)-2-0OKCOIPOITHOHOBOW ~ KHCJIO-
ThI, t,; 132-134°C.
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5-(4,4-JluMeTHII-2-0KCO-5-TeKCEHOMITAMHIHO )
dbrammm.

[Tony4aroT 1Mo aHaIOTrM4YHON METOAMKE, OIU-
CaHHOM i1 monydeHus 4-0pom-5-(4-metuin-2-
okco-4-(eHmnBanepomwsiaMuHo)pranmaa, U3 5-
amuHO(Tamuna u 4,4-1UMeTHII-2-0KCO-5-TeKCeHO-
BOM KHCIOTHI, t,, 103-104°C.

6-bpom-5-(4-meTni-2-okco-4-peHunBanepo-
WJIAMHHO) (DTN,

AHanorn4yHo npeasiaymemMy npumepy usz 2,0
T 4-MeTni-4-heHun-2-0KCoBAIEPHAHOBOH KUCIOTHI
u 1,11 r 6-6pom-5-amunodranuga ¢ 1,27 r THOHHII-
xyopuga B 60 MiI IUMETHIALETaMHUAA TOIYqaroT
1,7 T 6-0pom-5-(4-meTmi-2-okco-4-peHnnBae-
pownamMuHo)dTanuaa, t,, 148-150°C.

5-[4-(4-Uon-2-meTokcudenmn )-4-MeTui-2-
OKCOBaJIEPOWJIAMHHO |(pTanI.

[Momy4aroT 1o aHAJOTMYHOW METOAMKE, OIH-
CaHHOW I moxydeHus 4-Opom-5-(4-mermin-2-
okco-4-¢eHnnBanepomwsiaMuHo)prasnmaa, W3 5-
amuHOQTamuaa u  4-(4-mon-2-metokcueHmn)-4-
METHII-2-0KCOBAJIEPUAHOBOM KHCIOTHI B BHJE Ile-
HBI.

5-[4-(4-Nondenn)-4-MeTriI-2-0KCoBaIEpoO-
WJIAMHHO |pTann .

[Tony4aroT 1o aHaJOrM4YHON METOAMKE, OIM-
CaHHON i1 monydeHus 4-0pom-5-(4-meTun-2-
okco-4-¢eHnnBanepomwsiaMuHo)pranmaa, U3 5-
amuHo(ramuna u - 4-(4-nondenun)-4-meruin-2-
OKCOBaJIEpHAHOBOW KHCIIOTHI B BUJIE MacIa.

5-[4-(3-Nondennn)-4-meTni-2-okcoBanepo-
WIIaMUHO | pTaIH .

[Tony4aroT Mo aHaJOrMYHOM METOAMKE, OIU-
CaHHOH 11 momydeHus 4-0pom-5-(4-meTmn-2-
OKCO-4-(heHUIBAICPOMIIAMHUHO )pTaanga, ©3  5-
amuHopTamuaa u - 4-(3-uondennn)-4-meTHia-2-
OKCOBAJIEPUAHOBOM KUCIIOTHI, t,; 160-161°C.

5-[4-(4-BpoMm-2-meTokcudenu)-2-okcoBa-
JICpOUIAMHHO |(hTaNTHI.

[Moxy4aroT MO aHAJIOTMYHOW METOIMKE, OIH-
CaHHOW I moxydeHus 4-Opom-5-(4-mermin-2-
okco-4-¢eHmnBanepomwsaMuHo)prasmaa, W3 5-
amuHo(Tamuna u 4-(4-6pom-2-merokcueHn)-2-
OKCOBaJIepPHAHOBON KUCIOTHI, t., 136-140°C.

5-[3-(1-DeHIIIMKIONEHTHII)-2-0KCOTIPOITHO-
HUJIAMUHO |QTam.

[Tony4aroT 1o aHaJOTrM4YHON METOAMKE, OIU-
caHHON 11 momydeHus 4-6pom-5-(4-metmn-2-
OKCO-4-(heHUIBAICPOMIIAMUHO )pTaanga, ©3  5-
amuHoramuna W 3-(1-deHmIumKIONeHT)-2-
OKCOTIPOTIMOHOBOM KHCIOTHI, t;; 140-144°C.

6-[4-(5-Drop-2-meTokcudenmn)-4-meTui-2-
OKCOBAJIEPOUTIAMHUHO |-4-MeTHII-2,3-0eH30Kca3uH- 1 -
OH.

[Momy4aroT 1o aHAOTMYHOW METOAMKE, OIH-
CaHHOW I moiydeHus 4-Opom-5-(4-mermin-2-
OKCO-4-(eHUIBANIEPOMIIAMIHO )pTanuga, w3 4-
MeTmi-2,3-0eH30kca3us-1-ora  u  4-(5-¢Top-2-
METOKCH(EHILT )-4-MeTHII-2-0KCOBAJICPUAHOBOM
KHUCJIOTHI, t,, 171-173°C.
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6-[4-(5-Drop-2-meTokcupenm)-4-MeTrII-2-
OKCOBaJIepOMIAMUHO |-4-3Ti-2,3-0eH30Kca3nH- 1 -
OH.

IlonyyaroT o aHanOrM4YHONM METOAMKE, OIU-
caHHOW Juisi mosnyueHus 4-6pom-5-(4-metumn-2-
okco-4-theHnsBaneponsiaMuHo ) pranuaa, u3 4-3Tui-
2,3-6enzokcazun-1-ona u  4-(5-drop-2-merokcu-
(eHrmn)-4-MeTHII-2-0KCOBAJICPUAHOBOH  KUCIIOTHI,
o 157-158°C.

6-AMHHO-4-MeTHIT-2,3-0€H30KCa3HH- 1 -0H.

60 T 2-mermi-5-HuTpoaunerodeHona, 38,5 r
2,2-mumetni-1,3-nponanauona ¥ 6 T I-TOIYOI-
Cynmb(OHOBON KHCIIOTHI KHIIATAT B 1 J1 Todyomna C
BOJIOOTIEIHUTENIEM [O OKOHYAaHUS 00pa3oBaHUs
BoJbI. PacTBOp mpombIBalOT OMKapOOHATOM KaJwsl,
cymat (Na,SOy4) u ynmapusaioT. V3 nenTana nomiy-
garoT 71,7 T xpucrammueckoro keraus. Ilocnen-
HUH, KaK OIMCAHO BBIIIE IS MOTydeHus 4-0pom-5-
amMuHO(MTAINAA, OKUCIISAOT B 1,5 1 nmupuauna u 4,5
J BOIIBI ¢ foOaBneHneM 350 T mepMaHraHaTta Kajius.
B pesynbrare nomyuator 56,4 r 4-nurpo-2-(2,5,5-
TpuMeTHI-1,3-1noKcan-2-1i1)0eH30HOW KUCIIOTHI.

52 r 310# KMCAOTHI ruApupytoT B 500 Mia Me-
tanona ¥ 500 M sTtunauerara B npucyrctsuu 10 r
namwtaaus Ha yrae (10%-noro). Takum mytem w3
MIEHTaHAa MOJTydaroT 45,5 I KpUCTATUIMIECKOTO aMu-
HOCOEIVHEHUSI.

10 T 3TOrO0 amMuHa B TE€YEHHE 2 Y KHUIIATIT C
o0OpaTHbIM XoJ0oAMWIEHUKOM ¢ 100 MJI KOHLEHTpHU-
POBaHHOU COJIIHOM KUCJOTBL. PacTBOpuTENb BbINA-
PHBAIOT B BAKyyME U OCTAaTOK B Te4eHUe 12 9 KuIs-
TAT ¢ OOpaTHBIM XOJIONWJIBHUKOM C 15,7 T rumpo-
XJIOpHJa THAPOKCWIaMHHA, 8,4 T IMIpOKCHAA Ka-
s, 120 ma sranona u 50 mu Boasl. Pa3baBisioT
BOJOW M KpHUCTAJUTBI OT(MIBTPOBHIBAIOT BaKyyM-
¢unprpanueit. Ilocne cymkum momywarotr 3,5 T 6-
aMuHO-4-MeTui-2,3-0eH30Kkca3uH-1-oHa, 291-
296°C.

6-AMuHo0-4-311I1-2,3-0€H30KCa3nH- 1 -0H.

[Tony4aroT aHaJOTHYHBIM MyTEM U3 2-METHII-
S-HutponponuodeHoHa, t,, 89-93°C.

6-AMmuHO-1-metui-1H-6en3oTpuason.

Cnoco6 mosryyenust onucan B Heterocycles
36,259 (1993).

5-AmuH00eH3[ 1.2.5]okcanua3zol.

Crioco6 momryuenust ormucasn B Boll. Sci. Fac.
Chim. Ind. Bologna, 22, 33, 36, 37 (1964).

5-Amun00eH3[1.2.5]Tnagua3zonn.

Cnioco6 monyuenus omucad B J. Heterocycl.
Chem. 11, 777 (1974).

5-AMUHO-1-MHIaHOH.

Cnioco6 nonyuenusi onucan B J. Org. Chem.
27,70 (1962).

6-AmnHo-1,2,3,4-TeTparunpo-1-HadTanuHOH.

Cnoco6 nomyuenust onucan B J. Org. Chem.
27,70 (1962).

6-AmMuHO-3,4-murunpo-1H-2-6en3ommpan-1-

tﬂﬂ

OH.

[Nomy4aroT KaTaTUTHYECKUM TUAPUPOBAHHEM
(mammaguii Ha yriie) B 3TaHOJE M3 COOTBETCTBYIO-
miero Hutpocoeaunnerus (Canad. J. Chem. 61, 2643
(1983)).
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ITpuBeneHHble HMXKE HpUMEpbI Oonee mon-
POOHO MOSICHAIOT HacTosmee u3oodpererne. Jpyrue
COEIMHEHUs TMOJTydYaloT C HCIOJIb30BAaHHEM T'OMO-
JIOTHYHBIX/aHAIOTUYHBIX peareHToB. Heobxomu-
MBbIC UCXOJAHBIC COCAMHECHUA ONMCAaHbI BBILIC B pa3-
nene "llomyueHue UCXOIHBIX COeTUHEHM" .

IMpumep 1 (Bapuant 1 cnoco6a). 4-bpom-5-(2-
THIAPOKCH-4-MeTHI-4-(eHn-2-TprudTopMeTHIIBa-
JIEPOMIIAMHHO ) PTaNUI.

350 mr 4-6pom-5-(4-meTni-2-okco-4-(heHn-
BaJICPOMIIAMUHO )(hTaTIa PaCTBOPAIOT B aTMOche-
pe aproHa B 15 mi nuMerundopmMamMuaa U Ipu OX-
JXIEHUH JIbJoM cMermuBaioT ¢ 0,77 mMa Tpudtop-
MeTuITpuMeTricuiana u 350 Mr kapOoHaTa 1e3us.
Ilocne mepeMermmBaHus B TeUeHHE 3 U MPU KOM-
HaTHOW Temmeparype pobaBmsaor 5 Mo -
MOJISIPHOTO PacTBOpa TeTpadyTHIaMMOHHUA(DTOPH-
Jia B TeTparuapodypaHe ¥ HECKOJIBKO Karlelb BOJbI
M OJIMH Yac IEepeMEIINBAOT IIPU KOMHATHOH TeM-
neparype. [locie no6asnenust 100 My Boabl 3KCT-
parupyroT STHIALETaTOM, OpraHudYecKylo ¢asy
cymar (Na,SO,) u ynapuatoT. Takum ImyTeM Io-
ny4arot 250 mMr 4-6pom-5-(2-runpoxcu-4-MeTHi-4-
(henmn-2-TpudTOPMETHIIBATICPOUTIAMUHO ) TaTH A,
tan 187-194°C.

IIpumep 2. 6-bpom-5-(2-ruapokcu-4-meTni-
4-pennn-2-tpuh TopMETUIIBATICPOUIAMHHO )
Gdranmua.

[TonmyuaroT ananoru4so npuMepy 1 u3 1,6 r 6-
6pom-5-(4-mMeTHi-2-o0kco-4-(heHnIBaIepoOIaMuHO)
¢dramna, 3,5 M TpUPTOPMETHIITPUMETHIICHIIAHA U
1,6 r kapOoHara 1esus, t,; 205-210°C.

[pumep 3. 5-(2-T'unpokcu-4-metnn-2-neHra-
(hropaTrin-4-heHnIBaNIePOMITAMIUHO ) (PTATIHI.

[omyuarot ananornyao npumepy 1 u3 20 mr
5-(4-meTui-2-okco-4-heHNIBaIEPONITAMHHO )
¢dramuma, 0,1 M TpumernneHTadTOPITHIICHIAHA
u 20 mr kapOoHara 1e3us, t,, 187-189°C.

Mpumep 4. 5-[2-I'mppokcu-4-(3-merokcude-
HUIT)-4-MeTHII-2-TpU(TOPMETUIIBAIEPOUIAMHUHO |
¢drammn.

INonmyuaror ananornyno npumepy 1 u3z 30 mr
5-[4-(3-meTokcudenm)-4-MeTHiI-2-0KCOBaIepOUII-
amuHo |prammma, 0,13 ™ TpudTOpMETHITpUME-
Twicwiana u 30 Mr kapOoHara mesws, tp, 173-
178°C.

IIpumep 5. 5-(2-I'mapoxcu-4,4-numeTnn-2-
Tpu(TOPMETHII-5-TeKCCHOMITAMHUHO ) PTaHIT.

[omyuaroT ananoruyHo mpumepy | u3 200 mr
5-(4,4-nuMeTHII-2-0KCO-5-TeKCCHOMIAMHHO ) pranu-
na, 0,22 M TpudTopMETHIATPUMETHICHIaHA U 258
Mr KapOoHara 1esus, t,, 153-157°C.

AHanorn4yso npumepy | momyvaroT coenuHe-
HUS, TIPEJICTaBICHHbIE B Ta0. 7.

Tabmuma 7
2 OH CF,

o)

o]
25
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TTpumep n " (»H) 1y CO Hsomepus

6 1 168-175 paunemMat

7 1 172-179 {+) -snaETROMEP
8 1 172-179 (-)-pnasTROMED
9 1 3-F 155-158 panemar

10 1 2-C1 192-194 panemMar

n 1 4-Cl 148-154 pauemar

12 1 4-Cl 174-176 (+) ~ananTROMED
13 1 4-C1 173-175 {-)-anarrEOMep
14 1 2-Br 163-165 paneMar

15 1 3-Br 189-191 pameMar

16 1 2,4-Cly 216-218 pameMart

17 1 2-0CH, 200-208 (+)~3HaETHOMED
18 1 2-0CH;3 195-208 (-)-sHaHTHOMED
19 1 3-0CH; 225-228 panemar

20 1 3-CFy 152-163 pauemar

21 2 182-188 pauemar

22 2 187-192 (+)-2RaHTHOMED
23 2 188-192 {~)~3nanTHOMED
24 3 106-112 {+)-smanTHOMED
25 3 4-CHj 179-183 paneMar

26 4 165-171 pauemar

27 4 170-174 (+)-3HaHTHOMED
28 4 170-174 {-)~asnanTHOMED

Ucnone3ys B mpumepe 1  6-amuHO-4-

METHIIOCH30KCA3WHOH BMECTO aMHHO(TAIHIA, TO-
JMy4yaroT MpeICTaBiIcHHBIE B Tabn. 8 m 9 coexmHe-
HUSL.

Tabmuua 8
(a-lz)" X CF, H\/\/l\
N ] X \"f
o WO
o
[Tpumep n tum °C N3omepus
29 1 78-84 panemar
30 1 227-235 (+)-sHaHTHOMED
31 1 230-239 (+)-sHaHTHOMED
32 2 174-184 pauemar
33 4 185-187 panemar
34 4 90-97 (+)-sHaHTHOMED
35 4 90-96 (+)-sHaHTHOMED
Tabnuna 9
o
[+]
tl'[ﬂ) OC
amopdHOe
174
182-183
190-191

ITIpumep 40. 6-(2-I'umpokcu-2,4-numMeTnin-4-
(heHMIBANIEPONITAMUHO )-4-MeTHII-2,3-0eH30KCa3UH-
1-oH.

72 Mr 6-(4-meTuin-4-¢eHn-2-0KcoBanepom-
aMuHO)-4-MeTi-2,3-0eH30Kkca3ud-1-ova B 4 M
teTparunpodypana cmemusaor npu 0°C ¢ 3 mu
MeTmwiIMarauiiopomusa (3-mossipaoro). Ilo ncreue-
HuM 30 MuUH HOOABISFOT PacTBOp XJIOPHIA aMMO-
HUSI, OpraHUUYECKyo (ha3zy OTIEINAIOT, CylaT 1 yra-
puBator. [locine xpomarorpadmm Ha cuiIHKarene
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(rexcan/atunanerar 1:1) momywator 39 mr 6-(2-
THAPOKCHU-2,4-TuMeTHI-4-()EeHUITBAICPOUIAMHHO )-
4-meTun-2,3-6en3okcasun-1-ona, t,, 173-175°C.

IMpumep 41 (Bapmant 2 cnocoba). 5-(2-
I'mapokcu-4-¢pennn-2-tpudropMeTHiIBaIepOuII-
aMHHO)(TaTHI.

500 mr 2-ruppokcu-4-peHun-2-Tpudropme-
tunBasiepuanoBoii kucnotsl (EP 0253500 (na nms
Imperial Chemical Industries)) B 10 mn numerun-
aneramMpaa cMemuBaroT mpu -15°C ¢ 0,14 mi tro-
Huixaopuaa. [locne nepememBanusi B TedeHue 3
4 npu -15°C mobasmsror 600 mr S-amuHodTanuga
(TBepmoro). PacTBop mepemMenmBarOT B TeYCHUE 2 U
mpu -15°C, a 3aTeM OCTaBJIAIOT CTOATH HA 18 4 mipH
KOMHATHOW TeMIlepaType, 1ocjie Yero CMELIMBAIOT
C BOJIOW M 3KCTParupyroT THJIALETaToOM. JTHalle-
tatHyto (asy cymar (Na,SO,) u ynapusator. Octa-
TOK pasMEUIMBAIOT C AMITWIOBBIM 3(UpOM U
¢upTpyIoT BakyyM-uibTpanueid. TakuMm ImyTem
noirydator 290 wmr  5-(2-ruppoxcu-4-penun-2-
TpudTOpMETHIBAIEPOMIAMIHO )pTanua, t,, 166-
168°C.

[pumep 42.  6-(2-I'mapoxcu-4-eHnn-2-
TpU(TOPMETHIBAICPOMIAMHUHO )-4-METHI-2,3-
6eH3okcaznH-1-0H.

[omyuaror ananornyao npumepy 41 n3z 784
Mr 2-THIpOKCH-4-peHnn-2-TpudTopMeTriBagepra-
HOBOM KUCHOTHI B 17 M aumetunaneramuna u 500
MI  6-aMHHO-4-MeTHII-2,3-0eH30KCca3HH-1-0Ha,
172-173°C.

Amnanornyso npumepy 41 monydarTr coemu-
HEHHS, IpeAcTaBIeHHbIC B Ta0I. 10.

tl'UI

Tab6muma 10
2 2 3By ®

4
2 cn, R CFy OH

X

Mpu- [R? (W X" (+H) Z" (+H) o Hsomepns,
Mep (e coors. [a)

€050
43 H [0 X3/X3%: H/CH, 175-185 |cmece

| AMacrepeoMepor
44 H |o X%: H, X*: CH, 175-178| +22,5
45 H |o X%: H, X*: CH, 210-213-74
46 H |0 X3: CH,, X*: H 210-213| +69,5
47 H |0 X3: CH,, X®: H 175-179|-21,5
48 H |0 X3 CH; 169-174
49 H |0 X3: CH=CH, 162-174
50 H |o X3: CH = CH,~CH, 160-162
s1 H |o X3: CF, 156-166
52 H [0 X% = X%: CH, 160-171
53 H |o X% = X3 C,H, 172-176
54 H [0 X3 + X%: (CHp, 168-170
55 H |o X4: Br 180-185
56 CH, |0 159-162
57 CH; |0 X4: Br 187-194
S8 CH; |0 7% CH,3 155-156 [panemar
59 CH, [0 72 CH, 148-149|(+)-dopma
60 CH; [0 Z%: CH, 145-146 | (-) -popma
61 CH; |0 Z*: CH, 189-190
62 CH; [0 Z3=Z7* CH, 206-207 |panemar
63 CH; |0 Z3=17% CH, 207-209|(+)-Ghopma
64 CH; |0 73 =Z* CH, 207-209| (-) -¢popma
65 CH; [0 73=7%: CH,4 154 pauemar
66 CH; |0 73 =75 CH, 188-189|(+) -cpopma
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Z3=75: CH,
Z3/Z4: (CHy,4

7%/Z% -CH=CH-
CH=CH-

Z4 F
rael
Z*: Br

188
171-173
218-219

-)-dhopra

o|0o

o

177-178

184-185
177-179

134-135
183-184
145

72 OCH,

7*: OCH,

22=7°: OCH,

Z% OCH;, Z°: CH,4
Z% OCH,, 7°: CH,
Z%: OCH;, Z°: CH;
2% OCH,, Z* F
7% OCH,, Z°: F
z*: OCH;, 7 F
Z*: OCH,, 2% F

pacemar

126-127
169-170
169

180-181

pauemar
(+)-cpopma
{-}-dopma

140-141

207

178-179
141

z% OCH,, Z°: CI
Z2 OCH,, 7% C1
72 OCH,, 2°: C1

panemat
+105,5
_97(1)

106-108
105-207

189-191

HEEIEEEEEEEEEEEEREEE

173-175

CH,
0-CH,®

161-162:

192-195'
190-192
230-233
174-176
130-132

Z': CH=CH,
Z*: CN
Z*: COCH,

pauemar

panemar

paemar

Z*: CONH,
Z*: OCH,, Z* Br

paucmar

144-145 | panemar

FIEERERE

2% OCH,, Z*: Br 176-177|(+)-

onanTuomMep

-139,6

<

Z%: OCH,, Z* Br 177-178

97 22 Br, Z*: OCH, 197-198 {panemar

98 72 OCH;, Z% CN 135-136 |panemar

99 2% NO,, Z%: OCH,  [202-206 |panemar

ojolcio

7% OCH,, Z*
CH(CHy),

135 pauemar

101 CH; |0 Z°: COCH;, Z*: OCHj, [213-214|panemar

IIpumeuanus:
W npescTaBicHHbIC B Taba. 10 ONTHYECKH aKTHB-
HBbIE COCIUHEHU Pa3/iesIAl0T aHAJIOTHYHO IpuMepy 88;
) B MeTaHONCE;
@ obpasoBanue 1-H30XpOMAHOHA.

IIpumep 102. (+)- u (-)-5-[2-ruppoxcu-4-
MeThi-4-(2-meTokcnudeHnn )-2-TpudTopMeTHIIBATIE-
pouaMuHO | Tamui.

CmMech PHaHTMOMEPOB W3 MpuMmepa 73 pasze-
JAI0T XpoMarorpadueil Ha XHpalbHOM HOCHTENE
(CHIRALPAK AD®, ¢upma DAICEL) ¢ ucrois-
30BaHHMEM TIeKcaHa/2-nporaHosia/ataHona (B 00b-
eMHOM cooTHomenuu 900:25:25). B pesynbrare n3
200 r panemara nomy4atoT 73 mr (-)-popMmsl, ty,
136-137°C, [a]p = -194,8° (c =0,5 B x70p0odopme)
u 59 mr (+)-dopmsl, t,; 135-136°C, [a]p = +192,2°
(c=0,5 B x110pOdopM™E).

[pmmep 103. 5-[2-T'mapoxcu-4-metnn-4-(2-
THEHN )-2-TpU()TOPMETHIBATICPOIIAMIHO | pTamm
u 5-[2-ruapokcu-4-metuin-4-(3-THeHw)-2-Tpu-
(dhTOopMETHIIBATICPOUIAMUHO |(hTaITH .

Cmech 2-ruapokcu-4-mMetuin-4-(2-tueHun)-2-
TpU(TOPMETHIIBAJICPHAHOBOW  KUCJIOTBI U 2-
ruApoKcu-4-MeTnin-4-(3-TueHun)-2-Tpud ropmMeTiI-
BaJlepraHoBO# KUCHOTHI (9:1) mpeBpaiiaoT aHao-
ruyHo npumepy 41 ¢ ucnonb3oBaHueM  5-
amuHodramuna. Ilocme  xpomarorpaduueckoro
paszienieHuss M30MEpOB 10 TOJIOKEHUIO U paszierie-
HUSl PaLleMaToB aHANOrM4YHO npumepy 102 mouy-
qaroT (+)-5-[2-runpokcu-4-metnn-4-(2-TueHun)-2-
TPUPTOPMETIIIBAIEPOMIAMHUHO |pranuy, t,, 166°C,
[alp = +163,6° (c=0,5 B xmopodopme), (-)-5-[2-
THAPOKCU-4-MeTHI-4-(2-TueHnn)-2-TpudTopmMeThII-
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BaJIepOMIIAMUHO |pTanmu, t,, 166°C, [a]p = -160,8°
(¢ = 0,5 B xmopodpopme), (+)-5-[2-ruapokcu-4-
MeTHIT-4-(3-TueHnN )-2-TpUPTOPMETHIIBATICPOUIT-
amuHo|ramua, t,, 135°C, u (-)-5-[2-rugpokcu-4-
MeThI-4-(3-THeHw )-2-TpUPTOPMETHIIBATIEPONII-
amMuHo |pranun, t,,; 135°C.

IMpumep 104 (Bapmant 3 cnocoba). 5-(2-
I'unpokcen-4-hennin-2-Tpud TopMeTHIIEHTHII-
aMHHO)(TaTH.

760 mr 5-aneramumodramuaa B 20 M aume-
tindopmamuna cmemmsator mpu 0°C ¢ 144 mr
rugpuaa Hatpust (80%-HOro B MMHEpPAJILHOM Mac-
ne) u nmo wcredeHun 20 mMuH - ¢ 800 MmMr (2-
TUAPOKCH-4-(HeHUIT-2-TPUPTOPMETHIIIIEHTHIIOBOTO)
a¢upa 4-tomyoncynspoHoBol KucioTHL. Ilocie
BBIIEpKKHU B TeueHue 16 9 mpu 60°C pacTBOpUTEIND
BBIIIAPUBAIOT B BaKyyMe, OCTATOK DPacTBOPSIOT B
JTUIAleTaTe, MPOMBIBAIOT BoaOH, cymaT (NaySOy)
W ynapuBaioT. B pesynbrate xpomarorpaduu Ha
CHJIMKarejie C HCIIOJIb30BAaHHEM  IMKJIOTeKca-
Ha/atunanerara (2:1) momywaror 266 mr 5-(2-
TUIPOKCU-4-(PeHIIT-2-TpU)TOPMETHITICH THIIAMH-
HO)(Tamuaa, t,, 110°C.

Amnanornyao npumepy 104 modaydaroT coemu-
HEHUs, peJICTaBlIeHHbIE B Ta0J. 11.

Ta6numa 11
22 C\H:RZ OH CF, .
N

W

o}
Mpumep |R? W 7" (»H) e, CO HsoMeprd, COOTB.

lalp (c=0,5?
105 H (¢] 110 paueMaT
106 H o 123 +18,6
107 H 0 123 -18,4
108 CHj3 o 139-140 panemar
109 CH; |0 159-160  |+12,0
110 CH; |0 160-161  |-12,5'9
111 CcH; |o 74 F 148-149  [pamemar
12 cH; [o z% F 162-164  [+9,0
13 CH; |0 Z* F 162-164  |-6,7
114 CH; |o 7% OCH,, Z°: F|148-149
it H CH, 161-162
16 H oCH,® 127-128
[Ipumeuanus:

M MpeCTaBICHHbIC B Taba. 11 ONTHYECKH aKTHB-
HbI€ COETUHEHUS PA3JCIIAI0T aHAJIOTMYHO npuMepy 102;
@ g meranone;
@ obpasosanue 1-M30XpoMaHOHA;

@ g xmOpOhopME.

Hpumep  117.  4-Dtun-6-(2-ruapokcu-4-
(heHNN-2-TpUPTOPMETHIITICHTUIIAMIHO )-2,3-0eH3-
OKca3uH-1-0H.

OT0 coenMHEHHE TONY4YaroT aHaJIOTHYHO
npumepy 104 u3 151 mr 6-aneramungo-4-3tun-2,3-
Oen3okcaznH-2-oHa, 208 Mr (2-runpokcu-4-QeHun-
2-TpuUPTOPMETHIIIICHTHIIOBOTO)3upa  4-TOIyOd-
Cy1b()OHOBOI KUCIIOTHI M 36 Mr TUIpUAa HATpPUs,
tun 161-163°C.

Mpumep 118. 1-(4-Hurpo-3-tpudropmerni-
AQHWINHO )-4-(heHn1-2-TpUPTOPMETHII-2 -IEHTAHOJI.
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100 wmr 4-HUTpO-3-TpUPTOPMETHIIAIICTAHH-
nuaa B 2 MIl quMeTHiIgopMaMuia CMEIUBAIOT MIPU
0°C ¢ 12 mr rugpuna Hatpus (80%-Horo B MHHe-
panbHOM Maciie) U o ucreueHuu 20 muH - ¢ 150 mr
2-(2-dpenunmnponun)-2-TpuGTOPMETHIOKCUPAHA.
[lepemernmBator B Teuenue 16 1 npu 60°C, pazbas-
JISIIOT BOJIOH M OKCTparupyloT stuianerarom. [lo-
clle TIPOMBIBKHM BOJIOW STHJIALETaTHYIO a3y cymiaT
(Na,SO,) u ynapuBaioT. TakuM IyTeM HOIydaroT
80 Mr N-(2-ruppoxcu-4-metnin-4-penun-2-
TPUPTOPMETIIIBAICPOIIT)-4-HATPO-3-TpHPTOpME-
TunaHwIMHa, t,; 119-120°C. Ilocne pasneneHus
pamemMatoB aHaoruyHo mnpumepy 102 momyyaroT
(-)-popmy, [a]p = -49,6° (c = 0,5 B xIMOpOdopME), H
(+)-bopmy, [a]p = +48,8° (c = 0,5 B xI0pOdopMme).

IIpumep 119 (Bapmant 4 cmocoba). 6-(3-
I'uapoxcu-3-meruin- 1 -6ytunmn)-5-(2-rugpokcu-4-
MeTHI-4-(peHn-2-TpuTOPMETHIBAIEPOHIIAMUHO)
¢dramu.

150 Mr OpoM3aMelICHHOTO COCIHUHEHHUS W3
npumepa 2 Bmecte ¢ 30 mr 2-metui-3-0yTHH-2-01a,
0,24 mr noguaa mean (I) u 0,9 mr tpudenmidoc-
¢uHa pacTBOpsIOT B 1,5 MJI IHMpHIMHA U B aTMO-
ctepe aprona cmermmsatot ¢ 0,25 mMr xmopuaa owuc-
tpudpermnpochuanamaaus  (II). Ilocme  5-
YacOBOTO KHUIISTYEHHS ¢ OOPaTHBIM XOJIOJMIEHUKOM
nobasiaror emie 30 mr 2-metwn-3-0yTHH-2-071a M
KHITATAT C OOpaTHBIM XOJIONMIGHUKOM B TEUCHHE
20 4. 3aTeM pa30aBISAIOT BOJOW M IKCTPATHPYIOT
STWIALETATOM. OJTWialeTatHylo ¢a3y cymar
(Na,S0,) u ynapusaroT. CeIpoii POAYKT XpOMAaTo-
rpadgupytor Ha cwinkareie. C HCIOJIb30BaHUEM
nukiorekcana/stmwianerara (1:1) momydaror 60 mr
KPUCTAININYECKOTO 6-(3-ruppokcu-3-metmi-1-
OyTuHMN)-5-(2-Tuapokcu-4-metnin-4-heHunn-2-
TpUPTOPMETIIIBAICPOMIIAMUHO ) pTanuga, t,, 162-
168°C.

IIpumep 120. 6-Anermn-5-(2-rugpoxcu-4-
MeTHII-4-(PeHUT-2-TpU(TOPMETHIIBAICPOMIAMHHO )
¢bramu.

100 Mr OpoM3aMEUICHHOTO COCIHHEHHUS W3
npumMepa 2 Bmecte ¢ 95 mr tpubytwi(1-3TOKCH-
BUHWI)OJIOBa W 8 Mr XJjopuma Ouc-TpudeHmI-
¢docounnamnanus (II) pactBopsitor B armocdepe
aprosa B 4 mu tonyousa. Ilocie 5-4yacoBoro kums-
YEeHUs] ¢ OOpaTHBIM XOJIOJMJIBHUKOM J00aBIISIOT
eme 45 w™mr xjgopuma Ouc-TpudeHmIPOCHUH-
namanus (II) u KumaTaT ¢ oOpaTHRIM XOJIOTUITEHU-
koM B TeueHue 20 4. 3areMm moOasistroT 1H. cours-
HYI0 KHCIOTYy H JKCTParupyloT JTHJIALETaTOM.
OrunaueratHyio ¢a3y cymar (Na,SO4) u ynapu-
BatoT. ChHIpOil MPOAYKT MEPEMENINBAIOT B TCUCHHE
2 nHEeW nMpu KOMHATHOW TeMmmeparype B 3 MJ TeTpa-
ruapodypana u 3 mu 2H. consHol kucnotsl. [Tocne
3TOT0 CMEUIMBAIOT C BOAOH M IKCTPArupyroT 3THII-
aneratoM. [locie TpOMBIBKM  BOAOM  CymiaT
(Na,SO,) un ynapusator. OcTaTok pacTHpaloT ¢ JIU-
STHIIOBBIM 3(HPOM/TIEHTAHOM, TIoIy4as 21 Mr Kpu-
CTAJUTMYECKOTO  6-aneTHiI-5-(2-TuapoKCH-4-MeTHII-
4-¢pennn-2-TpudTopMeTUIIBATICPOUIAMHHO ) (h TaITH-
na, ty; 195-199°C.
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Amnanorngsao npumepam 119 u 120 momygator
COeIMHEHUS, TIPEICTaBICHHbIE B Ta0J. 12.

Tabmuma 12
2% CH, CH, OH CF, x*
o]
x? ©
Mpumep |X" (+H) Z" (»H) t CC)
121 x4 CH=CH, TeHa
122 x5: CH=CH, 191-197
123 x5: C(OC,H,) =CH, 160-163
124 x8: C=C-CH,0H 208-211
125 x5: CgH, 160-163
126 x5 (/\/%/; 157-158
127 x5 C¢H,0CH; (a-) 125-127
128 7% CH=CH, 178-180
129 7% cH ) 152-153
130 z3 cocHz* *)  [220
131 73 CN 112
132 7% CH=CH, 190-192
133 2% cocH; * *) |205-207
[Ipumeuanus:

%
) TMonyyeHo KaTaNMUTHYECKHUM THAPUPOBAHHEM U3

BHHHJI3AaMCIICHHOI'O COCIUHECHNU A,
*k
" TIOJTYYE€HO MATKHUM KHUCJIBIM THIAPOJIU30M U3

TIPOCTOTO €HOJIBHOTO 3upa.

IMpumep 134 (Bapuant 5 cnocoba). 5-[4-(3-
®DTop-4-TUaPOKCUPEHIIT)-2-TUIPOKCH-4-METHII-2-
Tpu(TOPMETHIIBAIEPOMIAMIHO | pTanm.

132 w™mr  5-[4-(3-¢prop-4-MeTokcubeHm)-2-
TUAPOKCU-4-METHII-2-TPUPTOPMETHIIBATICPOHII-
amuHO|pranuma (mpumep 82) pacTBOpsIOT B 15 mi
nquxiopMerana u npu 0°C cmemmusator ¢ 1,2 mi 1-
MOJISIPHOTO pacTBOpa TpUOpoMuaa Oopa B AUXIIOP-
Mmetane. [locie Beraepxkku B Teuenue 16 4 mpu 0°C
B CMeCh TOOABJISIOT JIe]l, STUIIAETAT U OMKapOoOHAT
Kalusi M JTUIALETaTHYIo a3y OTIENSIOT, CyIlaT
(Na,SO4) wm  ynapuBator. W3  stunanerara/
JUHI30IIPOIIIIOBOTO A(upa/rekcana momydaroTr 120
Mr 5-[4-(3-dTOop-4-rrnpokcudeHnn )-2-rTuapoKCcH-4-
METHII-2-TPUPTOPMETIIIBAICPOMIAMHUHO | Tamma,
tan 139-140°C.

Amnanornuso npumMepy 134 momydaior coean-
HEHUs, IpeJICTaBlIeHHbIE B Ta0. 13.

Tabuuna 13
z2 HO, CF,
N
VA -
8 o
4
Z )
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Tipumep |B 78 (»H) tey CO) H3zomepud, cooTs.
laly, (€=0,9?
135 c=0 [Z%:OH 222-224
136 c=0 |z*:OH 228-230
137 c=0 [z%=7% OH 265-267
138 c=0 |zZ%OH,Z% CH; |215-217 |pauemar
139 C=0 |Z%OH,Z%CH, |[173-174 |(+)-¢opma
140 c=0 (7% 0H,Z% CH; |[173-174 [(-)-gopma
141 c=0 |zZ%OH,ZF 240-242
142 c=0 |zXoH, Z%F 201-202
143 c=0 |z*OH,Z%F 242-243
144 c=0 |z%OH, 7% Cl 220-221
145 CH, 7% OH, Z%: F 156-157 | panemar
146 CH, 7% OH, Z% F 157-159 | +23,5
147 CH, z% OH, Z% F 157-159  [-18,7
148 Cc=0 |z%OH,Z% Br 224-226  |pamemar
149 C=0 |Z%NO, Z% OH [167-169 |panemar
150 c=0 |Z%c,z%oH 168-169  |panemar
151 c=0 |z3Br, z* OH 105 pamemar
IIpumeuanus:

) npencrasnennsie B Tabu. 13 ONTHUCCKH aKTHB-
HbI€ COCIUHEHU Pa3/ieJIA0T aHAJIOTHYHO npumMepy 102;
@ g MeraHoIe.

[Mpumep 152. 5-[4-(3-Propdennn)-2-ruapok-
cu-4-meTni-2-TpuTOpMETHIBAIEPOMIIAMUHO |
¢ramu.

66 mr (3-¢dTop-4-runpoxcueHn)-2-THIpoK-
cu-4-metmi-2-TpuTopMeTHIBaIEpOMIIaMUHO P Ta-
nuna B TedyeHue 16 4 nepeMemmsaror ¢ 126 mr xap-
O6onara xammsa u 108 wmr 5S-xmop-1-¢denmn-1H-
TeTpazosna B 3 M auMmeTwiadopMaMuaa. 3aTeM -
MeTmwiIpopMaMu OTTOHSAIOT B BaKyyMe€ M OCTaTOK
pacupenensioT MeXAy l|H. CONSHOW KHCIOTOH M
stunaneraTtoM. Ilociie MpoOMBIBKM BOJOH 3THale-
TatHyto (asy cymat (Na,SO4) U ynapuBaroT U Oc-
TATOK XpoMarorpaupyloT Ha CHIIMKaresie ¢ Wc-
moJib30BaHMeM Trekcana/stmnanerara (1:1). Ilomy-
YEHHBIH MPOAYKT TuApupytoT B 10 Ma meraHona B
npucytcrun 30 mr nayutaaus Ha yrie (10%-noro).
[Mocne ynanmeHust KaTaiau3aTtopa W BbIApUBAHUS
pacTBOpHTENS TPOAYKT XpomarorpadupyroT Ha
CHJIMKareie ¢  HWCIOJNb30BaHMEM  TI'eKcaHa/
stunarerata (1:1). Takum mytem momydarot 49 mr
5-[4-(3-dpropdhenun)-2-ruapokcu-4-MeTHI-2-TPH-
¢dropmeTnBageponaMuHo |pranuaa, t,, 157°C.

PaznenenneM painemaToB aHAJIOTWYHO IIPHU-
Mmepy 102 nomnyuator (+)-¢popmy c t,, 140-141°C u
(-)-popmy c t,; 141°C.

ITpumep 153. 5-[2-T'mnpoxcu-4-merun-4-(3-
TOJIHIT)-2-TpU(TOPMETHIIBATIEPOMIIAMHUHO | (P TaH.

3T0 coeMHEeHNE NOTyYaroT aHAJIOTHYHO TIpe-
JBIAyIIeMy npuMepy u3 57 mr 5-[2-rugpokcn-4-(2-
THIPOKCH-5-MeTHII(heHMIT)-4-MeTHIT-2-TPpUPTOP-
METHIIBAICPOMIAMUHO |pTanmna, t,, 152-153°C.

PaznenenneM painemaToB aHAJIOTWYHO IIPHU-
Mepy 102 momygarot (+)-popmy ¢ t,; 148-149°C u
(-)-bopmy c t,,; 145-146°C.

[Mpumep 154. 5-[4-(5-Drop-2-3TOKCUBEHNMI)-
2-ruJpoKcu-4-MeTr-2-Tprud ropMeTHIBATIEPOUII-
amuHoO [pTanun.

44 wmr 5-[4-(5-¢Top-2-runpoxcudenni)-2-
THIPOKCU-4-MeTHI-2-TpU(PTOPMETHIIBATIEPONII-
aMHHO|pTaIHMIa NepeMeIInBaloT B TeueHue 24 9
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IpH KOMHATHOM TeMmmepaType B 1 M AWMETHI-
dbopmammna ¢ 28 mMr kapooHaTta kanus U 50 Mr TH-
muoauaa. 3aTeM CMENIMBAIOT C BOMOM, 3KCTparu-
PYIOT STHJIALIETATOM, OPTraHUYECKYIO (ha3y NpPOMBI-
BarT BonoH, cymar (Na,SO4) u mociie BbllapuBa-
HUS pacTBOpUTeNs nony4art 35 mr 5-[4-(5-drop-
2-3TOKCH(EHHIT)-2-TUIPOKCH-4-METHII-2-TpUdTOp-
METHIIBAICPOMIIAMUHO |pranuna, t,, 108°C.

Amnanornyso npumepy 154 nomydaror coenu-
HEHHS, TIPEACTaBICHHBIC B Ta0II. 14.

Tabnuma 14
OR OH CF,
H
N
/0
° )
‘ )
F
Tpumep R tyn CO ];l:]c:e(if('),cs[;??‘
155 CH(CHy), 153-154 panemMar
156 CH,CH=CH, 152 paneMar
157 CH,CH=CH, 187-189 panemar
158 CH,CN 170-172 pauemar
159 CH2C00C(CH3)3 145 pauemar
160 CH,COOC{(CH,); [143 1345
161 CH,COOC(CHp); |142-143 (+)-chopma
IIpumep 162. 5-[4-(3-Xnop-4-meTokcude-

HUIT)-2-THAPOKCU-4-METHII-2-TprPTOpMETUIIBAIE-
POMIIAMHUHO | hTaTHI.

22 mr 5-[2-ruapokcu-4-(4-metokcudenun)-4-
MeTHII-2-Tpr( TOPMETHIBAJIEPONIIAMHUHO |pTannaa
HNepeMeInBaloT B TeueHue 5 u B 1,5 M1 MeTaHona ¢
20 mr N-XJOpCcyKUMHHMHUAA. 3aTEM CMECh paclpe-
JIETSIIOT B JISASTHOM BOJIE, PacTBOPE TMAPOKapOoOHa-
Ta HATpUS M OSTHIALETaTe, STHIALCTATHYIO (azy
cywar v ynapuaroT. Takum nyTtem nosydaroTr 20
Mr 5-[4-(3-6pom-4-meToKcupeHM )-2-THAPOKCH-4-
METHJI-2-TPHUPTOPMETHIBAICPOMIAMHUHO |pTama,
TeMIIepaTypa IUIaBJICHHUsI KOTOPOTO TIOCIE TEPEKPH-
CTAJUTM3aLMK U3 M30MPOIHUIOBOTO 3(Hpa COCTaBIIs-
et 189-191°C.

5-[4-(3-xn0p-4-runpoxkcupeHn)-2-ruIpoK-
cu-4-MeTwI-2-Tpu( TOPMETHIIBAIEPOUIIAMHHO |
¢drammn.

INonmyuaroT ananornuyno npumepy 134 u3 5-[4-
(3-xnop-4-MeTokcueHm)-2-rTHIPOKCH-4-METHII-2 -
TpupTOpMETHIIBAIEPOMIIAMIHO |pTannaa  OTIIEN-
JICHWEM TPYIIIBI IIPOCTOTO 3dupa, t,; 105°C.

Ilo ommcaHHBIM BBIIE METOAAM IOJIYYaIOT
2,3-0€H30KCa3MHOHOBbIC M (hTaJa3uHOHOBBIC MPO-
W3BOJIHBIC, TIPE/ICTABJICHHBIE B Ta0I. 15.

Tabauua 15
22 CH,RzHO_ CF, y5 T4
oo }
Xy N N
N
l .
v® o
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Tpn- [R? v Z" (sH) B Y H |t Haomepra, coots.
Mep CO  |lalp €~0,9?
163 [H [o] O |Y%:CH; |165-166|panemar
164 [H [¢] C=0 |Y%:CH; |159-160|panemar
165 |CH; |0 C=0 [Y%CH; |[185 +162
166 [CH, |o =0 |Y:CH; |[184-185[-182
167 [CH; o C~0 [Y%C,H; [148-153|panemar
168 |CH, |O C=0 [Y*:CH; [159-160+173
169 [cH, |O C=0 |Y%:CHs [159-160[-175
170 [cH; |o Z2: OCH, C=0 |Y%:CH; |161-163]panemar
171 |CH; [0 Z2: OCH, C=0 |Y%CH; [173-175]-54,7%
172 [CH; |O 22 OCH, C=0 |Y%CH; [173-175] +52,2
1713 |cH; o 72: OCH, C=0 |Y%CH; |164 pauemar
174 |CH, [0 Z2: OCH, C=0 (Y% CH; [190-191)(+)-dopua
17 |CH; [0 Z*: OCH, C=0 [Y:C,H; [190-191{-161,3 (CHCIy
176 |cH; [0 72: OCH;, 2 F =0 |Y%CH; [165 |pamemar
177 |[CHy |0 72 OCHy, 2% F =0 {Y%CH; [188-189](+)-chopma
178 |CH; |O 7% OCH,, Z°%: F =0 |Y% CH; [187-188}-132,8 (CHClp
179 [CH; [0 72 OCH;, 2% F  |C=0 |Y*: C,H; |126-128|pauemar
180 [CH; {0 7% OCH,;, 2% F  |[C=0 [Y% CH; [170-171]-1474
181 |CH; |O 7% OCH,, 2% F  |C=0 [Y%:CHs [171 (+)-dopma
182 [CH; |o 2% OCH,, Z5:Ct  |C=0 [Y%CH,; [182-184|panemar
183 [CH; |0 2% OCHs Z°:Ct  |C=0 [Y%:CH, |198-199|(+)-dopma
184 |cHy o 72 OCH,, 2°: €1 |C=0 |Y%:CH; |197-198-90,2
185 |cH; |O 72 OCHy, 2% Br  |C=0 |Y%CH; |206-207|pauemar
1386 [cHy jO 22 OCH,, Z% Br  |C=O Y% CH; |194-198|(+)-Gopma
187 |CH; [0 Z%: OCHgz, 2% Br  |C=0 |Y%:CH; [196-198|-122,2 (CHCI)
188 |CH; [0 74 CH, c-0 |v%:CH, [222-223|pauemar
189 |cH, o 7% CH, C-0 [Y*:C,H; [187-188panemar
19 [CH; [0 Z*: CH, C=0 [Y*:C,H; [160 -63,7
191 |cH, |o Z*: CH, c=0 |y%:c,H; 160 (+)-dhopma
192 CH; [0 Z4 F C=0 |Y*CH; [188-190|panesmar
193 |CH; [0 Z*: Br C=0 [Y% CH; [219-220|pauemar
194 oo, o Z* Br C=0 |Y:CH; |231-233|-49,3
195 |CH; [0 Z% Br C=0 [Y:CH, [231-233[(+)-copma
196 |CH; [0 C=0 [Y:CF; |{175-183]
197 |CH; |NH C~0 |Y* CH,
198 [CH; |NCH, C-0 [Y*:CH,
199 |CH; [0 2% OH, Z%: F C=0 |Y% CH; [234-236{panemar
200 |CH, |O 72 OH, Z% F C=0 [Y%CH; [232-234](+)-dopua
201 |CH; |0 7% OH, 2°: F C~0 |Y:CH; [232-234|-34,1
202 CH; [0 Z2: OH, Z*: Br C=0 |Y*CH, |248-250|panemar
203 [CH; |O Z}: NO,, 2*: OCH,; |C=0 [Y%CH; 215-217|pauemar
204 |H o CH, [Y%CH; |148-149|panemar
205 |CH, [0 CH, |Y*%: CH; [132-133|pauesar
206 |CH; |O CH, |Y* C,H; |121-122]panemar
IIpumeuanus:

W Mpe/ICTaBICHHbIC B Ta0a. 15 ONTHYECKH aKTHB-

HbI€ COCIUHEHUS Pa3/ieJIAI0T aHAJIOTMYHO npumMepy 102;
?) B MeTaHoE.

IMpumep 207. 5-2-I'mppokcu-4-GheHun-2-Tpu-
¢dropMeTHIBaeporIaMuHO ))oen3| 1.2.5]okcaanazon.

OTO coenMHEHHE NOIydYaroT aHaJOTUYHO
npumepy 41 u3 2-ruapoxcu-4-denun-2-rpudrop-
METWIBAJIEPHAHOBOH KHCIOTHI W S5-aMHHOOEH3
[1.2.5]okcanuazona, t,, 192°C.

Mpumep 208. 5-(2-I'mppokcu-4-penn-2-
TpUPTOPMETIIIBAIEPOMIIAMIHO )0eH30[ 1.2.5]tna-
JAa3071.

OTO COoenMHEHHE NONIydYaroT aHAJIOTHYHO
puMepy 41 u3 2-ruapokcu-4-heHun-2-
TpUGTOPMETHUIIBAICPUAHOBON  KUCJIOTBI W 5-
amMrHo6eH30[ 1.2.5]tnanuasona, t,, 166-167°C.

IMpumep 209. 6-(2-T'mnpoxcu-4-denun-2-
TpU(TOPMETHIBATIEPOMIIAMUHO)- | -MeTHIIOEH30-
TPHA30JL.

OTO coenMHEHHE NONIYydYaroT aHAJIOTHYHO
IpUMEpy 41 u3 2-rugpoxcu-4-penun-2-
TpU(TOPMETHIIBATIEPHAHOBOW KHCIOTHI U 6-aMHHO-
1-mMeTunbeH3oTpuaszona, t,, 194-196°C.
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DOOPMYVYIJIA N30BPETEHIA

1. Coenunenus obmeit popmyisr |
Ri H R3
H
A B/N\N
B KOTOpO R' i R? SBISIOTCA OXMHAKOBBIMU WITH
pa3IMYHBIMU W 0003Ha4YarT atoM Bopopona, Ci-
CsalKWiIbHYIO TPYIITY WA aTOM TaJIOTeHa, a TaKkkKe
BMecTe ¢ C-aTomMoM Imiemm o00pa3yroT KOJBIO,
HAMEIOIIIEe B OOIIEN CII0)KHOCTH 3-7 YWIEHOB,

R? o603Hauaer C,-CsanKmIbHYIO TPYIITy HIIA
YaCTUYHO JMOO TMONHOCTRIO (TOopHpoBaHHyO Ci-
CsalKUIbHYIO TPYIILY,

A o0003HayaeT MOHO- JTHOO OHWITMKINYECKOE
KapOOIMKINYECKOS WIIM TEeTEPOIUKIHYSCKOE apo-
MaTHYECKOE KOIBII0, KOTOPOE HEOoOs3aTeIbHO 3a-
MEIIEHO OJTHIM WJIM HECKOJIEKHMMHU OCTaTKaMH, BBI-
OpanHbIME K3 aToMOB ranoreHa, C;-CsalIKHIbHBIX
rpymn, Cor-Csankenmnbrbix rpymn  -CR’=CRR’,
rue RS, R® u R’ seisroTes OJIMHAKOBBIMU WJIH pa3-
JUYHBIMH M HE3aBUCUMO JAPYT OT Apyra o0o3Hada-
10T atoMbl Bogopoxa win C;-CsalKuibHBIE TPyN-
MBI, THAPOKCUTPYIII, THAPOKCUTPYII, KOTOpHIE
HecyT C;-CpammipHyro rpynmy, Cs-Ciogkapbamkok-
cuankwibHyto  rpymmy, —C,-CsIuaHalKHIBHYIO
rpymnmny, He3aMelleHHY0 00 3amerieHHyro C;-
Ca/UTWIIBHYIO TPYIIy, HE3aMEIICHHYI0 JH00 3a-
MemeHHy C;-Cjgnponaprunenyro rpymmy, C,-
C5aJIKOKCHANTKWIBHYIO TPYHITy, YaCTUYHO JHOO
MOJTHOCTBhIO 3aMelleHHyl0 aTtomamu ¢ropa C-
CsalKWiIbHYIO TPYHILY, a TakKe BBIOpAaHHBIMH U3
muano- b0 Hutporpymnnsl, C;-CsalKOKCHUTPYyII,
C;-C5alKunTHOTPyYII, MOHO- JTHOO THU3aMeIIeHHBIX
C;-CjpaMHHOTpYII WJIM YacTUYHO JHOO TIOJHO-
ctbto (ropupoBanHbIX C;-CsalKHIbHBIX TPYIII,

B o0o3nauaer xkapOonwibHyto win CH,-
rpynmny u

Ar o0003Ha4yaeT KOJbLEBYID CHUCTEMY, BbI-
OpaHHYIO W3 CIeIyoIIel Tpymnsl o0mmx cyodop-
My 2-11
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rae ocratkn X%, X*, X6, X (B cy6dopmyne 2), X*,
X8, X7 (8 cybdopmymax 3 u 4), X**, X**, X* X6, X’
(B cyOdopmynax 5, 6 u 7) nim YL Y5, Y, YR (8
cyodopmyrnax 8, 9, 10 u 11) saBusitoTCs OAMHAKO-
BbIMHU WK pa3IMYHbIMU U Bbl6paHI)I U3 arToMOB
Bopopona, C;-CsalKUIbHBIX TPYII, KOTOpBIE HO-
MIOJTHUTEIBHO TaK)Ke MOTYT COJEpKaTh T'MIPOKCH-
IpyIy, HeoOs3aTeNIbHO 3TepuduipoBaHuyo Ci-
CsankuibHOH rpynmoi 1o mpocroro 3¢upa i Ci-
CsalKaHOWIBFHON TPYIIOW JO CIIOXKHOTO 3dwupa,
YaCTUYHO JIMOO TONHOCTBIO (ropupoBaHHEIX Ci-
CsankunpHbIX Tpymn, C,-CsalKeHUIBHBIX TPYII
-CR>=CR®R’, rze R®, R® u R” umeror BBIIICYKA3aH-
Hble 3HAYEHMs, ATKMHWIBHBIX rpymn -C=CR’, e
R’ HMeeT BhIeyKa3aHHbIE 3HAYCHNS,

ocratkn X u X°° nanee Bmecte ¢ C-aTroMoM
CKOHJICHCUPOBAaHHOW C OCH30JIbHBIM SIIPOM KOJIb-
LEeBOM cuctembl 5, 6 wiM 7 MOryT 0Opa3oBBHIBATH
KOJIBI[0, UMEIOIEe B OOIIEH CIIOKHOCTH 3-7 uie-
HOB, U, KPOME TOT'0, 3HAYEHHs OCTATKOB X4, X6, X’
(8 cy6dopmymax 2, 3,4, 5, 6 u 7) wm Y, Y3, Y,
Y® (8 cy6dopmynax 8, 9, 10 u 11) BeiGpansI u3
aToMOB ranoreHa, ruapokcurpym, C;-Csankokcu-
rpym win C;-CsalkaHOWIBHBIX TPYIII,

a Takke B ciydae, korna B o3magaer CH,-
rpynny, (GU3HOJOTUYECKH IMPUEMIIEMbIe COJH CO-
elMHeHui o01ei hopmyisl | ¢ kucnoramu.

2. CoenuHenus obmeit Gopmynsl I mo m.1 B
(opme pairiemara MM CMECH JHaCTEPEOMEPOB.

3. Coenunenus odbuer gopmynsr I o m.1 B
(hopMe pa3zeeHHbIX ONTHYECKUX H30MEPOB.

4. Coenunenus oOmeit ¢opmynsl [ mo m.1,
oTIMuaroIIecs TeM, uto R' u R sBisroTes oauna-
KOBBIMM WJIM PAa3IMYHBIMH KW O00O03HAYalOT aTOM
BOJIOPOAA, METWJIBHYIO JHOO STHIBHYIO TPYHILY
i xe BMecTe ¢ C-aToMOM Iien# 00pa3yroT IHK-
JIONPONIMIIBHOE KOJIBIIO.

5. Coenunenust obmeit Gopmynsl [ mo 1.1,
OTJNYAOIIAECs TEM, YTO R® 06Gosnauaer C-
CsnepdTopalKUIbHYIO TPyIIIy.

6. Coenunenust obmei Gopmynsl [ mo m.l,
OTJIMYAIOIINECS TeM, YTO A TpeAcTaBiseT co0oit
OeH3onbHOE, HadTanMHOBOE JHOO THO(EHOBOE
KOJIBII0, KOTOPOE HEO0s3aTeNbHO 3aMENICHO OJHUM
WIN HECKOJIBKUMH OCTaTKaMH{, BBIOpDAaHHBIMH U3
aToMOB (TOpa, aTOMOB XJIOpa, aTOMOB Opoma, Me-
TWIBHBIX TPYI, STHIBHBIX TPYII, BHHHJIOBBIX
TPy, THAPOKCUTPYII, METOKCUTPYII U 3TOKCHU-
TpyIIIL.

7. Coenunenust obueit Gopmynst [ mo 1.1,
OT/IHYAOIIIECs TeM, uTo X 0603HAYAeT aTOM BO-
nopoaa uin C;-CsalKIUIbHYIO IpyTITy.

8. Coenunenus odbuer ¢opmynst I no m.l,
oTIHUaoIIHecs TeM, 4To X°* u X" SABIAIOTCS OJIH-
HaKOBBIMU WJIM Pa3IMYHBIMH M 00O3HAYAIOT aTOM
Bogopoaa uu C;-CsalKkunbHy0 rpymimy.

9. Coemunenus obmeit ¢opmynsl 1 mo 1.1,
OTJIMYAIONIAECS TEM, YTO X4, X% u X ssnsores
OIMHAKOBBIMH WJIM Pa3JIMYHBIMH M HE3aBHCHMO
JIpyr OT Apyra 0003Hayar0T aToM BOAOpPOJA WIN
aTOM TaJIoreHa.
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10. Coenunenust obuierr gopmysst I mo .1,
OTJIMYAIOIIHECS TEM, YTO Y* 0603nauaer C,-Csan-
kwibHyto rpynny win C;-CsnepdTopaikuibHyo
rpyIiy.

11. Coeaunenust oduiei dhopmyssl 1 mo 1.1,
OTJIMYAIOUIUECA TEM, YTO YS, Y u Y® sBusrores
OJIMHAKOBBIMH WJIM Pa3JIMYHBIMH M HE3aBUCHMO
JIpyr OT japyra o0O3HAa4aloT aTroM BOAOpOJA HWIIU
aTOM raJioreHa.

12. Coegurenus obmieit ¢popmynsl 1 mo 1.1,
OTJIMYAIONIECS TEM, UYTO R! u R? apnsroTes OJIMHa-
KOBBIMM HJIM Pa3IMYHBIME U 0003HAYal0T aToM
BOJIOPO/IA, METWJIBHYIO JHOO STHIBHYIO TIPYHILy
WK ke BMecTe ¢ C-aTOMOM Liemu 00pa3yroT IHK-
JIOMPOTIMIILHOE  KOJIBIIO, R®  oGosnauaer Ci-
CsnepdropankuibHy0 TpyHiy, A IIpeacTaBiseT
coboit OeHzonbHOE, HaTaTMHOBOE JIMOO THO(hEHO-
BOE KOJIbIIO, KOTOpOE HEOOSN3aTeNbHO 3aMEIICHO
OJTHUM WJIM HECKOJIbKUMH OCTAaTKaMH, BHIOpaHHBI-
MH U3 aTOMOB ()TOpa, aTOMOB XJIOpa, aTOMOB Opo-
Ma, METHIBHBIX TPYMI, 3THJIBHBIX TPYII, BUHHIIO-
BBIX TPYMI, THIPOKCUTPYIII, METOKCUIPYIII |
STOKCUIpyMI, ¥ 160 X°* 0603Ha4aeT aToM BOJIO-
pona mmn C,-CsankuabHyro rpymy, 6o X* u X
ABIISIFOTCS. OMHAKOBBIMHU WJIM PA3IMYHBIMHU U 000-
3Ha4yaroT atoM Bojopoga win C;-C;aJKuIbHYIO
rpyImiy u X*, X% u X7 aBns110TCA OMHAKOBBIMH HIIH
Pa3MUHBIMH U HE3aBUCHMO JIPYT OT Jpyra 00o3Ha-
YAI0T aTOM BOJOPOJA WIM aTOM TajoreHa mm Y*
oboznauaer C;-CsankunpHyto rpynny win  Ci-
Csnepdropankunbryio rpymny u Y, Y u Y® sp-
JSIFOTCST OJMHAKOBBIMU WJIM PA3JIMYHBIMU U HE3aBH-
CHMO Ipyr OT JApyra o003Ha4aloT aToM BOAOpOJa
WJIM aTOM TaJloreHa, a APYrue 3aMEeCTUTEIH UMEIOT
BCE yKa3aHHbIC Ui popMyIibl | 3HaUEHUS.

13. Coenunenust obuierr Gpopmysst I mo 1.1,
rae Ar mpencrtaBisieT coO00H KOJBIIEBYIO CHCTEMY
cyb6dopmysbl 6.

14. Coenunenust obumer popmysnst I mo .1,
rae Ar mpencraBisieT coOOH KOJBLEBYIO CHCTEMY
cyodopmyst 7.

15. Coequnennst obmeli popmysnst I mo 1.1,
rae Ar mpencTaBIieT COOOH KOJBIICBYIO CUCTEMY
cyogpopmymst 10.

16. Coegurenus odmieir ¢opmynsl 1 mo 1.1,
rae Ar mpencTaBisieT co0Oi KONBIIEBYIO CHUCTEMY
cyodopmyssr 11.

17. Coenunenns obmieit popmynst [ mo n.1, a
UMEHHO

4-6pom-5-(2-runpokcu-4-meruin-4-dennn-2-
TpU(PTOPMETUIIBATIEPOMIIAMUHO ) TaNIN I,

6-0poM-5-(2-ruapokcu-4-MeTrin-4-PeHnn-2-
TpU(PTOPMETUIIBATIEPOMIIAMUHO ) PTAINI,
5-(2-rugpoxcu-4-mMeTrin-2-nenradropITHia-4-
(heHMIIBANIEPOMITAMUHO ) (P TATTUI,
5-[2-runpoxcu-4-(3-meToxcudenn)-4-
METHII-2-TPUPTOPMETIIIBAIECPOMIAMHUHO | TamI,
5-[2-ruapokcu-4-(4-metoxcudenu)-4-
METHJI-2-TPHUPTOPMETHIBAICPOMIAMHUHO | TaIH I,
5-[2-ruapokcu-4-(2-ruapoxcudenu)-4-
MeTHII-2-TpU(TOPMETHIIBAJICPOUIIAMHHO |pTanua,
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5-[4-(2-propdenmn)-2-ruapokcu-4-MeTHII-2-
TPUPTOPMETHIBATICPOMIAMHUHO |PTaIHI,
5-[4-(4-propdenmn)-2-ruapokcu-4-MeThII-2-
TpU(TOPMETHIBAIEPOMIIAMUHO |Tanua,
5-[4-(4-xnopdennn)-2-ruapokcu-4-meTnn-2-
TpU(TOPMETHIBAIEPOMIIAMUHO |Tanua,
5-[4-(4-6pomdennn)-2-runporcu-4-mMeTui-2-
TpU(TOPMETHIIBAIEPOMIIAMHUHO |Tanum,
5-[2-runpokcu-4-mernn-4-(4-ronnn)-2-Tpu-
(dTopMeTHIIBaNIepOUIaAMHUHO |hTaITH A,
5-[2-runpoxcu-4-meTuin-4-(3-Tommn)-2-Tpu-
(dbTopMeTHIIBaICpOUIAMHUHO |(hTaNTH I,
5-[4-(4-umandennn)-2-rTuAPOKCU-4-METHI-2 -
TPUPTOPMETHIBAICPOMIAMHUHO |PTaIH I,
5-[4-(3,4-mumerrndenun)-2-rupokcu-4-
METWI-2-TpU(TOPMETHIBAIIEPONIIAMHHO |(hTaTH,
5-[4-(3,5-mumerrndennn)-2-ruapokcu-4-
METWI-2-TpU(TOPMETHIBATIEPONIIAMHHO | (hTATIHI,
5-[2-runpokcu-4-(2-merokcu-5-mernnde-
HUI)-4-MeTHII-2-TpU(TOPMETUIIBAIEPOHIIAMHUHO |
¢dramum,
5-[4-(5-x10p-2-THAPOKCU(PEHIIT)-2 -THIPOK-
cu-4-MeTm-2-TpruTOPMETHIIBATICPOUIAMUHO |
¢bramum,
5-[4-(5-¢bTop-2-ruapokcudeHmT)-2-THIPOK-
ch-4-MeTHIT-2-TpUPTOPMETHIIBATIEPOUITAMHHO |
¢bramu,
5-[2-runpokcu-4-(2-runpoxcu-S-meruide-
HUI)-4-MeTHII-2-TpU(PTOPMETUIIBAIEPOUIAMHUHO |
¢dramu,
5-[4-(5-¢rop-2-meTokcupenn)-2-rugpoKcu-
4-MeTuin-2-TpupTOPMETHIIBATCPOMIAMIHO | (PTATIH I,
5-[4-(2-¢prop-4-meToxcudeHm)-2-THAPOKCH-
4-MeTuin-2-TpupTOPMETHIIBATCPOUITIAMIHO | PTAIH I,
5-[4-(3-dprop-4-meTorcudenun)-2-TuaAPOKCH-
4-meTri-2-TpruTOPMETHIIBATICPOMITAMUHO | (hTaTH I,
5-(2-ruppoxcu-4-heHun-2-Tpru TopMETHII-
BaJICpOUIAMUHO ) TaNHI,
5-[2-runpokcu-4-(2-metokcudenun)-4-
METWI-2-TpU(PTOPMETHIBAIIEPOUIAMHHO |(hTaIH,
5-[4-(5-xnop-2-meTokcuheHnT)-2-THIPOKCH-
4-metnn-2-TpudTopMeTHIBATIEPOMIIAMUHO |pranm,
5-(2-runpoxcu-4-heHun-2-TpudropmeThII-
TIEHTHIIAMHHO )P TaITHI,
5-(2-ruppoxcu-4-metmi-4-penmn-2-TpudTop-
METHITICHTAIAMIAHO ) TATTH I,
5-[4-(4-dbropdennn)-2-ruaporcu-4-MeTHII-2-
TPUPTOPMETHITICHTHIAMUHO |(PTaIH I,
5-[4-(5-¢bTop-2-ruapokcudeHIIT)-2 -THIPOK-
cu-4-MeTnI-2-TpuTOPMETHIITIEHTUIIAMHHO |
¢bramu,
6-anetmi-5-(2-runpokcu-4-metun-4-enn-
2-Tpu(TOPMETHIIBAICPOUIAMHUHO ) pTau,
5-[4-(3-¢prop-4-runpoxcndenn)-2-rugpox-
cu-4-MeTm-2-Tpru(TOPMETHIIBATICPOIAMUHO |
¢dramuz,
5-[4-(3-propdenmn)-2-ruapoKcu-4-MeTHII-2-
TPUPTOPMETHIBAICPOMIAMHUHO |PTaIH I,
6-(3-runpoxcu-3-meTui- 1-0ytunmn)-5-(2-
THIPOKCH-4-MeTHIT-4-(heHII-2-TPUPTOPMETHII-
BaJICpOUIAMUHO )Y TaITHI,
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6-(2-runpokcu-4-meTi-4-(heHmt-2-Tpudropme- 3-CF; pauemar

TUIIBATIEPOIIAMIHO )-4-MeTHIT-2,3-0eH30KCa3uH- 1 -0H, paremar

(+)-oHaHTHOMED

6-(2-ruapokcu-4-metun-4-penun-2-tpudTop-

METHJIBAJIEPOUIAMUHO )-4-TpudropmeTni-2,3- (-)-oHaHTHOMED

O6eH3okca3uH-1-0H, (+)-sHaHTHOMED

4-31Un-6-(2-TuapoKcu-4-henus-2-tpudtop- 4-CH, panemar

paremar

METHIINEHTUIIAMHHO )-2,3-0eH30Kca3uH- 1 -0H, @
-OHAaHTHOMEP

(R W W~

4-31nn-6-[2-runpoxcu-4-(2-MeToKCUEHMI )-

(-)->HaHTHOMED

4-metni-2-TpudTopMeTHIBaIEPOMIIAMHUHO |-2,3-

OeH30KCca3nH-1-0H, 19. Coemtiie obeii o 101l a
6-[2-Tunpoxcu-4-(2-meToxcudeHn)-4- ) JUTHCHHA OOIICH (GOPMYIIBT 1 110 1. 1,
HUMEHHO COeIMHEHHS (POPMYJIbI

METHJI-2-TPHUPTOPMETHIBAICPOUIAMHUHO |-4-METHII- oW CF,
2,3-6eH30Kca3uH-1-oH, (e )
4-31un-6-[2-runpokcu-4-mMetun-4-(4-mMmeTui- !
(ennn)-2-rpudTopMeTHIIBANIEPOHIAMUHO |-2,3-
OeH30KCca3HH-1-0H, °

6-[4-(4-0pomdenmn)-2-ruapokcu-4-meTui-2- e
W3omepus

TpupTOPMETUIBATIEPOMIAMUHO |-4-3THi-2,3-

— B

panemar

OeH30KCca3uH-1-0H,

Ju—

(+)-oHaHTHOMED

4-311n-6-[4-(5-prop-2-meroxcuenni)-2- (+)-oHanTHOMEp

THIPOKCH-4-MeTHI-2-TpU()TOPMETHIIBATICPOII- P———

amMuHO |-2,3-0eH30Kca3uH- 1 -0H, panemar

INNFNYINY

6-[4-(5-drop-2-MeToKcUbEHUT)-2-THIPOKCH- (1)-oHaHTHOMED

4-meTui-2-TpuTOPMETHIIBATEPONITAMUHO |-4- 4 (+)->HaHTHOMED

MeTuiI-2,3-6eH30KcasnH-1-oH, 20. Coenunenus obwei Gopmynsl I mo m.1, a
1-(4-HuTpO-3-TPU(TOPMETHIAHHIINHO)-4- HNMEHHO COeMHEHHS (hOPMYJIBI
(eHmn-2-TpudTopMeTHII-2-TIEHTaHOII, 2 H
5-(2-rugpokcu-4,4-nuMeTui-2-Tpudrop-
METHJI-5-TeKCEHOMITaMHIHO ) pTajIn I,
5-[2-rugpoxcn-3-(1-heHmIUIKIoNpomI)-2-
TPUPTOPMETHIIIIPOITHOHUIIAMUHO | TaTH T,
5-[2-rugpoxcu-3-(1-peHnnukno0y THI)-2-
TpUPTOPMETHIIIIPOTHOHUIAMUAHO | TATTHI, rne
5-[2-runpoxcu-3-(1-(heHMIIUKIOTEKCHIT)-2- ZZ (#H)
TPU(TOPMETHIIPONUOHUIAMUAHO | TATTH I, Z; I
6-(2-ruapokcu-2,4-nuMeTrin-4-(heHuIBaIepo- 53 gi
WJIaMHHO )-4-MeTui-2,3-0eH30Kca3uH- 1 -0H, Z3; I
3-[4-(3-xJ10p-4-MeTOKCHpeHII)-2-TUAPOKCH- 21. Coennnenns obueit popmyasl I no n.1, a
4-meTni-2-TpuQTOpMETHIBATIEPOUIAMHHO |(hTaTH].
. HUMEHHO COeTMHEHHS (hOPMYJIBI
18. Coenunenus obmieit hopmysst I mo 1.1, a 2
MMEHHO COeMHEHHS (hOPMYJIBI
2 . _OH CF,

z o CcF,

2" cH, R cF, on xt X7 X

w
x °
rae
rue

n 7" (#H) W3omepust

1 pauemar

1 (+)-oHaHTHOMEDP

1 (-)-2HaHTHOMED

1 3-F pauemar

1 2-Cl pauemar

1 4-Cl pauemar

1 4-Cl (+)-oHaHTHOMEDP

1 4-Cl (-)->HaHTHOMED

1 2-Br pauemar

1 3-Br pauemar

1 2,4-Cl, pauemar

1 2-OCH; (+)-3HaHTHOMED

1 2-OCH; (-)-2HaHTHOMED

1 3-OCHj; pauemar
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R? |w X" (+H) Z" («H) Hsomepus
H 10 x33/%3b; H/CH; cmecs
[ IHaCTEPCOMEPOB
H o X3 H, X3 CH, (+)-dopua
H |0 x3: 11, x3°; CH; (-)-dopma
H [0 X3: CH,, X3 H (+)-chopma
H o x%: CH;, X H (-)-chopma
H |0 X32: CHy
H [0 X3, CH=CH,
H |o X3: CH=CH,~CH;
H |o x32: CF,
H |0 [x32=x3: CH,
H [0 x32=x%: C,H
H [0 32+ X3b: (CHy
H |o X4 Br
CH,[0
CH;3|0 X4 Br
CH3|0 22 CH; panemMar
CH,|0 72 CH, (+)-cpopma
CH;3(0 72 CH; (-)~cpopma
CH;|0 4 CH,
CH,|0 Z3=2% CH,
CHyl0 23=7% CH, (+)-cbopma
CH;|0 23=2* cH, (-)~chopma
CH3(0 z3=75: CH;, panemar
CHz |0 z3=7% CH, (+)-chopma
CH;l0 Z3=275% CH, (-)-(popMa
CH;|0 73/Z*: (CHp);
CH, [0 Z3/2*: -CH=CH-CH=CH-
CH;|0 tARS
CH,{0 % c1
CH,|0 Z* Br
CH;3|0 72 OCH;3 panemar
CH;|0 Z*: OCH;
CH;[0 22=25% ocH,
CH,; |0 Z2: OCH;, Z°: CH; panemar
CH;|0 Z2: OCH,, 75 CH, (+)-dopma
CH;|0 Z% OCHj, 2% CH, (-)-bopma
CH;|0 Z2: OCH;, Z% F
CHg|0 2% OCH,, Z5: F
CH;|0 Z*: OCH3, Z% F
CH;[0 24 0CH,, 7% F
CH;3{0 72 OCH3, 75 ¢l paueMat
CH;3|0 Z2: OCH,, Z°: CI (+)-opma
CH;[0 2 OCH,, 7% C1 (~)-chopma
H |s
CH,{S
H |CH,
H |o-CH,
CH;|0 z%: CH=CH, patiemar
[CH;3|0 z%: N panemar
CH;|0 Z*: cOCH, panemar
CH;3|0 z4 CONH, paneMar
CH,|0 Z2: OCHj;, Z* Br pauemar
CH;3(0 72 OCHj,, Z% Br (+) ~anaBTHOMED
CH;(0 22 OCHj, Z* Br (=) -chopma
CH;|0 72 Br, Z*: OCHj; paneMaT
CH;|0 2 OCH;, Z*% CN panemar
CH;|0 Z3: NO,, Z* OCH, pauemar
CH;3|0 2% COCH,, Z* CH(CH;), |panemar
CH;|0 2% COCH;, Z* OCH, panemar

22. Coenunenus obmeit popmyst [ mo 1.1, a
MMEHHO COeMHEHHs (POPMYJIbI
22 CH, OH CFy

zXI

2z w
b4 o}
25
rae

R’ W 7" (zH) Wzomepus
H O pauemar
H O (+)-bopma
H O (-)-¢hopma
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CH; 0 pauemat
CH; 0 (+)-bopma
CH, 0 (-)-opma
CH; O Z*F pauemat
CH,4 0 75 F (+)-bopma
CH, 0 7" F (-)-(opma
CH, 0 Z>: OCH,, Z°: F

H CH,

H OCH,

23. Coenunenus obmeit dopmynsl [ mo m.1, a
HMMEHHO COeMHEHHs (HOPMYJIbI

22 CH, CH, OH CF,H x*
[ ]
Z
x7 (o}
rie
X" (+H) Z° (+H)
x* CH=CH,
X% CH=CH,
X8 C(OC,Hy) = CH,
x5: C=C-CH,0H
X5 CH
%6
X6: CgH,OCH; (n-)
7% CH=CH,
73 C,H;
Z% COCH,
73: CN
Z* CH=CH,
Z* COCH,4

24. Coenunenus obmieit hopmysel I o m.1, a
HMEHHO COeIMHEHHS (HOPMYJIbI

22 HO, CF,
2 g-N
4 6 °
z y4
25 o}
rae
B 7" (+H) Hsomepus
c=0 |z:oH
c=0 |z*oH
c=0 |z!=7% OoH
C=0 72 OH, 75 CH; panemar
C=0 |Z%OH, Z%: CH; |(+)-dopma
c=0 |[z%o0H,Z% CH; [(-)-popma
c=0 |Z%OH,Z%F
c=0 |7z%OH,Z%:F
c=0 |z%OH, zZ%F
c=0 |zxOH, Z%Cl
CH, 7% OH, Z% F panemar
CH, 7% OH, Z%: F (+)-dopma
CH, 7% OH, 75 F (-)-chopma
Cc=0 Z2: OH, Z% Br panemar
C=0 |Z% NO,, Z* OH |panemar
C=0 z3: Cl, 7% OH panemar
C=0 73 Br, 7% OH panemar

25. Coenunenus obmieit hopmysel I o m.1, a
HMEHHO COeTUHEHMS (hOPMYJIBI
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OR OH CF,;
Y
N
o
o
°
F
rjue
R N3omepus
CH(CHa3), pameMat
CH,CH=CH, pauemar
CH,CH=CH, pauemar
CH,CN paiemar
CH,COOC(CHs3);3 pauemat
CH,COOC(CHj); (-)-bopma
CH,COOC(CHj;); (+)-bopma

26. Coenunenus obmieit hopmysst I mo 1.1, a

MMEHHO COeIMHEHHs (POPMYJIbI

22 cpp?HOCE, S y4
PN )
B~ ) =N
. 1
28 Y8 o
raoe
r2 A Z" (+H) B Y" (#<H) |Wsomepns
H o C=0 |Y* CH; |pamemar
H (o] c=0 [y% C,H;s |pamemar
CH; [0 C=0 |Y: CH; |(+)-dopma
CH; |o C=0 |Y%:CH; [(-)-¢opma
CH; |O c=0 Y% C,H; |pauemar
CH; |0 C=0 (Y% CH; [(+)-dopma
CH; |0 C=0 [Y* CH; [(-)-cbopua
CH; |0 7% OCH; C=0 |v* CH; [pauemar
CH; [0 7% OCH, C=0 |Y%:CH; [(-)-dopma
CH; |0 72 OCH,4 C=0 (Y% CH, {(+)-dopma
CH; |0 7% OCH, C=0 |Y% C,H; |pauemar
CH; |0 72 OCH; C=0 |Y% CH; |(+)-¢popma
CH; |0 Z2: OCH, C=0 |Y" CH; |(-)-¢opma
CH; |0 7% 0CHy, 2% F  |C=0 |Y% CH; |panemar
CcH; |0 7% OCH3, Z%F [C=0 [Y% CH; |(+)-copma
CH; |0 7% O0CH, % F  [C=0 |Y% CH; [(-)-dopma
CH; |0 7% OCHy, Z%F [C=0 |Y% C,H; |pauemar
CH; |0 7% OCH3, Z%F  [C=0 [v* CyH; [(-)-opma
CH; [0 7% OCHy, Z%F  |C=0 Y% CH; |(+)-dopma
CH; |0 72 OCHy, 2%: C1  |C=0 |Y* CH; |pauemar
cH; |o 7% OCHs, 2% Cl  |c=0 |Y: CH; [(+)-copma
cH; |0 72 OCH,, 7% C1  |C=0 |Y% CH; |(-)-dopma
CH; |0 7% OCH3, 2% Br  |C=0 (Y% CH; [pauemar
CH; |0 7% OCH3, 24 Br  |[C=0 [Y% CH; [(+)-Gopma
CH; {0 72 OCH3, z% Br  |[C=0 [y%CH; [(-)-gopma
CH; |0 z* CHy C=0 |Y%CH; |pamemar
CH; |O z* CH3 c=0 |Y% C,H; |panemar
cH; |o Z%: CHj C=0 |Y*% CHg [(-)-chopma
cH; |o Z* CH, C=0 |Y* CH; |(+)-popma
cH; |o Z% F C=0 |Y%CH; |panemar
CH; [0 Z* Br C=0 |v%CH; |panemar
CH; o 74 Br c=0 [v%CH; [¢-)-gopma
CH; |0 z*4: Br C=0 |Y% CH; |(+)-opma
CH; |0 C=0 |Y% CF,
CH; |NH c=0 [v* cCH,
CH; [NCHj Cc=0 |Y* CH,4
CH; |0  {z%OH,Z%F C=0 |v%CH; |panemar
CH; |0 72 OH, 7°: F C=0 [Y%CH; [(+)-gopma
CH; [o 72: OH, Z5: F Cc=0 |Y*CH; [(-)-dopma
CH; [0 72: OH, Z*% Br C=0 |Y*% CH; T
CH; |0 73: NO,, Z% OCH; [C=0 |Y* CH; |panemar
H o CH, |Y*CH; |pauemar
CH; |0 CH, |v*CH; |pauevar
CH; 10 CH, 4 C,H; |panemar
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27. dapmaneBTUYECKHE MpenapaThl, COIEP-
Kallue M0 MEHbIeil Mepe OJHO CoeluHeHHe 00-
uieit popmysiel I o 1.1, a Taxke GpapmManeBTUIECKH
IIPUEMIIEMBII HOCUTEIIb.

28. IlpumeHeHue coequHEHUi obOel ¢op-
MyJiel | mo m.1 s u3rotoBieHus: apmaneBTHyC-
CKHX TPETaparoB.

29. Croco0 Tmody4eHus COeTUHEHUI oOiein
¢dopmysr

Rt RzHO R3
H
MB/N\
A Ar
I

rae A, B, Ar, Rl, Rz, a Taxoke R’ umeror YKa3aHHbIE
B 1.1 3HAYEHUs, OTIUYAIOUIMIACA TeM, 4TO KapOo-
HUIBHOE coeanHeHne oOmel Gopmynsr 11

1R2

¥

A 87 “Ar

1

rae A, B, Ar, R' u R? umeror yKa3zaHHbBIE U1 Qop-
MyJibl | 3HaYeHMsI, NOBEPIalOT B3aUMOIECHCTBUIO C
COETUHEHHEM 00mIei (hopMyITbl R*-SiMes, e R®
HMeEeT yKa3zaHHble a1 obmied ¢opmysnsl 1 3Haue-
HUsl, B IPUCYTCTBUHU KaTaJIN3aTopa WK C aJKUJIMe-
TAJJIMYCCKHUM COCAUHCHUCM, HaanMep, peaFeHTOM
['puHbsipa WM JIATUHATIKWIOM, C MMOTy4CHHEM CO-
enuHeHus obweit popmyisr 1.

30. Crioco6 1o .29, OTIMYAIOMUHCS TEM, YTO
KaTaJIM3aTOPOM CIIY>KUT (PTOPUIHAS COJb WM Kap-
OOHAT IIEJIOYHOTO METAJIA.

31. Cmoco6 mosydeHus] COeAMHEHHA 00mIeit

¢dbopmyusr
R1. ReHO R3

U N
N
A 8~ \Ar

1
rze A, B, Ar, R, Rz, a Takke R umeror yKa3aHHbBIE
B 1.1 3HaYeHMS, OTIMYAIOIIMICA TEM, YTO COEIHU-

HeHue obuiei Gpopmysr 111
R1. R2HO

R3
M /FG

A B

a1

rae A, B, Rl, R? u R® umeror yKa3zaHHbBIE AT 00-
et popmynsl | 3Hauenws, a FG o3nagaer yxons-
LIyI0 TPYMITy, MOABEPraoT B3aUMOJIEHCTBHIO C CO-
emmuenneM dopmyisl Ar-NH-R'', rie R 0603ma-
gaer aroMm Bogopoma wiu C;-CsaIKaHOMWIBHYIO
rpymiy, a Ar uMeer ykasaHHble Juisi oOel ¢op-
MYJIbI 1 3HAUYCHUA, U 3aTEM IIpU HCOGXO}II/IMOCTI/I
oTmenuisoT octatok R

32. Cnoco6 1o .31, OTIMYaromuics TeM, 94To
yxomamas rpymna FG B coenunennn oOmeit gop-
mydsl 111 npeacraBnsier coboit atom xmopa, Opoma
00 MoJa, TO3WIATHBIA MO0 Me3WIaTHBIA ocTa-
ok wm C;-CyuepdropankmicyinbhOHUIOKCH-
OCTaTOK.

@ EBpasuiickasi naTeHTHas opraHusauusi, EAMNB

Poccusi, 109012, Mockea, Manblii Yepkacckuii nep., 2/6




